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KWUPUII (pancada nokropu (PhD) nuccepranusic aHHOTAIHASICH)

JuccepTanyst MaB3yCHHUHT J0J13ap0Jurd Ba 3apypartu. /[ynéna taOuwmii
Ba CMHTETUK TeTEPOLUKINK OMpUKMAaIap XalK XYXaTUTUHUHT TYpJiU coxaitapuja
KYJUTaHUIMO KeIMHAETTaH KYNruHa mpenapatiapHUHT acocu XucoOnanaau. MaHa
nryHjai OupuKMaliap KaTopyura XMHA30JUH aJIKaIOUIapH, YIapHUHT aHAJIOIIapu
Ba XOCWJIAJIADUHU KUPUTUIIUMU3 MyMKHH. CYHITH HWIUIapaard kaxoHaa OpraHuk
kuME coxacuaa oyu0 OopwiraH WIMHA TaJKUKOTJIAp HATHXKAcu TaXJIWIU
MOJIEKYJIACHJIa XWHA30JIMH XaJKACHHHM CaKJaraH TIeTepOLUKINK OupHKMaap
opacuga Typau dapmakonoruk (aon mpemapaTiap KymainO OopaéTraHuHH
KypcaTaju.

Bbyryaru kyHma JkaxoHJa MyXUM ~MacajanapiaH OupH  XMHA30JUH
ANKaJIOUJJIapH, YJIAPHUHT AHAJIOTJApU Ba XOCWIAJAPUHUHI KapOOHWUJI Ba
TUOKAapOOHUJI TYpyXJApUHU peaKkUHsulap WYHaJIUIINIra TabCUPWUHU, YJIAPHHUHT
anekTpoduil Ba HyKIeohuI peareHTJIap OUiiaH XOCUJT KUJITaH MaxCyJIOTIapUHUHT
TY3WIMIIMHA aHUKJIAIl Ba WMCTUKOOJUIM MOJJAapHU MAaKCaJId CUHTE3 KHJIUII
Xamja yJap acocujia camapaiu OMoIoruK (aos npenapatiap sipatuiigad uoopar.
Kymnanan TpULUKIUK XWHA30IUMH-4-OHJIAPHUHT SIHTH XOCUJIAJIApUHUA 3aMOHABUN
OpraHuK CHUHTE3 yCyJUiapH €pJaMuja OJuIl, OMOJIOTHK (haOJUTMKIAPUHU aHUKJIAI
Ba yinap acocuja ¢apmakoioruk ¢GaoJUTMKKa sra OyiaraH TOpU BOCHUTAIAPUHU
ApaTHIL T€3 CypbaTiap/ia PUBOXKIAHUO OOPMOK/IA.

PecnyOnukamMusna Maxamidid XoMalénap acocuaa JOpU BOCUTATIAPUHU
APATHIIHN PUBOXJIAHTHPUILI WYHAIMIIUAA WIMUKA HW3JIaHULUIADHU  FOKOpHU
Japakaja TalIKWJ 3TUII Ba (papMareBTHKa 0030puHU cU(DATIN AOPU BOCUTAIAPU
OwilaH TabMUHIAIl Oopacuia KEHI KaMpoOBJIM 4opa-Taaldupiiap amanira
OLIMPWJIMOKJA Ba HaTWXKaJa pakoOaTOapIoll MpenapaTiapHd XaMm TaOHHil XOM-
aménap XaM OpPraHMK CHUHTE3 MaxCyJOTJIapu acocuja sipaTuil Oopacuia MyXuUM
HaTXanapra SPUITHUIIMOK/IA. V36ekucron Pecniybnukacunu sTHazia
PUBOMUIIAHTUpHUIN ~ Oyiimua  Xapakatiap CTpaTeFI/ISICI/I,Hal «®DapmMmarieBTHKa
CaHOATHHHM SHAJla PUBOKJIAHTUPHIII, aX0JIM Ba THOOUET MyaccacalappuHUHT ap30H,
cudatnu m0pu BoOcUTANApW OWJAaH TAbMHUHJIAHUIIWHU SXIIWIAND Basudanap
Ooenrunab Oepunran. by Oopaga, TPUIMKIMK XWHA30JWH alKAJIOWIapyd Ba
VIApPHUHT THOAHAJIOTJIAPUHU MYKOOWJI CHHTE3HM, TY3WIUIIM Ba PEAKIMOH
KOOWJIMATUHU Yy3ura XOC JKUXATJIApUHU aHUKJIAII, Xamjaa TapKuOwma sHru
dbapmakodop rypyxjap Ba ¢parmeHtTiap Oynran OWoJOTHK (aosi MoJaanapHu
sApaTULIra HyHAITUPWITaH WIMUK-aMaJIui TAAKUKOTIAp MyXUM axaMusTIa ara.

V36exucron Pecniy6nukacu Ilpesupentununr 2017 iiun 7 despangaru
[1D-4947-con  «Y30ekucToH PecryONUKACHHM PHBOMIAHTUPUIIHMHT —OeInTa
yCTyBOp HyHanumm Oyiinya Xapakatiap cTpaTerusicu Tyrpucuaarn» dapMoHu Ba
2017 wiun 14 maptaaru [1K-2831-con «krucomnuéTHUHT 6a3aBuil TapMOKIapuaa
JoWMXa WIUIApU CaMapaJOPIUTHHUA ONIMPUII HOopa-TaAOUpiIapu TYFPUCHIANTU
Kapopu xamma waskyp Qaonustra Terunuim Oomka MebEpUui-XyKyKun

W36ekncron Pecnybmmkacu Ilpesumentununr 2017 iiun 7 despamgarn  [1®-4947-con
«Y30ekucton PecnyOnukacuHU sHaJa PUBOXIAHTUPUII Oyiimua XapakaTiap CTpaTeruscu
TyFpucuantu @apmMoHu.



XyAoKaTaapaa OenruiaHran BasudanapHu amalira OUIMpUIIra ymoy JuccepTanus
TaJKUKOTH MyalsiH Japakaja Xu3Mat KUjIau.

TaagKUKOTHUHT pecmyOsuka daun Ba TEeXHOJIOTUSJIAPH
PHMBOXXJIAHUIIMHUHI YCTYBOP HYHAJIMILIAPUTa MOCJIMIH. Ma3Kyp TaaKUKOT
pecnyOnuka ¢daH Ba TexHoJoOrHsulap puBoXiIaHUIMHUHT VI, TuObOouér Ba
dapmakonorusi, VII. Kumé TexHonorusiiapy Ba HAHOTEXHOJOTHUSIIAD YCTYBOP
HyHanunuiapura MyBo(puk 0akapuiras.

MyaMMOHMHI VPraHWITaHJIMK Japaskacd. TpULOMKIMK XUHA30JMH
ankamouuiapuau  ypranum aespad 100 Hungan Oepu  goumuilt  ypraHu0
KeMMHMOKaa. JIyHEHWHT KyNruHa MamiiakaTiapuga Oy cuH( ankanouiapu
acocuard U3JaHMIUIap >kagan oinb OopuiaMmokaa. XycycaH, XOPIKIUK OJUMIIap
— A.Saeed, K.-H. Lee, J. P. Michael, B. Mhaske, N.P. Argade, D. Seidel, Atta-ur-
Rahman, J. A. Lamberton, W. R. Bowman, M. V. Rao, H. Fujioka, A. Kamal, K.L.
Reddy, K. L. Dhar, M. Kurimoto, A. Cagir, 2.9. Illlyasn, C.M. AnekeHoB Ba
OollKanap XWHA30JWH ANTKAJOUJJIAPUHA YCUMIIMKIIApIaH aKpaTUIl Ba YJIapHUHT
TypAu  XOCWIAJapUHU  CUHTE3M,  MOoJIu(dUKAIUsACK  XaMJa  OHOJIOTHK
daonuKIapuHU  YpraHuil OwiaH IIyFyliaHrad. PecnmyOnmkamu3ga Maskyp
nynamum puBoxura C.1O. IOnyco, X.M. laxunostos, U.II. Kagsipos, M.B.
Tenexeneukas, 9.0punos, H.JI. A6aymnaes, b.JK. Damypanos, T.C. Tynaranos,
X.H. Xammmos, A. Upucbaes, b. Tamxomxkaes, M.I'. Jleskouu, JI.B. MongaHoB,
I'.B. Mycaesa, H.1. Myxkappamos, A.ILl. AGaypa3akoB Ba Oomikaiap Y3JIapuHUHT
M3JIaHUIIUIApU aCOCHJIa XMHA30JIMH alKaJOUJIapUHHA YCUMIIMKIApa TapKaJIUILH,
yJIapHU aHAJIOrJIapyu Ba XOCWJIAIAPWHU CUHTE3W, KUMEBUHM Y3rapuuuiapyu Ba
TY3WIUIIHHA XaMm1a OWOIOTHK (DaoJUTUTHHH aHWKJIAIl MyaMMOJIAPWHH XaJl dTHIITa
KaTTa Xycca KyIlraH.

Ymby uznanunuiapra kagap agabuétinapaa ¢akaT kKapOOHWI T'ypyXy TYTraH
Ou- Ba TPUIMKIUK XWHA30JUH-4-OHJAPHUHT DJJEKTpoPusi Ba HYyKIeo(uI
peareHTNiap OwiaH peakiusuiapu ypranwirad. JlekuH, 2,3-Tpu-, -TeTpaMeTHIICH-
3,4-TUruapPOXUHAZ0INH-4-THOHIIADHUHT KUMEBHM y3rapuiuiapu Ba OHOJIOTHUK
daonnmukiIapu TYFpucua MabliyMoTiIap anabuériapaa kentupuiamarad. [lynunr
YV4yH, KapOOHWI Ba THOKApOOHWJ TYPYXJApPUHHUHT SJIEKTPOPUI Ba HYKICOPUIT
peareHTIIap OWIaH peaknusyiapuaa KUECUH pEeakluoH KOOWIMSTHHU Ba
MaxCyJIOTJIap TY3WIWIIUHU aHHKJIANI, HCTUKOOJIM MOJIAJIADHUHT MaKCau
CHHTE3WHU aMajira OUIMPHUII SIHTM Ba caMmapaid OuoJIOTHK (aoj OupuxMaap
SpaTUI HyKTau-Ha3apuaaH MaKcaara MyBOOUKIHP.

TaaKUKOTHUHT auccepTranmus O0axkapuJraH HJIMMH-TAAKHUKOT
MyacCacaCHHMHI WIMHMH-TAAKMKOT HIILIApPU OMJIaH OOFJIMKIMIY. /(nuccepranus
TAJKUKOTH YCUMIIMK MOZJATapH KUMECH MHCTUTYTH HIMHI-TaIKHKOT HILIApU
pexacunuHr A-10-151 «Maxamnuii xom-amé€ acocuaa OIIKO30H-MYaK HYiIu
KaCaJUTMKJIAPHUHM JaBOJIall YIyH IOKOPH camapaiu BocutagapHu sipatuin (2006-
2008 i1i1.) noitmxacu goupacua 6akapuiras.

TaakuKOTHUHT MaKcaau 2,3-Tpu-, -TeTpaMeTUiIeH-3,4- TUTUAPOXUHA3OJIUH-
A-THOHJIAPHY STHTH XOCWJIAJAPUHUHT CHHTE3 YCYJUIApWHHU WIUTA0 YUKHUIT Xamja
yJapHu PU3NK-KUMEBHM Ba OMOJIOTUK XOCCATapUHU aHUKJIAIAaH uoopar.



TagkukoTHUHT Basudaaapu:

2,3-Tpu-, -TeTpaMeTuiieH-3,4-TUruIpOXUHA30IMH-4-TUOHJIAPHUHT CUHTE3UHHU
MYKOOWJI IIAPOMWTIIADUHM SpaTUIl XaMJa yJIapHU HUTposami, Opomjail Ba
BunscMmeiiep-Xaak peareHTy OmnaH GopMUILIaIl peaKkIUsJIapUuHA YTKA3HIIL;

O-TUIPOKCUMETUIIUCH-2,3-TeTpaMeTHIICH-3,4- TUT UIPOXUHA30INH-4-
THOHHUHT THOHWJI XJIOPHJ HINTUPOKUIA TYpJIM IHapouTiapia HYKIeodu
aJIMaITMHUII PeaKIUsIapuHu 010 OOpHIIr;

O-XJIOPMETUIINICH-2,3-TeTpaMeTHIICH-3,4- TUTUIPOXUHA30JINH-4-THOH Ba
HATpUW THAPOCENEHUANAaH O-TUIPOCEICHUIMETHINACH-2,3-TeTpaMeTHiIeH-3,4-
JTUTHIPOXUHA30JMH-4-THOHHN CHHTE3 KWIWII XaMmja YHU aJKWUIaml Ba allyJuIanl
pEAKUMSIAPUHA YTKA3UI,

2,3-Tpu-, -TeTpaMeTHIICH-3,4-TUTUIPOXUHA30INH-4-THOHIAPHA apOMaTHK
anpaeTuIap OMIIaH PEAKIMSICHHU KACIOTAIN Ba UIITKOPHH IIAPOUTIA YTKA3HIII,
2,3-Tpu-, -TeTpaMeTHICH-3,4-TUTHAPOXUHA30IUH-4-THOHIAPHU  THAPA3UH

ruapaT OujaaH peakuuscu épaaMuaa 4-ruapa3oHo-XOCHUIaTapHU CUHTE3 KUIINII Ba
yJIapHHU KapOOHMI OUpUKMajap OuIaH y3apo TabCUPUHH amajira OIIHPHIII,

CUHTE3 KWJIMHTaH OMpUKMaiap opacuiaH OMoioruk ¢aos Moaaagap u3jali.

TagkukoTHUHT 00bekTH cudartuga 2,3-Tpu-, -TeTpameTuieH-3,4-
JTUTUAPOXUHA30JIMH-4-0HIap Ba 2,3-TpH-, -TeTpamMeTuiIeH-3,4-TurupOXnHA30JIMH-
4-THOHIIap, aJIMaIlIMHTaH XMHA30JIMHIIAP Ba YIAPHM SHTH XOCUJIajJapy TaHIaHTaH.

TagKUKOTHUHT npeaMeTH 2,3-Tpu-, -TeTpaMeTuiIeH-3,4- TUTUAPO-
XUHA30JIMH-4-THOHJIAp, YJIAPHU KHCIOPOUTH aHAJOTJaph Ba XOCHJIAJapWHHHT
anekTpodui Ba Hykiaeohua peareHTiap OWiaH TabCUpIaHUIIApUAaH OJMHTaH O-

apunaeH(pypdypununeH-2)-, oL-apuiI-, -TUIPOKCUMETHUII-XOCUIIaap,
nepopoMuiap, THAPOOpOMHIJIAp, OpOMIIM KOMIUICKCIAp, O-THIPOKCH-,
XJIOPMETUIIU]ICH-, -TUIPOCETICHUIMETIIIHICH- 2, 3-TPH-, -TeTpaMeTuieH-3,4-

IUTUAPOXUHA30IMH-4-THOHIAp,  4-THIpa30HO-XWHA30JMHIAD Ba  YJIApHUHT
KapOOHWI OMpUKMaap OWJIaH MaxCyJOTJIAPUHU OJUIIHUHT IapoOUuTiaapH, QpU3uK-
KHUMEBHI Ba OMOJIOTHK XOCCaJapyuHU aHUKJIAI XUCOOIaHA/IH.

TagkukoTHUHT ycysuiapu. Ho3uk opranuk cunre3 ycymiapu, UK-, 'H Ba
BC  SIMP-criekTpoCKomus, Macc-CIeKTPOMETPHS, PEHTIeH TY3WIMII  TaXJIUIU
(PTT), xpomarorpadus (ronka karaamiau xpomatorpadus (FOKX) Ba komonkanm)
Ba OMOJIOTUK TAJAKUKOT YCYJUIapH.

TagKUKOTHUHI MU STHTUJINTH:

wik Oop 2,3-Tpu-, -TeTpaMeTuiieH-3,4-TUTruAPOXHUHA30INH-4-THOHIAPHUHT
anekTpodusl Ba HykJeohua peareHTiaap OWIaH peakiusiapy amajra OIHUPUITraH
Xamjia KapaéHIapHUHT OOPHUIINTAa TAbCUP STYBUM aCOCHIA OMIIIIAp aHUKJIAHTaH;

2,3-Tpu-, -TeTpaMeTHIeH-3,4-TUruIpOXUHA30JIMH-4-0HIap Ba -THOHJAPHUHT
apoOMaTHK ajbACTUANAp OUaH UIIKOPUI Ba KUCIOTAIM MyXUTAa TabCUpJIAIITaH/ia
peaxiusl MIapouTH XamJa albJeTujiap TY3WIUIIHra Kapad o-apuiuaceH- €K o-
apwiI-, -TUAPOKCUMETIIIXOCHIIANIAP XOCHIT OYIININY aHUKJIAHTaH;

2,3-TpH-, -TeTpamMeTHieH-3,4-TUrHIPOXMHA30IMH-4-THOHJIAPHA HUTPOJIALI Ba
dbopMmIIamn  peaknuslapd  XUHA30IMH-4-OHNIApAaH  (GapKiaM  PaBHINA,
THOKApOOHUJI TYPYXMHHHT KapOOHWUJI TypyXurada OKCHJJIAHWIIM Ba E€HOJI
MaKJIJard HU30Mep MaxcCyJoT -  O-TUJIPOKCUMETHINACH-2,3-TeTpaMeTuieH-3,4-
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JTUTHIPOXUHA30JIUH-4-THOH XOCHJI OYIUIIM OujIaH KeTUITH UCOOTIaHTaH;

Uik 6op 2,3-Tpu-, -TeTpaMeTHICH-3,4-TUTHIPOXUHA30INH-4-THOHIAPHUHT
MOJICKYJISIp OpoM Ba THJIpa3vH THApPAT OWJaH peakiusaapuaaH mepopoMuIiap Ba
MYyXUM CHHTOHIAp - (E)-4-ruapa3oHo-XxuHA30IMHIap CHHTE3 KUJIMHTaH;

Wik 0op o-XJOpMETHIHACH-2,3-TeTpaMeTuieH-3,4-TUruIpoXnHa30IMH-4-
THOHHUHI HaTpUH THAPOCETEHU ] OWJIaH peakiuscu &piaMuja TapKuOuma celieH
aToOMU cakJiarad O-THIPOCEIICHUIMETUIINICH-2,3-TeTpaMeTHIIeH-3,4-
JTUTHIPOXUHA30JUH-4-THOH CUHTE3 KWJIMHTaH.

