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KHWPUI (dancada noxkropu (PhD) nuccepraumsicu aHHOTALUSICH)

Juccepranmss MaB3yCMHMHI JoJ3apOuru Ba 3apypatu. JlyHéna
NUPUMUANH XaJIKACU CaKJIOBYM TaOWMUU Ba CUHTETUK T'€TEPOLUKIMK OMpUKMAaap
KEHI' TapKajiraH Oynu0, yjap XO3Mprd KyHJa KHUIUIOK XYXKaJauru Ba TUOOHETHA
KYJUIaHWJIA€TraH KyNruHa Mpenapariap TapkuOura kupaau Mana wryHnai
OupukManap Karopura CcuHTETUK THEHO[2,3-d|mupumunun-4-onnap  (TII),
YJIAPHUHT aHAJIOTJIApU Ba XOCHJIaJapuHU KUpuTuIl MyMkuH. [y cababmnu opranuk
kuME€ coxacuma onub OopunaérraH  WIMHUN  TAaIKUKOTJIAp  HATHXKAacHa
mouniekynacuga TII xankacuHu cakijiaraH TeTepOIMKIMK OWpUKMallap opacuia
Typiiu papMakosoruk (Gaon mpenapartiapHUHT KYTaiuO OOpaéTraHiInru ajoxuaa
axaMusIT KacO dTagu.

byryarn xyHaa xaxoHJa MyXuM Macaiaigapiad Oupu moTeHIman (aom
TeTEPOLMKINK Oupukmanap, XycycaH 35,6-numeTtuntueHo|2,3-dnupumuann-4-
OHJIAp, YJIAPHUHT XOCHUJIATAPUHUHT 3JIEKTPOPUI Ba HYKJIEO(HUI peareHTiIap OuiaH
XOCHJI KHWJITaH MaxCyJOTJapUHUHI TY3WIMIIMHM aHHUKJIAIl Ba HCTUKOOIIN
MOJJIaJIapHU MAaKCaJJId CUHTE3 KUJIUII XamJa yJjap acocHjia camapaiu OMOJIOTHK
dbaon mnpenapamiap sparumgaH  ubopar.  JKymnmagaH, OuUIUKIMK - 5,6-
JUMETUATHEHO[ 2,3 -d [nMpuMUIMH-4-OHJIapHUHT SIHTU XOCWJIAJIApUHU 3aMOHaBUU
OpraHuK CHUHTE3 yCyJiapu €pJamuia OJuIl, OMOJIOTHK (HaOJUTMKIAPUHU aHUKJIAIIT
Ba yjap acocujia GpapMaxKoJIOrHK (aouTMru KOpH OYIraH mpenapatiap sSpaTHIll
Oyiirda WIMHI TaAKUKOTIIAp OaKapuiIMOKIa.

PecniyOnukamusna Maxawmuid XoMaménap acocuaa JO0pU BOCUTATApUHU
APATUIIHA PUBOXJIAHTHPUIN MNYHAIWIIWAA WIMHM UW3JIAHULUJIAPHU  FOKOPHU
Japakajia TallKuil 3TUII Ba (papMarieBTHKa 0030puHU cU(]aTIv JOpU BOCUTAIApU
OwnaH TabMHUHIANI Oopacuaa KEHI KaMpOBIM dOpa-Taadupiap amaira
OLIMPWJIMOK/A Ba HaTWXXaJa pako0aTOapIoll MpenapaTiiapHd Xam TaOMHil XOM-
aménap xaM CHHTETHK OpPraHMK KMME MaxcCyJIOTJIapu acocuja spaTuil Oopacuia
MYXUM HATIKaJapra SPUIIMIMOKIA. Y30eKHCTOH Pecry6nmkacwHM —sHAzia
pPUBOXIAHTHpUIN ~ OYiuya  Xapakatmap crpareruscuaal — «®DapmaneBTuKa
CaHOATHHHM SIHAJa PUBOXJIAHTUPHUIL, aX0JIM Ba THOOUET MyaccacalapuHUHT ap30H,
cudaTia IOpU BOcHUTajJapu OWJaH TabMUHJIAHMIIMHU SXIIWIAOD Basudanapu
oenrunabd Oepwiran. by Oopaga, OWIIMKIMK THEHONUPUMHMAWH-4-OHIAp Ba
YIAPHUHT SHTYM XOCWIAJIADUHU MYKOOWJI CHHTE3H, TY3WIHMIIA Ba PEaKIMOH
KOOWIMATUHU ¥3ura XOC >KUXATJIapUHU aHUKJIAIl, Xamjaa TapKuOuaa sHru
dapmakodop rypyxjgap Ba dparmeHtiap Oynaran OuonOruMK (Gaos MOAaTapHU
SApaTHUILTa NYHAUITUPUIITaH WIMHH-aMalii TAJKUKOTIAp MyXUM axaMHsITra 3ra.

V36exucron PecryGmukacu Ipesunentununr 2018 iimn 25 oxtabpaaru TTK
3983-commn  «Y36eKucTon Pecnybnmukacuma  kuME  caHOATHHU — JKajaall
PUBOXKIIAHTUPULI 4YOpa-TafOoupaapu tyrpucuna» ru Ba 2017 imn 23 aBryctaaru
[1d-3236 conmum «2017-2021 ¥wmnnapna KUME CaHOATUHU PUBOKIIAHTHPHIL
nactypu» tyrpucunaru Kapopnapu, 2017 vun 7 ¢eBpangaru [1D-4947-connu

V36ekucTon Pecrybrukacu Ilpesuaentunuar 2017 iimn 7  ¢espanmarn  [1D-4947-con  «Y36ekucron
PecnyOnukacuan ssHaia pUBOKIIAaHTHPHUII OYitida Xapakariap cTpaTerusicu TyFpucugantu GapMoHu.
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«V36exucTon PecryGnuKacHHM sHaja PUBOXIAHTHPUIN Oyiimua Xapakatiap
cTparerusicn» Tyrpucuaaru ®apMoHH, IIYHUHTACK Ma3Kyp (aojusTra TETHIILIN
Oolllka MeBEPUN-XYKYKHI XyXoKariapia Oenrujianrad BaszudaiapHu amalra
OIIMpUIITA YOy AUCCEPTALlUS TAAKUKOTH MyailsiH Japaxaaa Xu3Mart Kuiaaiau.

TagKNUKOTHUHT pecny0amnka dhan Ba TeXHOJIOTUSJIAPH
PUBOAJIAHUIIMHUHT YCTYBOP MYHAJMILIAPUIa MOCIMIH. MasKyp TaIKUKOT
pecriyonuka (aH Ba TexHoJorwsuiap puBoxiaaHumMHUHT VI, Tubbuér Ba
dapmakonorusi, VII. Kumé texHonorusmapu Ba HAHOTEXHOJOTHUSJIAD YCTYBOP
HyHanuuiapura MyBopuK Oa)kapuiiraH.

MyaMMOHMHI YpraHwiranjJuk aapaxkacu. Tueno[2,3-d|mupumunun-4-
OHJIAp coxacuja TaakukoTiaap aespiu S0 Hwun aBBan OommianraH. JlyHEHWHT
KYTIITHHA MamiakaTiapuaa Oy cuHg OupuKMallapu acoCHUArd U3JIaHMIIIIAp KaJaall
o6 Oopmimokaa. Xycycan, xopwkiuk ommmiiap — K.C. Patel, V.K. Shravan, A.
D. Mishra, K.S. Rajan, M Salahuddin, S.D. Sharma, O. G. Shaaban, H.H. Sayed,
M.A. Naser, A.B. El-Gazzar, A. E. Rashad, B.II. Jluteunos, A.C. Hopagsn, C.I.
Kazapsan, III.d. AxomsH Ba Oomkaiap Ou- Xamja TPULIUKIUK —5,6-
JUMETUATHEHO[ 2,3 -d [mupuMUIMH-4-0HIapHUA Ba YJIApHUHT TYpPJu XOCUJIAIAPUHU
CUHTE3U, MOAU(UKAIUICK Xamja OWOJIOTHUK (aoJUTUKIApUHU YpraHuil OujiaH
myfrysuiadrad. Pecryonukamuszna Maskyp wynamum puBoxkura X.M. [llaxumostos,
H.[. A6aynnaes, M.Illoaues, b.)K. Dnmypanos, b.Tamxomkaes, M.I'. JIeBkoBuu,
b.A. Ypakor, H.11. MykappamoB, X.A. bo3opoB Ba Oolikanap y3 W3JIaHUILIApU
Oownan THeHO[2,3-d|nupuMunnH-4-0OHIap CHUHTE3HW, pPEAKIUsJIapu Ba OHOJIOTHK
(baoJITUTUHY aHUKJIAIl MyaMMOJIAPUHH XaJl STUINTA Y3 XUCCAJapUHH KYIIITaH.

Ymby w3nanunuiapra kKamap 2H-, -agkmi-, OKCO-, -THOKCO-5,0-
TUMETUITHEHO[ 2,3-d [mupuMUInH-4-OHJIapHUHT  caMmapald  CHHTE3W,  aJIKHII
TYPYXJAPUHUHT JJIEKTPODUIT unco-alIMauHUI / OKCHIJIAHUII PEeaKIHsIIapH,
onnuii Ba (azanapapo karanuz (PAK) mapoutuaa ankuuiam (Mponapruiaiil),
ounykieodhun (ruapaswH) GparMeHTH CakjaraH XOCWJIAJapHU KapOOHWUI
oupukManiap Ownan  E-uzomepnu  ruapaszoHiap €KM  TeTEPOLMKIU3aIus
MaxcCyJIOTJIapy XOCHJI Oynuin peakuusiapu ypranuwnmarad. lllyHunr yuyH, ymoy
peakUusUIapHd  KUECUM YpraHuil Ba MAaxCyJaoTiap TY3WIMIIAHU aHUKJIALLI,
UCTUKOOJUIM MOJJATApPHUHT MAaKCa/UIM CHUHTE3MHHM amMajra OIIMpUII SHIU Ba
Ouosoruk gaos OMpUKManap sipaTUIll HyKTan-Ha3apHuaaH Makcaara MyBOGUKINP.

TaaKNKOTHHUHT auccepTamus 0a:kapuJraH HJIMHH-TAAKHKOT
MYacCaACACHHUHT WJIMMA-TAIKHKOT HILJIapU OUjIaH OOFanKIMru. J(uccepramnus
TAJIKUKOTH YCHMIMK MOINANAPH KUMECH MHCTHTYTH HIMH-TAJKUKOT HILIAPH
pexacuHuHr KA-9-002: “Kunuok Xy»ajaurv, 4opBayMIMK Ba MappaHIadyuInKIa
KYJUJIAlll YYyH FOKOPU camapajy Maxa/UIMi aHTUTE€JIbMUHT IIpernapar XuHa30J Ba
['occumnpen o3yka KoHUeHTpaTuHH sipatuir” (2015-2017 iil.) amanuili TaaKUKOT
Joitmxacu goupacuaa Oakapuiras.

TagKUKOTHUHT makcaam  2H-, -aJIKWI-, -OKCO-, -THOKCO-5,6-
JTUMETHITHEHO[2,3-d |[mupuMUINH-4-0OHIapHU  STHTH  XOCWJIAJIADUHUHT  CHHTE3
yCyJUIApUHM WNUIA0 YUKUII XamJaa YJapHU (QU3MK-KUMEBHI Ba OHMOJIOTHK
XOCcaJapyuHU aHUKJIAIIJaH noopar.
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Tankukor Bazudanapu:

2H-, -ankuWi-, -OKCO, -THOKCO-5,6-mumeTunTtueHo|2,3-d|nupumuaun-4-
OHJIAPHUHT CUHTE3MHU MYKOOWJI IApOUTIAPUHU SPATULI;
2-Oxkco-, THOKCO-6-METUIIITUPUMHIUH-4-OHIapHU Typau AJIKWII-

rajoreHujiiap OwiaH ajJKWwUlalll Ba XOCWI OYynamuraH u3omepiap HucOaTura
TabCUP ITATUTAH ACOCUN OMWJIAPHU aHUKJIAIII,

2H-, -0KCO, -THOKCO-, -aJKHJITHO-5,6-muMeTmiTreHo|2,3-d]nupumuana-4-
onsiapuu onauit Ba @AK mapoutnia ankusuiai Ba Npornapruuiani;

2H-, -ankun-, -alKWATHO-, -OKCO, -THOKCO-5,6-TUMETHITHEHO[2,3-
dmupumuauH-4-oHnap KaTopuaa Typiid IApOUTIApAa HUTPOJIOBUM apajaiiMa
OWJIaH unco-HUTPOJIAI / OKCHJUIANI PEAKIUSIAPUHN KUECHM YpraHuii, xamja
MaxcCyJIOTJap Typura Ba yHyMUra TabCUp 3TYBYM OMUJUIAPHUA aHUKJIAII;

4-x70p-, -TUOApa3uHUI-, 2,4-auxiop-5,6-gumeTmntueHo|2,3-d|mupumMuuH-
4-OHJIAPHUHT CUHTE3WHU XaMm/Ia YJIapHUHT HyKJIeo(hua Ba KapOOHUI OupruKMaiap
OWIIaH peakusIapUHU aMajra ONIMPHIIL;

CUHTE3 KWIMHTaH OupuKManap opacujaH OuoJoruk ¢aoia MoagaiapHu
aHUKJIAIIL.

TagkukoTHUHT 00bekTH cudatuga 2H-, -ankun-, amKWITHO-, -OKCO, -
THOKCO-5,6-muMeTuITHEHO[ 2,3 -d [mupuMuanH-4-oHaap, yJapHUd alKWUIAII, UnCo-
JIMAIIMHUILI / OKCUJUTAHMIIL, TAJIOTeHJIAII MaxXCyJI0TiIapy TaHJIAHTaH.

TaagKMKOTHUHT TIpeAMeTH MYKOOWIIAIITUPUITaH Yycyiuap Eplamuja
CHHTE3  KWIMHTaH  2-aMHUHO-3-3TOKCUKApOOHWI-4,5-1umMeTnn-,  4-MeTuia-5-
sTOKCUKapOonuntuodennap, Oymapaan onunran 2H-5,6-numerun-, 2H-5-metun-
6-3ToKCUKapOOHMITHEHO[2,3-d [mupuMuanH-4-oHnap, xamaa 2H-, -ankum-, -okco,
-THOKCO-5,6-aumMeTni-3,4-qmuruapotueHo| 2,3-d JnupuMuinH-4-0HIapHA Ba
Oynap/laH OJIMHTaH SIHCM OMPUKMaJIapHU AJIEKTPO(PHII Ba HyKJI€O(pUI peareHriap
OwiaH TabCUPHUIAH OJIMHIAaH MOHOAJIKWJ, AWAIKWI, MpOHaprui, S-HUTPO-, -
KapOOKCH- Ba 4-xJ0p Xocwiajmap Xamaa 4-TUApa3suHuI-, -allKOKCH-, -aMHHO-
OupUKMalap, sStHTH THUApa30oHIap Ba Oy MaxCyJOTJIapHU OJIMIIHUHT IIapOUTIIApH,
buU3UK-KUMEBUH Ba OMOJIOTUK XOCCATapUHM aHUKJIAIl XUCOOIaHAIH.

TagkukoTHUHT ycyutapu. Hos3uk opranuk cunres ycymnapu, UK-, 'H Ba
BC  SIMP-cniekTpOCKOIHMS, Macc-CHEKTPOMETPHS, PEHTIE€H TY3WIMII TaXJIUIH
(PTT), xpomatorpadus (ronka karaamun (FOKX) Ba kononkanu xpomarorpadus),
kBaHT-kuMEBMM xucoomamap (Hartree—Fock (HF) Ba DFT/B3LYP-3-21G) xamaa
OMOJIOTUK TAIKUKOT YCyJUIApH.

TagKMKOTHUHT MIMHUI SHTUJIMIM KyHuaarmiapaan nuoopar:

uik 6op 2H-, ankun-, agKuiITHO-, -OKCO, -THOKCO-5,6-TUMETHUITHEHO[2,3-
d]mupumMuauH-4-0oHIapHUHT d3JeKTpodua Ba Hykiaeopusn peareHtiaap OujaH
peakiusgapy aMalira OUIMPWITaH Xamja XKapac¢HJIApHUHT OOpHUIlNra TabCUP
ATYBYM aCOCUN OMUJUIAp aHUKJIAHTaH;

2H-, anmarmmran-5,6-qumetunTieHo| 2,3 -d jmupuMuina-4-0oHIapHA OJINHN Ba
OAK mapoutnapua adkuian (Iponaprusuiall) peakiusiiapy oud Oopuirad Ba
CEJICKTUB MOHO- €KY JUATKUII-X0CHIAJIap XOCHII OVIIUIIIN aHUKJIaHTaH,

2H-, anmamwuHras-5,6-gumetuntueHo|2,3-dnupuMuauH-4-o1nap HUTPO-
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JI0BYHM apanamMa Omnan peakuusiapuaa 'N sa °N na H aromu 6Yauig npoToTpon
TayToMepus Tyaliau wunco-HATPOJANl COMUpP OYIWIura, amkui TypyxJjapu
OyuImM 3ca 5-METUJ TYpyXJapUHUHT KapOOH KucioTajgapraya OKCHJTaHUIINTra
0JIMO KCIUIIM aHWKJIaHTaH,

JacTIa0Ku  TUCHONMUPUMUIWH-4-OHJIADHUHT  KapOOHWUJI  TypyXJapu
dbochopokcuxaopus; TabCUpPUAA OCOH HYKICOPWIT aIMaIlIMHHUIIL pPeaKlusICcura
KUpUIIUNO MOJIeKyJlacua XJIOp aTOMM TyTraH peakuuoH (aosi xocuianapra o0
KEeJIMIIM Ba YJIApHUHT TYpau HykiIeodusa peareHTiap OunaH Oopaauran
peakiusiapura TabCup 3TYBUYH OMUJIJIAP aHUKJIAHTaH;

ik 0op ruapasun (Ounykneodw) pparmentu cakiiaran 2H-4-ruapasuHui-
5,6-numetuntueHo|2,3-d jnupumunuHarHT - (IM)KapOOHWIT  OupHKManap Owiad
peakiusinapu E-u3oMep IIAKiIAard TUIpa3oHiap €KU  TeTepOolUKIN3alus
MaxCyJIOTIapu XOCHII OYIHIIKN UCOOTIAHTaH.

TaagKMKOTHUHT amMaJIuii HATUKAJAPH Kyiuaaruiapiad noopar:

2-aMuHO0-4,5-1uMeTunTHO(GEeH KapOOH KHUCiIoTa STl 3GupH, 2-aMUHO-4-
MeTuiI-3,5-TuoeH AMKapOooH Kuciaota AMdTUI 3gupu, 2H-5,6-numeruntueno[2,3-
dnupumuaun-4-on Ba 2H-5-metuin-6-3rokcukapOoHunaTHEHO|2,3-d [mupuMuuH-
4-oH, 2-0KCO0-5,6-guMeTunTUeHO|2,3-d|nupuMuInH-4-0OHIApHU CUHTE3 KWJIMIII-
HUHT CaMapaliy yCyJlapy sSipaTUiraH;

2-amuHO-4,5-auMeTmnTHOGEH KapOOH KHUCIOTa JTWI JI(PUPUHUHT TYypiu
HUTpWLIAp OWIaH XJIOpUJ KHUCIOTa WIITHPOKUIIATH KYN-KOMHOHEHMIU Oup
bockuunu cunme3 ycynu &Epaamuaa 2-ankuia(peHun)-5,6-gumMeTunTueHol2,3-
d]mupumuauH-4-0HIap CUHTE3 KWINII yCYJIU UIIA0 YMKUIITaH;

IOKOPH PEakIoH (haoJUTMKKA dra TypyXJjap CakjiaraH MyXUM CHHTOHJIAp - 2-
AITKWJI(QJUTAIT ) THO-3-TTPONIapTiiI-5,6- TUMETHIT-,  S-HUTPO-6-MeTui-, S-kapOokcu-3,6-
TUMETUI-, 2-0KCO-3-HUTPO-6-METUII-, 2-THOKCO-5,6-TUHUATPO-, 2-0KCO-3,6-TUMETHII-
5-HUTpO-, 2-0KCO-5-KapOokcu-1,3,6-TpuMeTui-, 2-MeTHATHO-0-METUI-5-HUTpo-, 2-
METWITHO-3,6-TuMeTIII-5-Kapookeu-, 2H-4-xnop-5,6-numerun-,  2,4-nuxiiop-5,6-
TUMETHUII-, Ba 2H-4-runpa3zuaui-5,6-numeTuitueHo| 2,3-d |nupuMuAMHIapHU
OJIMIITHUHT camapaliy yCyJulapy sipaTuiraH;

2H-4-runpazunui-5,6-numMeTunTueHo| 2,3-d |JnupuMuJuHHUAT (111)KapOOHUIT
Oupukmanap OuiaH TabcUpUJaH FE-W30Mep IIAKIJIArd TUAPA30OHIApD EKU
reTepOLMKIN3AIII MaXCyJI0TIapy CHHTE3 KWW YCYJUIapu UILIA0 YUKUIITaH;

oJin0 OopuiiraH TaJKUKOTIIAp HATHXKAacKUa MUKpPOO Ba OakTepusiapra Kapuiu
X1 (paoJTMKKa 3ra OYIraH Mojaanap OOpPIUrd aHWKJIaHTaH.

TagKUMKOT HATH:KAJAPHUHI MINOHYIuauru 3amonasuii K-, 'H Ba °C
SMP-cniekTpocKomnus, Macc-CIEKTPOMETpHUs, peHTreH Ty3wmm Taxjmia (PTT),
xpomoTtorpaduk (FOKX, kononkanu), 6MOJ0TMK Ba OOIIKa TAAKUKOT yCyJIIapuiaH
OJIMHIaH HATH>KaJIap acOCH/Ia MIIOHWIM Tap3/a TaXJ W KWIMHTaH.

TagKUKOT HATHKAJTAPUHUHI WIMMHA Ba aMajMi axaMUATH. TaakuKOT
HATWKAJIAPUHUHT WIMHUM axXamusiTU IOyHJAH WOOpaTKU, WUIK OOp CUCTEMAaTHK
tap3na 2H-, anmamran-5,6-gumeruntuero|2,3-d jnupumuaua-4-onsiap  xamja
yIApHU XOCWJIAJIAPUHUHT 3JIEKTpoQMil Ba HYKJI€O(DHST aIMAIIMHULI peaKLUsIapu
oJin0 OopuiiraH Ba )apa€Hiapra TabCUp 3TYBYU aCOCHI OMUJUIAP aHUKJIAHTaH.
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TagkUMKOT  HATWXKAJAPUHUHT  aMallui  aXaMmMusiTU  CHUHTE€3  KWJIMHTaH
OupukManap opacuaa MuUKpoOjapra Ba OakTepusuiapra Kapiid sSXIu (GaojuIMKKa
sra Mojjanap OOpJIMru, NIYHMHIJEK aJIKWII, Mponapruj, HUTPO, KapOOKCH, XJIOp,
QJIKOKCU Ba TUAPA3UHUITHEHO[2,3-d |nupuMuinH-4-OHJIapHUHT CHUHTE3 YCYJUIapu
ApaTWIMILK XaMJla TaJAKUKOTIap HaTikacuaa 76 Ta OMpUKMa CHHTE3 KWJIMHMILN
Ba yJapjaH 65 TaCUHUHT SIHTU SKAHJIUTH OUJIaH U30XJIaHA]IH.