TagKMKOTHUHT amMaJIuii HATHUKAJAPH Kyiuaaruaapaan noopar:

2,3-TpH-, -TeTpaMeTHIIeH-3,4-TUTHIPOXUHA30INH-4-THOHIApIaH (-apHIIU/ICH-
Ba O-apwil-, -THAPOKCUMETUIXOCUJIANAD CHHTE3 KUJIUITHUHT caMapaid yCyJulapu
SpaTUITaH,

MyxuM  cuHTOoHNap - (E)-4-rmppasono-2,3-tpu-, -TreTrpaMmeruiicH-3,4-
JTUTHAPOXHUHA30JIMHIIAD OJMIITHUHT SIHTH YCYJUIapH sIpaTHIITaH;

IOKOPH PEaKIMOH (hpaoJUIMKKA 3Ta O-TUAPOKCUMETHINACH-2,3-TeTpaMeTUIICH-
3,4-TUruApOXUHA30JIMH-4-THOHHN CUHTE3 KWJIMIITHUHT camapaiiv YCyJIu TOTHJITaH,

STHTH T€TEPOIUKINK OUpUKMAaJIap OJIMIIIAa MyXUM OMIIIMHT-0JI0K Ba3u(acuHU
Oa)kapyB4YM TUJIpa3oOHJIap CHHTE3 KWW yCyJIIapu Uiad YuKuiIras,

om0 OopwiaraH TaAKUKOTIAp HATHXKAcHIa caMapaii YCTHPYBUMIIUK Ba
MUKpoOJapra Kapiu ¢paouIMKKa 3ra Oyiaran Mojaaiap OOpJIMIru aHUKJIaHTaH.

TagKMKOT HATHKAJIAPHUHI MINOHYWIMJIUIU 3amoHaBuil UK-, 'H a BC
SAMP-cniekTpockonusi, Macc-CIeKTpOMETpHsl, peHTred Ty3uwnui Taxjauin (PTT),
xpomoTtorpaduk (FOKX, konoHnkann), OMOJOrMK Ba OOIIKA TaIKUKOT YCyJUIapuJiaH
OJIMHTAaH HaTKaJlap aCOCH/Ia UIIIOHYIHN Tap3/1a TaX, I KUJIUHTaH.

TagKMKOT HATWKAJTAPUHUHI MJIMHMHA Ba aMajuil axamMusiTd. TaakukoT
HATWKATAPUHUHT WIMHA aXaMHUATH ITyHIaH HOOpPAaTKH, WIK OOp CHCTEeMaTHK
Tap3aa 2,3-Tpu-, -TeTpaMeTuIeH-3,4- U APOXUHA30JINH-4-THOHIAPHUHT
anekTpodusl Ba HykJeodua peareHTIap OWIaH peakiusuiapyu oiub OopuiraH Ba
)apa€HJIapHUHT OOPHUIITUTAa TAhCUP TYBYHM aCOCHI OMUJUIAp aHUKJIAHTaH.

TagkuKOT HaTWKAJTAPWUHUHT aMalvil aXaMHATH IIyHJaH HOOpaTKU, CHHTE3
KWINHTAaH OupWKMaiap opacuja YCTHUPYBYWJIMK Ba MHKpoOjapra Kapiiu
daoumMKka 3ra Mojdanap Oopiaurd aHukiaaHnrad. ONHHTaH O.-apHIIMJICH-, O-apHil-,
-TUIPOKCUMETHII-, O.-THUJIPOKCH-, OL-XJIOP-, O.-THIPOCEICHUIMETHINICH-2,3-TpH-, -
TeTpaMeTHICH-3,4-TUruApOXHA30IMH-4-THOHIap, nepopomutapaunar Ba (E)-4-
THIPAa30HO-XMHA30JIMHIApHK cuHTe3 ycyutapu sipatwiarad. (E)-4-T'mapasono-
XOocuJiaJapHu KapOOHWJI OupuKManap OWIaH TabCUPUAAH SHTH TETEPOLMKIHK
OupUKManap CHHTE3UJa CUHTOH OYJIMO MUUIATWIAIUIaH THUIPA30HJIap CHHTE3U
nynra kyiunrad. TaakukoTiaap HaTwkacuaa 52 Ta OMpUKMa CHHTE3 KWJIMHIaH,
yiapjaH 42 Tacu SIHTH XUCOOJIaHa/IH.

TagKMKOTIAPHUHT KOPUH KMITHMHUIIU. TPUIIMKIMK XWHA30IMH-4-0HJIap Ba
—THOHJIAPHUHT caMapajid CHHTE3 YCYJUIApUHH, MOAUGUKAIIUSICUHU Ba OHOJIOTHK
XOCCaJapUHM TAJAKUK KUJIUII OYirda OJIMHraH WMWK HAaTHXKajlap acoCu/a;

6-(4-auTpoben3ununen)-6,7,8,9-rerparuapo-11H-mupuno[2,1-b |xurazonun-
11-tuoH, 6,7,8,9-terparunpo-11H-mupuno(2,1-b]xurazonmmu-11-tuon, 6,7,8,9,10,
12-rekcaruapoasenuHo|2,1-b|xunazonuna-12-tuon,  2,3-murugponupposno|2,1-b]
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xuHa30mH-9(1H)-tnon, 9-runmpaszmuno-1,2,3,9-rerparunponuppono|2,1-bJxunaszo-
JUHJIAPHUHT PEHTreH TY3WIMII TaXJuiu HaTwxkanapu KemOpumx wmapkazuii
Kkpuctamiorpadguk MabiaymoTiap 6azacura kuputuiran (The Cambridge Structural
Database, CCDC, 1402646, 1482606, 1482607, 886969, 1819031). Harmxana
0azara KHUpUTWITAH SHTM OMpHUKMaiap yxmam MOJJalapHU TY3WIUIIUHU
aHUKJIAll UMKOHUHU OepraH;

TPUITUKITUK XUHA30JIMH-4-THOHJIAPHUHT OJIMHUII ycyJuiapu Ba
peakiusinapugadn 31110103908 pakamnu  joinxajna XWHA30JIUHHUHT — SIHTH
XocuiajgapuHu cuHTe3 Kwmmga (oiigananwirad (CHHIBBIH (U3NKAa Ba KAME
TEXHUKA MHCTUTYTH MabllyMOTHOMacH, XuToil Xank PecnyOnukacu). Hatmxkana
SHT'M CHUHTETHK OWpPHUKMAJIap MOJIEKyJacura THOKapOOHUJII TYpyXHd KHPUTHIII
ycyJulapu  ApaTWiraH Ba OYHHMHI HaTW)KacuJa OJIMHTAH MOJJAJapHUHT
MUKpoOIapra Kapiu (HpaoUIMTMHA OIIMPUII UMKOHUHU Oepra;

XUHA30JIMH KaTOpU aJIKAJIOUJIapd CHUHTE3W Ba OHOJIOTHK (paoyuthKiIapu
Oyiinya TaJKUKOT HATWKAJaph acoCHJa OJIMA TabJIUM MyacCaCaJapUHUHT KUME
TaBJIUM WyHATUIIM OYyitnda «buoopraHuk KumE» HOMIIM YKYB KyJUIaHMacuua y3
udonacunu tonrad (392-18 pakamnu ryBoxnoma). Hatmkana tabnuMm sxapaéHua
MAaIIFyJI0TIap Ma3MyHMHHM TaKOMWJUIAIITUPUINTA, YKYB AacCTypJIApUHU Tarépiart
xama paHHU YKUTHUIIIA TABJIUM caMapaopIuruHu OLIUPUII UMKOHUHU OepraH;

2,3-noIMMETHIICH-3,4- TUTUAPOXUHA30JIUH-4-THOHIAPHU MOAU(DUKAITASICH
OA-D3-T047 pakamnu «AJKamoujIap Ba YJIAPHUHT CUHTETHUK AaHAJOTJIApH
kKaropuaa sHru C-C- OofJlapuHu XOCUJT OYJIMII yCYJUTAPUHUHT Ha3apuid acociaapu»
Ba DA-O7-T207 pakamiu «buonoruk (aoa TreTepolUKINK OupUKMaIap
MOJIEKYyJIaCHUJla aCUMMETPHK MapKa3 XOCWUJ KWIMIIHHMHI Ha3apuil MyaMMoJapu»
MaB3ycHuaaru pyHaaMeHTan Jolnxanap/a sSHrM ajJKkaloua Xocuiaiap Ba OUOIOTUK
daon MomnanapHu cuHTe3 Kumnna doinananumiran (Y36ekucron Pecrybimkacu
dammap  akamemuscuauuar 2018  dmm 22 madimarm 4/1255-1330-con
MabiyMoTHOMacH). Harmwkana Ouonmoruk ¢aosi TEeTEpOIUKINK OupuKManap
mosiekynacuna suru C-C Oofapu Ba aCUMMETPUK MapKa3 XOCWJI KUJIUIITHUHT
camapalii yCyJUIapUHHM SIpaTUIll UMKOHWHU OepraH;

XUHA30JUH-4-THOHIapHUHT cuHTe3 ycyutapu KA-9-002 pakammu «Kummok
XYKaJuTH, YOPBAUYWJIMK Ba TMappaHIavyWINKIa KyJUlall Y9yH FOKOPH camapaiiu
MAaxXaJUIMM ~ aHTUTEJIbMUHT  mpenapar XwuHa30J1 Ba loccurnpeH  o3yka
KOHIICHTPATUHU SIpaTHI» MaB3yCHUJArd aMmajuil Jioluxaga aHTUTEIbMHUHT
npenapar sparumga Qoigananwirad (PaH Ba TEXHOJOTHsUIAP ar€HTIUTUHUHT
2017 wun 18 aexadbpmarm @TA-02-11/1319-con mabaymoTHoMacu). Harmkana
ApaTWIraH THUOHJIAII yCyJulapu XHWHA30J MpENapaTUHUHT SIHTM Ba IOKOPH
camapalii THOAHAJIOTJIapU CUHTE3 KWJINII UMKOHUHU OepraH.

TaagKMKOT HATHXKAJAPUHUHI anpodamusicu. Ma3Kyp TaaKMKOT HaTHKa-
mapu 14 Ta, xymiamaHn 9 Ta Xajkapo Ba 5 Ta pecrnyOiiMKa WIMHUN-aMaui
aHXXyMaHJapuaa Mabpy3a KMJIMHTaH Ba MyXOKaMaJiaH YTKa3ujraH.

TaagkuKOT HATHKATAPUHUHT JIbJOH KWIMHraHauru. Jlucceprarus
MaB3ycH Oyifiua xamu 23 Ta WIMHMI MII 90N 3THITAH, IIyJapiaH Y30eKHCTOH
PecniyOnukacu Omnuit arrectanusi KoMmuccusichHUHT ¢ancada gokropu (PhD)
JTUCCEPTANMSUIAPY ACOCHUN WIIMHKA HATMDKAJIADUHU YOT OTHUII TaBCUS ATHITAH
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WMWY Hampiapaa 4 Ta Makoia pecrmyOymka, 5 Ta Makoja XOPWKH Ba XajaKapo
KypHaJIJIap/a HaIlp STUJITaH.

JMuccepranus Ty3WIHIIN Ba Xa:XMH. Jluccepramusi TapkuOW KUPHII, ydTa
000, xynoca, ¢oiganaHuiaTaH anaduériap pyhxaTd Ba WIOBajgaH HOOpar.
JlucceprauustHUHT XakMH 118 OeTHH TalIKuII dTaIu.

JINCCEPTAIIUSIHUHT ACOCU MAZMYHH

Kupum kucMmuaa yTka3wiral TaJIKUKOTIAPHUHT J0J3apOJUrU Ba 3apypaTu
acoCJIaHTaH, TAAKUKOTHUHT Makcaau Ba Basudaiapu, oObEKTH Ba MpEeAMETIapU
taBcudadran, Pecmyonmka (han Ba TEXHOJIOTHSIIAPY PUBOKIAHUIIIMHUHT YCTYBOP
HyHanmuiiapura MOCIHMIUA KYpcaTWTaH, TAaJKUKOTHUHT WJIMUNA SIHTUJIUTH Ba
amMasuil HaTuXkanapy 0aéH KUJIMHTAH, OJJMHTaH HATH KAJIAPHUHT WIMHUHN Ba aMasIuii
axamMusATH EPUTUIITAH, HATIDKAJApHU aMaluérra >KOpUM KWIMIL, HaIlp JTHIraH
WIMHI UIILIap Ba AUCCEPTAUS TYy3WIUIIH OYiinya MabIyMOTIap KEITHUPUIITAH.

HuccepratussHUHT «[IMPUMHIMHTHOHIIADP BA YJIAPHUHT KOHIEHCHPJIAHTAH
a”Hajoriapu KuMécuw» 7e06 HOMJaHTaH OupuHUYM O00mMma MaB3y Oyiinya oJuo
OopwiIraH TaJKUKOTJIAPHUHT HATHXKaJIapu, XOPHKUN Ba Maxalulmil agabuétiap
Tax,iuiu Oatapcun Eputuarad. MabiaymoTiap yMyMJIAIITHPWITAH Ba HWIJIMMIA-
TaxJIWIMK  XyJocajap  YMKapWwiraH  Xamjaa  WwiMuK  agabuérnapaaru
MabJIyMOTJIap/laH Keaud YMKKaH XOJja JUcCepTalusl WIIUHUHT MaKCaJu,
Bazudanapu, 1013apoJIUru Ba MyXuMiuru oenrminad Oepuiras.

Huccepranusianar  «2,3-Tpu, -TeTpamerniieH-3,4-AUruaApOXMHA30TUH-4-
THOHJIADHUHT KUMEBMI V3rapuuuiapw» 1e0 HOMIIAHTaH WKKUHYM OoOwunja
TaJKUKOT HAaTWXKajdapu KEJITUPUIITaH .

2,3-Tpu-, -mempa-, -nenmamemuiet-3,4-oucuopoxunazonrun-4-muoHiapHune

cuUHme3sUu 6a HUMPOJLO8YU aApPAIAUMA OULAH MALCUPTAUUUIU

TaaKUKOTHUHT MaKcaau Ba BazudanapuaH Keaud YMKKaH X0J/1a TaJIKUKOT
o0beKTIapu- 2,3-Tpu-, -T€Tpa-, MEHTaAMETUICH-3,4- TUTUAPOXUHA30JIMH-4-THOHIAP
(4-6) TerunuTM KHCIOPO/UIM aHajgoriap- 2,3-TpH-,-TeTpa-, MeHTaMeTHiIeH-3,4-
IUTUAPOXUHA30MH-4-0Hnap (1-3) Ba dochoprenTacynbhpuaau (P,Ss) sxBEUMOIISIP
apajalMacuHd M-Kcuioyija 3 coaT (mupuauHaa 4 coaT) JaBOMHJIa KaWHATHUII
HaTwkacuaa 70-72% yHyMm OuJlaH CUHTE3 KUIMHIU. 95-OUpUKMAaHUHT MUPUIUHIATH
yaymu 83% Hu Tamkuia 3tagu. 1-Pacmaa 5- 6upuxmanunr kpuctangaru (PTT -
PEHTICH TY3WIMIN TaXJWIH) TY3WIHIIA KENTHPUIATaH. TabKumIam KEpakKH,
oonutanruy  Moxaganap (1-3) mutponoBun apanamma (HA, HNO3;+H,SO,) Ounan
TabCUpJAIITaHAa XyJa IoMIIoK Imapoutna (-5°-0°C) 6-HuTpoxocuiaiap OJIMHTaH.
Maskyp unutapau THOHIapra (4-6) Kysuiain Ba HUTpO-MaxcysoTiapHu (A) CHHTE3
ki  yayH Tuonnapau HA  Ownman peakuwuscuan ypranauk. Hatwmxana,
TPUILMKINK XWHA30JduH-4-THoHaap (4-6) kucmopomm aHamormapuaan (1-3)
dapkiau paBuIga TETUIIM HUTPOXOCWIalapHu (A) xocwi KuiMmaiinud. bynma 6-

2 Myannug V3P ®A Yeumnuk moddanapu kumécu uncmumymunune 60 wimusi xo0umu, Kumé
gannapu ooxmopu, npogeccop X.M. Illaxuoosmosnune (1941-2015 til.) ouccepmayus umiuru
badcapuruuuoa AKUHOAH Kypcamean époamu Y4yH Y3UHUHS CaMUMULl MUHHAMOOPYUTUSUHU
ounoupaou.
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XoJlaTAa dAEKTpoPWI aJMAIIMHUIT KeTMacaaH, 4-XoJataard THOKApOOHWII
TYPYXUHUHT KapOOHUJI TYpyXurada OKCUJIJIAaHUIIH Ky3aTHIIJIN

X g o AR

1,n=1; 2, n=2; 3, n=3 4n15n26n3

1-Pacm

Tabkuanam Kepakkd, OKCHIAHUIN Maxcyhoriaapu (1-3) aespiau Muxmopui
yaymaap (95-98%) Ownan axparu® onuHAu. by TpUIMKIMK XWHA307IUH-4-
THOHJIApHU (4-6) HUTpoNalll peakuusiapu XHHa30JuH-4-oHmapaan (1-3) dapkmm
paBHUIIIa KETUIITMHU KYpcaTaJiu.

2,3-Tpu-, -mempamemunen-3,4-oucuopoxunazonrun-4-muoHiapHumne
anvoe2udnap ounan KOHOeHCayuscu

MabiiyMKH, TPULMKIUK XWHA30JUH-4-OHJAp Ba YyJapHU XOCHJIAIAPUHUHT
anpAerujyiap OWjlaH KOHJEHCAIMSCH KHUCIOTalM, WIIKOPUA Ba HEUTpan
MYXHTIapaa, SPUTYBUYHCH3 Ba TYpaW KyTOJWIWMKKA dTra JPpUTYBYMIIApAA OJIUO
Ooopunran. KoHaeHcamusi CyOCTpaTJIApHUHT O-XOJIATHJArd METWIEH TypyXura
OOpUIIM Ba TETHIIUIN O-apUIIUACH- EKU O-(apwil-, -TUAPOKCUMETHII)- MaXCyJIOTIap
Xocwsl OYnuImm aHWKJaHTaH. bupukMmanap Typu cyOCTpaT Ba aibAeTHIApPHUHT
TY3WJIUIINTA, PEAKIHsI XapopaTh Ba TaBOMHMIIMTUTA OOFJIWK DKAHIUTH TOMWJITAH.
buz ymlOy peakuusuiapHu XuHa30JdWH-4-THOHJApra (4,5) TarOWK OSTUII YYYH
ylIapHU TYpJaW alpJeruajiap OujaH KOHACHCAIMS pEeaKIUsIapUHU YpraHIuk.
Peaknusinap tuonmapuunr (4,5) kucnopomau ananornapu (1,2) Ouman oxub
OopwiIraH mapouTiapAa YTKA3WIIU: pEeareHTIApHUHT SKBUMOJISIP apajiaiimMaiapu
My3 CcHUpKa KucioTtaga 2-4 coar  KU3AUPWIAM Ba  TETHIUIM  O-
apunaeH(bypdypunuaeH-2)-2,3-tpu-, -TeTpaMeTHICH-3,4- U HAPOXUHA30IUH-4-
tuonnap (7-16) omuuam (1-xazBan). Ym0y KOHAEHCANUAAa XOCHJI OYIIHIIN
MyMKHH Oynran opanuk wmaxcyiornap (B) wunauBuayan xonga axpaTtuO
onuamaau. bupukmanapuusr (7-16) 'H SAMP-criekTpnapu” TaxJuiayd HaTUXKAJIApU
IIYHU KYypcaTaJuKu, THOKApOOHUJI TypyXHura HUCOAaTaH Iepu-XoIaTaa >KouaIral
H-5 apomaTuk npoTOHJApHUHT CUTHAIM Kydcu3 MaijoHna (8.3-8.7 M.y.) HAMOEH
Oynanu, Oy CHUTHaJ TETHMIUIM XWHA30JduH-4-oHyapaa 8.0-8.2 m.y. ga Oynuiu
aAHWKJIAaHTaH:

S
RCHO

@%om e | &
CH;COOH N -H,0
(vy3) g B XM HC\R

7-11, n=1
5, n=2 12-16, n=2

2-Pacm

3 Myannug e.u.x., npogh. H.J1.Aboynnaes paxoaprueuoaeu “Taokukomnaprune puzux ycyaiapu”
Jabopamopusacu Xo0UMaAapuea Cunme3 KUIUHean OUPUKMATApHUHE MY3UTUWUHY YP2AHUWOA
époam bepeauauKiapu YuyH 3 MUHHAMOOPAUSUHU OUTOUPAOU.
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1-KaaBan
a-Apunuaes(pypdypununen-2)-2,3-tpu-, ~-reTpaMeTHICH-3,4- TUT U APOX UHA3OIMH-4-
THOHJIAPHUHT (7-16) QU3HK-KUMEBHIA KaTTaTUKIapH

n/n Jactnabku Moaanap Peak- | YHyM™, Cyrok. R¢ Bpyrro-
US Max- % xapoparu, | (6eH3our : dbopmyna
CYJIOTH C METaHOJI=
5:1)
1 4 | Bensanpaerun 7 48.3 214 0.89 C1gH14NLS
2 4 | 4-runpokcu- 8 24.5 257-259 0.52 C1sH14N,0S
OeH3aIbIET T
3 4 | 4-guMeTHIaMHHO- 9 65.7 242 0.87 CooH19N3S
OeH3aIbIET T
4 4 | 4-autpo- 10 59.7 288-290 0.88 C18H13N30,S
OeH3aIbIET /T
5 4 | bypdhypon 11 62.5 250 0.85 C1sH12N,0S
6 5 | benzanpaerun 12 65 168 0.86 C19H1gN2S
7 5 | 4-runpokcu- 13 65 146 0.82 C19H15N,0S
OeH3aJIbIIET U]
8 5 | 4-nuMeTHIIaMHUHO- 14 60 184 0.87 C>1H21NsS
OeH3aJIbIIET U]
9 5 4-HI/ITpO- 15 74 208-210 0.88 C19H ]_5N3OZS
OeH3aJIbIIET U]
10 5 | dypdypon 16 68 170 0.88 C17H14N,0S

[ynunraex, H-6 mpoton curHanmu HucOataH Kywin manmgonna (7.32-7.46
M.y.), H-7 npoton curnamm 7.57-7.79 m.y. na, H-8 nipoton curnanu 3ca 7.36-7.68
Mm.y. na kypunagu. Onedpun (=CH-) mportonu B-CH, rypyx mportonnapu Oumnan
QT CIMH-CIMH TabcHpiammmra sra Oymamau (J=2.5-2.9 T'm). [dactnaOku
oupuxkmanapuuar [-CH, mnpoToHmapuHU MYJBTUIIET CUTHAIM AyOneriap
tpurietn makiura yragu (7, 8, 10, 11) sa =CHAr(Het) mporonu Omnan cruH-
CIIUH Tabcupiammil KoHcratacu J=2.5-2.9 ', 3.21-3.30 m.y.1a HaMo€H Oy maam.
y-XoNaTaaru METWJICH TYpyXJIapd TPOTOHJIAPUHUHT CHTHAJIM 3Ca TPHILICT
maknuaa 4.37-4.5 wmy. coxama kypuHamu. [B- Ba y-MeruieH rypyxJapu
MPOTOHJIAPUHUHT TPUIUIET MIAKIUAA KYPUHUIIH, O-METHICH TYPYXH MPOTOHUHUHT
3.25 m.y.naru curHanuau (2H, Tpumnier) Hykonumm Ky3atuiaau. PeakiusiHUHT
ymoy #yHanmumma Oopuim  o-(4-HUTpPO)OeH3MIHACH-2,3-TeTpaMeThIIeH-3,4-
JTUTUAPOXUHA30JUH-4-TUOHHUHT (15) kpuctan ty3wnumu PTT épmamuma xam
tacaukmanm (2-pacMm). Cunte3s Kwimnran 12-16-6Gupukmanapauar 'H SIMP-
CHEKTpJapu/ia apoOMaTHK MPOTOHJIAPHUHT KUMEBUM CHIDKHUIITN IOKOPUIA MyXoKama
stuarad /-11 — MoananapHUKHWra yxmam KYpPUHUILIA SKAHIUTUHU KYpPUIIUMU3
mymkuH. Yiapau UK-cnektpuna ve-s TYpYXHHUHT BaJleHT TeOpanunuiapu 1223-
1292 cm™ coxa opanuFna IOTHIMII YaCTOTACHTA dTa, Ve—y TypyXiapH - 1566-1611
em™’ ma, ven - 1460-1491 cm™ ma, 10, 15 GUpPHKMATAPHHHT Vo, TypyXJIapura
TEeTUIUIM FOTUIUI yactotagapu 1508-1509 oM coxana, 8, 13 OupukmaIapHUHT
Vo.n TYpyxiapu oca 3478-3480 cm™ na HamoéH Gymamu. Lllynpait kuau6, 2.3-tpu-,
-TeTpaMeTuiIeH-3,4- TUTUAPOXUHA3Z0IMH-4-THOHJIAPDHUHT apPOMATHUK  aJIbJIETHJIap
OWJIaH KUCJIOTAIM MYXUT/IA PEAKIHSICH O.-apUTUACH MaxCynoTiaapra on0 Kemaiu.
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2,3-Tpumemunen-3,4-oucuopoxunazonun-4-muon 6a 2,3-mpu-, -
mempamemuieH-3,4-0ueudpoxunazonrun-4-onnapHune HUMpPoObeH3aIbLOecUONap
OUnNaH UKOPULL WAPOUMOazu peaKyusicu

PeakuusimapHUHT WIIKOPUA MYyXHUTIa OJUO OOpWMIIMINK XHpajdl MapKaszid
OupukManap cuHTe3ura oygubd kenumd MymkuH. IlyHuHr y4yHn 6um3, 2,3-
TPUMETHIICH-3,4-TUTHUIPOXUHA30IMH-4-THOHHU (4) 96% i crupT 3pUTMacuia n-
Hutpoben3anpaeruy omwrad NaOH umrtupokuga XxoHa xapopatuaa peakiusCuHU
omu6 Oopmuk. bynma pearentnap 4:ampaerum:NaOH — 1:1:0.2 HucOGaTiapaa
onmuHu. Peakmuon apanamma 24 coaT KOJIWPWITAHIA PEAKIAI MaxXCyJIOTH — Ol-
(n-auTpopeHMI-,  -TUAPOKCUMETHII)-2,3-TpUMETHIICH-3,4- TUTUIPOXHHA30IUH-4-
THOH (17) 68% yHyM OWJIaH OJIMH/IHU:

S CHO
N NaOH
1
T C2H50H
4 NO,

20-25°C

NO,

Vuaunar UK-cniekrpuna OH rypyXuHUHT BaneHT TeOpaHunuiapu (voy) 3258
cm™ ma, MetnieH rypyxmnap (Vo) - 2964 em™ ma, C=N  6oFu veoy - 1554 em™ 1a,
HUTPO TYPYXH Vnoz -1520 cm™ ma, C-N Gorn vy -1473 em™ 1a, THOKapOOHMT
rypyxu (C=S) aca ve=g -1289 cm™ coxana namoéu 6ynamu. OMMHIaH HATHKATAPHH
4-OUpUKMAaHUHT KUcaopoaau aHanoru (1) Ounan takkociam makcaauaa ous 2,3-
TPUMETHUIICH-3,4- IUTUAPOXUHA30IMH-4-0HHUHT (1) n-HUTpOOEH3a baACTHA OWIaH
peakusiapuan NaOH/C,HsOH Ba Na/CH3;OH (a6c¢.) mapoutna 20-25°C ga onud
o6opauk. bynaa pearentinapuunr y3apo HucOatu l:ampaerum:NaOH — 1:1:0.2 Ba
1:ampmerna:CH3ONa — 1:1:1 ma oau6 Gopuaau Ba o-( n-HUTPO)OeH3MIUACH-2,3-
TpuMeTHIIeH-3,4-muruapoxuna3onni-4-on (18) Ba a-(n-aurpodenun-, -ruapokcu-
MGTHH)-2,3-TpI/IMeTI/IJIeH -3,4- I[I/IFI/II[pOXI/IHa?,OJ'II/IH -4- OHJIap (19) xocun 6ynau:

o O

| W’
LD Q
NG 1. NaOH/C,Hs0H éxu

1 2. Na/CH3OH (a6ic.)

NO,

Konnencamus peaknusiapy XoHa XapopaTuja CEKMH KeTaau. Macainas,
NaOH/C,HsOH na yu xadrtagan cyHr MaxcysaoT yHymMu 61.3% HuU TaIikuia STaau.
Peaxmus natpuii metunat umtupokuaa (Na/CH3;OH (ab6c.)) onub Gopunranma, y4a
xabragan keiinH maxcynotiuap (18, 19) ynymu 80% HE TamIKuI STAH.

Bupukmanuar  (19)  tyswimmu  HSIMP-criekTpu — OpKanM  TYIHK
tacquktanan. Yauar H SIMP-crextpuza H-37,5° apomaruk mpotorap 8.2 M.y.
na (J=8.7) ukku nporonnu ayoner, H-5 mpoton 8.1 m.y. na aybnernap ayoneru
(nm) 6ynu6, cnuH-cniuH Tabcupiamuil kKoHctantacu (CCTK) J=1.4 Ba J=8.0 ra
TeHr OynraH curHaira sra. H-7 npoton 7.77 M.y. na ayosernap TpUIUIeTH (AT)
maknuaa (J=1.4, J=7.5), H-2’,6’ apoMaTuK NPOTOHJIAp HKKUIPOTOHJIH AyOJeT
makauaa 7.71 my. na (J=8.4), H-8 mporton curnamu 7.64 m.y. na ayoner (J=7.5)
maknauaa, H-6 mpoton aca 7.46 m.y. na nybnetnap tpuretu (ar, J=1.4, J=7.1)

13



maknuaa Hamo€H Oynmaau. [ynunraex, OH rypyxHuHr Oup MpOTOHNIN AyOJeTH
5.92 m.y. na (J=4.6), (OH)CH »sca 5.46 m.y. na nyonetnap nyoneru (na, J=4.8), y-
CH; (a) mpoton cur"Haiu 3.87-3.90 M.y. na OUpHNpOTOHIU MyJbTUILIET, o-CH
MPOTOHMHUHT OWp MPOTOHNIU ayonernap tpuruietud (ar) 3.64 m.y. ma, B-CH, (a)
rypyXuHur curdHanu 2.04-2.11 m.y. na (mynetumiet), -CH; (6) rypyXuHUHT
npotonn 3ca 1.79-1.86 M.y coxaga MyJbTUIUIET INAKIWAArd CUTHAJUIAPUHU
KYpHUIIUMU3 MyMKUH. Maskyp Hatmwxamap 19-Oupukma o-xojaTra 3JIeKTpoQu
OMPUKUII MAXCYJIOTU SKAHJIUTUHUA OWJIAUPAIIH.

2,3-TerpamernicH-3,4- AMrHAPOXUHA30IMH-4-OHHUHT  (2)  m-HUTpOOEH-
3QJIBJICTU]T MINTHUPOKHUIA peaKIusicu peareHTIapHUHT — 2:ampaeruga. NaOH —
1:1:0.2 Hucbatnapna cnuptiaa (96%) xona xapoparuga (20-25°C) uxku xadra
KOJaupuiIrania 2,3-TpuMeTuieH-3,4-1uruipoxuHazoinut-4-ougan (1)  dapkiu
paBuiiga, (axkar o-(m-HATPOOCH3MIHICH)-2,3-TeTpaMeTHIICH-3,4- TMTHAPOXUHA-
30muH-4-0H (20) 60% yHYM OWMIIaH XOCHIT OYIIIH:

(fb 1-0,N-CeHy-CHO @L

" NoOH

C,HsOH
20-25°C

3-Pacm

Onunran 20 - MOJIaHU TY3WJIUIIN Macc-, 'H SIMP-criekTpnapu Ba peHTTEH
ty3unui Taxyin (PTT) acocuna yprauuwinau (3-pacm). YHU MOJIEKYJIIp Maccacu
m/z=333 uu tamxut >tau. "H IMP-ciiexktpraa apomatuk (Ha,) Ba onedus (=CH-)
nporornapu 8.12-8.33 m.y.na Hamoén Oymamu, 6-CH, xuméBmii cwmkumm 4.13
M.y. aa tpuret (J=5.9), B-CH; rypyxu 2.90 m.y. 1a UKKU NPOTOHJIM AyOseTiap
tpuruietu (nt) (J=6.7), y-CH, rypyxu sca 1.98-2.04 Mm.y.1a MyJBTUIUIET IIAKIHIA
kypuHaau. YHra acocas, 20-OMpukMa - o-apWiIHJIeH XOCWJIA, SbHU AJIEKTPO(HI
OMPUKUII — DIIMMHUHAIAS MaXCYJIOTH dKAHIIUTH UCOOTIaH/IH.

2,3-TerpameruicH-3,4- AMTHAPOXUHA30IMH-4-0HHUHT (2) n-HUTpOOEH3aIIb-
neruy OWjlaH peaknusuIapuHu peareHTIapHuHr — 2:ampaerua:NaOH — 1:1:0.2
HucOaTnapaa, Typau xapoparaa (-10°C+20°C; 5°C+6°C; 20°C+25°C; 78°C) 24
coaT JaBOMHIa OJIMO OOpwIraHia TETHIUIH O-(n-HUTPOOEH3WINICH)-2,3-TeTpa-
MeTuieH-3,4-muruapoxuna3onud-4-on  (21) Ba o-(n-aHUTpOodeHMIT-, -TUAPOK-
CUMETHN)-2,3-TeTpaMeTIIICH-3,4- TUTHIPOXUHA30INH-4-OHTapHUHT (22)
apanammMacu  Xocusl Oynmau. Peakumsiam xoHa Xapoparuma (20-25°C) ommb
oopunranga 62.5 % yHyMm OusiaH MaxcyJIOT OJIMHIIA. MabIyMKH, peakiusi BaKTU/1a
XOCWJI OynmaauraH 22-MaxcyJOT WKKH >Ky(QT SHAHTHOMEpJap Xohuaa OViumm
MYMKUH. XO0CcHJl Oyiran Mojjanap O€H30J Ba ATHJIALETAT/aH Kaita KpucTamiad
To3ananrau 21-Oupukmanuar yuymu 6.1 % Hu, 22-6upuxmanuku sca 56.4 % Hu
TAIIKWAJ 3T/IU:
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o8
c
@ﬁﬁ .
NG 1. NaOH/C,HsOH,

-10°+20°C, 24 coar
2 2. NaOH/C,H50H, 21
78°C, 1 coar

Tapkymiam KEpakku, peakuus XapopaTh Ba JAaBOMUWIMIMHU Y3TapyuIIn
Xocui Oynaauran OupukManapHunr (21, 22) yHymura ce3wiapiu TabCUP STa/H.
Macanan, xapopar -10°C raua nacaitupmwnuim acocaH 22-OMpHKMa XOCHII
Oynmummura onu0® Kenaau, JEKMH MaxCyJoT YHYMH aH4a mnacT Oynanu.
XapopaTHUHT KYTApWIMILK  O-apUiIUAeH XOCWJIaHUHT (21) yHyMu olnummra
cabab Oymaau, peakius CIMPTHUHT KaillHaIl Xxapopatuja yTkasuinranaa ¢gakat 21-
oupnxma (78%) xocun 6ymamu. Bupukmanusr (22) 'H SIMP criextpurn 6atadcrn
Vpra"uin Ba Macc-CreKTpu HaTmxacu (m/z=351) acocusia yHUHT TY3WJIUIIN TYJIUK
TaCAUKIaH]IH.

2,3-Tpumemunen-3,4-0ucudpoxunazonun-4-muonnune 6pom ouLaH
peaxkyusanapu

MabiyMKH, TPUIUKIWK XWHA30JMHJIAP, XWHA30JWH-4-OHJap Ba YyJapHUHT
xocuianapy OpoM OwiaH My3 CHpKa KHCIOTaJa TabCUpiAlMO TETUILIN
nepOpoOMUUIapHU  XOCW  Kuiaau. TankukoTinapHu JAaBoM  3TTupuO, 2,3-
TPUMETWICH-3,4-TUTUIPOXUHA30IUH-4-THOHHU (4) Monekynsp Opom Owian
pearentnapuunr 4:Br, — 1:2 nucbarnapuma cyscu3 xijopodopmuaa 0-5°C na
pEaKIMSICUHU YpraHauk; OyHJla UKKU XWJI PE30HAHC IaKiJia MaBxyHd OViIuiu
MYMKHUH Oyiran nep6p0MI/m (23a,b) omuun:

@Ei? @Eb NS

32 [pr.Br, H Brs
CunHTe3 KuIMHTraH nepopoMuaHunr (23) I/IK-cneKTsz[a C=N TYPYXUHUHT
BateHT TeOpanuutapn 1650 cm™ na mamoén 6ymamm, C=S rypyxu sca 1286 cm™
coxaga KypuUHaan. ARTHO NO3UMKH, 1acTIa0ku OupukMa (4) na ve—y 1584 cm™ 1a,
Vees 1293 ev™ na rotimagn. By xocun 6yaran 6upukMasa Brs' aHHOHMHHHT acocaH
C=N (¢parmentu BajmeHT TeOpaHUIIUTa TabCUP OTUIIUHU KypcaTaju.
[TepOpomumapan arneToH OWJIaH MIILIAI HATHXKAcHIa alleTOHHWHT OpOMJIaHUIIN
Ba TETHIIIM OK YykMma - ruapoOpomua (24a,b) Xxocwn OVnMIM Ky3aTHIIIH.
Ilepopomuyn 23 5% nu Hatpuil OMKapOOHATHUHI CYBJIM 3PUTMACH TabCUPHUJIA
Opomim komIuiekcera (25) aitnanaau. bupukmanunr (25) UK-cnexktpuaa ve-y 0ofu

BAJICHT Te6paHmuH 1624CM'1 J1a, Vc—g dca 1295¢m™ coxa;la HaMOEH 6}"/J1azm'

(j(lb @flb CH3COCH; <f5:> NaHCO3 @\L/‘D
“co,
-CH3COCH,Br
3 2 -NaBr
242 HBr 24b  H BY 23 HBr-Br, 25 B,

NO,

I'mapobpomun (24) 25% nmu cyBiM aMMHak TabCUpHIA NESPIN MUKIOPHIA
yayM (97%) Ounan Ttuonra (4) yramu. llymmait kw0, 2,3-tpumernieH-3,4-
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JIUTUAPOXUHA30IHH-4-THOHHUHT (4) OpoM OWJIaH TabCUPJIAIIUIIA TPUIHKIAK
XWHA30JIMH-4-0HMapra Vyxmam Oopaad Ba TETHIUIM TEepOpOMUITIAPHU XOCHII
Kuaau (2-kaaBain).
2-Kansan
2,3-TpumernineH-3,4-TUTHIPOXUHA3OIUH-4-THOHHUHT TePOPOMUIN, THIPOOPOMUIH Ba OpOMITH
KOMIUTEKCUHHHT (4, 23-25) yHymu Ba 0ab31 KaTTaIHKIaPH.