TaagKuKOTIApHUHT sKopuii KUJIMHHIIHN. 2H-, ayMaiiras-5,6-
JTUMETUATHEHO[2,3-d [mupumMuinH-4-0oHIap Ba yJIapHU XOCWJIAJIAPUHUHT camapau
CHHTE3 yCYJUIapy Ba Mo (UKaLMsuIapyu OVilnya oTMHraH WIMUHN HaTHXKaJlap acoCHIa:

5,6-mumernntreHo|2,3-d jnupuMunH-4-0oHIapHu HUTpoJaml peaxipsuiapu BA-
DOA-D-11-110 pakamimu  «AneTHIaMIHOOSH3MMHUIA301 acOCHIa FOKOPH camapaiu
AHTUTEIBMUHT TIpErapar OJIMII TEXHOJIOTHSCHMHU WIIIa0 YHKHID) MaB3yCHIAru
amMamuii  Joinxazna OeH3UMMIA30J XOCWIAlapura HUTPO TypyX KUPUTHILAA
¢orinananmnran (Qannap akagemuscuauHr 2019 iun 03 urongaru 4/1255-1617 con
MabIyMOTHOMacH). HaTwkana HUTpOrypyx cakjiaraH MOTEHIMad OMONoruk ¢aon
OMpHKMasIap OJIMIIHUHT CaMapajiy yCyJUTApUHU sIpaTUIl UMKOHUHU Oeprax;

2H-, anmamras-5,6-numetun-TIiapuu  unco-uutponam /  OKCHAJIAII
Maxcyjiotiapu cuHTesn Ba wmoaudukanuscugan DA-O7-T207 paxamiau
«buonoruk ¢aoiyi TeTEPOIUKINK OMpUKMaIap MOJEKYIacHia aCHMMETPUK MapKa3
XOCUJI KWJIUIIHUHT Ha3apui MyamMmoJiapu» MaB3ycuaaru GyHaaMeHTan jJonnxana
sauru C-C 6ornapu tytran TII xocunamapuHu CMHTE3 Kuidinga (oiirasaHuirad
(dan Ba Texnomorusmap areHTauruHUHT 2017 Wun 18 nmexabpmarm ®TA 02-
11/1322-con mabnymoTHOMacu). Harmxkaga  TeTeponukiIuK — Oupukmanap
MOJIEKYJIaCHIa aCUMMETPHUK MapKa3 XOCHJI KWJIHIII UIMKOHHHH OepraH;

5,6-numetuntueno|2,3-d | nupumMuanH-4-oHIapHu unco-HATpoJIaI/
okcunannm peaknmsapunad 2013FFGB0002 pakamnum nonmnxana TueHoO[2,3-
d]mupumMuauH-4-0HIapHU SHTH XOCHWJIAJApPUHHU CUHTE3 KWIWIAa (Hohgamanmiral
(CuniBpaH ¢u3nka Ba KUME TEXHUKA WHCTUTYTH MabllyMOTHOMAcH, XHUTOM).
Hatmxanga HuTposaml ycyJJlapyuHM SpaTUII Ba MyXMM (DYHKIIMOHAN TypyxJjap
(HUTpO, aMHHO) cakjarad OWJITUHT-0JIOKJIAp OJIUIIT UMKOHUHU Oepras.

TagKuKOT  HATHKAJIAPDUMHUHI  anpodaumsick. Ma3Kyp  TaaAKHUKOT
HaTWXanapu 9 Ta, KymiiagaH 3 Ta xajJkapo Ba 6 Ta pecrmyOiuKa WIMH-aMalui
aHKyMaHJIapuaa Mabpy3a KWJIMHIAH Ba MyXOKaMaJlaH YTKa3uJIraH.

TaagKUKOT HATHKATAPUHUHT IbJIOH KWJIMHIAaHJIMIu. /{uccepranus MaB3ycu
Gyitiua sxamMu 16 Ta MMM HII YOI STHIITAH, IyJapaaH ¥Y36eknuctoH Pecrybnmkacu
Onuii arrectarms kKomuccusicuHuHT (ancada gokropu (PhD) nuccepranmsimapu
acocuii WIMHW HaTWKaJapUHU YOIl 3TUII TaBCHUS ITWITAH WIMHI Hampiapaa 2 Ta
MaKoJia pecy0JiiKa, 5 Ta MakoJia XOpMKHid Ba XaIKapo KypHaJlIap/a Hallp STHIITaH.

Juccepranms Ty3WIHIIM Ba XaxMu. /{ucceprauusi TapkuOu KHUpHUIL, ydTa
000, xymoca, (Qoigananuiaran agabuériap pyWxaTd Ba WIOBagaH HOOpar.
JuccepTauvsTHUHT XaKMH 123 O€THU TalIKuI STaan.

Myannug V3P @A Veumnuk moooarapu Kumécu uncmumymunune 60w uimuii Xooumu, Kumé gaunapu
odoxmopu, npogheccop X.M. lllaxuoosmosnune (1941-2015 wii.) ouccepmayus uwunu daxcapuiuuuoa
Kypcamean époamu YuyH Y3uHUHe CAMUMULL MUHHAMOOPHUUTUSUHU OULOUPAOU.



JIMCCEPTAIIMSTHUHT ACOCUM MA3MYHH

Kupum kucmuaa yTKazwiraH TaIKUKOTIAPHUHT J0J3apOJUrU Ba 3apypaTu
acocjlaHraH, TaJAKUKOTHUHI Makcaau Ba Basu(anapu, oObEKTH Ba MpeAMETIIapu
taBcu(nanran, Pecnybsvka pan Ba TEXHOJOTHUIIAPU PUBOKIIAHUIIIMHUHT YCTYBOP
WYHAIMIUIADUTa MOCIWTA KYpCaTWIraH, TaJAKUKOTHUHI WIMHW SHTWIWTH Ba
amaiuil HaTukanapu 0a€H KUJIMHTAH, OJJMHTaH HATHKAJTAPHUHT UMUK Ba aMaiui
axaMHATH EPUTUIITAH, HATWXKAIAPHU aMajuETra >KOpUil KWIWIL, HAllp 3THITaH
WIMHUH UILJIap Ba AMCCEpTALUS TY3UIUIIHN OViinya MabliyMOTap KeATUPUIITaH.

HMucceprauusiiuar ~ «Tueno[2,3-d|nupumuaun-4-on1ap CHHTE3W  Ba
KUMEBHI y3rapuuuiapu’” ra Oarunuianrad OupuHun 600uaa MaB3y Oyitnua oauo
OopwiIran TaIKUKOTJIAPHUHT HATHKAJIapu, XOPHKUN Ba MaxXayuluil agabuériap
taxyuian Oatadeun Eputunrad. MabiaymoTiap yMyMJIAIITHUPWITAH Ba HWIMHIA-
TaxJIWIMK  XyJlocajap  4YMKapwiral  Xamjaa  WiMud  ajgabuérnapaaru
MabIyMOTJIapJlaH Keaud YMKKaH XOoJja JuccepTalusi MIIUHUHT MAaKCajH,
Bazudanapu, 1013apOIUru Ba MyXUMIUTH Oenruinad Oepuiras.

JuccepTauustHUHT «2H, -Okco, -THOKCO0-5,6-1MMeTHJITHEHO[2,3-
d]nupumMuIMH-4-OHIAPDHUMHT KUMEBMI  y3rapumuiapw» 71e0  HOMJIaHTaH
WKKUHYY 000ua TAAKUKOT HaTHKaTapy KeITUPUITAH.

2H (Anmawean), -oxco, -muokco-3,6-oumemunmueno|2, 3-d]nupumuoun-4-

OMAAPHUHZ CUHMESU

TaakukoTinap y4yH Kepak Oynran 2-aMuHO-4,5-muMeTuntuodeH KapOoH
kucnota otun dbupu (1), 2-amuHO-4-meTmi-3,5-TuodeH auKapOOH KHUCIIOTa
AT 3upu (2) Ba yIapHUHT XaJIKAJIaHUII Maxcylomiapu - 2H, ankui-, -okco, -
THOKCO-35,6-numetrintueno| 2,3-d jnupumuana-4-onnap (3-6) KyJi1ai Ba
MyKOOWJITAIITUPUIITAH ~ CHHTE3 ycy/ulapu €pAamuaa ONuWHAU. XyCycaH,
METWIATUIKETOHHUHT 1nancupka 3dupu (LICI) éku anerocupka s>¢upu (ACD) Ba
OoNTUHTYTypTHHUHT 1:1:1 HuUcOaTnaru apajaniMacuHH AUAITWIAMUH UIITUPOKHUIATH
CIUPTIIa aH4Ya IOMIIOK mapoutna Ku3aupud (45-50°C, 3 coar) onmmb Gopunam Ba
Mypakkad s¢upnap - 1 (86%) Ba 2 (91%) xyna 10oKopu yHyMiap OusiaH OJUHIM:

0
H;C LICD éxu ACD  H;C COOEt H;C
o T e L
- 0 7
_CH,  (CoHs)NH R™ S7 TNH, 2c R™ 87 °N
R CoH;5OH, 1, R=CHj, 2, R=COOEt 3, R=CHs, 4, R=COOFEt
45-50°C

2H-5,6-Iumetuntueno[2,3-dJnupumununa-4-on (3) Ba  2H-5-meTun-6-
sTOKCUKapOoHMITHEHO[ 2,3-d[mupumuanH-4-ounu (4) cuHTe3 KUIuil yuayH 1 €xku 2
HU 5 ’kBUBaJieHT opmamua OuiaH apanammacud Mo xammomuaa 130-140°C na
2 coar ku3aupuian. bynaa xam xxyna roxkopu yaymiap ounan 3 (90%) Ba 4 (85%)
cuHTe3 KwinHau. OnuHran oupukmaiapHuHr (1-4) Ty3WIuIIM CHEKTpasl yCyJuiap
OWJIaH TYJIUK TacIUKJIAH]IH.

TaakukoT HaTwkamapuHu Ku€cuit onub Oopuin y4uyH 2-ankui(deHun)-5,6-
nuMeTunTueHo| 2,3-d jmupumunun-4-onnap (5-10) a¢up (1) Ba HUTPUWILIAPHU KYH-
KOMNOHeHmIu oup 6ockuuau cunme3 ycynunas ¢ongananud onunau. Peakuusinap
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HCI ra3m nmrtupoxuga xoHa xapoparuaa 1.5-2 coat gaBomuaa oaud Oopwiau Ba
ternnu Moananap (5-10) saximm yHymiaap OuiaH OJUHIMU:

O
X
H;C NH H;C COOEt iy H;C
5 |l 13/)\ RON | HN NHzO |57 | 13/I\£{
H,e” YN R HCL(@) g ANy X20,210230°C g o TN Ny
5-10 1,4-nuokcaH, X=8, 190-210°C H
- 1.5-2 ¢, 20-25°C 1 11, X=0; 12, X=S

5 R=CH;, 6 R=C,Hs, 7 R=C;H;, 8 R=C,Hy, 9 R=CH,COOC,Hs, 10 R=C¢H;

Vnapuunr 'HSAMP-cnexrpnapuna 6-CHs Ba 5-CHs rypyxmapu (5-10) 2.34-
241 my. Ba 2.37-2.56 Mm.y. coxamapaa yd INPOTOHIM cuHriuer, -NH-6oru
nporonnapu 12.17-12.7 m.y.napna oup npotonnu cunriet (1H, ¢) xonuna, Oomka
CUTHAJJIAp XaM TETHIUIM coxaiapja Hamo€H Oymamu. Anabuérmapma 11 Ba 12
aH4ya nact yHym OunaH (40-45%) onunrad. bu3 yinapHUHT cCUHTE3 ycCyJulapura
y3raprupunuiap kuputud, 11-momna cuHre3mpaa 1 Ba MouyeBUHAaHMHT 1:7
HucOatnaru apanammacu 210-230°C nma 2 coar, 12-mMoana cuHte3uja 3ca 1 Ba
THOMOYEBUHAHUHT 1:3 HucOaTmaru apanammMacuHu Hucbatan macTpok (190-
210°C) xapoparna 2 coar Ku3aupub oaubd OOpWIau Ba IOKOPH YHYMIIap OuJiaH
maxcynotnap (11, 82%; 12, 75%) onunau.

Anxunnaw peaxyusnapu. 2H-35,6-oumemunmueno/2,3-d]nupumuoun-4-on (3) 6a
2H-5-memun-6-amoxcuxapoonunmueno/2,3-d] nupumuoun-4-onnu (4) arkuinau.
3 Ba 4 — OMpUKMAaNapHU aJKUAJUIAI PEaKIUsIapu aIKUIraJoreHu iap Ounan
1:1.2 monp HucOaTAa TOTAIl KaTalW3aTOPJIHMTUAa aOCOJIOT aleToHaa 6 coar
KalHATHII OWIIaH 0r0 OOpUiIan:

(0] 0]
H;C H;C R, 13 Rj= CHj;; 14 R;= CHs; 15 Ry= C3Hy;
|5 | 3NH RIX 3N 16 R1: CHch:CHz, 17, R]Z CH2CCH,

B |5§ | 1) 18 Rj=CH,CN; 19 R;= CH;; 20 R;= C,Hj;
R N K,CO; R N 21 R;=C;H;; 22 R;=C,Hy;
3,4 aueToH 24.35 23 R,= CH,CH=CH,; 24 R;= CH,CCH

3,13-18 R=CH,; 4, 19-24 R=COOC,Hj

By peakuusiapgan makcaJ ajiKudl TaJOTCHUIJIAPHH PEaAKIMOH KOOWIUSTUHU
Vpranum Ba jgactiabku Mopdamap (3, 4) Moiekynacura peakiuoH ¢ao
dbparMeHTIapHU (AJUTHII, TPOTIAPTHIL, IMAaHOMETHIT) KupuThil dau (1-xanBan).

1-2)Kansan
Onunran *N-ankun Maxcynoraapaunr (13-24) 6ab3u GU3NK-KUMEBUI KATTATHKIAPpHU
bupukma BpyTTo dopmyna *Re Cy1ok.xap., °C Yuym, %

13 CoH19N2OS 0.58 (A) 158-160 75
14 CioH12N>OS 0.63 (B) 152-153 81
15 CuH14N>OS 0.74 (B) 119-120 77
16 CuH2N2OS 0.72 (B) 117-118 79
17 C1:Hi0N>OS 0.70 (A) 138-140 80
18 C1oHoN;0S 0.45 (B) 166-168 68
19 C10HoN>O38 0.61 (A) 172-174 82
20 C12H14N>O5S 0.84 (B) 152-154 83
21 Ci3H16N205S 0.76 (B) 142-144 78
22 CisH1sN2O5S 0.72 (B) 144-146 73
23 Ci3H14sN205S 0.75 (B) 102-103 71
24 Ci3H12N>O5S 0.65 (A) 116-118 75

*Cucrema: 0eH30m:MeTaHolI — 3:1 (A) Ba 6en3om:amneTon — 3:1 (B).
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Hatmxana 2H-3-anmamran-5,6-numernn- (13-18), 2H-3-anmamran-5-metun-6-
TOKcUKapOoHUN-[2,3-d|mupumunun-4-ounap (19-24) roxopu yHymnap Owuiax
OJIMHIU. AJKUJUIAI peakusijIapu OCOH KeTaau Ba 3-anmamirad maxcyiotiap (13-
24) saxmm yaymmap (68-83%) Owmmanm xocun Oynagu. Ymapuuar 'HIMP-
crekTpiapuga apomatuk H-2 mpotonu kyucuz (7.50-7.99 wm.y.) coxama Oup
npoTtoHyin cuHrier, 6-CHz merun rypyxu nporonnapu 2.39-2.42 m.y. na yu
npotonsin cuHraetr, 5-CHz metun rypyxu 3ca 2.49-2.52 Mm.y. Aa y4 IpOTOHIIU
CUHTJIET XOJUAaru KUMEBUN CUIDKUILIHA HAMOEH 3TA/IH.
2-Anxun-3,6-oumemunmueno[2, 3-d]nupumudun-4-ounrapnu memuinau
[TupuMUANH XaTKACUHUHT 2-XO0JIaTUIa AJIEKTPOAOHOP (AJIKWI) TypyXJapu
cakjlaraH MoJJanap KaTopuga “‘Ty3WIMII-PEaKIMOH  KoOwnuar”  ¥3apo
OOFJIMKJIUKHU aHMKJAIl Y4yH 2-ajdkui-5,6-muMerriTueHo|2,3-d|nupumuana-4-
omwnapHu (5-8) wmermwmnmam  peakmusuiapu  onu6  Oopwiau.  Peakmmsutap
peareHTiaapHuHr 1:1.2 HucOaTgaru apanamMacuHu aOCOJIIOT aleTOHJa MOoTall
UIITAPOKUAA Ku3aupud onubd Oopmnaum Ba 2-ankui-3,5,6-TpuMeTuinTueHol2,3-
d]nmupumuaun-4-onnap (25-28) sxumum ynymuap Ounax CI/IHTe3 KWINHIN:

0
H3C CH 5,25 R=CH
H;1 3 35
| 3NH CH; U 6,26 R=C,Hs;
I}I/)\R K,CO; )\ 7,27 R=C3H;
5-8

aIleTOH 8,28 R=C,H,
25-28

OnuHran MoJJalapHUHT TY3WIUIIN 3aMOHABUM (PU3UK-TAJIKUKOT yCyJUIapu
épramuga TynuK ucbornmangu. Ynapuu 'HSIMP-cnextpuga merun (6-CHs Ba 5-
CH3) rypyxnapununr (25-28) curnamnapu 2.35-2.37 M.y.1apjia yd4 TpOTOHIIU
CUHIJICTJIap Imakiuaa Hamo€H OViaau. lllyHuHraek, Maxcysotiapaa 3N-H ra xoc
curHayuIap Kypuamaiiau Ba 3.6 m.y. ma *N-CHj; rypyxu curnammapu (3H, c), 2-
xonataaru Ci-Cs ankui rypyxJjapy CUTHaAJUIapy TETMIUIM coXajlapAa aHUKJIaHaIH.

2-Okco- 8a 2-muoxco-3,6-oumemunmuero[2,3-d[nupumuoun-4-onrapru
000ulti 8a hazanapapo Kamanus wapoumuoa arKuiIaul

TagkukoTIapUMU3 00OBEKTIapUHU (031 0105051 (areton/K,CO3  €km
staHosi/NaOH) Ba ¢azanapapo katammz (PAK) (Phase Transfer Catalyst - PTC)
mapoutTuaa oiaud OopuiaraHja MOHO-aJKWI MaxCyJoTJIap Ba IOKOPU yHymuap
Owran Tterunuid 1,3-IUaNKui MaxcyJoTiaap ofuHaud. 11-mMoajaHu MeTuUIall
peaknusacu HUCOaTaH “OMIIOK” Mapkasra - “N-a30T aromura ketub 2-0kco-3,5,6-

TpHMeTI/mTHeHo[2 3-d|nupumuinn-4-ounu (29) Xocun Kunaau:
0

o)
H3C H,C
N CH; _cHl 3 N-R 30 R=CHj,
& K 31R=CoH

O TBAB, NaOH H;C
BeH30n/H20 R X=1,Br

Peakuusinap pearentnapaudr 11:CHsl-1:1 HucOatnaru apanammacunu (2.5 3kB.
NaOH umtupokuzaa) stanonaa 80-85°Cna 8 coat kaitHaTHII OMIIaH 0JIMO OOPHUIIIH
Ba 45% yHyMm Ownan peakuust Maxcyiaotu (29) onuuau. 11 HUHT 3TUI-, H-TPOTIII-,
H-OyTHII Hoauanap, 3TUi OpomMuj Ba OEH3WJ XJIOpUJ OWIAH peakUUsUIApUHU
(dazanapapo KaTanM3aTOp MIITUPOKUCU3 YpraHWIraHia peakuusiiap KeTMAclUru

29 11
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Ky3aTWIIU. AJKWLIANT Peakmusuiapd METHI HOAWI, J3THJI OpOoMHUJ Ba OCH3WII
xyjopun  Owmnan  Terpabyrunammonuii  Opomua  (TBAB)  umrtupokxuaa
pearenTiaapHuHr 11:RX:TBAbB — 1:2.2:0.4 nuc6atnapaa onud 6opwiranaa 51-75%
yaymnap Ounan 'N’N-mmankun maxcymormap (30-32) cuHTE3 KWIMHIU Ba
OJIMHTaH HaTIKaJIap aCOCH/Ia TAXMUHHUH peaKIus MEXaHU3MH TaBCHS dTHIIIH.
OAK mapouTna anKwUIall peaknusIapuia H-MPONWI- Ba H-OyTHI
Momumiap KynaHwiranaa oup BakTHUHT y3uga 'N,N-mu(x-nponmni-, #-OyTun)-
5,6-numernntueno|2,3-djnupumuann-4-onnap (33, 34) Ba 5,6-numernn-*O-(u-
nponmIoKcu(#-0yTunokch))- ! N-(u-npormun(#-0ytun)tueno[ 2,3-d jnupumu iun-2-
OHJIapHHHr (35, 36) apanammacu XOCHJI OYIUITUHU Ky3aTUIIUMUA3 MYMKHH:

OR RI, TBAB, (@)
H5C H;C NaOH RX, NaOH, H;C
| | /IL_R_'_ /g EeHSOJI/H20 11, X=0O C2H50H | | j\I\H
12 X=S —
H;C” 87 ONT S0 e X=S g, sT N s—R
33 R=C;H, R 35 R— c H R 55 60°C 80°C, 6 ¢ 3742
=C3;H; ) .
34 R:C4H9 36 R:C4H() 37 R:CH3, 38 R:C2H5, 39 R:C3H7 H, 40 R:C4H9 H,

41 R=CH,CH=CH,, 42 R=CH,CgHs. X=Cl, Br, 1

12 Hu MeTun MOAWM, STUJ-, H-TIPONWII-, AJUTWIOpOMUJIAD Ba OCH3WI XJIOPHU
OwiaH peakuusuiapu oiaud OopuiraHia ankwam peakiusuiapu 11-Oupuxmanax
bapkau pasumia (akat OUTTa Mapkasra - S-aTOMHUTa KeTaJu Ba TETULUIM 2-
ankui(amwm, OeH3ui)Tuo-xocunanap (37-42) sxmu yHymiap OujiaH OJUHAIIU.
Bupukmanapuuar 'HSIMP-cnekTpnapu Taxjimid peakuus Hartwkacuga N,N-
numankun  maxcynormap (33, 34) Owman  6upra  10-15%  *O,'N-gumankun
MmaxcynoTtiap (35, 36) xaM Xocui OYITaHIUTHHU Ky pcaTaiu.

2-Tuokco-5,6-qumetmntueno| 2,3-d[mupumuaun-4-onan - (12)  ajmkusuianma
peakiusaapuau kuciaopouiu ananoru (11) OunaH Takkociaml y4dyyH peakiusiiap

OAK mapoutnaa xam ypraHuiau:
0

0
H;C RX, H,C -
3 TBAB, 3 Nop 4 R=CH,
1l 55 R=C,Hs,
/§ TBenson/H,0, A 56 R=CILCH;

H;C

oc _ HCTUSTUNT SRy

12 55-60°C 43-45 > Kamsa

OnuHrad oupukManapHutr (29-32, 37-45) 6ab3u GU3NK-KUMEBUH KOHCTaHTAIApH
Bupukma | Bpyrro-dopmyna | Ry (6enzom:meranon —3:1) Cyok.xap.,°C Yuy™, %

29 CoH10N20,S 0.55 263-265 57
30 Ci0H12N201S 0.70 118-120 63
31 Ci2H16N202S 073 110-112 51
32 C22Hz0N202S 0.75 202-204 73
37 CoH10N20S; 0.73 273-275 78
38 C10H12N>0OS; 0.71 222-224 76
39 C1iH14N>OS, 0.70 178-180 61
40 Ci1,H16N2OS» 0.65 190-191 72
41 C11H1uN>OS, 0.67 158-160 77
42 Ci5H14N>OS» 0.60 243-245 62
43 Ci10H12N2OS, 0.82 228-230 84
44 C12H16N2OSs 0.79 209-211 73
45 C22H20N20S; 0.80 110-111 51

Peakiusiiap peareHTIapHUHT 12:ankunraaoreHu1— 1:2.2 MOJIb

HUCOATIapJaru apajanMacuHu HaTpud ruapokcun (1 9KB.) HMIITHPOKHIA
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oenzon:cyB (1:1, viv) sputyBunnapu apanammacuaa 6 coar gasomuaa 45-50°C na
KU3IUpHUII Ounan oaud Gopunan. Bynna peakuus S- Ba *N-aromnapura ketu6 51-
84% ynym Owinan auankui maxcyiotiap (43-45) xocun 0YVnau (2-xanBain). 43-45-
oupukmaiapay 'HAMP-criekTpy ynapHu Ty3UIHMIIMHA HCOOTIaM I1.
2-Anxkunmuo-5, 6-oumemunmueno[2, 3-d]nupumuoun-4-onnapru nponapauiiau
Hactnabku tueHo|[2,3-d|nupuMuanH-4-oHIapHUHT CUHTETUK MOTCHIMAIUHU
OILIMPUIIT Maxkcaauga 2-aJIKUATHO-5,6-muMeTunTueHo| 2,3-d jmupumuus-4-
ownapuu (37-41) nmpomaprusuiam peakuusiapuHu oaub 6opauk. Peaknusiiap 37-
41:mpomaprun 6pomun — 1.0:1.2 HucOaTIapaard apanalmiMacuHU KypyK IOTaIll

UIITHPOKKIa abcomtoT aneToHaa 55-60°C ma 6 coar kaitHaTHO 0110 OopUIIIH:
) 245 2.28

e HC=CCH,B HyC (3H,¢) 0 ?2;;{1 ) (III}T)
NH = r _ = y
. e ] )N\ CHC=CH ¢ /%
gr  2ueron Pz N™ 307 H 537 (11, an. (rpascs)

|
H,C” S7 N

/moram  H3C S N SR | | H
> 2 )
37-41 46-50 HyC S N )\S =
37,46 R= CHs, 38,47 R= C,Hs 39, 48 R= C3Hs, 240 H  520(1H 1 (wc)
40, 49 R= C4H,, 41, 50 R= CH,CHCH, (GH.©) 50 5.94-6.04

(1H, M)

Hatmwxana rokopu (72-83%) yHymuapaa 2-ayikuii(aJuidil)THO-3-Mponaprui-
5,6-mumetuntueHo|2,3-d jJmupumunua-4-onnap (46-50) xocun 6ynam (3->xamBan).
Osunran Gupukmaiapauar (46-50) tyswmmm WK- Ba 'HIMP-cnekrpockonus

yeyJutapu €paaMuia Ypranuiiau.
3-XKansan
CuHTe3 KWIMHTaH 2-aTKAI( I ) THO-3 -TTPOTIapTHiI-5,6- tuMe TUATHEHO | 2,3 -d [TnpuMuanH-4-OHIIapHIHT
(46-50) 6ab3u HU3MK-KUMEBUN KaTTAIMKIIAPU

Bupukma BpytTo-dopmyna R¢ (6enzom:meranon- 3:1) Cy1ok. xap., °C Yuym, %
46 C12Hi2N20S» 0.78 134-136 83
47 Ci13H14N20S, 0.84 116-118 81
48 Ci14H16N2OS» 0.82 78-80 76
49 Ci5H1sN>OS, 0.80 118-120 72
50 Ci14H14N>OS» 0.86 104-106 78

VYnapuunr UK-cnektpuna yubor Tyrtran yriaepon atomuHuHr =C-H Oorura
TErMIUIA FOTUIUII 4acToTanapu 3433-3444 cm! coxama, C-Hapun Gormapu —
3243-3285 cm!' ma, C=C yuboru sca- 2118 -2123 cm!' ma, kapOOHWI rypyXxJapu
(C=0) sca 1675-1679 cmlma, C-S-C ¢parmentn — 774-777cm! coxama namoén
6ynanu. 'H SIMP-cnexrpnapuna 5-CHs Ba 6-CH3z 2.40-2.45 m.y. Ba 2.35-2.40 m.y.
coxajapjia y4 MNPOTOHJIM CHUHIJIET, TEPMUHAII alleTUJeH (METHUH) MpOTOHU 2.27-
2.28 M.y. napaa Oup HNPOTOHJIM TPHUIUIET, MpOonapruil (PparMEHTUHUHT METHUJIEH
rypyxu nporonnapu 4.90-4.92 M.y. aHUKJIaHAIU.