bomnanruy Onunrax bpytro- Cy1ok. Yuaymu, %
MOJ1a OupuKMa dhopmyna xapopatu, °C
4 23 CllHllNzBrgs 108 90
23 24 C11H11N2BrS 278-280 71
23 25 C11H10N2BIRS 140 74
24 4 C11H10N2S 140-142 97*

*Ternmmm  tuapoOpomun (24) Ba aMMHAKHHHT Y3ap0 TabCHUPUAAH OJMHTaH 4-
OMPUKMaHUHT YHYMH.

bpommu koMIIeKCHH 25 TOHOP-aKIEenTop TypHIard KOMIUIEKCIapra
KUPUTUIIT MYMKHH. YHUHT XOCWJ OVIMIIHMIAa a30T aTOMUHUHT n-OyJIMHMAaraH
ANEKTPOH XKy(PTH Ba OpOM ATOMUHHUHI O-OyIIAIITHPYBYM OPOUTAIM HIITHPOK
atanu. bynna nd (>N-Br,) koMIiekcu Xocu1 0ynaam.
2,3-Tpumemunen-3,4-0ucudpoxunazonun-4-muonnune
2UOPA3UH 2udpam OUNAH peaKyuscu
MabiiyMKH, THOKApOOHWII TYPYXH KapOOHWJ I'ypyXxura HucOaTaH HyKJeo(hui
peareHTap OWaH OCOHPOK peakiusAra Kupuinaad, Oy sca Typiu Xocuiiajap
CUHTe3ura oJin0 Kenamu. TPUIMKINK XWHA30MHH-4-THoHmapHuHr (4, 5) 80%
TUAPA3UH ruapaT OujiaH peakuusicu TypJu (3pUTYBYM, peareHTIap HUCOATH, BAKT)
miapouTiapaa oaud Oopwiau. AWTHIN JTO3UMKH, XWHA30JUH-4-OHIapJa MasKyp
peaKUMsIapHM aMmaira OLIMPUIIHMHI HMMKOHM WyK. Peakuusuiap HaTmkacuzaa
MyxuMm uHTepMmenuatiap - (E)-4-rumpasono-2,3-tpu-, -TeTpameTwicH-3,4-
JMTUAPOXUHA30IMHIAD (26, 27) CHUHTE3 KUIMH/IH:

HZN\
i A
NH2NH2’ Hzo N
CL 1 "y
~ ~
N N
4,n=1;5,n=2 26, n=1; 27, n=2 “

4-Pacm

By wuHTepMmenuaTiap KeHMHIM TagKUKOTIAPUMHU3 YUYyH Kylda MYyXUM
Oyarannuru  yuyyH  TaxpubamapHu  26-OMpuKkMa  CHHTE3M  MHCOIMJA
MYKOOWJITAIITUPANK. byHma peaknusiiap OSpuTyBUMIAp - OTHI CIOUPTH Ba
nupuanHaa, €ku 3putyBunucu3 myxutaa, 20°C-115°C xapoparna xamaa 5-48 coar
naBomuaa onub 6opwiau. Hatwxkanap myHu KypcaTtaguku, peakius SpuTyBUMCHU3
€KM ATUJ cnupTUaa 0O OOpmiraHjga MaxcyjaoT yHymHu mact Oynub daxart 15-
30%Hu TamKWI 3Taau. DHT XM HATWXKara peakuus nupuauHaa 4 coaT KaiiHaTuo
o0 OopwiraHaa SpUIIMIIU, SbHU OYHJA peakiusi KUCKA BAKT MYKJA FOKOPH
yauym  (88%)  Owman  Teruuuu (E)-4-runpaszono-2,3-rpumerniicH-3,4-
JTUTAIPOXHHA30MH (26) Xocwi Oymummra oaud kenau (4-Pacwm).
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a-Dopmun-2,3-mempamemuner-3,4-0ucudpoxunazonun-4-on 6a -MmuoOHHUHE
CUHme3U 84 KUMEBUL Y32apuuiiapu

Masbaymku, 2,3-TeTpaMeTuIeH-3,4- TUruIpOXUHA30IMH-4-0H (2)
Bunbcmeitep-Xaak pearentu (POCl;-IIM®A) épnamuna dbopmuanranaa dakar
o-popmuit-2,3-teTpameTHIICH-3,4- TUTHIPOXUHA30IUH-4-0HHH (28) XOCHIT KHITaIu.
buz  2,3-terpamerunen-3,4-1uruipoxuHazonuH-4-tuonan  (5)  dopMuIIIam
peakmsICHHU 01O OOpPTaHUMU3/a O-THAPOKCUMETHIINEH-2,3-TeTpaMeTiiieH-3,4-
I[I/IFI/Iz[pOXHHa30JII/IH—4—THOH (29) xocun 6}”/JII/IHIHHH AHUKJIAIUK:

POCy/ POCL/ 60-65°C,
/Q voA /O JIMOA /@ 8 coar _ /@

CH- NH

HK-, HﬂMP-cneKTpOCKonH;I HaTWKaJlapu  XOCWJI  OyiraH 6I/IpI/IKMa
WYKUMOJICKYJISIp BOJIOpPOJl OOFM XucoOura OapKapop €HOJ MIaKjIAa MaBXKy.
OYIUIIMHY TacauKIaau. Xycycad, 0y mogaanuar UK-cnekrpuaa ve-s rypyXHUHUHT
BaeHT TeOpanuiapu 1283 cM™ ma, vey Typyxu - 1563 cM™ ma, ven rypyxu -
1488 cm™ 1a, rugpokcui rypyxu (Vo.n) - 3435 e ma xypunamn. Yeuar ‘H SIMP
crnektpuaa OH rypyXuHUHT Oup NMpPOTOHJIM CUHTrIeTH 14.7 M.y. da, O-XoJaTiaaru
METHWJIEH TypyXH npoTonsapu 3.83 m.y.na (Tpuruier), 3- xoiatjard mpoTOHJIap-
2.48 Mm.y. (Tpuiuier), y-xoJiarnard mnpotondap 3ca 1.91 m.y. ma (MyJbTHIUIET)
HamMo€H OYynanu; onepun mporonn (=CH) 8.76 M.y. ma (CHHIJIET), apOMaTHK
nporornap 7.11-8.03 m.y.ma xuméEBmii cumkumra sra Oymamau. Onwunran 29-
MOJJTAaHWHT aHWJIWH OWJiaH HYKJIeO(pU aIMAIIMHHII PEaKIUsUIapyd YPraHWIIN Ba
YHU KHCIIOPOJUTH aHAJIOTJIapuTa HUCOATaH KUHUHPOK Ba Y30KPOK BAKTIa KETHUIIH
Ky3atuigu. Peakupsnap 29:anunmu — 1:9 aucbarga 60-65°C ga 8 coar gaBommga
Ku3aupu6 onub Oopunaum Ba 73% yHyM OuinaH o-aHWJIMHOMETHIIMJICH-2,3-
TeTpaMeTHIeH-3,4-muruapoxuna3onut-4-tuoH (30) CHHTE3 KHIUHIH.

bupukmanap (28, 29) oprukua SOCI, Omnman TabcupiammO® THIPOKCHIT
TYPYXUHHUHT XJIOP aTOMHUTa HYKJI€O(HSI alTMalIMHUIIM cOaup OYiaau Ba O-XJOp-
METHIIHJICH-2,3-TeTpaMeTHICH-3,4- TuruaApoxuHa3oinH-4-od (31) Ba o-XJopMeTH-
TUJeH-2,3-TeTpaMeTIIICH-3,4- TUTUIPOXUHA30IuH-4-THOH  (32) Xocun Oyiaau.
bynna o-xnmopmerunuaen xocunanap 70-98% ynym Ounan xocuna Oyinaau:

i
N N
SOCl_ 4 59 SOCh ol
i~ CeHg €xu i~
N x=0,s (Cetls N
CHCly)
31,32 HC—CI 33,34 HC—CI

By Oupukmanapau Gapkapop IIakiia ojaui yuyH, yaapaunr (28, 29) SOCI,
OWwIaH »5SKBUMOJSP MHUKAOPJApUHUA abcomtoT OeHzonl Exu  XJjopodopmaaru
peakIusJIapuHyd aMajira OMMPAUK Ba TETHIUIM xjopruapatiapau (33, 34) axim
yHyMJIap OWiiaH cuHTe3 KWinuK. ONMHraH o-XJIOpMeTHIIUAeH-XocunanapauHr (31,
32) xJ0p aTOMIJIapH XapakaTdyaHJIMTHIAH KenuO 4uKkaH xoina ynapHuar NaHSe
OunaH y3apo TabCUPU YPraHWIAW Ba TETUIUIA O-THAPOCEICHIIMETUIHIEH-2,3-
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TEeTpaMeTIICH-3,4-TUTuIpOXUHA30uH-4-0H (35) Ba O-THAPOCEICHIIMETUIUICH-
2,3-TeTpameTuiieH-3,4-TuruipoXuHa30IMH-4-TioH (36) oMHIH:

I i
N NaHSe, X=O 4, 5, _ NaHSe, X=S_ N
_ NaBH, + Se ’ NaBH, + Se _
N | 2:1 2:1 N |
35 HC—SeH 36 HC—SeH

Onunran Oupukmanap (35, 36) tapkubuna ceieH (Se) aToMH CaKJIOBYH
Mackinlaya ~ Subulata  Philipson  ycummuruman — axxpatu® — oJMHraH
QNKAJIONIJIADHUHT THOHAJIOTJIApH KaTopuja OWPWUHYM BakuWil XHUCOOJIaHAIH.
IIyHUHTIEK, THUAPOCENCHWSI TypyXH CaKJIOBUM OWpPUKMaTapHUHT Oab3u OHp
KMMEBHUH y3TapUIIUIApUHA YPTaHUII KaTTa KU3UKUII YUFOTAIH.

a-l'uopocenenurmemunuoen-2,3-mempamemuien-3,4-oueuopoxunazonrum-4-

OHHU AIKULIAW 64 AYUILIAW PeaKyusiapu
35 — bupukma Y3UHUHT O-THAPOKCUMETUNUACH aHanoru (29) cunrapu Oup
Heva TayToMmep makiia (35a, 35b) 6}”011/11111/1 MYMKI/IH'

i i
N N
@fL — @ C I C I
N/ ITI NS
35 35a
H C H Co
s& "H & H

se”n ¥ CHOR 38, R=CH;
R=H, C3H7-i 39, R=C¢HsCH,

XycycaH, O-TUAPOKCHUMETHIIHICH-2,3-TPUMETHIICH-3,4- TUTHIPOXUHA30JUH-
4-on (37, R=H) Muconuna ankuaioBYd areHTIApHUHT (METHI WO, U30TPOIIHII
fomun, OeH3mn xmopua) Tysunuimmura kKapad O—amkun (37, R=C3Hs-1) éku  C-—
metua/0en3un xocunanap (38, 39) xocun 6ynanu. llynapuu xucobra oyran xoJa
OM3  O-THIPOCEICHUIMETHIIMACH-XocHIaHuHr  (35) wMertwn  Homupa — OwiiaH
peakMsICUHU Ypranauk. Peakius xoHa xapopaTuja dTWJ CIUPTUHUHT HUIITKOPIIU
sputMaaa oanbd copunranuaa 40% yHyMm OuilaH O-METHUJICEICHHIMETUINIEH-2,3-
TeTpaMeTuieH-3,4-nuruapoxunazonua-4-on  (40)  xocunm  OVmmu.  AWTHO
VTUITaHUACK, O-TUIpOKcUMeTUIuAeH- xocuianu (37, R=H) xam anumnam
peakuusiiapu ypranwirad. Iy peaxmusau 35- Oupukmara TaTOMK ATHII YYYH
VHUHT CUPKa aHTUIPHUINA OWJIaH alWIJIaHUIT peakusIcuHM YyTka3nuk. Peakmus 50-
60°Cna onub Gopwiranma peakuusi ceyieH atomura kKetuo 45% yHym OwiaH o-
alleTUIICCIICHUIMETHITHICH-2, 3-TeTpaMeTIICH-3,4- TMTUIPOXUHA30IHH-4-0H  (41)
XOCHJT OVITUIIN aHUKJIaH U

0
N CH3| (CH3C0),0
N CZH50H 50- 60°
NaOH

40 HC—SeCH; HC—SeH HC—SeCOCH;

Hlynnait kuauo, 35 HU aNKWLIAIl PEaKLUsCH CEJIEH aTOMUTa KeTUILN KYPCATUIIIH.
o-I'mapokcuMeTunuaeH-2,3-MoJuMeTUIIeH-3,4- TUTUIPOXUHA30IMH-4-0H Ba  —
TUOHJIADHUHT Oup-OMpuaaH KeckuH (apK KWwiIMIM, SbHU OyHIa peakuus
WYHANTUIIMHUHAT KecKUH y3rapumu (sbHu O/Se-anmkun €xku C-ankuin MaxcynaoTiaap
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XOCHJI OYJIHIIN) KHUCIOPOJI Ba CEJICH aTOMJIAPUHUHT Xap XU 3JEKTPOMaHpUMAIUTU
Ba XOKMUHUHT TYypIHYAIUTH OUIaH TYITYHTHPUIIAIH.
4-T'uopazono-2,3-mpumemunetr-3,4-0ucuopoxunHa3oiuHHUHe KapOoHUL
oupukmanap OunaH masCupaauiuiu

TpULIMKIMK ~ XWHA30JMHJIAPHUHT  4-XoNaTHAa TUApa3oH  (parMeHTH
cakJjiaraH Xocwianap KUMEBHI Ba OMOJIOTHK JKUXAT/aH Xyaa MyXuMmaup. OnuHraH
4-TUIpa3oHO-XOCWIAIAp KEWMHTH TaAKUKOTIAp YYyH MYXUM OOBEKT OYiud
xu3MaT Kuiumu MyMmkuH. LlyHuHT yuyH, Tuapa3zonHu (26) Typau KapOOHMI
Oupukmanap OuinaH y3apo Tabcupu ypranwinud. Hatmxana unk Oop TapkubOuia
SHTH aJMamiHrad rujapasonnap (Hocummerpuk asmainap, RR;C=N-N=CR;Rj)
CaKJIOBYM TPUIIUKIUK XHHa30auHIap (42-55) cunte3 kuwHau (3-kaaBain):

HZN\N _<R1
| o= |
R G 42; R, Ry=Me.
N aNTy Ay
.2 Y»p  4355R=H
N/ TOJIYOJl “
26

43-55; R;= /@\
FsC CF

3 3
Me F _o OMe

43 44 45 46 a7 48
S o' o o o O‘F ‘O | X
\_; _ _ _ _ e _
Me | Me  Me N
49 50 51 52 53 54 55
O,N

Peakmusinap ruapazon (26):xapoonun Oupukma — 1:1.5 HucOGaTiapmaru
apanalMacuH{ ToJyosaa 4 coaT JaBoMHaIa KalHATHIN OuiIaH ojiu0 OOpuiIau Ba
67-92% ynym Ownan terunud ruppaszonnap (42-55) onuuau. CuHTE3 KWJIMHTaH
sSHTH GuprkManapHunr (26, 42-55) tysmwmmu H Ba °C SIMP criekTpoCKOmiK
TaxXJIAJI aCOCHA MIIOHWIN Tap3ia ucOoTmanmy. MacaaH, ruapasonuunr (26) H
AMP cnexktpuga XuHa307dMH (GparMEHTUHUHT METWICH TypyXJiapu MPOTOHJIApU
2.93 m.y. 2H, T, J = 8.0, a-CHy), 2.15 (2H, M, B-CH,), 3.82 2H, 1, J = 7.2, y-CH,)
coxanapaa HaMo€H Oynaau, NH, rypyxuunr 4.85 M.y. 1a KeHraiiran CUHTJICTUHUHT
KUMEBUN CUJDKUIIIMHA aHUKJIAIIMMHU3 MyMKHH. ApOMaTHUK COXa MPOTOHJIAPUHUHT
4 Ta MyJIbTHILICT CUTHA/UIapHU Moc xoina 7.41 (H-8), 7.20 (H-7), 7.47 (H-6) Ba
7.68 (H-5) M.y. mapaa kysaTunann. Peakuus Maxcynoriapusuar (42-55) 'H Ba °C
SIMP cnektpnapuna XWHA30JdMH (PAarMEHTUHUHT CUTHA/UIApH Tuapa3oH (26)
CIIEKTpHIaru Kabu aHaJOTUK COXaJla HAaMOEH OViaau.

[ynnaii kunud, 4-ruapa3zoHo-2,3-TpUuMeTuIeH-3,4-TUruAPOXUHA30JINHHA
(27) xapOonun Oupukmalap OuaaH TabCUPHU/IAH SHIU - T€TEPOLUKINK OUpHKMaIIap
CHUHTE3HUJ]a CHHTOH OYIMO0 MiiaTuiaaurad rujipasonuap (42-55) cuHTe3 KUIMHIM.

19



3-XKansan
Ounuuran ruapa3oraapHuHr (42-55) pu3HK-KUMEBHI KaTTaTHKIaAPH

n/n Maxcynor VYHyMm, CyIOKJ'IaHI/(I)I_H R " (benzon: | Bpyrro-dopmyna
% xapopar,’ C | \ierapon - 5:1)

1 42 92 110-112 0,42 C14H16N4

2 43 72 138-140 0,5 C19H18N4

3 44 73 134-135 0,47 C18H15FN4
4 45 68 169-170 0,56 C20H14F6N4

5 46 81 144-146 0,5 C20H1802N4

6 47 67 131-133 0,42 C21H2203N4

7 48 85 188-189 0,46 C19H13CIF4N4

8 49 84 136-138 0,5 C16H14N4S

9 50 76 98-100 0,53 C17H16N4O
10 51 79 176-178 0,46 C16H13IN4O
11 52 85 220-222 0,51 C22H17N503
12 53 75 175-177 0,42 C18H18N4O
13 54 75 168-170 0,53 C 22H 20FeN4
14 55 82 124-126 0,53 C17H15N5

Cunme3s KUIUHeaH OUPUKMANAPHUHE OUONI02UK haorruu

CuHTe3 KWJIWHTaH OWPUKMAIAPHUHT YCTHUPYBUWIHMK, (YHTHIHIINK,
WHCEKTUIUJIMK Ba MUKpoOIapra Kapiy (GaoJUTHKIapH YPTraHUuJIIH.

DyHeuyuonux  6a  yemupyeuuaux — ¢aoanuxiapu. CHUHTE3  KUJIMHTaH
oupukmanapaan 12 tacununr (4, 5, 7, 9, 10, 12, 14-16, 17, 29, 32) ¢yneuyuonux
xXoccacH YCHMIMK MOIJAIapy KMMECH MHCTHTYTHAA Fy3a (UTONATOTCHIApH -
Fusarium oxysporum (¢y3apuo3) Ba Xanthomonas malvacearum (rommo3sra)
HucOaTaH Vypranuinau. bupnamum mabopartopusi TaaKUKOTIapu Oy Mojajzaiap
GyHTUIMIIUK Xoccara dra SMACIUTHHH KypcaTau. Ym0y OupuKMaTapHUHT
yemupysuunuk xoccacu OyFJOMHHUHT «MOCKBUY» HaBUTa HHUCOATaH Y4 XHI
konnentpamusga (0,01; 0,001; 0,0001%) ypranwiau. OrtamoH cudaruga
«Hosocuny» (0,001%) npenapatu unuiatuiau. bupiamyun gabopaTopusi CHHOBIIApH
HaTYOKajJapy TEKITUpUiIran oupukmanapaan 5 tacu (9, 12, 16, 17, 32) nazopatra
HUcOaTaH SXIIM YCTUPYBUYWIMK (AOJUIMKHU KypcaTau. TabKuaiaml Kepakkw,
TapKUOWIa aCUMMETPUK YIJIEPOJ aToMU cakjgaran Owpukma (17) 3 xwmn
koHueHTpamusaa (0,01%, 0,001%, 0,0001%) xam Hazopatrra HUCOATaH FOKOPUPOK
YCTUPYBUMIHK (DAOITMKHU HAMOEH KHJIJIH.

Muxkpobnapea kapuu gaonnueu. CUHTE3 KWIMHTAaH OMpUKMaNapHUHT - 1,2,
45, 7-12, 14-16, 17, 29, 32, 34, 36 Oem xun rpammycOaT Ba rpammaHuii
Oaktepust Ba 3aMOypyr mrTammiapura: S. aureus ATCC 25923/004134; E. coli
ATCC 25922; Pseudomonas aeruginosa ATCC 27853/004135; Bacillus cereus
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24/003600; Candida albicans 7/003838 HucOaran ¢aouMKIapy TEKIIAPHIIH.
Hatmwxkana 3 Ta Oupukma- o-XJIOPMETUIUIAEH-2,3-TeTpaMeTHIICH-3,4- TUTUIPOXH-
Ha30MH-4-THOoH (32), yHUHT THapoxiopuan (34) Ba o-THIPOCEICHIIMETHIIAICH-
2,3-TeTpaMeTuiieH-3,4- TuruIpOXUHA30IMH-4-THOH (36) KEHT Joupaaaru
MUKpoOIapra Kapmu (aoJUTMKKa STalurd aHUuKJIaHAd. MUHUMaNT HHTHOHMpIIall
koureHrpanusicu (MUK) natmxkamapu sur ¢daon 3 ta Ompukma (32, 34, 36)
opacujia dHT UCTUKOOIUTHCH 32-0upukma (1.25 Mr/mit) sKaHIUTUHE KYpCaTIu.

IIyHWHTACK, CHHTE3 KHJIMHIAH SHIH THApPa3OHIapHUHT (42-55) yu xwmi
HaToreH MUKpOOpraHu3miiapra — MKKU xui Oaktepus (Staphylococcus aureus Ba
Escherichia coli), xamma oOutra 3amOypyr (Candida albicans) mrrammiapura
HucOaTaH MUKpoOapra Kapiu GaoUTMKIApU YpraHwiau. TeKImmpuiran akcapust
MoJjanap CTaHJAapT IOpwiap — aMOUIUWUIMH Ba aMmdoTepuiud B ra HucOaran
ypraua aHTUMHUKPOO (PAOJUIMKHM HAMOEH Kuiaau. JIekuH, Mosekynacuaa S5-(4’-
HuTpodenmn)-pypan-2-un ¢parmentu caxyiaran xocwia (52) Candida albicans
3aMOypyfu IITaMmiiapura HucOaTtaH OKopu (GyHTHIMA (DAOIUIMKHU KYpcaTiu,
MUPHINH-4-U1 (pparMeHTH CaKJIOBYM XHMHA30JuH Xocwiacu (55) Staphylococcus
aureus OaxkTepusiCH ITaMMUTa HUcOAaTaH SXIIU (MHTUOMpIANI 30HACH=15 MM)
daomnmuk Hamo€H K. Hatuxanap 5-(4’-autpodenmn)-dpypan-2-un pparmeHTH
cakyaran xuHazoiauH xocuiacu (52) Candida albicans 3amOypyru mrammiapura
CTaHAApT JOpU — AMIMIWUIMH OWJIaH Oup Xuil IOKOpH (PAOJUIMKHA HaMOEH
KWWY aHUKIJIAHIH.

TagkukoTIapuMu3 maBoMuaa 2,3-MOJTUMETHIICH-3,4- TUTUIPOXUHA3Z0INH-4-
tHonnap (4-6), 2,3-tpumerniicH-3,4-TUrUAPOXUHA3O0JIUHHUHAT (JI€30KCUTICTaHNH )
THApPOXJOpHI  Ba  2,3-TpuMeTwieH-3,4-auruapoxuHa3oinna-4-onauar (1)
(T€30KCUBA3UIIMHOH)  TUAPOXJIOPHIJIAPUHN  WHCEKTUIMIINK  (paoymuruau
CTaHAApT BOCHTAa— MMHJIAKJIONPHUATa HUCOATaH aHWKJIAHAW. byH/Ia aHWKIaHIWKH,
OMpUKMaJTapHUHT WHCEKTUIMIMK (AOUIUTH CTaHAapTra HHUCOATaH TMacTPOK
Oyncana, JiekuH 4-xojiaThaa KapOOHWJI TypyXu TyTraH (XWHa30JMH-4-0Hap),
BOJOPOJl aTOMHU cakJjaraH (XMHA30JIMHJAp) Ba THOKapOOHWI TypyXH TYyTraH
Mojytanap (XuHa30IMH-4-THOHIAp, 4-6) KaTopuaa (GaoUTMKHU OIIKUO OOPHIIUHH,
IIYHUHTJEK Tuoamumuap (4-6) karopuaa Xam METHIICH TYpyXJjiapu COHHM OIIHO
Ooopuiin OuiaH YJIapHUHT OHOJOTHK (AOJUIUTH Ky4alMIIMHM Ky3aTUIIUMU3
MyMKHH. Maszkyp romosiormk Karopaa, aWHukca 5 (30+0,2) Ba 6 (33%0,9)
Moanmanap | MKI/MJ KOHIIEHTpalusaga Xykaipa VCHUIIMHU  HWMHJIAKJIONPHUAra
(51+0,6) nucbatan 59% Ba 65% wuHrHOMpIamK Ky3aTWiau. YOy HaTHKajiap,
Ma3Kyp JAWccepTanus ydyH OOBEKT cudaruaa TaHIAHTaH TPUIMKIUK 2,3-
NOJIMMETUJIEH-3,4- TUTUIPOXUHAZ0INH-4-THOHJIADHUHT HadakaT KUMEBUIM HYyKTau-
HazapjaH, OaJKu OHMOJIOTMK >XUXATJaH XaM KaTTa axaMHUsATra 3ra JKaHJIUTHHH
kypcatau. IIyHWHT ydYyH, TPUIMKIMK XWHA30JIMH-4-THOHJIAp KaToOpHIa
noTeHIMan Ouosioruk ¢daon Mojamajgap U3Jall HCTUKOOJUIM  SKaHJIUTHUHU
OmIMpaIn.

JluccepTalisITHUHT  YYHHYH 000maa taxpubaBuil KucM, (oiimamaHwirad
peakTuBiap TaBcupu OepwiTaH, TAAKUKOT Xamja KUMEBHM Y3rapuILIapHU OJIHO
oopui ycayOu KeITHPUITaH.
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XVJIOCAJIAP

Nnk ©6op 2,3-Tpu-, -TeTpameTuieH-3,4-TuruapoxXuHa30InH-4-THOHIAPHUHT
anekTpodusl Ba HykJIeopusJ peareHTIap OWIaH peaklMsUIapd CUCTEMATHUK
Tap3ga onub OopwiauM Ba >Kapa€Hiapra TabCUP ATYBUM acOCH OMUILIAp
KypcaTtud Oepuiiu.

2,3-Tpu-, -TerpaMeTwicH-3,4-TUTHIPOXHUHA30JUH-4-0H Ba -THOHJIAPHHUHT
apoMaTUK anpJeruaiap OuiaH MWIIKOPUH Ba KUCJIOTATUd MYXUTIArud
peakuMsuIapu  HaTW)XKacuJa O-apuiuieH- €K o-apuil-, -THAPOKCUMETHJI-
XOCHJIAJIAPHU MPENapaTHB OJIUII YCYJUIApH UIIA0 YHKUIIIH.

2,3-Tpu-, -TeTpameTuicH-3,4-UruApOXuHA30JIUH-4-THOHIAPHUHT HUTPOJIAII
Ba (opMWUIAll peaKIusIapu XWHA30JIMH-4-OHNapaaH ¢apKiu paBullja,
TUOKApOOHUJI TYPYXHHUHI KapOOHMJI TypyXurada OKCHJJIAHUIIU Ba €HOJ
MIAKJIIard U30MEp MaxCyJoT - O-THAPOKCUMETUIUEH-2,3-TeTpaMeTusieH-3,4-
JTUTHJIPOXHUHA30JUH-4-THOH XOCHJI OYIIUIIN KYpcaTuO YTUIIIH.
2,3-Tpumerunen-3,4-TUrupOXUHA30INH-4-THOHHUHT MOJIEKYJIsIp Opom Omiian
TabCUPJIALIUIIN MOC XUHA30JIMH-4-0HJIap CUHTapH MepOpOMHUJT XOCUIT OYITUIIIH
Owitan OopuiM aHuKiIaHrad. [lepOpoMugHUHT Oab3u KUMEBHMM y3rapuuuiapu
Vpraumwiud Opomyi KOMIUIEKC, THAPOOPOMHIJIAp OJIMHTaH Ba OpomuH
KOMITIEKCHUHT NO TypHJIard KOMIUICKCIapra MaHCYOJIUTH KypcaTnOd Oepriiay.
Nnk 6op a-ruapoxkcuMeTunuaeH-2,3-reTpaMeTuieH-3,4- TuruapoxXxnHa30IuH-4-
THOHHUHT THOHWJIXJIOpU] OWJIaH TahCUPHJIAH OJIMHTAH O-XJIOPMETHIIUEH-2,3-
TeTpaMeTHICH-3,4-TUTUIPOXUHA30JMH-4-THOHHU HATPUH THAPOCEIICHN]T OnIaH
peaKknMsiCM  HaTW)Kacuaa  TapkuOuWga  CceleH  aTOMU  CakKJIOBYH  Ol-
TUAPOCEICHIIIMETUITNACH-2, 3-TeTpaMeTHIICH-3,4- TUTUAPOXUHA30JIUH-4-THOH
CUHTE3 KWJIMH/IN Ba YHU CEJICKTUB aKIJIIAII XaM/a alfiiuIall yCyJulapy TaBCHSI
KVJTAHTH.

2,3-Tpu-, -terpameruneH-3,4-TUrHAPOXUHAZ0INH-4-THOHIADHUHT THIPA3UH
rUApaT OujaaH peakuusIcuaaH WIK 0Op TEruiuiv THAPA30HIap XOCHJI OYIUIIN
KypcaTu® OepuiiraH, peakius MIapoOUTIIapu MYKOOWJIIAIITHPUITAH Ba MYyXHUM
cuarornap - (E)-4-ruapasono-2,3-tpu-, -TeTpameTuieH-3,4-TUruapoxuHa-
30JIMHJIAp CUHTE3 KWIMIITHUHT STHTH YCYJIA TaBCHsI TUIIIH.
4-T'uapa3zoHO-XOCUJIAIAPHUHAT Typiau KapOOHWJ OupuKkMaiiap OWiaH TabCUpU
HATWXKACUJa SIHTU TETEPOIUKINK OWpHKMamap CUHTE3UJa WCTUKOOJITN
OwauHT-070K OYNMMO XM3MaT KWIyBYM THUIPA30HIAp OJIMIIHUHT caMapayid
yCyJIIapu uiiad YuKuiIf.

Nnk 6op onub OGopwiraH u3naHuluiap HaTWxacuga 42 ta sHru OMpUKMaap
CUHTE3 KWJIMHTaH Xamja yJiap opacuaa YCTUPYBUMIMK Ba MUKpoOIapra Kapiiu
I0KOpH (paouTHK KYpcaTyBUn MoaIaiap OOPJIMTH TacAHKIaH IH.
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BBEJAEHMUE (anHoTanus gucceprauuu 1okropa puinocodpuu (PhD))

AKTYaJIbHOCTb M BOCTPeOOBAHHOCTHL TeMbl auccepramum. B mupe
OPUPOJIHBIE W CHHTETUYECKUE TETEPOLMKINYECKUE COEAUHEHUS SBISIOTCS
OCHOBOM TIpenapaToB, NPUMEHAEMBIX B pa3JIMYHBIX OTPaCisX HAPOIHOIO
x03sicTBa. OTHUM U3 HUX SBISIOTCA XWUHA30JIMHOBBIE AJTKAJIIOUIbI, X AHAJIOTU U
POU3BOJIHbIC. AHAIM3 JIMTEPATYPHBIX JIAHHBIX OIYOJMKOBAaHHBIX B IMOCJEIHUE
roibl TMO3BOJSET MOJlaraTh, 4YTO B PALYy TETEPOLMKINYECKUX COEOUHEHHUI,
COJIepKalINX XHHA30JMHOBOE KOJBIIO HAOMIOJAETCsl YBEIUYECHHE KOJIMYECTBa
(apMaKOIOTHUECKH AKTUBHBIX BEIIECTB.

B Hacrosimee BpemMss B MHUpPE OMNpENEICHHE BIUSHUNA KapOOHWIBHOH U
THUOKApPOOHWJIBHOM TpyNN XWHA30JMHOBBIX AJNKAJIOWAOB, HX AaHAJIOIOB U
MPOU3BOJIHBIX HA HAMPABJICHUE PEAKIUH, UICHTUPUKAIUS CTPYKTYPhI MPOTYKTOB
peakuuii MX C JJIEKTPOQUIBHBIMU W  HYKICOQUIbHBIMU  pEareHTaMu,
I[eJICHANPABICHHBI  CHHTE3 TMEpPCIEeKTUBHBIX COEJUHEHUNW U  paszpaboTka
OMOJIOTUYECKH AaKTUBHBIX IMpENapaToB Ha HMX OCHOBE SBISIETCS AaKTyaJbHOM
3ajayeil. B Tom uumcne, OypHO pa3BuBaroTCS pabOThl MO MOJYYEHHUIO HOBBIX
POU3BOJHBIX  TPULUKIMYECKUX XWHA30JMH-4-OHOB HA OCHOBE METOJIOB
COBPEMEHHOI0 OPTraHWYECKOr0 CHHTE3a, OIpEJeICHUEe HX OHOJOTHYecKon
aKTUBHOCTEW U pa3paboTKa JIEKapCTBEHHBIX CPEJICTB.

B PecnyOnuke ocyiiecTBiaeHbl HIMPOKOMACIITAOHBIE MEPONPUSITUS, YACIASA
oco00€ BHHMMaHHUE pPA3BUTHUIO HAYYHO-HCCIIEAOBATEIbCKUX pPadOT B 00JacTu
CO3JaHUsl JIEKAPCTBEHHBIX MpEnapaToB M3 MECTHOTO PACTUTEIBHOIO ChIPbS H
00€CMeyeHNI0 HAMOHAIBHOTO (hapMalEeBTUYECKOIO pPbhIHKA OTEYECTBEHHBIMU
npenaparaMi M pa3pabOTaHHbIE MEPONPHUATHS, HAMPABICHHbIE HAa OpPraHU3aLUIO
MPOU3BOJCTBA KOHKYPEHTOCIOCOOHBIX MpEenaparoB M3 MECTHOTO ChIpbs U
OpraHMYEeCKOr0 CHHTE€3a HAYMHAIOT JaBaTh CYIIECTBEHHbIE pe3yJbTarbl. B
Crparerun AeUCTBUS TO JalibHEWIEMy pa3BUTHIO PecmyOnuku V36exucran’,
HAMEYEHBl 3314l 10 «Pa3BUTHIO (DApMaAlEBTUUECKOW MPOMBIIIICHHOCTH TIO0
00eCHeYeHNI0 HaceleHUs] KayeCTBEHHBIMU, O€30MACHBIMHM U JCIIEBbIMU
JIEKapCTBEHHBIMU cpelacTBaMu». [t pemieHus 3Tux 3agad oco0oe 3HAaueHHE
MMEET CHHTE€3 HOBBIX IPOU3BOJHBIX TPULUUKIMYECKHX  XHHA30JIMHOBBIX
AJIKaJIOUJI0B, UX THOAHAJIOTOB, IIPOBEICHNE HAIIPABIEHHOIO CUHTE3a, ONPEIEICHUE
OMOJOTMYECKON aKTUBHOCTH IOJIyYEHHBIX BEIIECTB M MOJIYYEHHE Ha UX OCHOBE
JIEKapCTBEHHBIX MPENapaToB.

JlaHHO€ JuCCEPTAlMOHHOE HCCIEIOBAaHUE B ONPEACICHHOW CTEIEHU
HAapaBJIEHO HA BBINIOJHEHUWE 3a/1a4, 3aTpoHYTbIXx B Ykasze IIpesumenra
Pecnyonuku V36ekucran YII1-4947 «Crtpareruss aecTBuil 1o JanbHEHIIeMy
pazsututo PecnyOnuku Y30ekuctan» ot 7 ¢espans 2017 roma, u B
[Tocranosnenunu ot 14 maprta 2017 roma Ne TII1-2831 «O nonoJHUTENBHBIX MEpPaxX
M0 TOBBIMECHUIO 3(PPEKTUBHOCTH TPOEKTHBIX paboT B 0a30BBIX OTPaCisIX
SKOHOMHKWY», & TAKXKE JPYTUX HOPMATUBHO-TIPABOBBIX JOKYMEHTAaX, MPHUHSTHIX B
naHHOM cdepe.

' Vka3 Ilpesunenra PecnyOmuku V36ekucran 3a Ne VII-4947 ot 7 ¢espans «O crpareruu
NEHUCTBUI 10 JaJIbHEHIIeMy pa3BuTHIO PecriyOnuku Y30ekucTany.
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CooTBeTcTBHE MCCIEIOBAHUST € TNPHOPUTETHHIMH HANPaBJICHUAMH
pa3BuTUA HayKu U TexHoJorum PecnyOimku. JlaHHoe wuccienoBaHue
BBITIOJIHEHO B COOTBETCTBHU C IPUOPUTETHHIM HAIPABICHUEM Pa3BUTHUS HAYKU U
texHonoruii Pecriyonmuku VI. «Menuruna u dapmakosorus», VII. «Xumuueckas
TEXHOJIOTUSI U HAHOTEXHOJIOTHS».