3, 6-/[umemunmueno/2,3-d]nupumudoun-4-oniap xkamopuoa 31eKmpoghui unco-
AIMAWUHULL PeaKyUsnIapu

MabiyMKu, unco-aaMamiMHUI / €KW OKCUJUIAHUII PEAKIUIAPH CUHTETUK
OpraHuK KuUMENa MYXUM YpuHTa dra. bu3 wunco-HUTpoNaml peakuusiiapuHu
nactinad 2H-5,6-mumernn- (3), 2H-5-mernn-6-3tokcukapOonun-(4), 2H-3,5,6-
tpumetui- (13) Ba 2H-6-3Tokcukap6onun-3,5-mumermntueno|2,3-d | nupumuans-
4-ounap (19) Ounan onmud Gopauk. bynunr yuys, 3,4 Ba 13,19 GupuxmaiapHUHT
HutposioBun apanamma (HA) 6unan 1:2 Ba 1:4 Hucbarnaru apanammacunau 20°C,
50°C nma 6, 48, 72, 96, 120, 144, 168 coat naBomuaa onud O6opauk. Peakuusiiap
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ukku (A Ba B) ycnmybma omm6G OGopunmau. A ycmy6ma mactinabku mommanap (1
MMOJIb) KoHnleHTupaanrad (93%) HoSO4 na nact xapopataa (0-2°C) sputuiu0, 2.2
MMoJb koHueHTtupianran HNOsz (58%) Ba 0.5 mu konnentupnanrad HoSOs nan
Tal€piiaHTaH HUTPOJIOBUH apasialliMa UIITUPOKKIA, 1 coaT My3 XaMMOMU1a, KEUUH
xoHa xapopatuna 1 kewara (12 coar) konmupuiaau. b ycnybma sca peaxkiuoH
apajaimmMara HATPOJIOBUM apanamima macT xapoparna (0-2°C) xymmb OynuHray
50°C ma xuckapok BakT (6 coar) Ku3aupud onmbd Ocopunanu. Taxpubanap unco-
AIIMAIIMHUIL/EKY OKCUJJIAHUII PEaKIMsUIApUHU OJIMO OOpHILl YUyH 3HT MYKOOHUJ
IIapOUT: peareHTiap Hucobatu - 1:4, xapopat 50°C, peakuusi JaBOMUMIUTH 3ca 6
coar (b ycny0). Pearentnap HucOatu, xapopaT Ba peaklus 1aBOMHUIIUTHHU
OLIMPWIMIIKA MaxXCyJOT YHYMHUHUHT OIIWIIUTa EKA peakius WYHAIUIIUHUHT
y3rapuiura oju0 KeJIMaIu:

0 0 0 0
OZNJL—/KLNH HA H3Cj\—/ﬁLNH MeIH3Cj\—/ﬁLN/CH3HA HOOC N/CH3
> weem AN S T LT I
R7OS7NT R=CH; Rp7>g7N R”STON R=CH;  Rp">g7°N
51 3, R=CHj; 4, R=EtOCO 13, R=CH3; 19, R=EtOCO 52
Peakiusinap HaTwKacuaa pErvOCENIEKTUB — Tap3ia OopaauraH — unco-
HUTPOJIAHUII MAaXCYJOTH - S-HUTPO-6-METUITHEHO[2,3-d|nupuMuanH-4-OHHUHT
(51) yaymm 70% HH, OKCHIJIAHWII MaXCyJoTH - S-KapOokcu-3,6-
TUMETHITHEHO[ 2,3-d|nupuMuanH-4-oHHUHT (52) yHymu 3ca 54% HU Talkui
stamu. Jlekun, 6-xonataa COOEt rypyxu Tytran oupukmanap (4, 19) HuTposioBuu
apanamMa OwiaH MasKyp IIapouTAa peakiusra kupummaau. S-Hurtpo-6-
meTunatueno[2,3-dnupumuana-4-oaauar  (51) 'HAMP  cnextpuga  $C-metun
TYPYXUHUHT Y4 NpOTOHIU cuHrieTn 2.97 m.y.na, H-2 Ba NH rypyxnapunusr oup
npotonsau cuHrieriapu 3ca 8.06 my. (H-2) Ba 13.41 m.y.na (NH) xuméBuii
cuipkuinra sra. TabKuaiam Kepakku, AacTiaOku 3-moagara Teruiuid *C-MeTHII
rypyxuHuHr 2.48 m.y. (3H, c¢) curnanu peakuusi MaxcyjaoTHaa yupaMmaiiau. Y HUHT
NK-cnekrpuna NH Gorunmar roruaum ugacroracu 3440 cm! nma, mutpo (NO3)
rypyxua sca 1505 cm! coxama mamoén OGYymmimmm, macc-cuektpuza (ESI-MS)
Mosiekysssp woHHHMHT (51, m/z 211 [M]', 2.8 %) MaBxymmra MoJeKyJaaa
HUTPOJAHUII KeTrammmruau ownmupaau. Oxcumianum mMaxcynotuauar (52) K-
criekrpuaa KapOokcun rypyxuan OH rypyxu 3386 cm! nma, mypakka6 s¢up (O-
C=0) 6oru »ca 1706 cm! na rormnmin yacroracura sra.
buzraua 2-okco-, THOKCO-5,6-mumeTunTueHo|2,3-d|nupumuaun-4-oHaapHu
(11, 12) tyroBun HUTpaT kuciora (97-99%) Ba cynbdar KucioTaizap apajianimMacu
OwsaH y3apo TabCUpPU KMCMaH ypranwirad Ba OyHna 11-mMoananan usomep unco-
HUTPOJAII MaxCyJoTiIapu - 2-0Kco-6-meTtwii-S-Hutpo- (53, 40%) Ba 2-0kco-5-
MeTUI-6-HUTpO-TUEeHO[2,3-d Jnupumunun-4-oununr (54, 41%) 1:1 wucbatmaru
apanammacu xocws 6ynrad. CenekTuB Tap3jia MOHO- Ba JUHUTPO-MaXCyJIOTIapHU
onumn Makcaauna 11,12-6upuxkmanapuu typau HucOatmaru (11,12 : HA - 1:1, 1:2,
1:4, 1:7, 1:10) apanmammacuau Typiau xapopataa (0°C, 25°C, 50°C) Ba
naBomuinukaa (4, 12, 24, 48, 72 coat) onub 6opauk. Tabkuaiam Kepakku, Ou3
unco-HUTpoOJalll peakuusuiapuna koHueHtupianran (58%) HNOs Ba 93% mnu
H>SO4 naH Xocui KHJIMHIaH HUTPOJIOBYM apajialliMallapHU KYJUIaauK. AWTHII
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JIO3UMKH, peareHTIap HucOaTH, XapopaT Ba BAaKTHUHT Y3rapTHPUIUIIA MaXCyJIOT
Typura XxamJa YyHyYMHTa TabCHp OTMAWAM Ba TETUIUIM UNCO-HUTPOJIAII
MaxCyJoTiapu - 2-OKCO-5-HUTPO-6-meTminTueHo[2,3-d|nupumuann-4-on (53,
66%) Ba 2-THOKCO-5,6-muHUTPOTUEHO[2,3-d|Jmupumunun-4-on (55, 60%)
(amabuétna 40%) SXIIN yHyMnap OWIaH XOCHJI 6}”/J1a;[1/1'

r/d+ rﬁiﬂ S e S e

0 H;C
11, X=0; 12, X=S ss

MaxcyHOTnapHHHr (53, 55) tysumumm macc-, K- Ba 'HSIMP-cnekrpiap

épnamua UCOOTIIaH/IN. Tankukotiap JlaBOMM 1A 2-0kco-1,3,5,6-

teTpameTiiITheHo| 2,3-d[mupumuaun-4-ouauHr (30) HUTposoBYM apanarima (HA)

OwntaH peaknusicu A yciay0aa onud 6opriau:
0 (0]

H;C HA HOOC
’ 3N-CH; N-CH,
’ 1& | | /§
H,e” N0 H,C” 77 N o
30 C, 56 CH,

Peakmus HaTmwkacuga OKCHUJJIAHUII MaXCyJOTH - 2-OKCO-5-kapOokcu-1,3,6-
TpuMeTHIITUEeHO[ 2,3-d |mupumMuinn-4-oH (56) axum yHyM OujiaH axxpaTuO OJIMHJIN.
2-Oxkco-5-kap6oxkcu-1,3,6-tpumeruntueno| 2,3-d JnupumMu iuH-4-OHHUHT (56)
'HAMP-cuextpuna 6-CH3 rypyxu CcurHamd KapOOKCHI TIypyXd TabCUpHIA
Ky4CHU3pOK Maitnonra (2.65 m.y., 3H, c¢) cumkuimmnan, COOH rypyx npoTOHUHHUHT
Oup OpOTOHIM CUHIJIeTHHU Kydcu3 coxana (10.5 m.y.) (1H, c) anuknamumus
MyMKkuH. Metun rypyxiaapunuar ('N-CHs, N-CH3) curnamnapu Moc xonaa 3.24
M.y. Ba 3.44 Mm.y.na yu npotonnu cunriet (3H, ¢) xonuna Hamo€n Oyiaau.

TaakukoTIapUMHU3 JOUPACUHU KeHrautupuo, mosiekymnacuna S-CHz rypyxu
cakjiaraH 2-MeTHITHO-5,6-nuMmeTtunTtueHo|2,3-dJmupumuaun-4-on (37) Ba 2-
METHITHO-3,5,6-TpuMeTunTHEHO[2,3-d [mupumuun-4-onan (43)  HUTPOJIOBUHU
apanamma OwiaH TabcUpuHHM onuO Oopauk. Peaknusamap A ycmyOGma om0
oopwinu Ba 2-METWITHO-O-MeTui-5-HuTpoTueHo[2,3-d|nupumuanna-4-on (57,
55%) Ba 2-metunTno-3,6-muMeTui-S-kapOokcuTrueHo|2,3-d|nupumMuanH-4-oHHHA
(58, 49%) ypraua ynymnap Ounan a>1<paTH6 onuira myBaddax OyIuHIN:

0 0
O,N HOOC
/ R )\ R= CH3 PR

H,C™ S SCH, SCH, S” N7 scH;
57 37, R=H; 43, R=CH; 58 4-Kansan
Cunte3 KuuHraH oupukmanapHuHr (51-58) 6ab3u GU3HK-KUMEBHI KOHCTAHTATIAPH
bupnxma Bpytro-opmyna Ry (6enzom:meranon — 3:1) Cymok.xap.,’C Yaym, %
51 C7Hs5N305S 0.25 310-311 70
52 C14H14N>OS, 0.44 244-245 54
53 C7H5N304S 0.20 328-330 66
55 CsHaN4OsS» 0.37 350-351 60
56 CioH10N>04S 0.60 162-164 63
57 CsH7N303S, 0.35 310-312 55
58 CioH10N203S, 0.45 165-167 49
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57-Mopnanunr 'HSIMP-ciekTpuia acocuii XxosaTiaapiaad OMpU 1acTiaOKu
moaaara (37) terunuiu metun (5-CH3z) rypyxunusr terunuim 2.32 m.y. (3H, ¢)
curHanuHuHr wykmuruaup. llyaunaraek, metuntuo (S-CH3z) rypyxu 2.52 m.y.na
y4 nporornu cunraer (3H, c), N-H amug rypyxu IpoToHH 3ca XKyaa Kydcus
coxana (12.50 m.y.na) 6up npotounu cunriet (1H, c¢) xonuaa Hamo€n Oynanu.
Oxkcumranum MaxcyloTUHUHT (58) crnekTpuaa xam nactiadku Mojanara (43)
terunuin  5-CH3 rypyxununr curHamm (2.36 m.y, 3H, ¢) #HyKonaranJiuruHu
Kypamu3. TabKumam KEpakKH, unco-alMallMHUII peakuusiapuaa TUPUMUIUH
xankacuauHr 'N- Ba *N-azor aromnapuga H aromu kM ankui TypyXd MaBiKyl
OynuIuM peakuusjap HyHanumura ce3wiapid Tabcup Kuiaau. LIIyHuHr yuyH,
3,11,12,13-6upukmanap MUCOIUAA STAECKTPOPUI Unco-aaMalTuHUIITHUHT TaXMUHUAN
MEXaHU3MJIapU KBAHT-KUMEBHM XucoOmam yciayOnapu €paamuga YpraHWIIu.
Hnco-autponaim xapaéHuga 3-Moj/ia OpoOTOTPON TayToMepus Tyailiin Y3uHUHT
eHos-maknura (3a) Ba y sca y3 HaBOaTHaa HUTPOHUM KATHOHM Tabcupuja N-
MPOTOHJIAHTAH HUTPAT KaTUOHUTA (A) YTUIIIN MYMKHUH:

OH
®
OH 2N 0

Me Me ® Me NO, ON 0

NH SN NO, NH ° NH
M N/) ) T ) o = AN
e M

e 3 S“B'N Me SSIN

o—complex
By xaTnoH unco-auTpoONIaHUIIIAa TOTEHIIUAN UHTEpMEUaT OYir0 Xu3mMaT KUJIHIINA
MYMKHUH OynraH o-xomiuiekcra (B) aiinmanumm Ba OyHIaH 3ca OXUPru OOCKUYA
Teruuuin S-Hutpo-xocwia (51) xocun Oynumu mymkud. lyHnaih xkunu0, 0u3
TOMOHUMM3JIaH OJIUO OOpuiraH amaiauil TaJAKUKOT HATHXKaJlapyu KBaHT-KUMEBUM
Xxuco0all MabIyMOTIapH aCOCKIA TaCAUKIAHH.
Dnekmpoghun unco-HumMpoIau MaxcylomiapuHuHe aupum KUMEsuil
V3eapuwinapu

Onektpodun  unco-HUTpOJAIT  MaAXCYJOTIAPUHUHT -  S5-HUTPO-6-
MeTuntueHo|2,3-d|nupumuana-4-o1  (51), 2-0Kco-5-HUTPO-6-MeTHITHEHO[2,3-
dJmupumuaun-4-on (53) Ba 2-THOKCO-5,6-muHUTpOTHEHO[2,3-d|MTUupuMuIH-4-
OHJIApHUHT (55) TapkuOugaru HUTPO TypyXJapu CUHTETUK OpraHUK KUME HYKTau-
HazapJaH KU3UKApJId OKaHIurd cababiau  HUTPOTYPYXJIApHU  KaWTapwill
peakuusiapu Oopwiau. JIekuH, peaknusiIapHu peareHTiaap HucOaTH, Xapopar Ba
BAKTHUHI Y3TapTUPWIMIIA XOCWJI OYJIMIIM KYTWJITaH MOHO- Ba JUaMHHO-
MaxcyJioTiiapra oiau0 kenmagu. Peakuus aaBomuaa XOocwi OYiaran mojganap
apajialiMacuHU WHJUBUAYAJl XO0JIJIa aXXPAaTUUIHUHT UMKOHU OynMmanu. JlekuH, 5-
HUTpO-6-MeTriTUeHO[2,3-d|nupumuand-4-on (51) Ba  2-0KCO-5-HUTPO-6-
MeTuITUEHO|2,3-d|JnupuMuiua-4-oauu (53) MeTui oaua Ba mponapruil OpoMu/I
OWIaH ajJKWwUIall peaKkiusyiapd HUTPO TYPYXHHUHT AJIEKTPOAKIENTOPIUK TabCUPHU
HaTHmacnz[a OCOH KETHUIIN Ky3aTHUJIIH:

O o] O
O,N O,N O,N N7
/R R-X 2 | | NH 2 | R-X 2 R
/ /) ,g aleToH, ,g

atetor, " "S” N H;C N O 55.60°C,4c H;C
59 60 55-60°C, 4c 51 53 ’ 61 62 §
R=CH3, H,C—C=CH X=1, Br
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Anxunam peareHtaapHuHr— 51,53:R-X—1.0:1.2 aucbarnaru apanamMacuHu
KYpPYyK HOTalll umTupokuaa adbcomot aneronaa 55-60°C na 4 coat kaiiHaTuO oud
Oopuiau Ba XM yHymuiap OwiaH ankuia Maxcynoriaap (59-62) onuHau Ba
YJIIAPHUHT TY3WIHIIN CIIEKTpal ycyiuiap épaaMuaa HCOOTIaH/IH.

4-Xnop-, 2,4-ouxnop- éa 4-eudpazunui-3,6-oumemunmuero/2,3-dJnupumuoun-4-
OHAAPHUHS CUHME3U 84 KUMEBUU Y32apuuiiapu

CyOcrpatnap (3, 11) tapkuOumaru kKapOOHUJ TYpyXUHH XJIOp aTOMMHra
anMamTUpUIl y49yH yiapHu ¢dochopokcuxmopua Ounan Tpudtuiamud (TEA)
UIITUPOKHUJIATH ¥3ap0 TabCUPHU aMalra OMMpuian. Peakiusuiap peareHTIapHUHT
3,11:POCI; - 1:40 nucbatnaru apanammacunu 1.4 skBuBaneHt TEA umtupokuna
Mol xammomuga 105-110°C na 3 coar kakiHatu® oinmb Gopwiam Ba 2H-4-x1mop-
5,6-numetuntueHo|2,3-d jnupumunun (63, 85%) Ba  2,4-nuxiuop-5,6-

I[I/IMCTI/IJ'ITI/ICHO[z 3-d]mupumunun (64 64%) IOKOpI/I yHyMJI1ap OWJIaH OJIMH]IU:
Cl

H,C
3
N3 POC13 3NH 3NH POC13 SN
12 v)\

1 H 564

OJII/IHFaH 63-6I/IpI/IKMaHI/IHF (baommm IOKOpH OYJIraH XJIOp aTOMHUHHUHT TYpPJIA
cuH} HykiIeoDus peareHTIAp - THAPA3UH THAPAT, aJKOTOJsATIap, MUIEPUIMH Ba
IUTU3UH OWJIaH y3apo TabCUPH OJNUO OOpuiau. XyCyCaH, YHUHT aJKOTOJSATIap
(HaTpuil MeTuiaT Ba HATpUW ATUiIAT) OWJIaH peakiusiapu aOCOJIIOT METaHOJI Ba
sraHonaa peareHTIapHUHT 63:NaOMe (€ku NaOFEt) - 1:4 HucOarnaru
apanammacuau 50°C na 1 coat ku3aupub oiaud Gopmiau Ba TETUIUIX dpupiap -
2H-4-metokcu-5,6-numetmntueHol2,3-djnupumuaun (65, 86 %) Ba 2H-4-3Tokcu-

5,6-numeruntueno|2,3-d Jnupumuaus (66, 71 %) rokopu yHyMiap OWIaH OJUHIU:

- NHZ
HN

OR

H;C HC
R rﬁ LY
1 ROH (a6c)HC 1 T CH, )

™ S5 N ° 80°C, 4 ¢ 113C
65, R=Me; 66, R=Ft 0 C:1¢ ¢ 67"

CyOcTpaTHUHT THAPA3UH THAPAT 61/IJ'IaH O€H30J1 HpUTMacua pearecHTIapHUHT
63:NoH4-H2O - 1:1.5 aucbatnaru apanammvacuau 80°C na 4 coat kKaitHaTuO o1u0
oopunranga 2H-4-runpazunun-5,6-qumeruntuero|2,3-d|nupumuaun (67, 90 %)
Kyla IOKOpM YyHYM OWJIaH CHHTE3 KWIMHIU. Peakuusnap MKKWIaMud
reTepOLUKINK aMuHiap - nunepuauH OwnaH 63:munepunuu 1:3 Hucbataaru
apajaliMaCMHU TPUATUIIAMUH MILITUPOKUAA STAHOJ SpUTMACH]IA 5 coaT KalHATHO,
IATU3UH OmiaH 23ca 63:mutusuH  1:1.5 HucOatmarum apananMajgapuHu

TPUATHUIIAMUH UIITUPOKHIA OCH30J 3puT™Macuaa 6 coat KaitHaTUO 0 OOpHIIIn:
2

A )
! = —6
2 N 4 S7 MUnepuanH IMUTU3UH 5 CH
3" —_— 1/ ' 3
Q@H ® CH, EtOH, T9A H;C CeHe, TOA
YT 68 78°C, 5 ¢ 80°C, 6 ¢

Omu6 Oopwiran peaknmsuiap Hatwkacuga 2H-5,6-muvernn-4-(munepuans- 1 -
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wn)tueno[2,3-dJmupumuaun - (68, 83%) Ba 2H-3-(5,6-mumeruntueHo[2,3-
d]mupumuaun-4-un)-1,2,3,4,5,6-rexcaruapo-8H-1,5-meranonmpuno[ 1,2-a][1,5]-
nra3oluH-8-0H (69, 68%) KOpu yHymiap OuilaH CUHTE3 KWJIWHIU. YJIAPHUHT
(63-69) 'HSIMP-cnekTpiapuaa >ca NUPUMUIMH Xankacuuu H-2 mporonm 8.46
M.y.—8.72 M.y. na Ooup nporonnu cunrier, 6-CHjs rypyxmapu 2.05-2.53 m.y. na yu
MPOTOHJIM CUHIJIET maknuaa, 5-CHs aca 2.37-2.57 mM.y. 1a y4 NPOTOHJIA CHUHTJIET
(3H, c¢) makmumarm KCmapra sra. Onunran 6ab3u OMpUKMAIApHU TY3WIWIIN
yJIapHU MOHOKpHUCTauiapuHu ycTupud (Metanos) PTT épaamuna xaM YpraHuiiy.

5-Kansan
OnuHrad MoaganapauHr (63-69) 6ab3u GU3NK-KUMEBHUH KOHCTaHTaIapu
Bbupukma BpyTTo-dopmyna *Re Cyrok.xap.,’C Yuym, %
63 CsH;CIN,S 0.86 (B) 116-118 85
64 CsHsCLLN2S 0.82 (b) 149-150 64
65 CoH10N>OS 0.80 (B) 90-91 86
66 CioH12N>OS 0.78 (B) 102-104 71
67 CsHioN4S 0.40 (b) 114-116 90
68 Ci3Hi7N5S 0.78 (b) 113-114 83
69 CisH1sN4OS 0.15 (b) 266-268 68

*Cucrema: 0eHzom:Meranos — 5:1 (B) Ba 6enzom:aneron — 3:1 (B).