Crenenb WM3y4YeHHOCTM mpoOJemMbl. lcciienoBaHUEe TPUIUKINYECKUX
XWHA30JIMHOBBIX ajkajionsioB Hadato 100 mer Hazan. IleneHanpaBieHHBIC
HCCIICIOBAHNSI HA OCHOBE ATHUX aJKAJIOMJOB BEAYTCS BO MHOTMX CTpaHax MHpa.
Psn 3apybexnsix yuensix — A.Saeed, K.-H. Lee, J. P. Michael, B. Mhaske, N.P.
Argade, D. Seidel, Atta-ur-Rahman, J. A. Lamberton, W. R. Bowman, M. V. Rao,
H. Fujioka, A. Kamal, K.L. Reddy, K. L. Dhar, M. Kurimoto, A. Cagir, 3.0.
Mynb, C.M. AIEKeHOB 3aHUMAIUCh CHHTE30M M MOAU(UKALMI pa3InYHBIX
MPOU3BOJIHBIX XWHA30JIMHA, UCCIEAOBAaHUEM HUX (PU3UKO-XHMHUYECKHUX CBOUCTB U
OMOJIOTUYECKOM AaKTUBHOCTU. B Hamedl pecnyOnuke B pa3BUTHE JIAaHHOTO
HanpaBjeHus BHecau Becomoil Bkian C.JO. FOnycoB, X.M. Ilaxunosaros, Y.III.
KanpipoB, M.B. Tenexeneukas, 2.0punos, H.JI. Abnymnaes, b.K. Dnmypanos,
T.C. Tynaranos, X.H. Xammmos, A. Upucbaes, b. Tamxomkaes, M.I". JleBkoBuy,
JI.LB. Monuaunos, I'.B. Mycaesa, H.11. Mykappamos, A.Ill. AGaypazakoB u Ap.
CBOMMU HCCJIEAOBAHUIMHU B pa3paOO0TKy CHHTE3a MPOU3BOJHBIX XUHA30JUHOB, UX
IIPOU3BOJIHBIX U UCCIIEOBAHUE UX CTPYKTYPHI U OMOJIOTHYECKON aKTUBHOCTH.

B nurepatrype nmnpuBeAeHB CBEACHUA IO CHUHTE3Y, MoAUPUKAIUUA U
OMOJIOTUYECKOW aKTUBHOCTU OW- M TPULIMKIMYECKUX XMHA30JMH-4-0OHOB, OJTHAKO
HET CBEACHHM IO CHHTE3Y M MCCJICAOBAHHWIO aKTUBHOCTH MX THOAHAJIOroB — 2,3-
TpH-, -TeTpaMeTuieH-3,4-IUTuapOXuHa30IuH-4-THOHOB. [loaTOMYy oOmpeneneHue
CPaBHUTENBHOW PEaKUMOHHON CIOCOOHOCTU KapOOHUIIbLHON M THOKapOOHWIbHOM
TPYNN B PEaKUUsiX C DJICKTPOPUIBLHBIMA U HYKJICOPUIBHBIMU peareHTaMu
OTKpPHIBA€T  BO3MOXXHOCTH  IIEJICHANIPABJIECHHOIO  CHHTE3a  IEpPCIEKTUBHBIX
OMOJIOTUYECKU aKTUBHBIX COCAMHEHUI.

CBsi3b JHUCCEPTALMOHHOIO HMCCJEIOBAHUS C TEMATHYECKHMM ILUIAHOM
HAYYHO-UCCJIEN0BATEJbCKNUX  pador.  JluccepTalMOHHOE  MCCJIEAOBaHUE
BHITIOJIHEHO B paMKax IJlJaHA Hay4YHO-UCCIeoBaTeNbckux pador HWMucTHTyTa
XUMUU pacTUTENbHBIX BemecTB 1o Teme A-10-151 «Pa3pabotka BbICOKO-
3¢ (PEKTUBHBIX CPENICTB IS JISUEHUS 3a00JI€BaHUN JKEITyTI0YHO-KUIIIEUHOTO TPAKTa
Ha OCHOBE MecTHOTO Chipbsi» (2006-2008 1T.).

Heabio ucciie0BaHus SBISETCS pa3padOTKa COCOOOB MOJYYEHUSI HOBBIX
NPOU3BOJHBIX  2,3-TpU-, -TE€TpaMeTHICH-3,4-TUTHIPOXUHA30INH-4-THOHOB, a
TaKXe ornpeieNIeHne UX (PU3NKO-XUMUYECKUX U OMOJIOTHYECKUX CBOMCTB.

3aga4m HcCJae0BAHUSA:

pa3paboTka  yCOBEpPIICHCTBOBAHHBIX METOJOB cuHTe3a 2,3-Tpu-, -
TEeTPaMETHICH-3,4-TUTHIPOXUHA30JINH-4-THOHOB U TIPOBEJICHWE WX HUTPOBAHHUE,
OopomupoBanue u popmunupoBanue peareHToM Bunbcmeiiepa-Xaaxa;

OCYIIECTBICHUE HYKICO(PUIHLHOTO 3aMEIICHUS O-THIPOKCUMETHUINICH-2,3-
TEeTpPaMETWICH-3,4-TUTHIPOXUHA30JIMH-4-THOHA C XJIOPUCTHIM THOHHIJIOM B
Pa3JIMYHBIX YCIOBUSIX;

CHUHTE3 O-THIPOCEICHUIMETUINICH-2,3-TeTpaMeTIIICH-3,4- TUTHIPOXUHA30-
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TUH-4-THOHA PEaAKITUEN O-XJIOPMETUIUACH-2,3-TeTpaMeTuiIeH-3,4- TMTHAPOXHUHA30-
JUH-4-THOHA  THUAPOCENICHWJIOM HaTpusi H  IPOBEJACHHE €ro  peakiuu
ATKUJIMPOBAHUS U allUIMPOBAHUS;

OCYIIIECTBJIICHUE KOHJeHcaluu 2,3-Tpu-, -TeTpaMeTuieH-3,4-TuruapoxuHa-
30JIMH-4-THOHOB C aJIbJICTHIAMH B KHCJION U IIETOYHON Ccpefiax;

CUHTE3 4-TUJIPa30HO MPOU3BOJHBIX B3aUMOJCHCTBUEM 2,3-TpH-, -TETpa-
METUJICH-3,4-TUTUIPOXUHA30INH-4-THOHOB THAPA3UH THUJIPATOM U HU3Y4YCHHUE
peakmii uX ¢ KapOOHUILHBIMHU COCTUHEHUSIMH;

MOWCK OWOJIOTUYECKH aKTHBHBIX BEIIECTB CPEIW CHHTE3UPOBAHHBIX
COCJIMHCHMH.

O0bekTamMu McCCJIeA0BaHUsL sBIAIOTCS 2,3-TpU-, -Te€TpamMeTHiIeH-3,4-
TUTHIPOXUHA30UH-4-0HbI, 2,3-TpH-, -TeTpaMEeTUJICH-3,4-TUTHAPOXHUHA30INH-4-
THOHBI, 3AMEIIICHHBIC XMHA30JIMHBI U MX HOBBIC MIPOU3BOTHEIC.

IIpeamerom mcciieoBaHMs SBISETCS CUHTE3 o-apuiuacH(bypdypuinieH-
2)-, o-apui-, -THAPOKCHMETHJI IPOU3BOIHBIX, MEPOPOMHUIOB, THAPOOPOMHJIOB,
OpOMHBIX KOMILIEKCOB, O-THIPOKCH-, -XJIOPMETHUIIUICH-, -
TUAPOCEIICHIIME TN ICH-2,3-TpH-, -TeTpaMeTHICH-3,4- TUTHAPOXUHA30JINH-4-
THOHOB, 4-TUJIPA30HO IMPOM3BOJIHBIX, MOJYUCHHBIE B3auMOeHCTBUEM 2,3-TpH-, -
TeTpaMeTHIICH-3,4- TUTUIPOXUHA30IMH-4-THOHOB, WX KHCJIOPOJHBIX aHAJIOTOB U
IIPOM3BOJIHBIX C AICKTPOGUIBHBIMUA U HYKJICO(MUIbHBIMA peareéHTaMHM, BBISBICHUE
uX QU3UKO-XUMHUUYECKUX ¥ OMOJIOTHYECKHUX CBOUCTB.

Metoabl uccaenoBanusi. TOHKHM opraHmyeckuit cunres, MK-, 'Hu B¥C
SAMP-criekTpockonusl, MaccC-CIIEKTPOMETPUS, PEHTICHOCTPYKTYPHBIM  aHaJuU3
(PCA), xpomatorpadpuss (TCX, xomoHOUHas) U OHOJIOTUYECKHE METOJbI
HCCJIEI0BaHMS.

HayuyHasi HOBH3HA HCCJIEIOBAHMS 3aKTFOYACTCS B CIICIYIOIIEM:

BIIEPBBIC OCYIIECTBICHBI peakiuu 2,3-TpH-, -TeTpaMeTHIIeH-3,4-Turuapo-
XUHA30JIMH-4-THOHOB C JJCKTPOPMIBbHBIMA U HYKICOPUIBHBIMH pEarcHTaMu W
oTmpeereHbl OCHOBHBIC (DAKTOPHI, BIUSIOIINE HA MPOTEKAHNE TTPOIIECCOB;

BBISBJICHO OOpa3oBaHUE O-apWIMACH- WIM O-apwil-, -THAPOKCUMETHII-
MIPOU3BOJIHBIX B peakmusax 2,3-Tpu-, -TeTpaMETHJICH-3,4-TUTruIpOXHHA30INH-4-
OHOB 1 -THOHOB C apPOMATHYCCKUMH ajIbJeruAaMU B IICIOYHON U KUCIION cpesiax B
3aBUCUMOCTH OT YCJIOBUN PEAKIIMU U CTPYKTYPHI aJIbJIETHIOB;

JI0OKa3aHO, YTO PEaKIUd HHUTpOBaHUA u GopmmimpoBanus 2,3-Tpu-, -
TeTpaMETHIICH-3,4- TUT U IPOXHUHA30IMH-4-THOHOB B OTJIMYHME OT XMHA30JIMH-4-0HOB
MPOTEKAET OKUCICHUEM THOKapOOHWIHHOU TPYMIBI A0 KapOOHUIBLHOW TPYNIBI U
oOpa3zoBaHUEM YCTOMYUBOMN €HOJIbHOM TayTOMEPHOM bopMbI- o-
TUAPOKCUMETHIINICH-2,3-TeTpaMeTuIeH-3,4- TMr I APOXUHA30JIUH-4-THOHA,;

BIIEPBBIC OCYIIIECTBJICH CHUHTE3 MEepOPOMUIOB M BaKHBIX CUHTOHOB - (E)-4-
TUIPA30HOXUHA30JIMHOB peakuuein 2,3-Tpu-, -TeTpameTuieH-3,4-
JTUTUAPOXUHA30JIMH-4-THOHOB C MOJIEKYJIIPHBIM OPOMOM M THJIPA3HH THAPATOM;

BIIEPBBIC PEAKIMEH O-XJIOPMETHIHACH-TIPOU3BOJHOTO C THAPOCEICHUIOM
HaTpUs CUHTE3UPOBaH O-TUAPOCENCHUIMETUINICH-2,3-TeTpaMeTHIIeH-3,4-
JTUTUAPOXUHA30JIUH-4-THUOHA, COAEPKAILHNM aTOM CeJIeHa.
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IIpakTHyeckue pe3ybTaThl HCCJIAETOBAHUSA:
pazpaboranbl 3¢h(PEKTUBHBIE CHOCOOBI CHHTE3a O-apUiIHACH- U O-apui-, -

TUAPOKCUMETHIT IIPOU3BOJTHBIX 3 2,3-TpH-, -TeTpameTuieH-3,4-
JTUTHIPOXHUHA30JIMH-4-THOHOB,;
pa3paboTaHbl HOBBIE METOJbI MOJYYCHHS BaKHBIX CHHTOHOB - (E)-4-

TUAPa30HO0-2,3-TPH-, TETPAMETHICH-3,4- TUTUIPOXUHA30JIUHOB;

oOHapyxeH 3(Q(EeKTUBHBIM CIIOCOO MOJYYEHUSI PEaKIMOHHOCIIOCOOHOTO O-
TUAPOKCUMETHIINICH-2,3-TeTpaMeThIeH-3,4- TUTUAPOXMHA30IHH-4-THOHA;

pa3paboTaHbl METOJIbI CHHTE3a THUAPA30HOB, KOTOPHIC SIBISIOTCS BaKHBIMH
OWITUHT-0JIOKaMU TS TTOTYYEHHUST HOBBIX TETEPOIUKINIECKUX COCTMHECHUN;

B  pe3ylbTaTe TPOBEICHHBIX HWCCJICIOBAHMA  BBISIBICHBI  BEIECTBA,
00J1a1at0IIMe POCTOCTUMYIUPYIOIIEH U TPOTUBOMUKPOOHOU aKTUBHOCTSAMU;

JlocTOBEpHOCTH pe3yJibTaToOB HCCJIeI0BAHMS. [Tory4ueHHBIC
AKCIIEPUMEHTAJIbHbIE  JaHHbIE TMOJTBEPXKJACHHl COBPEMEHHBIMH  METOJaMU
ucciaenoBannsa Ha ocHoBe: UK-, 'H u BC SIMP-cniekTpockonuu, Macc-
CHEKTPOMETPUH, PEHTTeHOCTpYKTypHOTO aHanu3a (PCA), xpomarorpaduueckumu
metonamu (TCX, koloHOUHAs ), OMOTOTUYECKUMH METOJIaMU U JIP.

Hayuynass M npakTuyeckasi 3HAYMMOCTH Pe3yJIbTATOB MCCJIEI0BAHUS.
Haydnast 3HauMMOCTh pe3yJbTaTOB HCCJIEAOBAHHUS COCTOUT B HCIOJIb30BaHUU
CHUCTeMAaTUYCCKUX peakiui 2,3-Tpu-, -TeTpaMeTHICH-3,4-TUruIpoXuHa30IuH-4-
THOHOB C OJJIEKTPOOWIBHBIMH ¥ HYKICODUIHLHBIMH pEarcHTaMH, BBISBICHUC
OCHOBHBIX ()aKTOPOB, BIIUSIOIINE HA POTCKAHNE PEAKITUN.

[IpakTrueckass 3HAYUMOCTh PE3YNbTATOB HCCIECIOBAHUM COCTOUT B
BBISIBJICHUHM  BEIIECTB C  POCTOCTUMYJIHPYIONIEH W MPOTHBOMHKPOOHOM
AKTUBHOCTBIO CPEM CHUHTE3MPOBAHHBIX COEAMHEHMH, pa3paboTke 3()pPEeKTUBHBIX
CIIOCOOOB TOYYEHUS O-apWIUACH-, O-apujl-, -THIPOKCUMETHI-TIPOU3BOIHBIX,
nepOpOMHUIOB, O-THAPOKCH-, OL-XJIOP-, OL-THAPOCEIICHUIMETUINACH-2,3-TpU-, -
TeTpaMeTuiIeH-3,4- TMTUAPOXNHAZO0INH-4-THOHOB 151 (E)-4-runpazoHno-
XMHA30JIMHOB, HOBBIX THPA30HOB B PsTy HECHMMETPUYHBIX a3MHOB. B pe3ynbrare
UCCJICIOBAHUIM CHUHTE3UPOBAHBI 52 COeNUHEHUM, 42 U3 HUX SBIISIOTCS HOBBIMH.

Bueapenne pe3yabTaToB HcciaenoBanus. Ha ocCHOBe HayYHBIX PEe3yJIbTATOB,
MOJIYYCHHBIX TI0 M3y4YeHHUI0 A(PPEKTUBHBIX CMOCOOOB CHHTE3a M MOJU(DUKAIIUU
TPUITUKINIECKUX XUHA30JIMH-4-0HOB U —THOHOB, a TAKKE UX MTPOU3BOIHBIX:

pe3yabTaThl PEHTTCHOCTPYKTYPHOTO aHajm3a 6-(4-uurpodbensuinacH)-6,7,8,9-
terparuapo-11H-mupumno[2,1-b]xurazomn-11-Trona, 6,7,8,9-rerparuapo-11H-
nupuao|2,1-b]xunazonua-11-THOHS, 6,7,8,9,10,12-rexcaruapoasenuno|2,1-
b]xunazonuu-12-TroHa, 2,3-muruaponupposo|2,1-b]xunazonmun-9(1H)-tnona, 9-
ruapasuHo-1,2,3,9-rerparuaponuppoio[2,1-b|xuHa3onuHa BKIOYEHBI B 0azy
kpuctawiorpadpuyecknx nmaHHbix  KemOpumka (The Cambridge Structural
Database, CCDC, 1402646, 1482606, 1482607, 886969, 1819031). B pe3yiabTare
BKJIFOUEHHBbIE B 023y HOBbIE BEIIECTBA JIaJI BO3MOXKHOCTh MX MCIOJIb30BaHUS MPHU
JI0Ka3aTeNIbCTBE CTPYKTYP aHAJIOTUYECKUX COEIMHEHUN;

CIIOCOOBI TIOYYEHUS W PEAKIUd XWHA30JIMH-4-THOHOB WCIOJIB30BaHBI B
npoekre 31110103908 (cmpaBka CHHIBBIHCKOTO TEXHUYECKOTO HMHCTUTYTA
¢msukn u xumun, KHP). B pesynprare pa3paboTaHbl METOABI BBEACHUS
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THOKApOOHUIILHON TPYIIBI B MOJIEKYJbI HOBBIX CHHTETUYECKUX COCAMHCHHA W
BBISIBJICHO YBEJTMYEHUE MPOTUBOMUKPOOHBIX CBOMCTB CUHTE3UPOBAHHBIX BEILIECTB

METO/Ibl TIOJIYY€HHsSI HOBBIX MPUPOJHBIX BEIIECTB M HMX CHHTETUYECKUX
aHAJIOrOB M3JIOKEHbI B y4eOHUKE JJisi BY30B [0 HANPABJICHUI0 XHUMHYECKOTO
oOyuenus «brooprannueckas XuMus» (CBHICTEIBCTBO moa HoMmepoM 392-18). B
pe3ynbTaTe B Ipoliecce OOy4eHHs] ObLJIO JIOCTUTHYTO YJy4YLIEHUE COACpKaHUs
3aHATHH, MOBbIIIEHUE YPHEKTUBHOCTH MPENOAaBaHUs IPU 00yUEHUH MTPEIMETA;

pe3ynbTatel  MoAuduKauii  2,3-moJuMeTusIeH-3,4- TUTUAPOXTHA30IHH-4-
OHOB WCIIOJIb30BAaHbI JJII CHHTE3a HOBBIX MPOU3BOJHBIX QJIKAJIOUAOB U
OMOJIOTHMYECKH aKTHUBHBIX BEUIECTB B (PyHIaMEHTANbHBIX MpoekTax DA-D3-T047
«TeopeTndyeckue OCHOBBI CO3JaHUSI HOBOTO METO/Aa OOpa3oBaHHs YIICPOA -
YIJIEPOJHOM CBSI3M B PSIAY AIKAJIOUIOB M UX CUHTETHYECKUX aHATIOrOB» U DA-D7-
T207 «TeopeTnuecknue acmeKThl CO3JAaHUS ACUMMETPUYECKOTO IIEHTpa B
MOJIEKYyJIaX OMOJIOTMYECKH aKTHUBHBIX T'€TEPOIMKINYECKUX COCTMHEHHI» (CIpaBKa
4/1255-1330 Akanemuun Hayk PecnyOnmuku Y30ekucran ot 22 mas 2018 roma). B
pe3yibTaTe BBISBIEHBI BO3MOXHOCTH pa3paboTku 3(PGEeKTUBHBIX CIIOCOO0OB
oOpazoBanusi HoBoil C-C cBSI3M M aCUMMETPUYECKOr0 aToMa yrjiepoaa B
MOJIEKYJIaX OMOJIOTHYECKH aKTUBHBIX T€TEPOIUKINYECKUX COCTUHEHUN;

CIOCOOBI CHHTE3a XWHA30JMH-4-THOHOB HCIIOJIB30BaHbI MpH pa3paboTke
HOBOTO AaHTUTEJIbMHUHTHOTO Ipenapata B mpukiagHoMm mnpoekre KA-9-002
«Co3manne BhICOKOA((HEKTUBHOTO OTEUECTBEHHOTO aHTUTEIIbBMUHTHOTO Tpenapara
XWHa30J1a ¥ KOPMOBOTO KOHIIeHTpaTa ['occumnpena st IpUMEHEHHUSI B CEIbCKOM
XO3SICTBE, JKMBOTHOBOACTBE M mHTHIEBOACTBe» (cmpaBka DPTA-02-11/1319
AreHTCcTBa Hayku W TexHosioruu oT 18 nmexabpsi 2017 roma). B pesynbrare
pa3paboTaHHbIe CMOCOOBI THOHUPOBAHUS TMO3BOJIMJIM CHUHTE3UPOBATH HOBBIX U
BBICOKO3()()EKTHUBHBIX THOAHAJIOTOB MpenapaTa XuHa3o01;

Anpolauusi pe3yJbTATOB HCCIAeA0BAaHUA. Pe3ylnbTaThl HCCIEAOBaHUSA
OBLITM JIOJIOKEHBI M OOCYXKJIeHbI Ha 14 Hay4YHO-TIPaKTUYECKUX KOH(EepeHUHUsIx, B
TOM YHKCIie Ha 9 MEKIYHAPOJHBIX U 5 peCIyOIMKAHCKHX.