1-Pacmna 2H-4-xmn0p-5,6-numeruntueno|2,3-djnupumuana (63), 2-pacMmaa
2H-5,6-numetun-4-(nunepuaus- 1 -un)tueno| 2,3-d Jnupumunun  (68), 3-pacmua
2H-3-(5,6-numetuntueno|2,3-d [nupumuann-4-un)-1,2,3,4,5,6-rekcaruapo-8H-
1,5-meranonupuno[ 1,2-a][1,5 ] auazounn-8-on (69), 4-pacmaa sca 5,6-numeTnn-4-
(2-(mponaH-2-unueH)ruapazudm ) TueHo| 2,3-dJnupumuauaHuHr (70) KpucTai-
JIaru TY3WJIUIIapU KeATUPUIITaH:

Y

1-Pacwm. 2-Pacm. 3-Pacwm. 4-Pacwm.

Tapkubuna Ounykneopun @parmentu cakiaarad 2H-4-ruppaszunun-5,6-
TUMeTUATHEHO[ 2,3 -d JnupuMuinHHUAT (67) KapOoHUN OupUKManap - anugaTuk
KETOH (alleTOH) Ba AMKETOH (alleTWIAICTOH) XamJa aJMalllMHraH apoMaTHK
anpAeruasiap  OunaH  peaknusmiapuHu  yprauauk.  2H-4-I'mapasunun-5,6-
auMeTiiITHeHo[2,3-d|mupuMuanHHUHT  (67) areToH OwWIaH peakiusIcu XOoHa
Xapoparua MarHuTJId Melalkaja apalalTupud TypwiraH XoJiJa OpTHKYa
MHUKJOpJIaryd alleTOH1a 00 OOpWJIAM Ba SXIIM YHYM OujiaH 5,6-muMmeTui-4-(2-
(mponaH-2-unuaeH )ruapazunui)tueno| 2,3-dnupumuaun (70, 89%) onunau:

H3CYCH3 - CH,
| R
_N _NH, |HyC CH, H;C CH, ¢ sl N2
LT o e & =i o o B’
H;C Sy HC7 e, HC N ‘ H,C \N
B o : b 1
e 8N e F N H,0, HCI, 20-25°C, 3 ¢ e 5N

Tabkuanam Kepakku, peakius aleTusaaleToH OwnaH onud Oopuiaranaa
nactnabku Ounykineodun (67) Ba AMKETOH ypTacuaa TeTEepOLUKIN3aIUs KETHO

19



TapkuOMIa mUpa3on Xaiakacu caxmarad 4-(3,5-mumerwn-1H-nupaszon-1-um)-5,6-
mumetunTueHo[2,3-djmupumunua - (71)  xocun  Oynam.  [eTreponmkmm3anus
peakuusicu 67:auerunaneToHHUHr 1:1 HucOarnarm apanammanapuau koHi. HCI
(32%) xatanuzaropauruga onu6 Gopwamu. Yaumar 'H SIMP-crnextpuaa MKKUTa
apoMaTUK NPOTOHHUHT OWp MPOTOHIU cuHTIeTHapu - 6.01 m.y. (H-4’, nupa3zon) Ba
8.86 m.y. (H-2, mpumuaun), TYpTTa METWJI TYPyX-JAPUHUHT Y4 HPOTOHJIHU
cunrneriap - 1.84 m.y. (CHs-6°, nupazon) Ba 2.44 m.y. (CH3-7’, nupason) Ba 2.24
M.y. (6-CHs, Tuoden) Ba 2.27 m.y. (5-CHs, THO(deH) makianaa KYpUHUIINA peakius
HaTWXKacuJa TeTEePOLUKIM3AIUs KETTaHJIUTMHU SKKOJI HcOOTIaau. ApoMmaTtuk
anpaeruuiap: 2-runpokcu- (a), 3-amrpo- (b), 4-6pom- (c¢), -metokcu- (d), -
HUTpOOEH3aNbIeTHIap () OMIaH peakiusiap peareHTIapHuHT 67:a-e SKBUMOJIIAP
(1:1) mmucbarmapuna HCl xaranuzaropnuruma onu® Oopuiaau Ba Terunu E-
M30MEp IIAKIJIary Tuapa3zonnap — 72-76 onuuau (6-xaasan):

73R
HN/NHz N s 72, R=OH-2;
HLC § HNT T e 73, R=NO,-3;
|57 | 1 /N3 = 1 e |5 | ~N3 ;:, Ezi;\-;; 4
H,O, HCI, , R=OMe-4;
He SN 25-2’5°c, 3¢ H” % 1]\1/) 76, R=NO,-4
6-XKansan
Onunrad Moaanapaudr (70-76) 0ab3u GU3NMK-KUMEBUH KOHCTaHTAIapu
Bupukma BpyrTo-dopmyna *Re Cyrok.xap.,’C Yuym, %
70 C1iH14N4S 0.51 (b) 165-166 89
71 Ci3H14NsS 0.72 (b) 118 81
72 Ci5H14N4OS 0.28 (A) 234-235 75
73 CisHi3N50,S 0.23 (A) 228-229 71
74 CisHi3BrNsS 0.31 (A) 241-242 77
75 Ci16H16N4OS 0.29 (A) 250-251 78
76 Ci5Hi3N50.S 0.25 (b) 216-217 79

*Cucrema: OcHzom:MeTanol — 3:1 (A), 6enzom:meranon — 5:1 (Bb).
Mynnai kunuO, TAAKUKOTIApUMHU3 TaBOMUAa OnHykIeodun TabuaTra sra Oynran
67-moqmaHuHr KapOOHWI OupHKManap OWIaH peakuusUIapuHU YpraHwirasiaa
UIUIATAITaH 3JeKTpo(ua peareHT Ty3unumura kapad ogauii (70) Ba E-uzomep
HIaKJgard sHru rujapasonnap (72-76) €ku rerepouukiuzainus maxcyyiota (71)
XOCHJI OYTUIIN Ky3aTUIIIH.
Cunmes KunuHean OUPUKMAiapHuHe 6uor02ux gaoinucu
baxmepuyuo éa ¢pyneuyuo aornueu

bus cunrtes kuimHrad katop (44 ta) oupuxkmanapausr (4, 6-10, 15-16, 19-28,
30-32, 37-45, 51-57, 62-68) OaxkTepunuUIMK Ba (YHTUIUIIMK (DaoTMKIapUHH
Ypranum  Km3ukum  yirotan. OObekT cudaruma TapkuOuga N-  Ba  S-
rerepoaroMiapuia Typiu Xuil (PyHKIMOHAN TypyXjap Ba (parMeHTiap cakjiaraH
xocunanap tannad omuaau. Mogranapuusr 0.05% KOHIIEHTpaNUsIN HaMyHaJIapUHA
OakTepuUIUK  QaoiumkiIapu rommosra (Xanthomonas malvacearum (Smith)
Dawson) KpacunbHUKOB yCynu €paamujia YpraHwiad Ba yjap opacuia HKKWATa
oupukma - 10 Ba 51 sHr rokopu ¢aommmkan HamMo€H Kwiau. Macanan, 10-
OMPUKMAHUHT MHTUOUPIIAIT 30HACH ATAIOHHUHT (OPOHOMOJ) MHIUOUpIIAlll 30HACUTa
AKMH HaTwkaHu Kypcarau. Macanan, 0.5% au 3TaloH MUCOJMIA HHTHOUpIIAII
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3oHacu 20 mm Hu (100%) Hamo€éHn kuiran Oyiica, 10-Oupuxkmanu 0.5% nu s3puT™macu
sca 15 MM Hu (75%) HaTmkanu kypcatau. Tabkuyiam kepakku, 10-0upukma Kyucus
oyncana ¢dynrunun GaoUIMKKa XaM dra dSKaHiaurd aHukiaaHav. LlyHuHroek,
Xanthomonas malvacearum rta Kapi OuoTecT HaTwxkamapu 6, 15, 21, 22
OupukManap xam OaKTepUIUIMK (DAOUTMKHM HAMOEH KWW, JIEKUH YJIAPHUHT
HATIKaJNIapy OJTajloHra HucoOaraH ceswilapiau gapaxana (50-70% ra) mactpok
SKAHJIMTU aHUKJaHau. bonika HamyHanap opacuga 11, 39, 41, 57, Ba 67-moananap
sTasIoHTa (Te0yKaH030J1) HUCOaTaH KYUCU3 (hyHeUYUOIUK XOCCAHU HAMOEH KUJIIH.
TagkukoT HaTwkanapu wmyHu kypcataauku, 30-32, 43, 45 wmonnanapHu
Oakrepuninumk  daommmrun  CHz>CoHs>CH2Cg¢Hs xaropunma momma TapkuOumaru
ATKW paldKauiapu 3aHKAPH y3aiuO Oopuim OwiiaH OakTepUIUIINK (aoITHK
nacaiin6 Oopamu. YmlOy muankun (30-32, 43, 45) TueHOmUpUMUIUH-4-OHIIAP
karopuma metun rypyxu (30, 43) caknmarammapu HucOaTaH (HaoIPOK AKAHIUTHHA
Ky3atuimmmu3 MyMKuH. [IlyHM Tabkuiam Kepakku MOHOQJIKWITHO Xocuanap (37-
42) nunna onauii ankui rypyx cakiarad (37-39) THEHONMPUMUIUHIIAD YUYH aJIKWII
TYPYXHU TOMOJIOTUK KaTOPU OPTHUIIM OWIaH MOJIAJIApHUHT (HaOJUTUTU Xam OpTHO
oopau Ba 2-Oytuntuo- (40) xocuna 3HT OKopu (paommk HamMoéH Kwiau. Hutpo-
xocunanap (53, 55 ) opacuna 2-TUOKCO-5,6-TUHUTPOTUEHONMUPUMUH-4-0H HUCOATaH
IOKOpUPOK  (aouiuk HaMo€H Kwinu. Onub OopwiraH TaJKMKOTIAp acocuia
Oaktepulu (AaoJIMIK SHT IOKOpU OYJTraH SIHTH XOCWianap, SbHU TapKuOHia
QIKWITHO, (EHWI Ba HUTPO TypyxJapu cakigaran 2-peHun-5,6-qumeri]2,3-
d]mupumuaun-4-on (10), 2-6ytuntro-5,6-mumernn|2,3-djnupumunun-4-on (40), 2H-
5-autpo-6-metun|2,3-d|Jnupumunun-4-on (51) Ba 2-THOKCO-5,6-AMHUTPOTHEHO|[2,3-
d|mupumuann-4-on (55) OwnaH Ba yJlapHMHT aHAJIOTJIApW Xamja SHTY XOCUJlajlapu
OusaH M3NMaHUIILIAP OO OOPHUIIT UCTUKOOIITH MYHAIMII SKAaHIUTHHHA KYypcaTa/iu.
Muxpobnapea kapuiu ghaonnueu

CuHTe3 KWIMHraH aipuM OMpUKMaIapHU MHKpoOiapra Kapiu (paoyuiuru
MUKPOOPraHU3MIIap TECT-HaMYHAJIApU CE3THPJUTMHUHT arap-arapiaa auddysus
ycynuaa ypranwiaau. Hazopar cudatuma MukpoopraHuzmiiap TeCT-HamMyHalapu
SKWITaH (TeKIIUpWIaETraH Mojjajap KyIIWiIMaraH) MYXUT Xu3MaT KWIJIH.
TaakukoTnapna 5 xun rpammycOaT Ba rpaMMmaHpuil Oaktepus Ba 3amMOypyF
mrammiapu: S. aureus ATCC 25923/004134; E. coli ATCC 25922; Pseudomonas
aeruginosa ATCC 27853/004135; Bacillus cereus 24/003600; Candida albicans
7/003838 wmmatungu. Onub® OopwiraH wuNUIAp HATUXKACUIA AaHUKJIAHJIUKH,
tueHonupumuanHonnap (3, 11, 12, 51) mukpobnapra Kapmm HucOaTaH KydcH3
daomnmuk Hamo€H Kwianu. by Oupuxkmanap opacuma 12 Ba 51 S. aureus ra
HUcOaTaH Vypradya (HaoIMKKAa dra DKAHJIUTHHU Ky3aTHUIINMH3 MYMKHH.
[ynunraex, 51 oupuxkma E. coli, B. cereus Ba P. aeruginosa ra nucbatan ypraua
daomnmukka sra; C. albicans ra HucOaran ce3wnapiau daommk 12 moanana
ky3atuiau, 11 Ba 51 Oupukmanapaa xam ypraya (Haoyuinuk Ky3aTUJIu.

Ymly cund Oupuxmanap opacuaa 2H-5-autpo-6-metuntueno|2,3-d|-
nupuMuanH-4-od (51) taxpuObanapaa KyJUlaHwiran Oapya TecT-HaMyHajapura
HucOataH ypraya ¢aomkka sra. Tabkuagam J03UMKH, ymlOy OUpHUKMaHU
IOKOpUIa KEJITUPWITAHUJCK AXIIKW OakTepuuu] (aouIMKKa XaM 3ra JKaHIUTU
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aHWKJIaHTaH 37u. by HaTWka yHMHT OUp BakTAa uKKY Xu OMOJOTHK (PaoUIMKKa
(dual biological activity) sra SKaHMUTUHA OWIITUpaan. YIIOy OJMHTAH HATIKajlap
HUTPO TYPYXHM CakjaraH reTepOUUKIMK OupHKManap KaTopuia OUOJIOTHK (aoii
MOJITasIap M3Jalll aMalliii HyKTan-Ha3apAaH XaM MyXHUM SKaHIUTHHA OWIITUPaIu.

JucceprauusiHUHT y4YuMHYM 0o0uaa TaxpubaBuil KHUCM, (QoiiianaHuIran
peakTuBiap TaBCU(PHU OEpUiraH, TAIKUKOT XaMmJa KUMEBUHN Y3rapuiuIapHU OJIHO
OopHuiIl ycryOu KeITHPUIITaH.

XVJIOCAJIAP

1. Unx 6op 2H-, ankui-, alKuiITHO-, -OKCO, ~-TUOKCO-5,6-TUMETUITHEHO[2,3-
d]mupumuauH-4-oHIapHUHT 3JeKTpodua Ba Hykieousn peareHtiap OumaH
peakIusIapu CUCTeMaTUK Tap3Aa ojJu0d OOopuiin Ba kapa€Hiaapra TabCUp 3TYBUH
acocuit oMuIuIap KypcaTtud 6epuiam.

2. 2H-, Anmamras-, -oKCO-, -THOKCO-5,6-a1umMeTuntueno|2,3-d jJnupumuaua-
4-onnapuu onnuit Ba (pazanapapo katanus (OPAK) mapoutnapuna onubd 6opuiiran
anKwuiam (mponaprujuiail) peakuusuiapd ajdKWITaIOTeHUIHUHT TY3WIUIIN Ba
peakuusi IapouTuUra Kapald CeJIeKTUB MOHO- EKM JUAIKWJI-XOCWIallap XOCHII
OYIUIIM aHUKJTAHIX Ba PEAKIUSHUHT TAXMUHUNA MEXaHU3MH TaBCHS ITHIIA N,

3. 2-AmunHo0-4,5-muMeTunTHOPEH KapOOH KUCIIOTa ATHI 3(pupu Ba 2-aMUHO-4-
MeTHI-3,5-TnopeH aukapOOH KHcioTa IUATHI 3¢upHu, xamaa 2H-5,6-mumeTwnn-,
2H-5-MeTun-6-3ToKCUKapOOHWI-, 2-0KCO-5,6-nuMeTunTeHo[2,3-dnupumuans-4-
OHJIAPHU TMPENapPaTUB OJIUII yCYJIJIAPU TAaBCUS KUJIMHAJIH.

4. 2H-, anMmaras-, -OKCo-, -THOKCO-5,6-muMeTriITueHo| 2,3-d |nupumuna-4-
OHJIAPHU HUTPOJIOBYM apaialliMa OWjiaH peakiusiapusia cyocTpaT MOJEeKyJIacCuHU
IN- éku *N-asor aromnapuga BOAOPOJ aTOMH OVIMIIM IPOTOTPOII TAyTOMEPHS
Tyhalan peruoceseKTUB uUnCcO-HUTPOIIAHUII COTUP OYIUINNTa, alKWI TYpyXJjapu
Oymumm 5ca S5-METWI TYPYXJApUHHHT KapOOH KHUCIOTajgaprada OKCHJIAHWIIN
AHUKJIAHJAM Ba KBAaHT-KUMEBUM XucoOJanuiap acocuja unco-HUTPOJAITHUHT
TaXMUHHUI MEXaHW3MU OWJIaH U30XJ1aHaIu.

5.Unk ©Gop ruapasun (Ounykieodwn) ¢parmenTu cakiaran 2H-4-
TUAPA3UHUI-S,6-TUMETHIITUEHO[ 2,3 -d |[TUpUMUIUHHUHT (mm)xapOoHMIT
Oupukmanap OwiaH peakuusiaapu FE-u3oMep MAKIJard TUApa3oHiap EKu
reTePOIUKIIN3AI MaXCyJI0TIapH XOCHII OYIIUINN OWIIaH W30XTaHAIH.

6. 2-Anxun(dpenmn)-5,6-mumetmntueno|2,3-d |mupumMuanH-4-0HIapHUHT KYTI-
KOMITOHEHTJI OUp OOCKUWIM CHHTE3H, XaMJla FOKOPH PEakKIMoH (paoyuihKka 3ra
rypyxJjap (mpomaprui, HUTPO, KapOOKCH, XJIOp, THUAPA3UHO) CaKJiaraH MyXuM
CUHTOHJIAP OJUIITHUHT caMapaliy yCyJIJlapu TaBCUsl KWJIUHAIN.

7. Unk OGop onub OopwiraH H3NaHUILIAD HaTWkKacuaa 65 Ta sHrU
OWpuKManap CHHTE3 KWIMHAM Xamja yjiap opacuaa OakTepus Ba MHKpoOjapra
KapIi 10KOpHU (aoJTuK KYypcaTyBYH MOJaiap OOPIUTU KYpcaTUIIa Iu.
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BBEJEHUE (anHoTanust nuccepranuu 1okropa pusiocodpuu (PhD))

AKTYaJbHOCTh M BOCTPe0OOBAHHOCTH TeMbl aucceprauuu. B wMupe
IIUPOKO PACIPOCTPAHEHBI MPUPOJHBIE M CHHTETHUUYECKHWE TeTEePOIUKINUECKUE
COCJIMHEHUS, COAepKaIlle MTUPUMUINHOBOE KOJIbIIO, BXOASIIUN B COCTAaB MHOTHUX
MpenapaToB, KOTOPbIe MPUMEHSIOTCS B CEIBLCKOM XO03sICTBE U MeaunuHe. OqHuM
U3 HUX sBistoTcs  TueHo[2,3-d|mupumunun-4-onsl  (TII), wux anamorm wu
npou3BosiHbIe. [I09TOMY, B pe3ynbTaTe HAYyYHBIX MCCIEIOBAaHMM, TPOBEACHHBIX B
oOnacTu OpraHn4YeCcKOn XUMUH, HaOIII01aeTCs pocT Pa3JIMYHbBIX
bapmakoIoruuecku AKTUBHBIX JIEKapCTBEHHBIX CpPEACTB cpeau
TeTePOIMKINYECKUX COCIUHEHUN, cojepXamux B MoJekyine (parmentsr TII
UMEIOT 0c000€ 3HaYCHHE.

Ha cerogHsiminuii JeHb OAHUM U3 BaKHBIX 3a/1ay SIBJISIETCSI OCYILECTBICHUE
I[EJICHANPABJIICHHOTO  CHUHTE3a MEPCHEKTUBHBIX  MOTEHIMAIbHO  AKTHUBHBIX
FETEPOLUKINYECKAX  COCAUHECHUH, B  YacTHOCTH  5,6-IUMETUITHUEHO[2,3-
d]nupumMuanH-4-0HOB U UX MPOU3BOIHBIX, OMPEACICHUE CTPYKTYPhl COCIMHEHUH,
o0Opa3yloIuxcsi B peakIusix ¢ JJEKTPOGUIBHBIMU U HYKJICO(PUIbLHBIMU
peareHTaMu, paspaborka 3¢(HEKTUBHBIX MpENnapaToB Ha UX OCHOBE. B wactHOCTH,
MPOBOASTCS HAyYHbIC HCCIICAOBAHUS IS TOJYYEHUsS] HOBBIX MPOU3BOJHBIX 5,6-
IUMETUITHEHO[ 2,3-d[mupuMUInH-4-0HOB €  KCIOJB30BAHHEM  COBPEMEHHBIX
METOJ/IOB OPraHUYECKOTO0 CUHTE3a, JJIsl BBISBICHUS OWOJIOTHYECKON aKTUBHOCTU U
pa3paboTKH BHICOKOA(DPEKTUBHBIX (hapMaKOJIOTHUECKU aKTUBHBIX MPEMapaToB.

B Pecnybnuke ocyIiecTBiI€HBI IMUPOKOMACIITA0OHBIE MEPOTIPUSTHUS, yACIIAS
0co00€ BHHMaHHE Pa3BUTHIO HAYYHO-HCCIIEAOBATEILCKUX paboT B 00JacTu
CO3MaHMs JICKAPCTBEHHBIX MPEMapaToB W3 MECTHOTO CHIPbS U O00ECIICUCHUIO
HAIMOHAIBHOTO (DAapMaleBTUUECKOTO PhIHKA OTEUECTBEHHBIMU IMpernaparamMu u
pa3pabOTaHHbIE MEPONPUATHUS, HAIMPABICHHbICE HA OpPraHU3AIMI0 MPOU3BOACTBA
KOHKYPEHTOCHOCOOHBIX TMpENnaparoB M3 MECTHOTO ChIpbSi M OPTraHUYECKOIo
CHUHTE3a HAYMHAIOT JaBaTh CYIIECTBEHHbIE pe3yabpTaThl. B CTparerun nencTBus mno
JanbHEHIIeMy pa3BUTUIO PecnyOnmku V30ekucTaH,! HaMedeHBI 3aJadd IO
«pa3BUTHIO (PapMalleBTUYECKONW MPOMBIIIIEHHOCTH MO OOECIEUEeHUIO0 HaCEeIeHUs
KaueCTBEHHBIMH, 0€30MaCHBIMU U JICIIEBBIMU JICKAPCTBEHHBIMU CpeACTBaMm». [
pEelIeHHs] 3TUX 3aJad 0co00€ 3HAUYEHHE HMEET CHUHTE3 HOBBIX IMPOU3BOHBIX
ourmkianuyeckux TII, UX NpPOU3BOAHBIX, NMPOBEICHHUE HAIPABICHHOTO CHHTE3a,
onpejeneHre OHUONOTMYECKON aKTUBHOCTH CHUHTE3UPOBAHHBIX BEHIECTB U
MOJIyYE€HHE Ha UX OCHOBE JIEKAPCTBEHHBIX IIPENapaToB.

JlaHHOE MCCEepTallMOHHOE UCCIIE0BAaHUE B ONIPEACIICHHOM CTENEHU CIIYKUT
BBITIOJIHEHUIO  3ajad, mpeaycMoTpeHHbiX B IloctanoBnenusix Ilpe3unenra
Pecniyonuku Y36exucran [1I1-3983 ot 25 oktsa6ps 2018 roma «O mepax 1o
YCUJIEHHOMY  Pa3BUTHUIO XHUMHUYECKOM MpPOMBIIUIEHHOCTH B  PecmyOnuke
V36ekuctan» u I11-3236 ot 23 aBrycra 2017 roma «O mporpamme pa3BUTHS
XUMHYECKOW mnpombinuieHHOcTH Ha 2017-2021 roxer», B VYkasze Ilpe3mnenra

'Vka3 Ilpesunenra Pecriybnuku VY30ekucran 3a Ne VII-4947 ot 7 deBpans «O crpareruu
JeiicTBUi Mo nanbHeleMy pa3BuTio PecnyOnuku Y30ekucTany.
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PecnyOnuku VY306ekucran VYII-4947 ot 7 despans 2017 roma «Crpaterus
JEUCTBUA MO TMATH NPUOPUTETHBIM HANpAaBICHUSAM pa3BuTus PecnyOnuku
V306ekucran B 2017-2021 romax», a Takke B JAPYTMX HOPMATHBHO-IIPABOBBIX
JIOKYMEHTaX, MPUHATHIX B JaHHOU cepe.

CooTBeTcTBHE HCCJIEI0BAHUS C TNPHOPUTETHLIMH HANPABJIEHUSIMH
Pa3BUTHA HAaykM W TexHoJiormu PecnyOimkm. JlaHHOE wuccienoBaHue
BBITIOJTHEHO B COOTBETCTBUM C NPUOPUTETHBIM HAIIPABICHUEM Pa3BUTHUS HAYKHU U
texHonorui Pecriyonuku VI. «Menuruna u dapmakonorus», VII. «Xumudeckas
TEXHOJIOTUS U HAHOTEXHOJIOTHSD.

CreneHb  M3YYEHHOCTH npodaemsbl.  HccienoBanue  TtHeHO[2,3-
d]Jmupumuana-4-onoB Havato 50 jet Hazaz. LlenenanpaBieHHbBIC HCCIICIOBAHMS Ha
OCHOBE JTHX COCJIMHEHUN BEIyTCS BO MHOTHX CTpaHax Mupa. Psn 3apyOesxHbie
yuensie — K.C. Patel, V.K. Shravan, A. D. Mishra, K.S. Rajan, M Salahuddin, S.D.
Sharma, O. G. Shaaban, H.H. Sayed, M.A. Naser, A.B. El-Gazzar, A. E. Rashad,
B.Il. JIutBunoB, A.C. Hopassn, C.I'. Kazapsu, UI.d. AxkonsH 3aHUMAaJIUCh
CHUHTE30M U MOAU(PUKAIUNA Pa3TUYHBIX MPOU3BOIHBIX OU- U TPULIMKINYECKUX 5,0-
auMeTiiITHeHo[ 2,3-d [nupuMuinH-4-0HOB, HCCIE0OBAHUEM 10,4 busuKo-
XUMHUYECKUX CBOMCTB M OHMOJIOTMYECKOW aKTUBHOCTH. B Hamieil pecnyOnuke B
pPa3BUTHE TAHHOTO HalpaBJeHUsa BHecan Becomor Bkian X.M. [laxunosTos, H./I.
Aonymnae, M.Illlonues, b.)K. Dnmypanos, b.Tamxomkaes, M.I'. JleBkoBuy, b.A.
Vpakos, H.1. MykappamoB, X.A. B0o30poB U JIp. CBOMMU HCCJIEIOBAHUAMHU B
pa3paboTKy cuHTe3a Mpou3BOAHBIX TII, X TPOM3BOMHBIX M HCCIEIOBAHUE HX
CTPYKTYPBI U OMOJIOTMYECKOW aKTHBHOCTH.

Jlo HacTosIIMX MCCIENOBAaHUN B JUTEpAType Maylo M3y4deHbI d(PPeKTuBHBIC
crmocoObl  cmHTe3a 2H-, -anmkmi-, OKCO-, -THOKCO-5,6-TUMETHIITHCHO[2,3-
d]nupumMuanH-4-0HOB, peakUu SJIEKTPOPUIBLHOTO UNCO-3AMEIICHUS/ OKUCICHUS
QIKWIBHBIX TPYMIN, aJIKAJIUPOBaHWE (MPOMAPTHWIIMPOBAHNWE) B OOBIYHBIX U
ycnoBusix Mexdaznoro karammsa (M®K), peakiuu mpou3BOAHBIX, COMEPIKAIINC
ounykineopusbHOro  (TUIpa3MHOBOTO)  (parMeHTa C  KapOOHUIBHBIMU
COCIMHEHUSMH, TPUBOAIIME K 00pa3oBaHUIO FE-U30MEPHBIX THAPA30HOB WIIU
MPOAYKTOB reTeporukin3anuu. [lo3ToMy cpaBHUTEIRHOE U3YYEHUE ITUX PEaKIUi
U ONpENENICHHE  CTPYKTYp  IOJYYEHHBIX  MPOAYKTOB,  OCYIIECTBJICHUE
LIEJICHAIIPABIICHHOTO CUHTE3a MEPCIEKTUBHBIX BELIECTB OTKPHIBAET BO3MOYKHOCTHU
pa3pabOTKN HOBBIX OMOJOTUYECKU AKTUBHBIX COCAMHEHUI.

CBsi3b JAHCCEPTALIMOHHOIO MCCJIEIOBAHUSL € TEMATHYECKHMM ILUIAHOM
HAYYHO-MCCJIE0BATEJbCKUX  pador.  JluccepTrauMoOHHOE  HCCIEIOBaHUE
BBITIOJIHEHO B paMKax IUIaHa HAay4YHO-HUCCIEAOoBaTelbcko paboThl MHCTHTYTa
XUMUU  pacTUTelbHBIX  BemecTB 1mo  Teme  KA-9-002:  «Co3zganue
BBICOKO3()()EKTHBHOTO OTEUYECTBEHHOTO aHTUTEIbMHHTHOTO TperapaTa XHWHa30J1a
1 KOPMOBOI'0 KOHIIeHTpaTa ['occunpena AJjisi NpyUMEHEHHUs B CEILCKOM XO3SIHCTBE,
’KUBOTHOBO/JICTBE U NTHUlleBoACTBEe» (2015-2017 1T.).

Heabio ucciieoBaHus sBISETCS pa3paboOTKa CrOCOOOB MOJYyYEHUS HOBBIX
npou3BOAHbIX  2H-, -aJIKWJI-, -0KCO-, -THOKCO-5,6-TMMETHITHEHO[2,3-
dJmupumuanH-4-0HOB, a TakXkKe omnpeneleHne uX (U3UKO-XUMHUECKUX U
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OMOJOTHUYECKUX CBOMCTB.

3agauu uccjae10BaHUsA:

pa3paboTka yCOBEPIIIEHCTBOBAHHBIX METOJIOB cuHTe3a 2H-, -ankui-, -okco, -
TUOKCO-5,6-muMeTunTueHo[2,3-d jnupumuuH-4-0HOB;

AJIKUJIMPOBAHUE 2-0KCO-, TUOKCO-6-METHWIMUPUMUINH-4-0HOB C
Pa3IMYHBIMUA AJKUJITAJIOTEHUIaMH, BBISBICHUE OCHOBHBIX (hJaKTOPOB, BIHUSIOIINX
Ha COOTHOIIICHHE 00Pa3yIOIINXCS H30MEPOB;

AJKWIMPOBaHWE U TponapruiaupoBanue 2H-, -0kco, -THOKCO-, -aJIKUITHO-
5,6-gumeruntueHo|2,3-dJnupumMuinH-4-0HOB B 0OBIYHBIX U YclI0BUsIX MDK;;

CPaBHUTEIIBHOE M3YyUYCHHUE PEAKIIUHA UNCO-HUTPOBAHUS / OKWUCICHUS B PSIY
2H-, -ankui-, -aJIKuITHO-, ~-OKCO, ~-THOKCO-5,6-1uMeTuaTHeHO[ 2,3 -d JmupumMu iuH-
4-0HOB C HHUTPYIOIIECH CMEChIO B PAa3IMYHBIX YCJIOBHSX, BBISBICHHE (PAKTOPOB,
BJIMSIFOLIMX HA TUII U BBIXOJIbl TPOTYKTOB B3aUMOJCHCTBUS;

OCYILECTBJIEHUE  CUHTE3a  4-XJIOp-, -THApa3suHuil-, 2,4-nuxnop-5,6-
auMeTuITHeHO| 2,3 -d JmupuMuina-4-0HOB, B3aNMOJICHCTBUE 150, c
HYKJI€O(QUIbHBIMU U KAPOOHWIHHBIMU COCAMHEHUSIMU;

omnpenesieHre OMOJIOTUYECKH AKTHBHBIX BEIIECTB CPEAU CHUHTE3UPOBAHHBIX
COCJIMHEHUMN.

O0bexkTamMmu uccieaoBaHus saBiasgorca 2H-, -aakwn-, ankuiITHO-, -OKCO, -
THOKCO-5,6-muMeTunTHeHo[2,3-d [mupuMugnH-4-0H#I, UXx MPOAYKThI
KWJIMPOBAHUS, UNCO-HUTPOBAHUS / OKUCJICHUS U TaJIOTEHUPOBAHMS.

IIpexmMeToMm  mMccienoBaHMsl  SIBISIETCA  2-aMHHO-3-3TOKCHUKapOOHWMI-4,5-
JTIAMETHUJI-, 4-MeTHII-5-3TOKCUKApOOHUITHO(DEHBI, MOJTyYCHHBIE
YCOBEPIIEHCTBOBAaHHBIMA METOAAMM, UX MPOAYKThI - 2H-5,6-qumerun-, 2H-5-MeTui-
6-3TOKCUKapOOHUITHEHO[2,3-d |mMpMUANH-4-0HbI, & TaKXe MOHOAJKWI, UK,
NpONapruil, S-HUTPO-, -KapOOKCH- U 4-XJI0p NPOU3BOJHBIE, 4-TUAPA3UHUII-, -AJTKOKCH-,
-aMUHO-TIPOYKThI, HOBBIE THJIPA30HbI, MOTy4YeHHbIE HAa ocHOBE 2H-, -ankui-, -0kco, -
TUOKCO-5,6-1umeTni-3,4-quruapotueHo| 2,3-d jniupuMuiuH-4-oHOB M HMX  HOBBIX
MIPOU3BO/IHBIX PEAKIUEeN C 3JEeKTPOUIBHBIMU U HYKJICODWIBHBIMU peareHTamH,
BBISIBJICHUE UX (PU3UKO-XUMHUYECKUX U OMOJIOTUIECKUX CBOMCTB.

Mertoanl ucciaenoBanus. Tonkuii opranudeckuii cunres, UK-, 'H u BC SIMP-
CTHIEKTPOCKOITHSI, MAacCC-CIICKTPOMETPHS, PEHTreHOCTPYKTypHbI aHamm3 (PCA),
xpomarorpadust (TCX, kojoHOUHas), KBAaHTOBO-XMMHYECKUE pacdeTHble (Hartree—
Fock (HF) Ba DFT/B3LYP-3-21G) 1 GHOJI0THYECKHUE METO bl UCCIICIOBAHUSI.

HayuHasi HOBU3HA HCCJIEIOBAHMSI 3aKJTIOYAETCS B CJICAYIOLIEM:

BIIEPBbIE OCYIIECTBJICHBI peakiuu 2H-, ankui-, aaKuiaTHO-, -OKCO, -THOKCO-
5,6-numetuntueno|2,3-d | nupumMuana-4-0oHOB c MEKTPODUITLHBIMU u
HYKJICO(DUIIBHBIMHM PEarcHTaMU U ONPEACIICHbI OCHOBHBIC (DAKTOPHI, BIUSIONINE Ha
MPOTEKaHKE MPOLIECCa;

OCYILIECTBJICHBI aJKWINpPOBaHUE (mponapruiuposanue) 2H-, 3amenieHHbIX-
5,6-mumetuntueHo|2,3-d|nupuMuuH-4-0HOB B OOBIYHBIX M ychoBusix M®OK wu
OTPEJICNICHO CEJIEKTUBHOE 00pa30BaHNE MOHO- WJIN UKW TPOU3BOIHBIX;

BBIABIIEHO, MeTwinbHas rpynna y C-5 2H-, 3amemenHsie-5,6-
TuMeTHiITHeHo[2,3-d [mupuMuani-4-oHbl, cofepkaiire atombl H mpu N u N B
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pEeaKIUsAX C HUTPYIOIIEH CMEChIO U3-3a MPOTOTPOMHON TayTOMEPHUH MOJIBEPraeTCs
UNCO-HUTPOBAHUIO; HAJIMYUE AJKUIBHOTO 3aMECTUTENSI CIIOCOOCTBYET OKUCICHHIO
METWJIBHOU IPYMIIbI 10 KAPOOHOBBIX KUCIIOT;

BBISIBJICHO, KapOoHuabHas rpynna TII nmox neiictBuem xiopokucu gocdopa
JITKO BCTYHaeT B pEaKIUI0 HYKICOQWIHHOTO 3aMelleHus ¢ oOpa3oBaHUEM
PEaKIMOHHOCIIOCOOHBIX  XJIOPCOJAEPKAIIUX  MPOU3BOJHBIX UM OIpPEIETICHBI
(bakTophl, BIUSIOIMINE HA PEAKLIUU C HyKJICOPUIbHBIMUA pPEareHTamMu;

BIEPBbIC JIOKazaHo, peakuusi 2H-4-ruppaszuHun-5,6-quMeTUITHEeHO[2,3-
dJmupumuanHa, coaepKalluid TUApa3UHHBIN (OUHYKJICOPUIbHBIN) ¢dparMeHT ¢
(11)kapOOHWIBHBIMUA COCIMHEHHUSIMU TPUBOJUT K OOpa3oBaHUIO FE-M30MEPHBIX
TUAPA30HOB WM MPOJIYKTaM T'€TePOLUKIN3ALNY.

IIpakTHyeckue pe3yabTaThl HCCACAOBAHMUS 3aKIIOYAOTCS B CICIYIOIIEM:

pa3paboTtanbl 3P (HEeKTUBHBIE CIIOCOOBI CHHTE3a ATUIIOBOro 3¢upa 2-aMHUHO-
4,5-numeruntuodeH KapOOHOBOM KHCIOTHI, AMITUIOBOrO 3(dupa 2-aMHHO-4-
meTmi-3,5-tuoden  aukapOboHoBoW  kucnothl,  2H-5,6-numernnrtueno|2,3-
dmupumuaun-4-ona, 2H-5-merun-6-sTokcukapoonmitueno|2,3-dnupumuana-4-
OHa M 2-0KC0-5,6-numeTminTiueHo|2,3-d | [nupumMmuanH-4-oHa;

OOHapy»E€H MHOTOKOMIIOHEHTHBIH OJIHOCTAIUUHBIA CIOCOO TMOJy4YeHUs 2-
ankui(denmn)-5,6-mumetmntreHo[ 2,3-d [nupuMuanH-4-0HOB,  B3aUMOJICHCTBUEM
TWIIOBOTO  3dupa 2-amuHO-4,5-AuMeTHITHODEH KapOOHOBOM  KHUCIOTHI €
HUTPUJIAMU B IPUCYTCTBUU COJITHOM KUCIIOTHI;

paspaboranbl  3(pQPEKTUBHBICE METOJBl CHHTE3a Ba)XHBIX CHHTOHOB,
coJiepKalnue peakImOHHOCIIOCOOHBIE TPYIIIHI - 2-aJIKUII(aJUTHIT ) THO-3-TIPOTIapT UJI-
5,6-muMeTnI-, S-HATPO-6-MEeTHI-, 5-KapOOKCH-3,6-TuMeTHII-, 2-0KCO-5-HUTPO-6-
METHI-, 2-THOKCO-5,6-TUHUTPO-,  2-0KCO-3,6-AUMETHI-5-HUTPO-,  2-OKCO-5-
KapOokcu-1,3,6-TpumeTun-,  2-MEeTHITHO-0-METUI-5-HUTPO-,  2-METUITHO-3,6-
TuMeTHII-S-kapookeu-, 2H-4-xmop-5,6-qumerun-, 2,4-nuxiaop-5,6-1uMeTwi-, u
2H-4-runpazuani-5,6-gumeTmntueHo| 2,3-d [mupumuang;

pa3paboTaHbl cIOCOOBI MOJMY4YEHHs! E-M30MEpPHBIX THIPA30HOB M MPOAYKTOB
reTepouuKIn3anum, B3anmoaercreuem 2H-4-runpasuamin-5,6-guMeTunTueHo[2,3-
d]mupumuanHa ¢ (au)kapOOHWIHLHBIMU COCAMHEHUSIMU;

B pe3yJibTaTe TMPOBEJEHHBIX HCCJIECIOBAHUN  BBISBICHBI  BEIECTBA,
oOnaaaroniye 0aKTEPUIIMIHON U MPOTUBOMUKPOOHOM aKTUBHOCTHIO.

JlocTOBEpHOCTH pe3yJibTaTOB HccJIeI0BaHMS. [Tomyuyenusie
AKCHEPUMEHTANIbHbIE  JaHHBIE  IOJATBEPKIEHBI COBPEMEHHBIMU  METOAaMU
uccnenoBanus Ha ocHoBe: HMK-, 'H wm C SIMP-crnexkTpockonmmu, Macc-
CIEKTPOMETPUHU, peHTTeHOCTpYKkTypHOTO aHanu3a (PCA), xpomarorpaduueckumu
metoaamu (TCX, koloHOUYHAS ), OMOIOTUYECKUMH METOJIAMU U Jp.

Hayynass U mpakTu4eckas 3HAYUMOCTH Pe3yJIbTATOB HCCJIECJOBAHMS.
Hayynass 3HauuMOCTh pE3YyJbTATOB HCCIEAOBAHUSI COCTOMT B HCIOJIb30BaHUU
CHUCTEMATHUYCCKHUX peakiuii 2H-, 3aMeIeHHBIX-5,0-TUMETUITHEHO[ 2,3~
d]mupumuanH-4-0HOB, WX  TPOU3BOJHBIX  C  DIEKTPOPUIBHBIMU  H
HYKJICO(DUIIBHBIMU PEAareHTaMH, BBISIBIICHHE OCHOBHBIX (DaKTOpPOB, BIHUSIOIIME Ha
MIPOTEKAHUE PEAKLIHIA.
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[IpakTuyeckass 3HAYUMOCTh pPE3yJIbTATOB  KCCJIEIOBAaHUNM COCTOUT B
BBISIBJICHUU BEILECTB C OAKTEPULUMIHOW U MPOTUBOMHUKPOOHOM AKTUBHOCTHIO
Cpelld CHUHTE3MPOBAHHBIX COEJAMHEHMH, pa3paboTke 3(PQPEeKTUBHBIX CIOCOOOB
MOJYYCHUs] ~ QJIKWJI, TMPOMApruji, HUTPO, KapOOKCH, XJIOp, AQJIKOKCHU U
ruapa3suHmITUEHo[2,3-d|[mupumuann-4-onoB. B pesynpraTe  HcciienoBaHui
CUHTE3UPOBaHbl 76 COEAMHEHU, 65 U3 HUX SBJISIIOTCS HOBBIMHU.

Bueapenue pe3yabTaroB ucciaenoBanus. Ha ocHoBe HayuHBIX pe3ysbTaTOB,
MOJIYYEHHBIX TI0 U3y4eHUI0 3P(HEKTUBHBIX CIOCOO0B cuHTe3a U Moaudukanuu 2H,
3aMeNIeHHBIX-5,6-TuMeTUATHEHO[ 2,3 -d |mupuMuIuH-4-0HOB M X MPOU3BOIHBIX:

peakimmn HUTPOBAHUSA 5,6-mumerrnTreHo| 2,3-d mupuMuiuH-4-0HOB
WCTIOJIb30BaHbl JIII BBEIEHHUSI HUTPO TPYHIl B MOJIEKYJTy OCH3MMHIA30JI0B B
npukiaagHoM TmpoekTe BA-OA-D-11-110 «Pa3paboTka TEXHOJOTHH TOTyYSHUS
BBICOKOA(()EKTUBHOIO aHTUTEIILMUHTHOTO Tperapara aleTUIaMUHO-0CH3UMUIa3051ay
(cripaBka 4/1255-1617 Axamemun nayk ot 03 wmionst 2019 roma). B pesymbrare
BBIBJICHBI ~ BO3MOXXHOCTH  pa3pabOTKu  3(PQPEKTUBHBIX  CIIOCOOOB  CHHTE3a
MOTEHIUAILHO OMOJIOrMYECKU aKTUBHBIX COSMHEHUM, COIEPIKaIIIX HUTPO TPYIIITY;

pe3yNbTaThl  unco-HUTpPOBaHUs/OKucIeHUss W moaudukanud  2H-,
3aMEIIeHHBIX-5,6-quMeTun-TII ucnonb30BaHbl st CUHTE3a Npou3BOAHBIX TII,
conepxamue HoBoie C-C cBsizm B (yHmaameHTadbHOM mnpoekte DA-D7-T207
«Teopernueckue acreKkThl CO3JaHUS ACUMMETPUYECKOrO ILIEHTPA B MOJIEKYJIaX
OMOJIOTUYECKHA AKTUBHBIX T€TEPOLMKIMYECKUX coequHeHui» (crmpaBka OTA-02-
11/1322  ArentctBa Haykh W TexHoyioruu ot 18 nekabps 2017 roma). B
pe3yibTaTe BBISBICHBI BO3MOXKHOCTH OOpa30BaHUSI aCHMMETPUYECKOTO I[EHTpa B
MOJIEKYJIaX T€TePOLUKINYECKUX COEAUHEHUI;

CIOCOOBI  UNCO-HUTPOBAHUSI/OKUCICHUSI B psaAy S,6-nuMeTwiTueHo|2,3-
d]nupumMuanH-4-0HOB HMCHOJIB30BAaHbI JIJII CHUHTE3a HOBBIX Mpou3BoAHBIX TII B
npoekte 2013FFGB0002 (cnpaBka CHHIBBSIHCKOTO TEXHUYECKOTO HWHCTUTYTA
¢u3ukn u xumuu, Kurait). B pesynbrare BbISABICHBI BO3MOKHOCTH pa3pabOTKU
METOJIOB HUTPOBAHUS, MOJTYUYECHHUS] HOBBIX OWJIIMHT-0JI0KOB, COJIepKalIue BaKHbBIC
(byHKIIMOHATBHBIE (HUTPO, aMUHO) TPYIIIIHI.

AnpobGanus pe3yJbTaToB HCCIaeA0BaHUs. Pe3ynbTaTsl HcciieqoBaHus ObUIH
JOJIOKEHBI M OOCY’KJEHbl Ha 9 Hay4HO-NPAKTUYECKUX KOH(PEPEHIHSIX, B TOM
quclie Ha 3 MEeXIYHAPOIHBIX U 6 peciyOIMKaHCKUX.

Ony0/1MKOBaAaHHOCTH pe3yabTaToOB HcciaenoBanus. [lo Teme nuccepranuu
OIMyOJIMKOBAHO BCEero 16 HaydHBIX pabOT, U3 HUX 7 HAYYHBIX CTATEW, B TOM UHCIIE
2 B pecIyOJIMKaHCKHUX U 5 B MEXKIYyHAPOIHBIX KypHaIaX, PEKOMEHIOBAHHBIX IS
myOJIMKAIM OCHOBHBIX HAYYHBIX PE3YJIbTATOB JUCCEPTAIMH JOKTOpa punocodpuu
(PhD) Beicmieit atrectanimonnoit komuccuei PecryOnuku ¥Y30ekucTaH.

Crpykrypa u 00bem auccepranmu. CTpyKTypa JHUCCEPTAIIMU COCTOUT U3
BBEJCHUSA, TPEX TIJaB, 3aKJIIOUEHHMS, CIUCKA MCIOJIb30BAHHOW JUTEpaTyphl U
npunoxenns. O0beM auccepraiuu cocrapiaser 123 crpanuir.’

2Aemop evipascaem UCKpeHHIOW 6G1A200aPHOCMb 34 HAYYHOEe COOeliCmBUe 2IA6HO20 HAYYHO20
compyonuxa Hucmumyma xumuu pacmumenvuvix eewjecms AH PY3 dokmopa xumuyeckux Hayk u
npogeccopa X.M. lllaxuoosmosa (1941-2015 2e.) npu gvinonneruu OUccepmayuoHHoU pabomeol.
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OCHOBHOE COJEPKXAHUE INCCEPTALINHU

Bo BBeneHum 0OOCHOBBIBAIOTCSI AKTyaJdbHOCTh M BOCTPEOOBAHHOCTH
MPOBEJICHHOT'O HUCCJIE0OBAHUS, 1Ie]b U 3aJlaud UCCJIEAOBAHUS, XapaKTEPU3YIOTCS
OOBEKT W TMpeaMeT, IOKa3aHO COOTBETCTBUE WCCIIENOBAHUS MPUOPUTETHHIM
HaIpaBJICHUSM PAa3BUTHSI HAYKU U TeXHOJoruil PecnyOnuku, u3nararorcs Hay4dHas
HOBH3HA M MPAKTUYECKHUE PE3YyJIbTaThl UCCIEAOBAHUS, PACKPBIBAIOTCS HAay4yHas U
MPAaKTUYECKass 3HAYMMOCTh TOJIYYEHHBIX PE3YyJbTAaTOB, BHEAPEHHE B MPAKTUKY
pe3yabTaTOB MCCIIEIOBAHMUS, CBEJICHHUS 10 OIyOJIMKOBAHHBIM pad0TaM U CTPYKTYpe
JIUCCEepPTALIUH.

B mepBoil rmaBe auccepraiuu, MOCBAICHHOW «CHHTE3y M XMMHYECKHUM
NnpeBpamieHusiM  THEeHO[2,3-d|mupuMuInH-4-0HOB» HU3JI0KEHBI  PE3YJIbTAThI
IIPOBEIEHHBIX MCCIEIOBAHUNA W3 WHOCTPAHHOM M OTEYECTBEHHOM JIUTEPATYpHI.
JlaHHbIe OOBEAMHEHBI U CEJaHbl HAYYHBIC BBIBOJBI, a TAKXKE Ha OCHOBE aHAIN3a
JAHHBIX JINTEPATYphl OMpPEJCICHBI I1eJib, 3aJauyH, AaKTyadbHOCTh U BaXKHOCTb
JIMCCEePTALIMOHHON pabOTHI.

Btopas rnaBa auccepranuu mocBsiieHa «XMMHUYECKHM TpeBpalieHusiM
2H, -okco, -THOKCO-5,6-1uMeTmiTHEHO|2,3-d|nupumuaun-4-onoB». B riaBe
MPECTaBIICHBI PE3YIbTaThl COOCTBEHHBIX UCCIIEAOBAHUMN.