Ony0JuKOBAHHOCTH Pe3yJbTaTOB HcciaenoBanus. [lo Teme nuccepranuu
OIy0JIMKOBaHO Bcero 23 HayuyHbIX padoT, U3 HUX 9 HaAy4YHBIX CTaTei, B TOM YHCIIe
4 B pecryOJIMKAaHCKUX M S B MEXKIyHAPOIHBIX JKypHAJIaX, peKOMEHIOBAHHBIX IS
MyOJIMKAIIM OCHOBHBIX HAYYHBIX PE3yJIbTaTOB JUCCEPTAIMH AOKTOpa (riocodpuu
(PhD) Beicmieit arTecraiimonHoi komuccueit Pecriy0Oiunku Y30ekucTas.

Crpykrypa u o0beM auccepranuu. CTpykTypa JUCCEPTALMM COCTOUT U3
BBEJICHUS, TpPEeX TJaB, 3aKIIOYCHHUS, CIHCKA HCIOJIb30BAHHON IUTEPATyphl U
npuinoxenus. O0wveM auccepranuu coctapisieT 118 crpanui.

OCHOBHOE COAEPXAHHUE JUCCEPTALIMHU
Bo BBemeHuM OO0OOCHOBBIBaeTCS AaKTyalbHOCTh UM BOCTPEOOBAHHOCTD
IIPOBEJICHHOTO0 MCCIECAOBAaHUs, LEIb U 3aJa4d UCCIEHOBAaHUs, XapaKTEPU3YIOTCS
OOBEKT M MpeaMET, MOKa3aHO COOTBETCTBUE MCCIEIOBAHUSA IPUOPUTETHBIM
HAIPABIICHUSAM Pa3BUTHUS HAYKH U TEXHOJOTHi PecryOnmku, nznaraiorcst HayyHas
HOBH3HA Y NPAKTUYECKUE PE3YJIbTAThl MCCIECIOBAHMS, PACKPBIBAIOTCS HAy4YHAsl U
IIPAKTUYECKAsl 3HAYUMOCTh IOJIYYEHHBIX PE3YyJbTAaTOB, BHEAPEHUE B IPAKTUKY
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PE3yNbTATOB MCCIICIOBAHUS, CBEJICHUS 10 OMMyOJIMKOBAHHBIM pab0TaM B CTPYKTYpe
JVICCEepPTAITHH.

B mepBoii r1maBe nuccepranud «XHMHSI THPUMHAAHTHOHOB M HX
KOHJIEHCHPOBAHHBIX  AHAJOrOB»  W3JIOKEHBI  PE3YJbTAaThl  MPOBEAEHHBIX
UCCIICJIOBAaHUA W3 WHOCTPAaHHOW ¥ OTEYECTBEHHOW muTepaTyphl. JlaHHBIC
OOBEIMHEHBI W CIIeJIaHbl HayYHBIC BBIBOJBI, & TAK)KE Ha OCHOBE aHaIW3a JaHHBIX
JUTEpaTyphl  OMpEeACNIeHbl  IeNMH, 3a7add, aKTyaJlbHOCTh H  BaXXHOCTb
JUCCEePTALIMOHHON PaOOTHI.

Bropas tmaBa muccepTanuu TOCBSIEHa «XHMMHYECKHM MNpeBpalieHus M
2,3-Tpu,  -TeTpaMeTHJieH-3,4-TUruAPOXUHA30JIUH-4-THOHOB». B rmaBe
IIPE/ICTABICHbI PE3yIbTATH COOCTBEHHBIX HCCICIOBAHMIA. >

Cunmes u 83aumooeticmsue 2,3-mpu-, -mempamemuien-3,4-
OUSUOPOXUHAZ0IUH-4-MUOHOG C HUMPYIOUel CMEChIO

Hcxons w3 menu W 3a7a4 HUCCIEJIOBaHMS, CHUHTE3UPOBAHBI OOBEKTHI
UcClIeoOBaHu - 2,3-Tpu-, -TeTpa-, NEHTAMETHJICH-3,4-TUTruIpOXUHA30INH-4-
THOHBI (4-6) KUIITYCHHEM SKBUMOJIIPHBIX KOJIMYECTB KUCIOPOIHBIX aHAJIOTOB UX -
2,3-Tpu-, -TeTpa-, -MEeHTaMeTHIeH-3,4-muruapoxuHa3onui-4-oaos  (1-3) wu
nenracyabpuna pochopa (P,Ss) B M-KCHIIOIE B TCUCHUH 3 U; TIPU 3TOM BBIXOJIbI
poaykToB cocTaBistor /0-72%. Beixon coequnenus 5 B nupuaune (kumsuenue 4
4) coctaBisieT 83%. Ha puc.l mpuBeneHa cTpykTypa COeIMHEHUs D B KpUCTaJLIE.
N3BectHO, uTO 2,3-TpH-, -TETpa-, -MICHTAMETWICH-3,4-TUTUIPOXUHAZOINH-4-0HBI
(1-3) B3aumoperictByror ¢ HuTpyromei cmeceto (HC, HNO;+H,SO,;) B
OTHOCHTENIbHO MSTkux ychoBusx (-5°-0°C) ¢ oOpa3oBaHmeM 6-HHTPO-
npon3BoAHBIX. C Ienpl0 TPUMEHEHUs 3ToW peakmuu kK 2,3-Tpu-, -TeTpa-, -
neHTaMeTHiIeH-3,4- TUrupoXuHa30auH-4-TnonaM  (4-6) w cuHTe3a 6-HUTpO-
MPOM3BOIHKX (A), HaMH HM3y4ye€HO HUTPOBAHHWE OTHX THOHOB C HHUTPYIOIICH
CMECBIO; ITPH 3TOM OOHAPYKEHO, YTO TPHIIMKINYCCKHE XUHA30JUH-4-THOHBI (4-6)
B OTJIMYHE WX KUCIOPOIHBIX aHaaoroB (1-3) He 0Opa3yroT 6-HUTPOIPOU3BOIHBIC
(A), T.e. BMeCTO 3JIEKTPO(GHILHOTO 3aMEIICHUS B 6-OM TOJ0XECHUU MPOUCXOIUT
OKHCJICHUE THUOKApOOHUIILHOW Tpynmbl A0 KapOoHWiIbHOW Tpynmbl. Cremyer
NOTYEPKHYTh, YTO NPOAYKThI oOkuciaeHus (1-3) oOpasyroTcss modTH ¢
KOJIM4eCTBeHHBIMHU BbIxoaamu (95-98%):

(0] S
O,N
N P2Ss N HC 2 N
1w 22 L 1 1D
N HC N N
1,n=1;2,n=2; 3, n=3 4,n=1; 5, n=2; 6, n=3 A, n=1-3

Puc.1
DTO N0Ka3bIBACT, YTO PEAKIIMU TPUIIUKIMUYSCKUX XMHA30IMH-4-THOHOB (4-6) ¢
HUTPYIOLIEH CMECHIO UIET B APYTrOM HANPaBJICHUU.

2Aemop evipascaem UCKpeHHIOlo 61a200apHOCIb 34 HAYUHOE COOICMEUe 21a8HO0
HayuyHoz2o compyonuka Hucmumyma xumuu pacmumenvnvix eewecmé AH PY3 ooxmopa
xumuueckux Hayk u npogeccopa X.M. I[llaxuoosmosa (1941-2015 22.) npu evinonnenuu
ouccepmayuoHHoU pabomai.
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Konoencayus 2,3-mpu-, -mempamemunen-3,4-oucuopoxurazonun-4-muonos c
anvoecuoamu

KonneHncarus TpUIUKIMYECKUX XHHA30JUH-4-OHOB U HX TPOU3BOIHBIX C
aJbJCTUAaMHU TPOBEJICHBl B KHCJIOW, IIEJIOYHOM M HEWTpajdbHOW cpenax, 0e3
pPacTBOPUTENIA, a TAKXKE B PACTBOPUTEIIAX C PA3IMUYHON TMOJSIPHOCTHIO; TIPU 3TOM
BBISIBJICHO, YTO PEAKIMSA UJET C YYaCTHEM O.-METHUJICHOBOM TI'PYIIIBI CyOCTpaTOB U
00pa3yroTCsS COOTBETCTBYIOIIUE O-apWIHACH- WIH O-(apwil-, -TUIPOKCHUMETHI)-
npou3BoAHbIe. Kpome TOro, mMokazaHo, YTO THUI O0Opa3yIIMUXCS MPOIYKTOB
CWJIBHO 3aBHCHT OT CTPYKTYphl cyOcTpaTa W ajbAeThia, TeMIepaTyphl H
MIPOJIOJKATENBLHOCTH peakiuu. C Lenaplo NPUMEHEHHs 3TOM peakuuu s 4,5 Hamu
OCYIIIECTBJICHO B3aMMOJICHCTBHE THOHOB C Pa3IMYHBIMH ajbAeruaaMu. Peakiuu
MIPOBEICHBl HATrpeBaHWEM DSKBUMOJISIPHBIX KOJUYECTB 2,3-TpH-, -TETpaMETHJICH-
3,4-muruapoxuHa3oaH-4-THOHOB (4, 5) W anpAeTHUIOB B JICHSHONW YKCYCHOM
KHCJIOTe B TeYeHHE 2-4 4acoB W MOJydeHbI o-apuinacH(pypdypunuaeH-2)-2,3-
TpHU-, -TeTpaMeTHIICH-3,4-TUruapOXuHa30IuH-4-TroHbl (7-16) (Tabmuua 1). [pu
STOM He OBUIH BBIAEICHBI IPOMEKYTOUHBIE TPOAYKTHI (B):

My3 —
(1y3) 7-11, n=1 HCR

12-16, n=2

S S S =\
N RCHO N N -
_ On ———— _ On | —» _ (P)n
CH,;COOH -H,0
N 3 N . OH N \
B
H g

Puc.2

Jannsie "H SIMP-criektpoB® coenuHennii 7-16 1MOKa3HIBAIOT, YTO CHUIHAIBI
apoMaTH4eCcKuX NOpoTOHOB  H-5,  pacronokeHHbIX B  NEPU-TIOIOKEHUU
OTHOCUTEJIBHO THOKAPOOHUJIBHON TPYIIIbI, MPOSBISIIOTCA B ciaadbom moje (8.3-
8.7M.1), 4eM TaKOBBI€ JIJII COOTBETCTBYIOIIMX XWHA30JUH-4-0HOB (8.0-8.2Mm.1.).
Curnan nporoHa H-6 mposiBnsieTcss B OTHOCUTENbHO CcHiIbHOM moje (7.32-7.46
M.J1.), curHaNbI mpoToHoB H-7 — mpu 7.57 - 7.79 m.x., curnansl npotonoB H-8 —
npu 7.36-7.68 wm.n. OnedpunoBbiii npoton (=CH-) umeeT amauibHOE CIHH-
cruHOBOe B3ammoJeiicTBue ¢ nporoHamu [B-CH, (J=2.5-2.9 I'm). Kpowme Toro,
MYJIBTHIUICTHBIN curHan TnipoToHoB [-CH, mnpuobGperaer ¢opmy Tpuruiera
nyoneroB (7, 8, 10, 11) ¢ nmanmbHeit koHcTanToM (J=2.5-2.9 I'm) ¢ mporoHamu
rpynnupoBku =CHAr(Het) B o6nactu 3.21-3.30 M.1., a curaansl npotoHoB y-CH,
HaOII0AA0TCSA B BUJIE TPUILIETOB B obsactu 4.37 — 4.5 m.a. OTCyTCTBHE CUTHANA
MIPOTOHOB O-METUJIEHOBOW rpymnmnbl npu 3.25 m.a. (2H, tpumner), mposiBieHue
IPOTOHOB [- W 7Y-METHJICHOBBIX TPYII B BHJE TPUILICTOB MOATBEPKIACT
NpOTEKaHUE KOHJEHCAIMH M0 0-YTIepoAHOMY aTtomy. [IpoTekaHue peakiuu 1o
ATOMY HaANPaBJICHUIO OKOHYATEIBHO J0Ka3aHo ¢ moMolnbto PCA Ha npumepe o-(4-

3

Aemop bracooapum compyoruxos rabopamopuu « PQusuueckue Memoowvl UCCIEO08AHUA» BO
enage 8.1.c., npog. H.J[. AbOynnaesa 3a okazanuyo NOMowb npu u3y4eHuu CneKmpaibHbiX
Xapakmepucmux CUHMe3upOBaAHHbIX COCOUHEHULL.
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HUTPO)OEH3WINACH-2,3-TeTpaMeTuiieH-3,4- TUTUAPOXUHAZ0INH-4-THOHA (15)

(Puc.2).
Tabmuma 1
DU3HUKO-XMMUYECKUE XapaKTEPUCTUKH o-apuinaeH(pypdypununen-2)-2,3-tpu-, -
TeTpaMeTUiICH-3,4- TUruApoX uHa30a1MH-4-THOHOB (7-16)

n/n | Ucxoauble coenqunenns | poaykr | Beixoa, | T.mia., | Rf (0en3on: Bpyrro-
peakuuu % °C METAHOJI= dpopmyina
5:1)
1 4 | Bensanpaernyg 7 48.3 214 0.89 C1sH14NLS
2 4 4-FI/II[pOKCI/I- 8 24.5 257- 0.52 C13H14N208
OeH3AIbIET U] 259
3 4 | 4-muMeTrIIaMHAHO- 9 65.7 242 0.87 CooH19N3S
OeH3AIbIET U]
4 4 4-HI/ITpO- 10 59.7 288- 0.88 C13H13N3OZS
OeH3aAIbIET U] 290
5 4 | dypdypon 11 62.5 250 0.85 C16H12N,0S
6 5 | Bensanpaernyg 12 65 168 0.86 C19H16N>S
7 5 | 4-ruppoxcu- 13 65 146 0.82 C19H15N,0S
OeH3aAIBIET U]
8 5 | 4-gumeTnnaMuHO- 14 60 184 0.87 Co1H>1N3S
OCH3aIIBACTU/T
9 5 4-HI/ITpO- 15 74 208- 0.88 C19H15N3028
OCH3aIIBACTU/T 210
10 5 | dypdypon 16 68 170 0.88 C17H14N,0S

B 'H SIMP criekTpe coequHeHni 12-16 XuMudecKkuil CIBUT apOMaTHIECKIX
IPOTOHOB TMPOSIBISIOTCS aHajoruyHo coenuHenusiM /7-11. B ux HK-cnextpe
BaJICHTHbIC KOJEOAHHUS Vg IPYIIIbI MPOSBISIOTCS B HHTepBane 1223-1292 cm™,
Ve=n TpyI — pr 1566-1611 em™, von— mpu 1460-1491 cm™, gacToTs! Komebanwmii
Vo2 TPyIIBI coemunenuit 10, 15— mpu 1508-1509 cM™, V. TPYIIIIB COSTHHEHHIT
8, 13 - mpu 3478-3480 cm™. Takum 06pazom, peakuun 2,3-TpH-, ~TETPAMETHIICH-
3,4-MUTHIPOXUHA30IMH-4-THOHOB C apOMaTHYEeCKUMH aJbJeruaMd B KHCIIOU
cpele MPUBOAAT K COOTBETCTBYIOIIUM Ol-apUJINICH MPOU3BOIHBIM /-16.

Bzaumooeticmeue 2,3-mpumemunen-3,4-ouecuopoxunazorun-4-muona, 2,3-
mpu-, -mempamemuieH-3,4-0ucudpoxunazonrun-4-oHoe HUMpoobeH3alboecudamu 8

WeoyHol cpede

[IpoBeneHne peakuu B IIEIOYHON Cpele MOXKET MPUBECTH K CHHTE3Y
COEIMHEHUI C XUPaIbHBIM HIeHTpoM. [loaToOMy MBI M3yumin B3auMoaencTeue 2,3-
TpUMETHIICH-3,4- TUTHIPOXUHA30JIMH-4-THOHA (4) C n-HUTPOOCH3AIBICTUIOM IPH
KOoMHaTHON Temrmiepatype B npucyrctBur NaOH B 96%-Horo sTuioBoro cnmpra.
Cootnomenue pearentoB 4: anpaerua:NaOH — 6110 1:1:0.2. Peakiimonnas cmech
ocTaBsid 24 9 W nonydwid  o-(n-HATPOQEHHI-, -THIPOKCUMETHN)-2,3-
TpUMETHIICH-3,4- IuruApoxuHa3onuH-4-troH (17) ¢ BBIXOJIOM 68%:

S CHO
N NaOH
1
N C2H5OH
4 NO,

20-25°C

NO,
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B ero UK-cnekrpe BanentHsie konebanust OH rpynmsl (Vop) TpoOsBIIsETCS
npu 3258 cM™, MeTHIeHOBBIe IPyIbl (Venp) — mpu 2964 cm™, C=N cBsI3b Veoy —
npu 1554 cm™, Hutpo rpymma (Vaoz) - mpu 1520 em™, C-N cBsi3b vey - mpu 1473
cm™, THOKapGoHMIbHAs Tpymma (C=S) ve—s — mpu 1289 em™. s CpaBHEHUS
MOJIYYCHHBIX PE3yJbTaTOB C KHCIOPOJHBIMU aHAJIOTaMU COCIUHCHHUS 4 HaMu
U3ydYeHa peaknus 2,3-TpuMeTHieH-3,4-muruapoxuHa3onud-4-ona (1) ¢ n-
HuTpoOeH3apaeruaom B npucyrctur NaOH/C,HsOH wimm Na/CH3OH (abc.) mpu
20-25°C. CootHomenue peareHToB l:ampaerua:NaOH — 1:1:0.2 u  l:ampaerun:

CH3ONa - 1:1:1. B pe3ynprate peaknuud TMOJYyYWIH CMeCh  o-(n-
HUTPO)OCH3WIUACH-2,3-TpUMeTHIICH-3,4- muruipoxunazonua-4-on  (18) u  o-(n-
HUTPO-QEHUII-, -TUJIPOKCUMETHN)-2,3-TpUMETUIICH-3,4-TUTUAPOXUHAZ0IUH-4-0H

(19). IIpu kOoMHaTHOW TemIepaType KOHAEHcalus UaeT MeaiaeHHo. Hanpumep, B
cpene NaOH/C,HsOH mocie 3™ Henmenpb BoIXoa mpoaykra coctabisier 61.3%. Tlpu
HpOBEICHUH peakiuii B mpucyTcTBuu Metuinara Hatpust (Na/CH3;OH (abc¢.)) Beixon
npoayktoB 18, 19 cocraBmser 80%. Crpykrypa coemunenus 19 mnokazana c
nomopio “H SIMP-criexrpockonuu. CUrHAIbI apOMATHIECKHX poToHoB H-3",5
obHapyxeHsl npu 8.2 m.a. (J=8.7 I'm) B BUAe ABYXHpoTOHHOTO nybiera, H-5
npoToH — npu 8.1 M.ja. Kak 1y0seT py0seToB (A1) ¢ KOHCTAHTOM CIIMH-CIIMHOBOIO
B3aUMOJIEHUCTBUS (KCCB) J=14Tun J—8 Ol

0 O

H
@%D ( I
NG 1. NaOH/C,H50H wmn

1 2. Na/CH30H (a6c.)