Cunmes 2H (3amewennwvix), -okco, -muoxco-3,6-oumemunmueno/2, 3-
d[nupumuoun-4-onos.

Wcxonuble coeAMHEHUs] — 3TUIIOBBIM 3up 2-amuHO-4,5-TuMeTunTHO(eH
kapOoHoBoW KHUCHOTH (1), AuATUIOBBIM d3up 2-amuHO-4-MeTHI-3,5-THOdEH
JTUKapOOHOBOW KHUCIOTHI (2), M IPOAYKTHl MX HUKIM3anuu - 2H, ankwi-, -okco, -
THOKCO-5,6-muMeTunTueHo[2,3-d jmupumuua-4-oHbl (3-6) MOTy4eHBI ¢ TTOMOIIBIO
pa3apa0OTaHHBIX YJOOHBIX M  YCOBEPIICHCTBOBAHHBIX METOJIOB CHHTE3A.
Hampumep, peakiuss METHIITHIKETOHa W MHaHyKCycHoro s¢dupa (L[YD) wmmm
areToykcycHoro s¢dupa (AYD) c anmemeHTapHO# cepoir B cooTHommeHmu 1:1:1
MPOBEJICHa OTHOCUTEIIBHO B MSTKHUX YCJIOBHUSX B MPUCYTCTBUM JUATUIAMHUHA
(ciupt, 45-50°C, 3 4) u oxwumaembie cioxubie 3¢upsl - 1 (86%) u 2 (91%)
MOJTYY€HBI C BHICOKMMU BBIXOJIaMHU:

0
H3C YD um AVD  HsC COOEt H,C
c=0 S HCONH, INH
| - Sl ]3| — |5 . | >
_CH, (C,Hs),NH R” 87 ONH, 1302-1;10c RN
A CHOML 1, R=CH;, 2, R=COOE 3, R=CHj, 4, R=COOEt
45-50°C

2H-5,6-Aumeruntueno[2,3-d|Jnupumunusa-4-on (3) u  2H-5-metun-6-
ATOKCUKapOOoHMITHEHO[2,3-d |[mupumuanH-4-0H (4) CHHTE3MPOBAHBI IMUKIH3AIACH
coeauHenus 1 u 2 u3osITkOM dopmamua (5 3xB.) mpu 130-140°C B Teuenuu 2 u.
[Tpu stom coemuuenus 3 (90%) u 4 (85%) Tarxke oOpa3yroTCs C BBICOKUMHU
BbIxogamMu. CTpykTypa mnoyiydeHHbIX BemiecTB (1-4) nokazaHa CHEKTpaIibHBIMU
METOIaMHU.

JUis  mpoBeleHHST  CPAaBHUTENBHBIX  HMCCJIEAOBAHMM  OCYILECTBIICH
MHOTOKOMITOHEHTHBIN OJHOCTAaIUNHBIN CHUHTE3 2-ankun(dennn)-5,6-
nuMetmiiTueHo|[2,3-d|nupumunna-4-o1oB (5-10) peaknueit 2¢upa (1) 1 HUTPUIIOB
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B NPUCYTCTBUU XJOPUCTOrO BOAOpOJa. Peakuun npoBeneHBI NpU KOMHATHOU
Temreparype B TedeHHe 1.5-2 4 M C XOpOIIMMHU BBIXOJAMHU IOJYYEHBI
COOTBETCTBYIOIIME coenrHeHus (5-10):

X 0
H;C H;C COOEt I H;C
E |]3)N\H R-CN jl\—)[ H,N” "NH, B 3/TLH
He” Y5 ONT R HCIH(ras) ANy X20,210-230°C; o] Yy
s.q0  |-A4-wokcan, 3 2 X=S, 190-210°C H
1.5-2 4, 20-25°C 1 11, X=0; 12, X=S

5 R=CHj, 6 R=C,Hs, 7 R=C3H;, 8 R=C,Ho, 9 R=CH,COOC,Hs, 10 R=C¢Hj

B ux 'HSAMP-crekTtpe TPeXHpOTOHHBIM CHHIJIET MeTHIbHBIX (6-CHz u 5-
CH3) rpynn (5-10) nposBisitoress npu 2.34-2.41 ma. u 2.37-2.56 wm.n.,
OJHONPOTOHHBIN cuHrNET “NH-cBsasu B obmactu - 12.17-12.7 M.1I., a OCTaIbHBIE
CUTHAJIbI OOHAapy>XeHbl B COOTBETBYIOIIEH obnacte crekTpoB. Cremyer
MOAYEPKHYTh, UTO B JuTeparype coenuHeHus 11 m 12 mosyyeHbl OTHOCHUTENIBHO
H3kumMu  (40-45%) BeIXOJAaMU. Y COBEPIICHCTBOBAHME METOJIOB CHHTE3a
coequnenuid 11 (cootHomenue 1:moueBuHa-1:7, 210-230°C, 2 4y) u 12
(cootHomenue 1:tmomoueBuHa-1:3, 190-210°C, 2 4) no3BOJAMIO HAM MOJYYUTh
3aBegomble mpoayKThl (11, 82%; 12, 75%) ¢ XopomuMHu BbIXOAaMHU.

Peaxyuu anxunuposanus. Ankunuposanue 2H-5,6-oumemunmueno/2,3-
d[nupumuoun-4-ona (3) u 2H-5-memun-6-smokcuxapbonunmuerno/2,3-
dnupumuoun-4-ona (4).

AJKMIMPOBAHUE COCOVMHEHMM 3 W 4 ¢ aIKWITAIOT€HUJAMU IPOBEIECHO
KUIITYCHUEM CMECU peareHToB B cooTHomeHun 1:1.2 B mpucyrctBum K,COs B
a0COIIOTHOM alleTOHE B TeueHuHu 6 4 (Tabmuna 1):

O 0 3, 13-18 R=CH;; 4, 19-24 R=COOC,H;
HyC HyC R, 13R=CHy; 14 R;= CoHg; 15R,= C3Hy;
5 | 3NH R;X 5 | 3N 16 Rli CH2CH.:CH2; 17, RI.: CHZCSH; .
) — 1) 18 R;=CH,CN; 19 R;= CH3; 20 R,= C,Hj;
R™6ON K,C0;  R7ONEON 21 R;=C3Hy; 22 R;= CyHo;
3,4 aueron 24-35 23 R,= CH,CH=CH,; 24 R;=CH,CCH
Tabmuma 1
HekoTopble U3MKO-XUMHYECKHE XapaKTepUCTHKH *N-ankui npoayktos (13-24)
CoenuHenue BbpyTTo dhopmyma *Re T.m., °C Boixon, %
13 CoHi10N20S 0.58 (A) 158-160 75
14 Ci0H12N20S 0.63 (B) 152-153 81
15 CiiH14N20S 0.74 (B) 119-120 77
16 C11H12N208 0.72 (B) 117-118 79
17 Ci1iH10N20S 0.70 (A) 138-140 80
18 C10HoN30S 0.45 (B) 166-168 68
19 Ci10HoN203S 0.61 (A) 172-174 82
20 Ci12H14N2038 0.84 (B) 152-154 83
21 Ci13H16N203S 0.76 (B) 142-144 78
22 Ci14H1sN203S 0.72 (B) 144-146 73
23 Ci3H14N2038S 0.75 (B) 102-103 71
24 Ci13H12N2038 0.65 (A) 116-118 75

*Cucrema: 6enzon:meranon — 3:1 (A) u 6ensomn:aneron — 3:1 ( B).
[lenpto gaHHOM peakuu ObUIO BBISBICHHUE PEAKIIMOHHOW CIOCOOHOCTH
AJKUJITAJIOTEHUIOB M BBEJCHHUE B MOJICKYJIY HCXOAHBIX coenuHeHuit (3, 4)
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COOTBETCTBYIOIIUX  PEAKIMOHHOCIOCOOHBIX  (DYHKIMOHAIBHBIX  (QJUTHIIBHYIO,
IPOMAPrwIOBYI0, LIMAHOMETWIBbHYI0) rpynn. B pesynerare peakiun 2H-3-
3aMEIIeHHbIE 5,6-1uMeTHII- (13-18), 2H-3-3amerieHHEIE 5-MeTHI-6-
TOKCUKapOoHmI-[2,3-d|nupumuann-4-ousl  (19-24) mosydeHsl € XOPOLIMMHU
BBIXOJIaMU. AJIKWJIMPOBAHUE HUJIET JIETKO W 3-3aMmelieHHble npou3BoAHbie (13-24)
o0Opasyrorcs ¢ xopownmu (68-83%) Beixomamu. B ux 'HSIMP-criekTpe cHrHambl
apoMaTu4eckux npotoHoB H-2 obHapy»keHs! mipu cinadoit (7.50-7.99 m.xa.) o6nactu
B BUJIE OJIHOIPOTOHHBIX CHUHIJIETOB, NPOTOHBI 6-CH3 MeTwiIbHOW rpynmel - mnpu
2.39-2.42 m.A. Kak TpexXnpoTOHHBIM cuHrier, 5-CH3 MeTuiapHOW Trpynibl — B
obnactu 2.49-2.52 M.J1. Takke B BUJIE TPEXIPOTOHHOT'O CUHTJIETA.

Memunupoeanue 2-ankun-3,6-oumemunrmuero/2,3-d[nupumuoun-4-onos.

C 1enbio U3y4eHHUs: B3aUMOCBS3H “‘CTPYKTypa-peakIimoHHasi CIOCOOHOCTh” B
POy COEIUMHEHUH, COAEpPkAIIMX 3JIEKTPOHOJOHOPHBIE (AJIKWIBHBIE) 3aMECTUTENN
B IOJIOXKEHUU 2 MUPUMUIMHOBOTO KOJIbIA, HAMH NPOBEJAEHO ATKHIMPOBAHUE 2-
ankui-5,6-qumeruntueHo| 2,3-djnupumunn-4-onoB (5-8). Peakuuu mnpoBeneHb
HarpeBaHUEM CMECH PEareHTOB B COOTHolIeHHWU 1:1.2 B aOCOJMIOTHOM aleToHe B
npucyrctBu KoCO; u 2-ankun-3,5,6-tpumeruiitueno|2,3-d |nupumMuanH-4-0Hbl
(25-28) cuHTE3MpOBaHBI C XOPOIIUMH BBIXOJIAMH:

o 0
HyC s CHyl B -CHs 5,25 R=CH;
5020 ——— 5] 13)\ 6,26 R=C,Hs;
e N ONTR KCOs NN g T27RCHy:
3 58 aleToH 3 2528 8, 28 R=C,Hy

CtpykTypa BELIECTB IOJHOCTBIO JOKa3aHa (PU3UYECKUMHU METOJAMHU
uccnenosanuii. B ux '"HAMP-cnextpe curnanst metunbHbIx (6-CH3 u 5-CHj3)
rpynn (25-28) npossistorcss npu 2.35-2.37 M.JA. KaK TPEXNPOTOHHBIE CHHIJIETHI.
Cuenyer MoAYEPKHYTh, YTO CUTHAIBI IIPOTOHOB “N-H Ipynn MCXOAHBIX BEIECTB
He OOHApyKEHbl B CIEKTPE MPOAYKTOB, cUrHaibl “N-CH3 METHUIBHBIX TPy
MPOSIBIISIFOTCS B BUJIE TPEXIPOTOHHBIX CHUHIJIETOB MpHU 3.6 M.a., curHaibl Ci-Cy —
ANKWIBHBIX Tpynn npu C-2 IpOsBIISIOTCS B COOTBETCTBYIOIIECH 001aCTH CIIEKTpA.

Ankunuposanue 2-oxco- u 2-muoxco-3,6-oumemunmuero2, 3-d] nupumuoun-

4-0H06 8 0OBLIUHBIX U YCIIOBUAX MEHCHAZHO20 KAMANU3A.

[Tpn ankunupoBanuu coeauHeHus (11) B oObruHbIX (aneton/KoCOs; wnm
staHos/NaOH) u ycnoBusx M®K (Phase Transfer Catalyst - PTC) ¢ BbICOKUMU
BBIXOJAMU  O0Opa3yloTcs MOHO-AJKWJI M COOTBETCTByromue  1,3-muankui
npousBoAHbIe. MeTminpoBanue coequHeHrs 11 UaeT OTHOCUTENBHO B ““MATKUNA™
uentp - N ¢ oOpaszoBaHueM 2-0Kco-3,5,6-Tpumerritreno|2,3-d|nmupuMugun-4-
oHa (29). Peakuuu npoBeieHbI IPU KUIITYEHUN CMECU PEAr€HTOB B COOTHOUIEHUH
11:CHzI-1:1 (B mpucytctBuu 2.5 3xB. NaOH) B 3Tanone npu 80-85°C B TeueHuu 8
9 u nOpoaykt (29) monydeH ¢ BbeixogoM 45%. H3yueHO alKuiIupoBaHUE
coenuHeHuss 11 ¢ HOOUCTBIMH STUIIOM, H-TIPOMHIIOM, H-OYTHUIIOM, OPOMHUCTBIM
STWJIOM U XJIOPUCTHIM OCH3WJIOM IpU OTCYTCTBHHM MEX(a3HOro KaTaliu3aTopa,
OIHAKO MpHU 3TOM peakuuss He uuaer. lIpu mpoBeneHune peakuuii ¢ MOAUCTHIM
METUJIOM, OpOMHUCTBIM OTHWJIOM M XJIOPUCTHIM OCH3WJIOM B MPUCYTCTBUU
opomuctoro Tterpadbyrunammonusi (TBAB) B  cooTHomieHuu peareHTOB
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11:RX:TBAB — 1:2.2:0.4 coorerctBytomme 'N,*N-guankun npoaykrsl (30-32)
oOpazyroTcst ¢ Bbixogamu S51-75%, W Ha OCHOBE MOMYYEHHBIX pPE3YJIbTATOB

HpeﬂnomeH MPEAnoIaraeMbln MCX&HI/ISM peaKkuuu:
30 R=CH,
K 31 R=C,Hj
o TBAB, NaOH H,C 32 R=CH,C¢Hs

H;C
“CHOH 1,0
Benson/H,0, X=LBr

29 11 55.60°C 30-32

[Ipu ucmonb30BaHMM B KayeCTBE ATKUIUPYIONIMX areHTOB HOIUCTOTO H-
nponmna u #-Oytuna B ycnosusx M®K o6pasyrorcs cmech 'N,*N-au(x-mponui-,
H-0yTun)-5,6-qumeruntueno| 2,3-d Jnupumuauna-4-ousl (33, 34) u 5,6-numeTHII-
4O-(n-pormnnokcu(#-0ytunokcn))-'N-(x-nporui(#-6yTin)treno[ 2, 3-
d]l‘II/IpI/IMI/IJII/IH-z -oHkI (35, 36)

RI, TBAB, o
H;5C NaOH RX, NaOH, H;C
| BCHS’OH/H7O 11, X=0 GHsOH | | NH
12, X=S X=S =
H;C S O H3 0 80°C. 6 1 H;C S N S—R
33 R—C3H7 35R= C3H7 R s-arc ~ e } 37-42
34 R—C4H9 36 R:C4H9 37 R—CHS, 38 R—C2H5, 39 R—C3H7-H, 40 R—C4H9-H,

41 R=CH,CH=CH,, 42 R=CH,C4Hs. X=Cl, Br, I

AnkunupoBanue 12 HOAUCTBIMU METUIIOM, ITUJIOM, H-IIPOTTUIIOM, AJUTUIIOPOMUIOM
U XJIOPUCTBHIM OCH3WJIOM B OTJIMYHUE ajdkuiaupoBaHus 11 uuer ToiabKo mo atomy S ¢
00pa30BaHUEM COOTBETCTBYIOIIUX 2-aJIKHJI(aIUI, O€H3UI)THO-TPOU3BOAHBIX (37-
42) ¢ xopommmu Beixogamu. Qocyxaenne 'H SIMP-cnekTpoB IOKa3hIBAET, YTO B
peakuusax Hapany ¢ 'N,*N-muankun npoussomusix (33, 34) Taxke obpasyroTcs
*0,'N-guankun npoussonausie (35, 36) ¢ Beixomamu 10-15%.

Jns  cpaBHeHUsT pe3ysibTaTOB peakuuid coenanHeHuss 12 mpoBeneHo
ANKAJIMPOBAHUE €T0 TaKKe B yclIoBusIXx MOK:

0
HyC _
3 ot 54 R=CH,,
| 55 R=C,H,
& BeH3on/HzO )\ 56 R=CH,CHs

12 N ss.600c  HsC 43_ 45 X=Br, 1
Tabnuna 2
HekoTtopble Hr3HKO-XUMHUECKUE XapaKTEPUCTUKU coeinHeHmi (29-32, 37-45)
Coenunenue | bpyrro-popmyna | Rr (6enzon:meranon — 3:1) T.m., °C Boixon, %

29 CoH10N202S 0.55 263-265 57
30 CioH12N2028 0.70 118-120 63
31 Ci12H16N2028 073 110-112 51
32 C22H20N2028 0.75 202-204 73
37 CoH10N20S2 0.73 273-275 78
38 C10H12N20S2 0.71 222-224 76
39 C11H14N20S»2 0.70 178-180 61
40 Ci12H16N20S2 0.65 190-191 72
41 C11H12N20S2 0.67 158-160 77
42 CisH1aN20S2 0.60 243-245 62
43 Ci0H12N20S2 0.82 228-230 84
44 C12H16N20S2 0.79 209-211 73
45 C22H20N2082 0.80 110-111 51
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Peakuuu MIPOBEJICHBI HarpeBaHUEM HCXO/IHBIX peareHToB
12:ankunranorenus B cootHomenuun 1:2.2 B npucytcrBun NaOH (1 3kB.) B cMecH
pactBoputenei Oenzoin:Boaa (1:1, v:v) npu 45-50°C B Teyenuu 6 4. Ilpu sTom
peaxuus uaeT no aromaMm S- u *N ¢ 06pazoBaHuEM AUATKHI-IPOU3BOAHBIX (43-45)
¢ Beixozamu 51-84%. Ctpykrypa ux (43-45) nokaszana cnekrpamu 'H SIMP.
Ilponapaunuposanue 2-ankunmuo-5,6-oumemunmueno/2, 3-d]nupumuoun-4-onos.

JIJisi TIOBBILIEHUSI CHUHTETHYECKOro NoTeHiuana ucxoansix TII mpoBeaeHo
MpONaprUjiMpoOBaHue  2-aJKWITHO-S5,6-TuMeTHITHEHO[2,3-d [mupuMuanH-4-0HOB
(37-41). Peakuuu mpoBeAcHBI KUISTYCHUEM CMecH peareHToB 37-41:mpomaprui
opomup B cootHomenuu 1.0:1.2 B mpucyrcrBun K2CO3 B aOCONMIOTHOM alieToHE B
TeueHun 6 4. B pesynprare mnosydeHbl 2-ankui(ajuinii)THO-3-ponaprui-5,6-
aumeTwitreHo| 2,3-dnupumuun-4-ousl  (46-50) ¢ BbicOkMME BbIxogamu (72-
83%) (tabmuma 3). CrpykTypa CHHTE3MpOBaHHBIX BeiiecTB (46-50) wuzydena

metomamu UK- u 'H SAMP-criekTpockonuu:
O 245 228

O
H3C NH HC=CCH,B H3C (3H.¢) 0 2122[1 ) (III:II, T)
R N-CH,C=CH y
| | /)\ " ameron | | /)\ 2 H;C /%
 nora 3.93 H 5.37 (11, an, (rpanc-))

N
H;C 337 ) 1N SR Jroram  HiCT ST ONT SR | e
46-50 H, e 87N s
37,46 R= CHs, 38, 47 R= C,H; 39, 48 R=C5H., 240 H  5200H,» (me)
40, 49 R= C,H,, 41, 50 R= CH,CHCH, GH, ) 50 5.94-6.04

(1H, m)

B ux UK-cnektpe BanenTHbie konebanus =C-H cBs3u nposiBisitores — npu 3433-
3444 cm!, C-Hapun cBssu - nipu 3243-3285 cm™!, C=C cBsasu — npu 2118-2123 cm
!, kap6onunbuble rpymmsl (C=0) —npu 1675-1679 cm!, C-S-C dpparmenra — npu
774-777 em’!. B ux 'H AIMP-cnekrpe curnanst 5-CHs u 6-CH3 rpynm oOHapy KeHbl
B obOnactu 2.40-2.45 m.a. u 2.35-2.40 m.n. B BHJIE€ TPEXMPOTOHHBIX CHHIJIETOB,
CUTHAJ TEPMHUHAJIBHOTO alleTUJICHOBOro (METHMHHOTr0) MpoToHa —mpu 2.27-2.28
M.J. Kak OJHONPOTOHHBIM TPHUIUIET, CHUTHAJIBI METWICHOBBIX IPOTOHOB
npornaprumibHoro pparmenta — rnpu 4.90-4.92 m.x.

Tabnuma 3
DU3NKO-XUMUYECKHE XapaKTEPUCTUKH MOJTYUYCHHBIX coequHenni (46-50)
Coenunenue | bpyrro-bopmyna | Rr(6enzom:meranon- 3:1) T.., °C Brixon, %
46 C12H12N20S2 0.78 134-136 83
47 Ci3H14N20S2 0.84 116-118 81
48 Ci14H16N20S2 0.82 78-80 76
49 CisHi1sN20S2 0.80 118-120 72
50 Ci14H14N20S2 0.86 104-106 78

Peaxyuu snekmpoghunvroco unco-zamewenus 8 psaoy 3,6-oumemunmuero/2,3-
d[nupumuoun-4-onos.

N3BecTHO, 4TO peaklUMu unco-3aMelieHust/ WK OKUCICHHUS UMEIOT Ba)KHOE
3HAYEHHE B CUHTETUYECKOM OpraHudyeckonl xumuu. [IpoBeneHbl peakuuu unco-
HUTpOBaHMsI cHayana wucxoaHeiMu 2H-5,6-gumerun- (3), 2H-5-merun-6-
stokcukapoonmn-(4), 2H-3,5,6-tpumetmn- (13) u 2H-6-3Tokcuxkapbonmi-3,5-
numMetiitTueHo[2,3-d | nupumuann-4-onamu (19). [{ns sroro, peakius 3,4 u 13,19
¢ nutpytomen cmecbio (HC) B cootnomenuu 1:2 u 1:4 npoenena npu 20°C, 50°C
B TedyeHue 6, 48, 72, 96, 120, 144, 168 yacoB. Peakiuu OCYIIECTBICHBI C
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ucrnois3oBanueM AByx MeTosioB (A u b). Ilo meTtony A ucxonusie coenunenus (1
MMoJb) pacTBopuiu B KoHI. H2SO4 (93%) nmpu Huskoit (0-2°C) temmepatype,
no6asisiu no karmsim HC, mpurotosnenssiii u3 2.2 mmodsa koHi. HNO;3 (58%) u
0.5 mi koni. H>SO4, cmech niepeMeniuBanu 1 4 Ha JiessHONW OaHe W OCTaBJIsIA Ha
HOoub (12 u). Ilo meromy b: mocne noGabnenuss HC mnpu uHuskon (0-2°C)
temrneparype cMmech HarpeBasu 1ipu 50°C B Teuenuu 6 4. [Ipu 3TomM oOHapyxkeHO,
YTO CaMblM ONTUMAJbHBIM YCJIOBHEM [UISl UNCO-3AMEIICHUS/WIN OKUCICHUS
ABJISICTCSI: COOTHOIIEHUE peareHToB -1:4, remneparypa 50°C, npoaoKUTEILHOCTh
peakuuu 6 4 (Meron b). YBenuueHue COOTHOLIEHUS pEareéHTOB, TEMIIEPATYpPbl U
BPEMEHU HE BnmeT Ha BBIXO/]I HpOI[}IKTOB Y HaIpaBJICHUU PEaKLINU:

0o 0
H5C _CH HOOC
NH HC NH Mel N e N
| J R
3,R CH3, 4,R =Et0CO 13,R CHjs; 19, R=EtOCO 52

B pe3ynbrare peakuuié MOJYyYEHbl MPOAYKTbl PETHOCEIIEKTUBHOTO UNCO-
HUTPOBAHUSA-  S5-HUTPO-6-mMeTunTueHo[2,3-d|nupumuann-4-on (51, 70%) wu
OKHUCJIEHHUsS - S-KapOokcu-3,6-aumeTmintueHo|2,3-d|nupumuaun-4-on (52, 54%).
Opnnako, B TaHHBIX ycioBusix coeaunenus (4, 19), cogepxkamue COOEt rpyrmimny He
BCTymnaroT B peakiuto ¢ HC.

B 'HSMP-cnextpe 5-uutpo-6-MeTuntHeHo[2,3-djnupumuaun-4-ona (51)
XUMUYECKHI caBur °C-meTunbHON rpynmsl npossiserca mpu 2.97 m.a. (3H, c),
curHaisl npotoHoB H-2 u NH rpynn — npu 8.06 m.a. (H-2) u 13.41 m.a. (NH) kax
OJIHONIPOTOHHBIE CHHIIIETHL. ClieayeT MOM4EPKHYTh, Y4TO CHIHaid >C-METUILHOM
rpynmsl (2.48 m.a., 3H, ¢) ucxomHoro coeauHeHUs: 3 HE OOHAPYKEH B CIIEKTPE
npoaykrta. Ilpossnenue B ero MK-cnekrpe BaneHTHbIX koneOanuit NH cBsizu —
npu 3440 cm’!, murpo (NO,) rpymmsl — npu 1505 cm!, a Taxske MONEKYyIIPHOTO
wona (51, m/z 211 [M]", 2.8%) B macc-cuektpe (ESI-MS) moka3biBaeT mpoTeKaHHe
peakiuu HuTpoBanusa. B HK-cnektpe mnpomykra okucieHust (52) BaJICHTHBIC
K0J1e0aHus TUAPOKCHIILHOM TIpymmsl oOHapykeHo B obOmactu 3386 cm!, a
cnoxuodGupHoii csasu (O-C=0) - mpu 1706 cm!.

Jlo HalMX Ucciel0BaHul ObliIa YACTUYHO U3yUeHa Peakius 2-0KCO-, THOKCO-
5,6-mumeruntueno|2,3-d Jnupumuaua-4-oso (11, 12) co cMmecpl0 AbIMSAIICH
HNO;3 (97-99%) u H>SOs KUCIOT M MHOJyYEHBI U30MEPHBIE MPOAYKTBI UNCO-
HUTpPOBaHMs ucxoaHoro coequuenus (11) - 2-okco-6-metui-5-uutpo- (53, 40%) u
2-0KCO0-5-MeTu-6-HUTpoTHEeHO[ 2,3 -d |mupuMuinH-4-0HBI (54, 41%) B
cootHoteHu 1:1. C 1enbro CUHTE3a NPOYKTOB CEJIEKTUBHOTO MOHO- U IMHUTPO-
HUTPOBaHM M3y4dwid B3aumoneictsue coeamuenut 11,12 ¢ HC B pasznmunbIxX
cootHomenusix (11,12: HC - 1:1, 1:2, 1:4, 1:7, 1:10) peareHToB 1 TeMIiepaTypax
(0°C, 25°C, 5OOC)I/IHpOJI[OJDKI/ITeJ'IBHOCTI/I (4,12, 24, 48 72 4):

(0]
H;C O,N
NH HC NH HC
| &

O,N
54 11, X=0; 12 X=S 55
Hano orMeTnTh, 4TO M3MEHEHUE COOTHOLICHUE PEAreHTOB, TEMIIEPATyphbl U
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BPEMEHM HE BIMSET HAa TUI M BBIXOJ MPOAYKTOB; MPU ITOM C XOPOIIMMHU
BBIXOJAMU  00pa3yrOTCsl MNPOAYKTHl UNCO-HUTPOBAHUSA - 2-OKCO-5-HUTPO-6-
MetuwitueHo[2,3-djnupumuauna-4-on (53, 66%) u  2-THOKCO-5,6-AUHUTPO-
tueHo[2,3-d|Jnupumunun-4-on (55, 60%) (B saureparype 40%). Cnenyer
MOAYEPKHYTh, YTO B PEAKUMSIX UNCO-HUTPOBAHUS HAMHU HCIOJIb30BaHbI KOHII.
HNO3 (58%) u xoni. HoSO4(93%).

Crpoenue npoxaykros (53, 55) mokaszano ¢ nomompio mMacc-, UK- u 'HSIMP-
cnekTpoB. Jlanee peakuus 2-okco-1,3,5,6-rerpamerminrrero|2,3-d]nupumuana-4-
oHa (30) ¢ HC mpoBenena mo merony A M TPOAYKT OKUCICHHUS - 2-OKCO-5-
kapOokcu-1,3,6-rpumeruntuero|2,3-dnupumuaun-4-on (56)  BeimeneH ¢
xopomuM BeixogoM. B ero 'H SIMP-cnekrpe curnan 6-CHs METUIBHON TPYIIIIBI
MOJ1 IEWCTBUEM KapOOKCHIIBHOW TPYIIIBI CABUTAETCS OTHOCUTEIBHO B ci1aboe moiie
(2.65 m.a., 3H, c), ognonporounsiii cunriaer COOH rpymnmnbl 00HapykeH B ciiaboi
obnacrtu (10.5 m.1., 1H, ¢) cniextpa:

fe) (0]
S SN-CH; —— » ] N-CH;
C, u& /§
H,C $ N" 7o H,C S° N0
30 CH, 56 CH,

Curnansl MeTrinbHbIX rpynn ('N-CHs, *N-CH3), CBSA3aHHBIX ¢ TeTepOaTOMOM
nposBISAOTCA — npy 3.24 m.a. u 3.44 M.A. B BUJIE TPEXINPOTOHHBIX CHUHIJIETOB,
COOTBETCTBEHHO.

Pacmmpenuem cdepsl uccienoBanuii, nposeaeHo Biaumojeicresue HC ¢ 2-
METHITHO-5,6-muMeTriiTueHo| 2,3-d|nupumunnna-4-oaom (37) u 2-metuntuo-3,5,6-
TpuMeTriITueHO[2,3-d|mupumuna-4-onom (43), coaepxkamumu S-CH3 rpynimsl.
Peakiuu npoBeieHbI 10 METOAY A U C YMEPEHHBIMHU BBIXOJJAMU CUHTE3UPOBAHBI 2-
METUITHO-6-MEeTHII-5-HUTPpOTHEHO[ 2,3 -d [nupumuiua-4-on (57, 55%) wu  2-
METHITHO-3,6-TUMETHII-5- Kap6OKCI/ITI/IeHO[2 3-dJnmupumunun-4-oH (58, 49%):

0 0
O,N HOOC
| e
| “RH )\ R=CH, CH3 PR

H,C™ S SCH3 H;C SCH; S” N7 TSCH,
57 37, R=H; 43, R=CH; 58
Tabnumna 4
Hexotopsie pu3nko-xumMudeckne XxapakTepUCTUKA CUHTE3UPOBAHHBIX BemecTB (51-58)
Coenunenue | bpyrro-popmyna | R (6enzom:meranon —3:1) T.., °C Brixon, %
51 C7Hs5N303S 0.25 310-311 70
52 C14H14N20S»2 0.44 244-245 54
53 C7Hs5N304S 0.20 328-330 66
55 CsHaN4OsS2 0.37 350-351 60
56 C10H10N204S 0.60 162-164 63
57 CsH7N303S2 0.35 310-312 55
58 C10H10N203S2 0.45 165-167 49

B 'HSIMP-criextpe 57 OQHUM K3 OCHOBHBIX MOMEHTOB SIBJISETCS OTCYTCTBHE
curHana 5-CHz rpynnsel (2.32 wm.a., 3H, c) wucxomHoro coenunenus 37.
Tpexnporonnsii cunrier S-CHj3 rpynmsl npossusercs — npu 2.52 M.J., CUTHAI
nporona N-H amuaHo# rpynmsl — B cnaboii obnactu crekrpa (12.50 m.a1.) kak
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OJIHONIPOTOHHBIM cuHrier. B cnekrpe mnpoaykra okucienus (58) Ttakxke
HaOJII0/1aeTCsl HMCUYE3HOBEHUE TPEXMPOTOHHOTO cuHIeTa MeTuibHOU (5-CHj)
rpynnsl coenuHenus 43 npu - 2.36 m.a. Cneayer mog4epKHyTh, UTO IPUCYTCTBUE
aTtoMa BOZOPOJA MIIM alKUIbHON rpynmsl B 'N- u N- aroMax NMpUMUIMHOBOIO
KOJIbIIa CYIIECTBEHHO BIUSET HAa HampaBieHUe unco-zamelieHusd. [loatomy Hamu
M3YUYEH [MPEAIoNaraéMbplil MEXaHU3M UNCO-3aMEIICHUS] TaKKE€ pPacyETHBIMU
meronamu Hartree—Fock (HF) m DFT/B3LYP-3-21G nHa npumepe coeauHEHUU
3,11,12,13. B peakuusix unco-HUTPOBAHUS COCAUMHEHUS 3 W3-3a NPOTOTPOITHOU
TayTOMEpUU TEPEXOAUT B CBOIO €HOJbHYIO ¢Gopmy (3a) ¢ mocienyomum
oOpa3zoBaHreM N-TIPOTOHUPOBAHHOT'O a30THOKHUCIOTO 3dupa (A) moa nercTBUeM
KaTUOHA HUTPOHHUA. ODTOT KAaTHUOH MOXET IMpeBpamarbcsi B o-komiuiekc (B),
KOTOPBIM  SIBJISIETCA MOTEHLUHAIbHBIM HHTEPMEAUATOM B pEaKUUSIX UNCO-
HUTPOBAHMS, U B TOCJIEIHEH CTaAUM OH JIETKO MOJKET IpeBpallarcs B MPOIYKT
peakuuu - S-HUTPO-NPOU3BOIHOrO (51):

OH
®
o) OH oo 0
Me Me L. ® Me NO, ON 0
| NH N NO, NH NH
Me” 87N A ) Y [ = AL
N
e 3 Me S 3aN Me BN Me S51 N

G—complex

Takum 00pa3om, HaIlIM 3KCIEPUMEHTANbHBIE PE3YIbTaThl MOATBEPKICHBI Ha
OCHOBE JaHHBIX KBAHTOBO-XUMHYECKHUX UCCICTOBAHUM.

Hexomopule xumuueckue npespawenusi npooykmoa 31eKmpo@puibHO20 UNco-

HUMPOBAHUS

Hutpo-rpymiibl IpoayKTOB 3JIEKTPOGUIBHOTO UnCO-HUTPOBAHUS - S-HUTPO-6-
MeTUITHEHO|2,3-d|mupumunina-4-ona (51), 2-0kco-5-HUTPO-6-MeTUATHEHO[2,3-
d]mupumuaun-4-ona (53) u 2-Tuokco-5,6-nuautporreHo|2,3-djnupumuaun-4-oHa
(55) npeacTaBisIOT HUHTEPEC C TOUKHU 3PEHHS] CHHTETUUECKON OpaHUUYECKON XUMUMU.
OOHapy€HO, YTO BOCCTAaHOBJIIEHHE HX C BapbUPOBAaHUEM YCJIOBUH peaKIUil
(COOTHOILIEHNE PEareHTOB, TEMIIEpaTypa M BpeMs) HE NPHUBEIO K OKHUIAEMbIM
MOHO- MW JHWAaMHUHO-NIPOWM3BOAHBIM; TP 3TOM  BBIACIUTH IPOAYKTHI B
WHIVBUAYAJIBHOM BHUJE HE YBEHUAIHNCh YCHEXOM. B oTimume OT 3TOro, mon
BIIMSIHUEM 3JIEKTPOHOAKIENTOPHOW HUTPO TPYMIBI JIETKO MAET AJIKUIMPOBAHUE
COC)Z[HHCHI/II)'I 51 u 53 fionUCTHIM METUIIOM U OPOMUCTBIM PONAPTHIIOM:

0 0 0
O,N O,N 0N "
NR rx 72 — 2 _RX R
/ P /g aueron, /g

auetod, H;C° 'S° N H3C 0 55.60°C, 4 4 H3C

55-60°C, 51 53
59 60 > R=CH;, H,C—C=CH X=1,Br R 61,62

AJIKUIMPOBaHUE TMPOBEICHO KUIIAYEHHEM CMECH PEAreHTOB B COOTHOLIECHUH

51,53:R-X-1.0:1.2 B abcomtotHOM arietoHe B ipucytctBun KoCOs B Teuenue 4 4 u

C XOpOIIMMHU BBIXOJAMHU TOJYUYEHBl alKWI-Ipou3BOJHbIE (59-62), cTpyKkTypa
KOTOPBIX JOKa3aHa CIEKTPaJIbHBIMU METOJAMHU.

Cunmes u xumuuecxkue npespawienus 4-xuop-, 2,4-ouxnop- u 4-euopazunui-3,6-
oumemunmuero[2,3-d]nupumuoun-4-onos
C uenbro 3aMeHbl KapOOHUIIBHOU TpyIIibl cyocTparos (3, 11) Ha aToM XxJiopa
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ocymeCTBJme peaKHI/II/I UX C POC13 B HpI/ICYTCTBI/II/I TpudTHIaMuHA (TOA):
Cl

j\_/ﬁ§N3 poc13 j\—/ﬁg j\—/ﬁENH POCl, H;C N3

12 N o TOA ¢ ‘/)\
PeaKHI/II/I MPOBEJICHbl KHUISTYEHUEM CMECH pEareéHTOB B COOTHOILICHUU
3,11:POCI; - 1:40 B npucytctBum 1.4 3xB. TOA npu 105-110°C B Teuenuu 3 u;
npu 3ToMm 2H-4-x7m0p-5,6-numeruntueno|2,3-d jnupumugun (63, 85%) u 2,4-
nuxjop-5,6-mumermitueHo[2,3-d|nupumunun (64, 64%) MOIydYeHBI C XOPOUIUMHU
BbIxoJamMu. Jlamee ocCyiecTBiIeH  B3auMojeWcTBME 63 ¢ pa3iMuYHBIMU
HYKJICOQWIbHBIMA  peareHTaMu  —  THAPA3UH-TUAPATOM,  aJKOTOJSTaMH,
NUMEPUANHOM U LUTU3MHOM. Hampumep, peakuum ero ¢ ajgkorojsitaMu
MIPOBENICHBI B A0COIOTHOM METAHOJIe WM STAHOJIE HArPEBAHUEM CMECH PEareHTOB
B cooTtHoueHnn 63:NaOMe (unu NaOEt) - 1:4 npu 50°C B teuenune 1 u u ¢
BBICOKMMHU BBIXOJIaMH TIOJYYEHBI COOTBETCTBYIOIIME duphl - 2H-4-mMeTokcu-5,6-
quMeTriITueHo|[2,3-d |nupumMuina (65, 86%) u 2H-4-3T0KCH-35,6-

I[I/IMeTI/IJITI/IeHO[2,3—d]HI/IpI/IMI/II[I/IH (66, 71 %):

- NHZ
HN

Ny HsC
S N3 NoHy-2H,0 N3
1/ ROH (a6c) HLC T, H )

o
3¢ 80°C. 4q 1€ S N

65RMe 66REt50C 14
Peakiust cybcrpara (63) ¢ ruapasMHrUIpaTOM OCYIIECTBJICH KHUIISTYEHUEM
CMeCH peareHToB B uX cooTHommeHnn 63:NoHy-HoO - 1:1.5 npu 80°C B Teuenun 4
94 U C BBICOKMM BbIXOAOM mnojyyeH 2H-4-runpaszunui-5,6-quMeTunTueHo|2,3-
d]Jmapumuaun (67, 90%). Peakiuy ¢ BTOpUYHBIMU TE€TEPOIMKINYSCKUMU aMHHAMU
- nunepuauHoM (63:munepuauH 1:3, 3TaHON, KUMSYEHUE 5 4Y) U UUTU3IUHOM
(63:1utu3uH 1:1.5, 6eH3011, KUMIUeHUEe 6 1) MPOBEJEHBI B MPUCYTCTBUU TOA U C
XOpOLIMMH  BBIXOJAaMU  CHHTe3upoBaHbl  2H-5,6-nmumerwin-4-(nmunepuauH-1-
wn)tueno[2,3-dJmupumugua - (68, 83%) wu  2H-3-(5,6-mumeruntueHo[2,3-
d]mupumuaun-4-un)-1,2,3,4,5,6-rexcaruapo-8H-1,5-meranonmpuno[ 1,2-a][1,5]-
nra3oH-8-0H (69, 68%) (Tabnuia 5):

Cl
HsC
nunepnnm—l B | N3  uuTH3MH
1 -
6 R EtOH, T9A Hy¢” 87 N7 Colle TOA
78°C, 54 80°C, 6 u
68 63

B ux (63-69) 'HSIMP-cniekrpe curaan npoToHa npu H-2 mUpUMHANHOBOIO
KoJbla IposBisercss B obOnactu 8.46 M.n1.—8.72 M.I. B BHUJI€ OAHONPOTOHHOIO
CUHIJIETa, XUMUYECKU cBUT TTpoTOHOB 6-CHj3 rpynmsl — ipu 2.05-2.53 m.a. (3H,
c), a mporoHoB 5-CHz rpynmer — mpu 2.37-2.57 m.a. (3H, c¢). Crpykrypa
HEKOTOPBIX TOJYYEHHBIX BEIIECTB Takxke uzydeHa meroaoM PCA, BeipanrBanueM
WX MOHOKpHCTALUIOB M3 MeTaHona. Ha puc.1-4 npuBenens! crpyktypsl 2H-4-x510p-
5,6-numeTtunTtueHo|2,3-d jJnupumuguna (63, puc.1), 2H-5,6-numeTnn-4-
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(munepuauH- 1-min)rueno|2,3-d|jnupumuinna (68, puc.2), 2H-3-(5,6-
nuMeTunTueHo|2,3-d jmupumunun-4-un)-1,2,3,4,5,6-rekcaruapo-8H-1,5-metano-
nupunol[1,2-a][1,5]nua3zonun-8-ona (69, puc.3) u 5,6-numermn-4-(2-(npomnaH-2-
WJIUJICH )TUAPAa3uHUI ) TUEHO[ 2,3 - d]HI/IpI/IMI/II[I/IHa (70, puc.4) B kpucTaIax:

A A

Puc. 1 Puc. 2 Puc. 3 Puc. 4
Tabmuma 5
HekoTtopble (hU3HKO-XUMHUECKUE XapaKTEPUCTUKH MOIYUYEHHBIX coeTuHeHuH (63-69)
CoenvnHeHHE Bpyrtro-dpopmyna *Re T, °C Beixon, %
63 CsH7CIN2S 0.86 (B) 116-118 85
64 CsHsCL2N2S 0.82 (b) 149-150 64
65 CoH10N20S 0.80 (B) 90-91 86
66 Ci10H12N20S 0.78 (B) 102-104 71
67 CsHi1oN4S 0.40 (b) 114-116 90
68 Ci3H17N3S 0.78 (b) 113-114 83
69 CioHi1sN4OS 0.15 (b) 266-268 68

*Cucrema: 6enzom:meranon — 5:1 (b) u 6enszomn:aneron — 3:1 (B).

OcyiectBiieHO B3auMojeicTBue 67, conepxkamuili OUHYKIEO(DUIbHBIN
dbparMeHT ¢ KapOOHWIHHBIMU COCIUHEHUSIMU —aTu(aTUUYECKU KETOH (alleTOH) U
JUKETOH (alleTWIAlETOH), TaKXe 3aMEUICHHBIE apOMaTHUYECKUE allbJIETU/IbI.
Peakius 67 ¢ atieToHOM (B U30BITKE) MPOBEACHA IPU KOMHATHOM TeMIepaType u ¢
BBICOKMM BBIXOJIOM MOJy4YeH ruapaszon 70 (89%):

YCH3 . 3 CH,
H;C )J\ H;C
[ J&] EJ“ : f{ ; 'T/J“
HC” 8 N ¥ N H,0, HCl, 20-25°C, 3 u L a
HeobGxonumo oTMeTuTh, 4TO peakius 67 ¢ aleTuiIaneToHOM HJIET
reTepoLMKIn3aIued peareHToB ¢ obpaszoBanueM 4-(3,5-mumerwi-1H-nupazon-1-
un)-5,6-numetuntuenol2,3-d jnupumuauna  (71), coxepkamuii  MHUPa3oJbHOE
KOJbpLo. l'erepouuknu3anusi NOpoOBEAEHA B COOTHOUIEHWH  PEAreHTOB:
67:auerunaneron-1:1 npu komHatHoi Temneparype B npucyrctBun HCl (32%).
O6uapyxenue B 'H SIMP-cniekrpe (71) Bcero AByxX apoMaTH4ecKUX IMPOTOHOB KaK
OHONPOTOHHBIE cuHIIIEeThI npu 6.01 m.a. (H-4’, nupazonbHOE KOIb110) U 8.86 M. 1.
(H-2, nupuMHANHOBOE KOJIBI0), @ TAKKE CUTHAJIOB YETHIPEX METUIIBHBIX TPYMI B
BHUJIE TPEXIPOTOHHBIX CHHTIIETOB — npu 1.84 m.y., 2.44 m.a. (CH3-6°, CHs-7°,
MUpa3oibHOE KOJIBbIO), Tipu 2.24 m.a., 2.27 m.a. (6-CHs, 5-CH3, trodenoBoe
KOJIbIIO) OJJHO3HAYHO JI0KAa3bIBACT MPOTEKAHHE T'eTepolrKiIn3anuu. Peakiuu ¢ 2-
ruapokcu- (a), 3-uutpo- (b), 4-6pom- (c), -metokcu- (d), -HuTpoOEeH3aIbAECTUIAMU
(e) Takke MpPOBEIEHbI B COOTHOUIEHUH peareHToB 67:a-e (1:1) B mpucyrcrBumn
XJIOPUCTOTO BOJOPOJA U MOJYyYEHBI £-M30MEpHBIE TUIPA30HEI - 72-76. CTpyKTypa
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CUHTC3UPOBAHHBIX COCI[I/IHCHI/Iﬁ IMMOJIHOCTBIO JIOKa3aHa CIICKTPaJIbHbIMU MCTOJaMU:

NH, ’ /Ti/ R
HN™ N-X 5 72,R=OH-2;
H5C Y e AN L e 73, R=NO,-3;
Bl )N3 a-e 3 5 SN 74, R=Br-4;
e NG NP H0.HCL . |, p 75, R=OMe-4;
67 20-25°C,31 H;C~ 87 N 76, R=NO,-4

Hanpumep, B 'HSIMP—cnektpe (Ha npumepe 76) curnan °C-MeTHIBHOM TPYIIITBI
nposisisiercss npu 2.97 m.a. (3H, c). Curnan mporona H-2 u NH rpynmsi
OoOHapy>KeHbI KaK OJHOMPOTOHHBIE CUHTIETHI — mpu 8.49 m.u. (H-2) u 8.3 (NH).
Hano otmeruts, uto curnain npotoHoB NH» rpynnsl ucxognoro coenunenus (4.17
M.1., 2H, yi1.c) He oOHapy»KeH B CIIEKTpax NpOoyKTOB KOHAeHcauuu (72-76).

Tabnuua 6
Hekotopbie (hU3HKO-XUMHUECKUE XapaKTEPUCTUKHU MoTyueHHBIX (70-76) coeauHeHMit
CoenuHenue bpyTTo-hopmymna *Re T.nn.,°C Bsixon, %
70 C11H14N4S 0.51 (b) 165-166 89
71 Ci3H14N4S 0.72 (b) 118 81
72 CisH14N4OS 0.28 (A) 234-235 75
73 CisH13N5028 0.23 (A) 228-229 71
74 CisH13BrN4S 0.31 (A) 241-242 77
75 Ci6H16N4OS 0.29 (A) 250-251 78
76 Ci5sH13N5028 0.25 (b) 216-217 79

*Cucrema: 6enzon:metanon — 3:1 (A), 6enzom:meranon — 5:1 (b).

Takum oOpazom, 0OHApPYKEHO, YTO B3aUMOJACUCTBUE 67 ¢ KapOOHMILHBIMU
COCIMHCHUSIMH B 3aBUCHMOCTH OT CTPOCHHS AJIEKTPO(HUIBHBIX pPEareHTOB
npuBoaHUT K 00br9HOMY (70) 1 E-m30oMepHBIM THIpa3oHaM (72-76), Wiu MPOAYKTY
retepouukauzamnuu (71).

buonoeuuecrkas akmusnocms cunme3upo8aHHvIX COeOUHeHU.

baxmepuyuonas u ¢pyneuyuonas akmusHocme.

Hac unTepecoBano nzyuenue OaKTEpUIIMAHON U (PYHTULIUIHON aKTUBHOCTHU
psina cuHTe3upoBaHHBIX (44) coenuHenuit (4, 6-10, 15-16, 19-28, 30-32, 37-45,
51-57, 62-68). B xauectBe OOBEKTOB BBHIOpAIM MPOU3ZBOAHBIC, COJIEPIKAIIUC
pasznuyHble (YHKIIMOHAIbHBIC TPYNNbl U (parMeHTshl B rerepoaromax N- u S-.
baktepuiu/iHy10 aKTUBHOCTh coeuHeHuN B KoHuUeHTparuax 0,05% wusydanu
meronoM KpacunwuukoBa (Xanthomonas malvacearum (Smith) Dawson), mpudeM
cpenu Hux nBa coenuHenus - 10 u 51 mokazasim HaMOOJBIIYIO AKTUBHOCTB.
Hanpumep, 3ona mnruOupoBanus coeaunenuss 10 moxazana OJHM3KyI0 MO 30HE
MHTMOMPOBAHUS OTHOCUTEIBHO ATalioHa (OpoHomnona). Hanpumep, B ciyuae 0,5%-
HOTO 3TajloHa 30Ha mojaaBieHus nokazana 20 mm (100%), B TO Bpemsi Kak
coequHenue 10 B xonuentpauu 0,5% wumeno 15 mm (75%). Craegyer oTMeTUTS,
yT0 y coenunenus 10 Takxke Obl1a oOHapyskeHa ciabast GyHruuaHas aKTUBHOCTb.
PesynbTaThl OWOTECTHpOBaHUS TNPOTUB Xanthomonas malvacearum TaKxke
MOKa3aJii, YTO OaKTEPUIUAHBIM JACHCTBUEM 00JIalal0T Takke coenuHeHus 6, 15,
21, 22, HO UX aKTUBHOCTb OblTa 3HauuTeNbHO HIKE (50-70%) yem y aTasoHa.
Coenunenus 11, 39, 41, 57 u 67 nposBisAOT ciadble PyHTUIMIAHBIE CBOMCTBA IO
CPaBHEHUIO C ATAHOJIOM (T€OYyKaHO30JI0M).
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Pe3ynbTaThl HMCCIEIOBaHMI yKa3blBAIOT HA TO, YTO OaKTepULIMIHAS
aKTUBHOCTb CHMIKaeTcs B pany coenuHenud 30-32, 43, 45 npu yBenmuyeHuun
ankuibHbIX pagukanoB CH3>C,Hs>CH2CsHs. Cpenn nuankuiabHbBIX POU3BOAHBIX
(30-32, 43, 45) MoxHO HAOMIOJATh, YTO TUECHOIMUPUMUANH-4-OHBI, COJIEpIKAIIUE
MetwibHble Tpynmbl (30, 43) spistorcs Oosiee akTUBHBIMU. ClieyeT OTMETUTb,
YTO CpeId MOHOAIKUITHO-NIPOU3BOAHBIX (37-42), CcOeIUHEHHUs, COJepKallue
ankwibHble Tpynnsl (37-39) ¢ yBenuYeHUEM TOMOJIOTHYECKOTO psAlla alKUIbHBIX
IpyNI TMOBBIIAETCS HMX OHOJOTMYECKass aKTHUBHOCTb, W TakUM oOpa3oM 2-
OyTuiTHO- Tpon3BoiHOE (40) MoKa3aao HauOOJBIIYI0 AKTUBHOCTD.

Cpenu Hutponpou3BoHbIX (53, 55) 2-TnoKCO-5,6-TMHUTPOTUEHOITUPUMHH-
4-oHa TOKa3ajd BBICOKYIO AKTUBHOCTb. Ha OCHOBE MOJyYEHHBIX pPE3YyJIbTAaTOB
MOYHO MPEANOJIOAKUTh, YTO B Py HOBBIX IPOU3BOJIHBIX, COACPKAIINX AJTKUITHO,
(EeHUIBbHOM M HUTPOrpynInbl HauOoNbIIeH OaKTEPULHMIHON AKTUBHOCTBIO
obnamarot 2-penun-5,6-qumernn|2,3-d|jmupumuana-4-ona (10), 2-6ytuntro-5,6-
numetun|2,3-dmupumuana-4-ona (40), 2H-5-autpo-6-metun|2,3-d|nupumuans-
4-ona (51) u 2-tokco-5,6-quHuTpoTreHo|2,3-d [nupumuann-4-oxa (55). [loatomy
MPOBEJICHUE HCCICNOBAaHUM B OTOM SOy  SBIAETCS  MEPCHEKTUBHBIMU
HaIpaBJICHUEM.

AHMUMUKPOOHAS AKMUBHOCTb

AHTUMHUKPOOHYIO aKTUBHOCTb OMNPEIEISUIM [0 YyBCTBUTEIBHOCTH TECT—
KyJbTYp MHKPOOpPraHu3smMoB MetoioMm auddysuu B arape. Kontponem pocra
MUKPOOPTaHU3MOB CIIYKHJI TIOCEB TECT-KYJIbTYp MHKPOOPTaHU3MOB Ha cpemy 0e3
HCCIENYEMBIX BEILIECTB. B pabote VICIIOJIb30BAJIU 5 ITAMMOB
IPaMIIOJIOKUTEIBHBIX U TPaAMOTPHUIIATEIBHBIX OaKTepUid U JIPONKIKEMOTOOHBIX
rpuboB: S. aureus ATCC 25923/004134; E. coli ATCC 25922; Pseudomonas
aeruginosa ATCC 27853/004135; Bacillus cereus 24/003600; Candida albicans
7/003838. B pesynbrare uccieqoBaHUM BBISBICHO, YTO TUEHOMUPUMHINHOHHI (3,
11, 12, 51) mposBiSIIOT cla0yi0 aKTUBHOCTh MPOTUB MHUKPOOOB. Cpemam HTHX
COCIMHEHUN MOKHO HAOJIIOAaTh CPEJHIO aKTUBHOCTH Ui coeauHeHuit 12 u 51
npotuB S.aureus. Kpome Toro, coenuuenue 51 o6nanaer ymepeHHOM aKTUBHOCTBIO
B oTHomieHuu FE.coli, B.cereus w P.aeruginosa, 3HauuTelbHAas aKTHUBHOCTH
HaOmonanacek y BemectBa 12 B otHomenuun C.albicans, a cpelHsss aKTUBHOCTb
HaOroanack y coequnenuit 11 u S1.

Cpenu Bcex TeCTUPOBaHHBIX oOpasnoB, 2H-5-aHutpo-6-metuntueno|2,3-d]-
nupuMuanH-4-o0 (51) NpOSIBUI YMEpPEHHYI0 AaHTUMHKPOOHYIO aKTHBHOCTH B
OTHOILIEHHH BCEX MCIOJIb30BAaHHBIX B OMBITE TECT-KYNbTYp. ClienyeT NoqYepKHYTh,
YTO KaK OINHKCAaHO BHIIIE, OTO COCAMHEHHE OOJAJacT TaKKe XOpoIlen
OaKTEPUIMIHON aKTHBHOCTIO. DTOT pe3yJbTaT 03HAYAET, YTO OHO OJHOBPEMEHHO
oOnagaer AByMsi OHMOJOTMYECKUMM aKTUBHOCTAMM (dual biological activity).
[lonyueHHble pe3yiabTaThl MOKA3bIBAIOT, YTO IMOUCK OMOJOTHYECKH AaKTUBHBIX
BEILIECTB, CPE/Id TETEPOLUKINYECKUX COCAMHEHUM, COACPKAIIUX HUTPO TPYIIILY
SIBJISIETCS BAXKHBIM HAIIPaBJICHUEM C MPAKTUYECKON TOUKH 3PEHUS.

B TpeTbeii riaaBe quccepTanyy NpUBEICHA SKCIEPUMEHTAIIbHASI YacCTh, B
KOTOPOM JaHbl ~XapaKTEPUCTUKH HCIOJb30BAaHHBIX PEAKTUBOB, METOJAUKU
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NPOBEJCHUS XUMHUYECKUX MPEBPALICHUH M (U3UKO-XUMHUECKUE XapaKTEPUCTUKU
CUHTE3UPOBAHHBIX COCIMHEHUM.

SAKIIOYEHHUE

1. BriepBole cuUCTEMaTHYE€CKHM OCYLIECTBICHbl peakuuu 2H-,  ankui-,
QIKUITHO-, -OKCO, -THOKCO-5,6-muMeTunTueHo|2,3-dJnupuMuina-4-oHoB ¢
ANEKTPOPUIBHBIMU U HYKJICO(DUIBHBIMU pEareHTaMu W TOKa3aHbl OCHOBHbBIE
(bakTOphI, BIUSIONINE HA PEAKIIUU.

2. BBISIBIIEHO, UTO aJIKUIMpOBaHue (Mpornapruiupoanue) 2H-, 3aMeneHHbIX,
OKCO-, -THOKCO-5,6-muMeTminTieHo[2,3-d|nupuMuani-4-oHOB B OOBIYHBIX U
YCHOBUSAX MeXK(}a3HOTO KaTain3a B 3aBUCUMOCTH OT CTPOCHUS aJKUJITaJIOTeHU]IOB
U YCIIOBUM pEaklMu HUJIET C 00pa30BaHUEM CEJIEKTUBHBIX MOHO- WJIU JTUAJKHII-
MIPOU3BO/IHBIX, IPEJIAracTCs BEPOSITHBIN MEXaHU3M PEAKILIUH.

3. [IpemnoxeHsl npenapaTUBHbIE CIIOCOOBI MOJYYEHUS! 3THIOBOTO 3dupa 2-
aMuHO-4,5-TuMeTUNTHOPEH KapOOHOBOM KUCIOTHI, TUATUIOBOTO 3dupa 2-aMHUHO-
4-metnn-3,5-tnoden aqukapOoHOBOM KHCIOTHI, 1 2H-5,6-numernn-, 2H-5-meTun-
6-3TOKCUKApOOHWII-, 2-0KCO-5,6-mumeTraTueHo|2,3-d jnupumuana-4-0HOB.

4. ITokazaHo, yto MeTwibHas rpymnmna y C-5 2H-, ankui-, allkKuiaTuo-, OKco-, -
TUOKCO-5,6-TUMeTUNTHEHO[2,3-d [mupuMuuH-4-0HOB, COJIEpKAITUX 'NH- u *NH-
TPyl B pEAaKUMSIX C HUTPYIOUIEH CMECBhIO H3-3a MPOTOTPONHOW TayTOMEpPUU
MOABEPIaeTCsl PErHMOCEIEKTUBHOMY UNCO-HUTPOBAHUIO, a4 HAJIUYHUE AQIKUIBHOIO
3aMECTHUTENsI CIOCOOCTBYET OKHCICHHIO METUJIBHOW TPYIIbl 10 KapOOHOBBIX
KHCIIOT, Ha OCHOBE KBAaHTOBO-XMMHUYECKHX PACUYeTOB OOBSICHSETCS BEPOSTHBIN
MEXaHU3M UNCO-HUTPOBAHUSL.

5. Bnepseie ITOKA3aHO, 4TO peaxuus 2H-4-runpazuaunn-5,6-
auMeTriITueHo|[2,3-d|nupumuinna, COoIepKaIUU dbparmeHT TUJIpa3uHa
(bunykneoduna) ¢ (11)kapOOHUIBLHBIMUA COSTMHEHUSIMU UJET ¢ oOpa3oBaHueM F-
M30MEPHBIX TUAPAZOHOB WU IPOIYKTOB I€TEPOLUKIN3AIINH.

6. PexoMeH10BaHbl METO/Ibl MHOTOKOMIIOHEHTHOTO OJJHOCTaJUMHOIO0 CUHTE3a
2-ankuin(denun)-5,6-numeruntueHo|2,3-d jnupumuina-4-0HOB, a TaKxe
ah(deKTUBHBIE  CIMOCOOBI  TOJYYEHHUS  BaXKHBIX  CHHTOHOB,  COJEpIKaIllue
PEaKIIMOHHOCTIOCOOHBIE (MpONapruyi, HUTPO, KApOOKCH, XJIOp, THUIPA3HHUIN)
IPYIIIIHIL.

7. B pe3ynpTare MPOBEICHHBIX HCCIEIOBAaHUM CHUHTE3UPOBAHO 65 HOBBIX
COCIMHEHUW, Cpeld KOTOpPbIX TOATBEPKAECHBI  BEUIECTBA C  BBICOKOW
OAKTEPUIIMIHON U AaHTUMUKPOOHOM aKTUBHOCTBIO.
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INTRODUCTION (abstract of PhD thesis)

The aim of research work is developing of the methods of synthesize of new
derivatives of the 2H-, -alkyl-, -oxo-, -thioxo-5,6-dimethylthieno[2,3-d]pyrimidin-
4-ones, identification of their physic-chemical and biological properties.

The objects of the research work are 2H-, alkyl-, alkylthio-, oxo-, thioxo-
5,6-dimethylthieno[2,3-d]pyrimidin-4-ones, their alkylation pruducts, ipso-
nitration / oxidation and halogenation.

The scientific novelty of the study is as follows:

reactions of 2H-, substituted-5,6-dimethylthieno[2,3-d]pyrimidin-4-ones with
electrophilic and nucleophilic reagents were carried out for the first time and the
main factors affecting to the course of the process were determined;

carried out the alkylation (propargylation) of the 2H-, substituted-5,6-
dimethylthieno[2,3-d]pyrimidin-4-ones in the usual and phase transfer catalyst
conditions and the selective formation of mono- or dialkyl derivatives was
determined;

it was first discovered that the methyl group of C-5 of the 2H-, alkyl-,
alkylthio-, -oxo-, -thioxo-5,6-dimethylthieno[2,3-d]pyrimidin-4-ones containing
'NH- and *NH- groups in reactions with a nitrating mixture due to prototropic
tautomerism are subjected to electrophilic ipso-nitration; the presence of an alkyl
substituent contributes to the oxidation of the methyl group to the carboxylic acids;

for the first time, a probable mechanism for the ipso-nitration reaction has
been proposed by experimental and quantum-chemical calculation methods
(Hartree—Fock (HF) Ba DFT/B3LYP-3-21G);

it was was found that the carbonyl group of the thieno[2,3-d]pyrimidin-4-ones
under the action of phosphorus oxychloride reacts easily to the nucleophilic
substitution to form reactive chlorine-containing derivatives and factors affecting
to the reactions with nucleophilic reagents were determined;

for the first time it has been shown that the reaction of 2H-4-hydrazinyl-5,6-
dimethylthieno[2,3-d]pyrimidine containing a hydrazine (binucleophilic) fragment
with (di)carbonyl compounds leads to the formation of E-isomeric hydrazones or
heterocyclization products.

Implementation of the research results. Based on the scientific results
obtained from the study of efficient methods for the synthesis and modification of
2H, substituted-5,6-dimethylthieno[2,3-d]pyrimidin-4-ones and their derivatives:

the nitration reactions of 5,6-dimethylthieno[2,3-d]pyrimidin-4-ones used to
introduce nitro groups into molecules of benzimidazoles in the applied project BA-
FA-F-11-110 "Development of a technology for producing highly effective
anthelminthic drug acetylaminobenzimidazole” (certificate 4 / 1255-1617 of the
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Academy of Sciences of dated June 3, 2019). As a result, effective methods have
been developed for the synthesis of potentially biologically active compounds
containing a nitro group;

the results of ipso-nitration / oxidation and modifications of 2H-, substituted-
5,6-dimethylthieno[2,3-d]pyrimidin-4-ones were used for synthesize of new
thiophene analogues of quinazoline alkaloids in the fundamental project FA-F7-
T207 «Theoretical aspects of creating an asymmetric center in molecules of
biologically active heterocyclic compounds» (certificate of FTA-02-11 / 1322 of
the Agency of Science and Technology of dated December 18, 2017). As a result,
the possibilities of developing effective ways to form an asymmetric center in
molecules of biologically active heterocyclic compounds have been revealed;

ipso-nitration / oxidation methods in the series of 5,6-dimethylthieno[2,3-
d]pyrimidin-4-ones were used in the project 2013FFGB0002 (certificate of
Xinjiang Technical Institute of Physics and Chemistry, CAS). As a result, methods
for the nitration were developed and new building blocks contain important
functional (nitro, amino) groups were obtained.

The structure and volume of the thesis. The structure of the dissertation

consists of an introduction, three chapters, conclusion, a list of references and an
appendix. The volume of the thesis is 123 pages.

46



3bJIOH KWJINHIT' AH UIIJIAP PYHXATH
CIIUCOK OIIYBJIUKOBAHHBIX PABOT
LIST OF PUBLISHED WORKS

I 0yaum (I gyacth; I part)

1. OptuxoB U.C., Onmypanos b.XK., [ixymaranosa T.V., lllaxugosto X.M.
ATKAIMpPOBaHUE 2-0KCO-, ~-THOKCO-5,6-1uMeTIITHeHO[ 2,3 -d [mupuMunH-4-0HOB ¢
QNKUJTAJIOTEHUIaMH HOPMAJIBHOTO W HW30CTpOeHUs. /Joknaowvl Axademuu Hayk
PV3. —Tamxkent. -2014, -Ne 6, -C.41-43 (02.00.00, Ne8).

2. MamapaxmanoB M.X., benenwvkuii JIL.U., Uysbikun H.J., Amumpmaron
M.A., DamypanoB Bb.)K., OptukoB W.C., Kogupor A.A., laxupostoB X.M.,
KBanToBo-xumudeckue ucciuefoBaHusi nUpUMUANH-4-0HOB. CoobmieHue 4.
DJIeKTPOHHOE CTPOCHHE HM  PEaKIMOHHAs CIIOCOOHOCTh 3aMCIICHHBIX  2-
okco(Tuokco)tueHo [2,3-d|nupumuanH-4-oHoB. MexaHU3M  UICO-3aMENICHUs
METWJIBHOW TIpyIIbl HAa HUTporpymmy. Hseecmus Axademuu nayk. Cepus
xumuueckas, -Mocksa, -2014, -Ne9, -C. 1986-1992 (Ne40, Research Gate - 0.57).

3. MamapaxmonoB M.X., benensknii JI.U., YyBpuikun H./., Damypanos
Bb.X., Optukos N.C., llaxunositoB X.M. KBaHTOBO-XUMHUYECKHE HUCCIIEIOBAHUS
nupuMuanH-4-oH0B. CooOmieHne 5. DJIEKTPOHHOE CTPOCHHE W PEeaKIUOHHAs
CIIOCOOHOCTh 3aMEIICHHBIX THEHO[2,3-d|IupUMUINH-4-0HOB M WX AaHaJOTrOB,
AHHEJTMPOBAHHBIX 10 TPaHU d MUPUMUIUHOBOTO (hparmenta. Mzeecmusi Axademuu
nayk. Cepus xumuueckas, -Mocksa, -2015, -Ne3. -C.534-539 (Ne40, Research Gate
-0.74).

4. OptukoB U.C., 3okuposa P.I1., Kyukaposa H.K., Onmypanos b.2K. Cunre3
U «CTPYKTypa-OakTepHIMAHAs aKTUBHOCTBY» MPOU3BOAHBIX 2-OKCO- H 2-
THOKCOTHEHO[2,3-d[mupumuana-4-ouoB. Becmuux HYY3. —Tamkent, —2017. —
Ne3/2. —C. 440-443 (02.00.00, Ne12).

5. OptuxkoB UM.C., Typaubaer X.D., Ucmamoa XK.U., Dnmypano Bb.XK.,
AOGnypazakoB A.Ill., bexremupoB A.M., Ocunoa C.O., XymbaktoBa 3.A.,
CeipoB B.H., laxugostoB X.M.. Tlouck OGakTepuuuaoB B psay MNPOU3BOIHBIX
JIE30KCHUBA3UIIMHOHA, MAaKWMHA30JMHOHA W TUEHOMUPUMUIWHOHOB // Xumuxo-
dapmayeemuyecxkuti xcypuan. -Mockpa. -2017. -Tom 71, -Ne6. -C. 29-38. (Nel,
Web of Science, IF - 0.32).

47



II 6ysum ( II wacts; I part)

6. Bozorov Kh.A., Elmuradov B.Zh, Ortikov L.S., Kurbanbayeva A.Zh.,
Bobakulov Kh.M., Abdullaecv N.D., Abulimiti Yili, Haji Akber Aisa,
Shakhidoyatov Kh.M. Thieno[2,3-d]pyrimidin-4-ones. Part 3. Electrophilic ipso-
substitution reactions of methyl and methoxycarbonyl groups. American Chemical
Science Journal, 2013, 3(4): 364-377.

7. Ortikov LS., Elmuradov B.Zh., Shakhidoyatov Kh.M. Thieno[2,3-
d]pyrimidine-4-ones. Part 4. Directions of reactions of the 2-oxo-, -thioxo-5,6-
dimethyl-3,4-dihydrothieno[2,3-d|pyrimidine-4-ones with electrophilic reagents.
American Chemical Science Journal, 2014, 4(6): 774-786.

8. Ortiqov I.S., Elmuradov B.Zh, Shakhidoyatov Kh.M. Improved methods
of synthesis 2-oxo-, -thioxo-5,6-dimethylthieno[2,3-d]pyrimidine-4-ones. 4"
Annual Russian-Korean Conference “Current Issues of Natural Products
Chemistry and Biotechnology”, Novosibirsk. September 18-21, 2012. -P.116.

9. Ortikov L1.S., Elmuradov B.Zh., Dustmukhamedov T.T., Shakhidoyatov
Kh.M. Alkylation of thiophene analogies of quinazolin-4-ones in interphase
catalysis conditions // 10" International Symposium on the Chemistry of Natural
Compounds, Tashkent-Bukhara, November, 21-23, 2013. -P.92.

10. OptuxoB UN.C. Apomaruyeckoe dIEKTPOPMIBHOE HIICO-3aMEIICHUE
METUJIBHOW TPYMIbl B psiay Ounmkinndeckux TueHo[2,3-d|nupumuana-4-oHoB //
Coopnux  mesuco8  00Ka008  Pecnybauxanckou — HAYYHO-NPAKMUYECKOLL
KOHepenyuu monoovix yuenwvix. Tamkent, 18 nekadps 2014, -C.137-138.

I1. OptukoB U.C., YpakoB b.A., OnmypanoB b.)K. Cunre3 3-3aMelieHHbIX
5,6-numeruntueHo| 2,3-d JnupumuuH-4-0oHOB. Meswcoynapoonwviti  Komuepecc
«KOCT-2015» no xumuu cemepoyuxiuyeckux coeourenuti, MI'Y umenu M.B.
JlomonocoBa, Mocksa. 18-23 Oxts6ps 2015. -C.492.

12. OptukoB n.C., DnMypazoB b.K., [TaxunosToB X.M.
VYcoBeplIEHCTBOBAaHHBIE ~ METOJbl  CHUHTE3a  2-ajKui-5,0-TuMeTHITHEeHO[2,3-
d]Jmupumuann-4-oHoB. KoHepeHs MOJIOIbIX YUEHBIX «AKmyanvHble npobiemol
XUMUU NPUPOOHBIX coeduHeHutl», TocBsaleHHon mamsTu akan. C.1HO. KOnycosna,
Tamxkent. 12 mapra 2015. -C.25.

13. OprtukoB n.C., AOGnyradypos n.A., DnMypasoB b.K.
[enenanpasneHusii cuHTe3 N(3)-aIKUIIPOU3BOAHBIX OUIIMKINYECKUX THEHO[2,3-
d]mupumunun-4-oH0B. Kumé hanunune oonzapo myammonapu 6a yHU YKUMUULOA
unnogayuon mexuonozusiap, ToumkeHt. 30-31-mapt 2016. -b.141-142.

14. Ortikov LS., Akramov D.Kh., Zhurayev B.B., Elmuradov B.Zh.
Interaction of substituted thieno[2,3-d]pyrimidin-4-ones with electrophilic and

48



nucleophilic reagents. 10" International symposium on the Chemistry of Natural
Compounds, Tashkent. September 7-8, 2017. -P.52-53.

15. Oprukos n.cC, DnMypazoB b.K. 2H-4-I'mppazunani-5,6-
TUMETUATHEHO[2,3-d [MMpUMHUIMH acoCUIa SIHTU TUIpa30HJIap Ba TETEPOIUKIIUK
OMpHUKMaIap CUHTE3U. «AKmyanvHble NPoOIeMbl XUMUU NPUPOOHBIX COCOUHEHULLY,
Hayuno-npaxmuueckas xongepenyusi Monoowvlx yuenvix nocesawernot 110-remuro
axaoemuka C.FO.[Ouycosa, 19 mapta 2019. -C.26.

16. OprukoB U.C., Adnyradypos U.A., Damypanos b.K. 2-Ankuntuo-5,6-
TUMETIIITHEHO[2,3-d |mupuMuInH-4-0OHIapHU  Tponaprwam,  «AxkmyanbHbie
npoOaIEeMbl XUMUU NPUPOOHBIX coeOunenuily, Hayuno-npakmuyeckas kongepenyus

MON00bIX yueHwvlx nocesaujennou 110-remuro axademurka C.FO.FOnycosa, 19 mapta
2019. -C.125.

49



AsTopedepaT «Y36eKHCTOH KHME JKypHAINy» TAXPUPUATHIA TAXPUPAAH
YTKA3UIIN.

buanvu 60x841/16.Pakamiu 6ocma ycynu. Times rapHUTypacH.
[Taptnu 6ocma Taboru:3,75. Agaau 100. Byroptma Ne 79.

['yBoxHoma reestr Ne 10-3719
“TomKEeHT KUME TeXHOJIOTHUS UHCTUTYTH OOCMaxoHacHAa YOIl STUJITaH.
bocmaxona man3unu: 100011, TomkenT 1., HaBouit kyvacu, 32-yid.