NO,

Curnan nporona H-7 — ipu 7.77 m.a. B Buje tpuriet nyosneros (ta) (J=1.4
I'u, J=7.5 I'u), apomaruueckue H-2,6’ mpoTOHBI Kak ABYXIIPOTOHHBIN AyOieT npu
7.71 m.a. (J=8.4 T'ni), curnansl nporonoB H-8 - npu 7.64 m.a. (J=7.5 I'n) u H-6 —
nopu 7.46 wm.a. kak Tpumuier ayomeroB (tm, J=1.4 TI'u, J=7.1 T'm). Takxe,
oOHapykeHOo omHonpoToHHBI nyonmer OH rpynmel npu 5.92 m.a. (J=4.6 T'n), a
curHan rpynmupoBku (OH)CH - mpu 5.46 m.a. B Buue aybrner ay0OnetoB (an,
J=4.8 T'u), curnan y-CH, (a) mpoToHa Kak OJHONPOTOHHBIN MYJIBTHUIUIET — HPH
3.87-3.90 M.11., OTHOTIPOTOHHBIN TPUTLIET Ay0sieToB (T1) o.-CH rpymmer — npu 3.64
M.1., curHan 3-CH; (a) rpynner - npu 2.04-2.11 m.a. (mynetumier), curaan 3-CH,
(6) rpynmer — ipu 1.79-1.86 m.j. Kak ABYXMPOTOHHBIN MYJIBTUILIET. JTH JaHHBIC
MOATBEPXKIAIOT, UYTO coeAuHeHue 19 sBusercs NPOIYKTOM 3IEKTPOPHIHHOTO
IIPUCOCIUHEHHUS B OL-TI0JIO’KCHHUH.

Peakmust 2,3-tetpamerniien-3,4-UTUIpOXUHA30INUH-4-0Ha (2) C M-HUTPO-
oenzanpaeruaom (cootnomenne— 2:anpaerua:NaOH — 1:1:0.2) npu xoMHaTHOMH
temneparype (20-25°C) wuaer B TeueHMHM [OBYX HeJEIb;, B OTJIMYMe OT 2,3-
TpuMeTHIIeH-3,4-nuruapoxutazonud-4-ona (1)  oOpasyercs  Tombko  o-(m-
HUTPOOCH3WIN/ICH )-2,3-TeTpaMeTHIICH-3,4- TUTUIPOXMHA30JIUH-4-0H (20) c
BhIX010M 60%:
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N Mm-O,N-CgHy-CHO 3N~ 0 Y
P NaOH - 1 o B NO, R
N C,H5OH N |
2 20-25°C 200 CH
Puc.3

Crpykrypa 20 poka3zaHa Ha OCHOBE JAaHHBIX Macc- U 1HHMP—CHG:KTpOB 51
peHTreHOCTpYKTypHOTO aHanmu3a (Puc.3). Ero monekynspHas macca COCTaBIISCT
m/z=333, 8 'H SIMP cnekrpe curnaisl apomarmueckux (Ha) u oredurOBOrO
(=CH-) nporoHoB oOHapyxeHbl B o0sactu 8.12-8.33 M.j1., XUMUYECKUH CABHT O-
CH,; rpymmsr xak tpurutetr — npu 4.13 m.a. (J=5.9 '), ABYXIpOTOHHBIN TPHUILIET
nyoneros (1) B-CH, rpymmsl — pu 2.90 m.a. (J=6.7 I'n), a curnan y-CH, rpynmsl
- pu 1.98-2.04 m.n. B Buae MyiabTUIUIeTa. Ha OCHOBE 3THX JaHHBIX MOKHO
CkazaTh, uro coeauHeHus 20 — o-apuiINACHOBOE MPOU3BOAHOE, T.€. MPOIYKT
ANEKTPOPHIIBEHOTO MTPUCOCTUHECHHS — DITMMHUHAIUH.

B3aumoneiicteue 2,3-treTpameTuiieH-3,4-TUruApoXuHa3ouH-4-o1a (2) u n-
HUTpOOCH3aJIb/IETHIa B COOTHOIICHUAX peareHToB — 2:anpaerua:NaOH — 1:1:0.2,
B pasanuHbix Temmeparypax (-10°C+20°C; 5°C+6°C; 20°C+25°C; 78°C) B
TCUCHUH 24 4acoOB MPUBOIUT K 00Pa30BaHHIO CMECH OL-(7-HUTPOOSH3MIHICH)-2,3-
TeTpaMeTuJIeH-3,4- IUTUAPOXUHA30INH-4-0Ha (21) wu o-(n-HUTpOdECHMI-, -
TUAPOKCUMETHN )-2,3-TeTpaMeTUIeH-3, 4-,I[I/IFI/II[pOXI/IHa30J'II/IH-4-OHa (22):

0 0\
/c
QR
NZ 1. NaOH/C,HsOH,
-10°420°C, 24 4
2 2. NaOH/C,HsOH, NO;
78°C, 14

[Tpu mpoBenenun peakiuu npu 20-25°C BBIXOA MPOIYKTOB COCTABISET
62.5%. CiaexyeT moa4epKHYTh, YTO COCIUHECHNE 22 MOXET CYIIEeCTBOBATh B BHUJIC
AByX map ’HaHTHOMEpoB. [locrme oumctku mpomykToB (21, 22) u3 OeHzona u
sTHiIanerara Beixon coeanuenus 21 cocrasisger 6.1%, a coenunenns 22 - 56.4%.
Crnenyer MOAYEPKHYTh, YTO W3MEHEHHE TEMIEPATyphl W MPOJOJLKUTEIHLHOCTH
peakiMyi 3HAYMTEIBHO BIIMSET HAa BBIXOJA oOpasyromuxcs mnpoaykToB (21, 22).
Hamnpumep, npu temmniepatype -10°C obpasyercs coequHeHue 22, XOTS €ro BBIXO/T
oueHb HU3KWH. [loBBIIIEHWE TeMIepaTypbl peaklUud TPUBOJUT K YBEIMUYCHUIO
BBIXOJIa CL-apuiIHjeH mpou3BoaHoro (21). Eciau peakius MpOBOAUTCS B KHIIAIIEM
CIHUpTE, TO 00pa3yeTcs UCKIIOUUTENbHO coeannenne 21 (Beixon 78 %). CtpykTypa
coenuuenus 22 nokazaHa ¢ nomomsio “H SIMP CIIEKTPOCKONMUH, a TaKkKE€ Macc-
cnektpomerpun (M=351).

Bzaumooeiicmeue 2,3-mpumemunen-3,4-oueuopoxunazonun-4-muona c
bpomom
N3BecTHO, 4YTO TPUIMKIMYHCKAE XWHA30JWHBI W XWHA30JUH-4-OHBI, WX
HEKOTOpbIE TNPOU3BOAHBIE B3aWMOJEUCTBYIOT C OpOMOM B JEISHON YKCyCHOU
KHCJIIOTE © 00pa3yloT COOTBeTCTBytomue mnepOpomunabl. [lpomomkas dtu
HUCCIICIOBAHMS, HaMU MPOBEICHA peakuus 2,3-tpumeTHiieH-3,4-
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IUTUAPOXUHA30JIMH-4-THOHA (4) ¢ MOJIEKYISpHBIM OpOMOM MpPH COOTHOIICHUU
pearenToB 4:Br, — 1:2 B 6e3BogHOM XJyopodopme mipu 0-5°C; mpu 3TOM MOJIYIEHO
nepopomuz (23a,b), KOTOpBIE MOXKET CYIIECTBOBaTH B JBYX PE30HAHCHBIX
dbopmax:

@ﬁo OO — C@BQ

33 Hpr-Bry

B I/IK-cneKTpe nepOpomuaa (23) BanmeHTHble KojeOanusi C=N rpymmbl
nposiBisioTest mpu 1650 com™, C=S rpymmsi— mpu 1286 cm™. B mcxomHOM
coeHeHnH (4) NOTTIONIEHHE Ve—y PPYIIIE HaGmoaaercst npu 1584 cM™, ve_g— 1pu
1293 cm™. DTo MOKa3BIBAET, YTO OOPA3YIOIMIACS aHHOH Bry BIHsET B OCHOBHOM
Ha BajeHTHble KoyeObanuss C=N rpynnel. XpaHeHHe coeAuHeHus 23 npu
KOMHATHOM TeMIepaType NPUBOAUT K OTIICIUICHUIO MOJIEKYJSIPHOTO Opoma
ob6pazys ruapoopomua 24. BzanmoneicTere nepOpomMua ¢ alieTOHOM MPUBOINT K
OpOMHPOBAHHUIO allETOHA M O0pa30BaHUIO OENBIX KPUCTAIOB - TUAPOOpoMHIA
(24a,b). B UK-cnektpe rtuapoOpOoMUaa pe30HAHCHBIE (OPMBI BAJICHTHBIX
KOMeGaHMH Ve CBA3M HabmonaoTes npu 1650 cM™, veg rpymms — npu 1295 em™.
[lepOpomun 23 mpu oOpaboTke ¢ 5%-HbIM BOAHBIM pacTBOpOM OukapOOHaTa
HATpUs npeBpamaeTc;I B COOTBeTCTBy}omHﬁ 6p0MHbIﬁ KoMILIEKC (25) (Ta6n1/ma 2):

Q CH3COCH3 ij[‘b NaHCO; @f‘b
Q -CH3COCH,Br COZ
Br2

-NaBr
4a HBI’ 23 HBr Br,

B UK-cnekTpe 3TOr0 COEIMHEHUS BaJ€HTHBIE KOJEOAHUSI Ve CBSI3U
nposiBistioTes mpu 1624 ev™, ves rpyms — mpu 1295 em™

Tabmanma 2
BBIX0/1bI 1 HEKOTOPBIC XapAKTEPUCTUKU TIEPOPOMH/IA, THIPOOPOMHIA U OPOMHOTO KOMILIEKCa
2,3-TpuMeTHiieH-3,4- turuapoxuHa3zonuH-4-tuona (4, 23-25)

Hcxoxnoe IIponyxkr Bpyrro- T, °C Beixon,
COeJMHEHHE peakuuu dhopmyiia %
4 23 C11H11N28r38 108 90
23 24 C11H11N2BrS 278-280 71
23 25 C11H10N2BIRS 140 74
24 4 C11H10N2S 140-142 97*

*BpIxoa npoaykTa 4 modydeHHbIH peakien ruapoopomuaa (24) ¢ aMMuakom.

I'mapobpomus (24) non aevictBruem 25%-HOro BOAHOTO aMMHUaKa MEPEXOIUT
B THOH (4) ¢ IOYTH KOJMYECTBEHHBIM BBIXOJ0M (97%). Takum oOpazom, peakius
2,3-TpuMeTuiieH-3,4-TuruIpoXuHa30MnH-4-TuoHa (4) ¢ 6poMOM HET aHAJTOTHUYHO
TPULMKIMYECKUM  XWHA30JIMH-4-0HaM H  00pa3yeTcss  COOTBETCTBYIOLIUMN
nepOpomua. CoenuHeHHEe 25 OTHOCUTCS K JOHOPHO-AKIENITOPHBIM KOMILIEKCAM.
[Ipu oOpa3oBaHWU €r0 y4acTBYIOT N-HEMOJEJEHHBIC SJICKTPOHHBIE Maphl aToMa
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a30Ta W O-pa3ibpIXJisilolIMe opOuTanM aTroma Opoma; HpU 3TOM oOpasyercs
NO(>N-Br,) komruiekc.

Peaxyus 2,3-mpumemunen-3,4-oucudpoxunazonrun-4-muona c
2UOPA3UH 2UOPAMOM

M3BecTHO, YTO THOKApOOHWJIbHAS TPYMIA JIETYe BCTYMAET B PEAKIHIO C
HYKJICOUITHHBIMU pEareHTaMu M0 CPaBHEHUIO ¢ KapOOHWIBHOU rpymnmoil. Hamwu
MPOBEJICHO B3aMMOJICHCTBUE TPULMKIMUCCKUX XUHA30IMH-4-THOHOB (4,5) ¢ 80%-
HBIM THJIPa3WH TUIAPATOM B Pa3UYHBIX (PacTBOPHUTEIH, COOTHOIICHNE PEarcHTOB,
Bpems)  ycioBusX. Hamo cka3zaTh, YTO OCYIIECTBJICHHWE TaKOTO CHHTE3a
HEBO3MOJKHO B CITydae XMHA30JIMH-4-0HOB. B pe3ynbTaTe BriepBhIe CHHTE3UPOBAHBI
BOXHBIE  MHTEPMEIUATHI- (E)-4-tunpaszono-2,3-tpu-,  TeTpaMmeTuicH-3,4-
JTUTAAPOXHHA30IUHBI (26,27). TloaToOMy, HAMH yCOBEPIICHCTBOBAH CIIOCO0 HX
MOJTYYCHUS Ha TipuMepe coeauHeHus 26. Peakiuu mpoBeACHBI B ATHIIOBOM CITUPTE
U nUpHvHe, Wik 0e3 pactBopurens, npu uHTepBane 20°C-115°C u B Teyenun 5S-
48 gacoB. Pe3ynbTaThl MOKa3bIBAIOT, YTO MPOBEACHUE PEAKINI 0€3 pacTBOPUTENs
WJIM B ATAHOJIE BBIXOJ TPoayKTa cocTaBisier 15-30%:

b o

HaN = aa¥
S |N Q Yy @
NHzNHz' HZO N v
D)n /‘:/O)n
~ “ - “
N N -
4 n=1:5, n=2 26, n=1; 27, n=2 é
Puc. 4

Camplil XOpOIIMI PE3YIBTAT MOJYyUYEH IPU KUIITYEHUH B IMPUINHE B TCUCHNUH 4 U;
IIPU 3TOM B OTHOCUTEIILHO KOpoTkoe Bpems (E)-4-runpazono-2,3-tpumernien-3,4-
JUTHIPOXHHA30JIMH (26) CHHTE3UpOBaH ¢ BHICOKUM BbixojaoM (88%) (Puc.4).
Cunme3 u xumuueckue npespaujenus o-popmun-2,3-mempamemunen-3,4-
OUcUOPOXUHA30UH-4-0Ha u -muoHa

N3BecTHO, 4TO npu dbopMUTUPOBAHUH 2,3-TeTpameTiieH-3,4-
JMTUAPOXUHA30IMH-4-0Ha (2) o00pa3yeTcsl HCKIIUUTEIBHO — o-popmmi-2,3-
TeTpaMeTUiIeH-3,4-TuruapoxuHa3onud-4-on  (28). Hamum oOHapykeHO, dTO
dbopmuIIIpoBaHUE 2,3-TeTpaMeTuiieH-3,4- TUruAPOXUHA30IMH-4-THOHA (4)
pearenToM Buibcmeiiepa — Xaaka (POCI;-JIM®A) npuBouT K 00pa30BaHHIO OL-
TUAPOKCUMETHIINICH-2,3-TeTpaMeTulieH-3,4- TUTUPOXUHAZ0INH-4-THOHA (29).
Pesynpratet  UK- u "HSMP-CIIEKTPOCKOTIM ~ TIOKa3blBACT  HATHYUME
BHYTPUMOJIEKYJISIDPHOM ~ BOJOPOAHOW  CBSI3M, 4YTO  SIBJISICTCS  MPUYMHOMN
cymectBoBanus 29 B ycroiuuBoi eHonbHOU dopme. B ero UK-cekTpe vacTtoTs
BaJICHTHBIX KONEOAHHIT Vg TPYIIIBI HPOSBIIOTCS mph 1283 cM™, Vey IpyIIIBI —
pu 1563 cM™, vy rpymist — pu 1488 cM™, rapOKCHIBHOM TPYIIbL (Vo.p) — IPH
3435 cm’. B cmektpe ‘H SIMP, oxsomporoHHBIA cuurmer OH  rpymmbl
npossisiercss pu 14.7 m.a., xumudeckudt caur (XC) mpOoTOHOB METHUIICHOBBIX
rpymnn B O-MOJIOKEHUU — Tipu 3.83 M.J. (TpUILIET), CUTHAJIBI MPOTOHOB B [3-
MOJIOKEHUU — NIpH 2.48 M.J. (TPUILIET), NPOTOHBI B Y-yIJIEPOAHOrO aToMa — IpH
1.91 m.x. (myneTuiuier), oneduHoBsid npotoH (=CH) —mipu 8.76 m.ja. (cuHTIIET),
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CUTHAJIBI apOMAaTUYECKUX MPOTOHOB OCH30JIPHOTO KOJIbIIA HAXOAWTCS B 00JIACTH
7.11-8.03 m.n. OOHapyXeHO, YTO HYKJICO(PUIHHOE 3aMElICHUE COeIUHECHUs 29
AHWJIMHOM HJCT TpyAHEe U 0oJiee MPOJOJDKUTEIHFHOE BPEMS YeM MX KHUCIOPOJIHBIC
anajoru. Peakiuu nposenensl B cootHomennu 29:anmmmd — 1:9 npu 60-65°C B
TEYEHUH 8 4YacoB U O-aHWJIMHOMETUJIWJEH-2,3-TeTpaMeTHIeH-3,4- TUTUAPO-
xuHa30ymH-4-TroH (30) 0Opa3yercs ¢ Berxogom 73%:

0]

X
POCly/ | POCly/ 60-65°C,

N JIMDA /I\O JIMDA N 8u N
-~ B — B

_— - — — —

N X=0 N X=5 N N

_0

28 C7 2,5

o HL o -CH 30 CHNH@

Coenunenust 28 u 29 pearupyioT ¢ M30BITOYHBIM KOJHYECTBOM XJIOPUCTOTO
THOHHJIA U 00pa3ylOT COOTBETCTBYIOIIME O-XJIOPMETHIUACH-2,3-TeTpaMEeTHIICH-
3,4-muruapoxuHa3zonui-4-o0 (31) u  o-xJIopMeTHIHACH-2,3-TeTpaMeThIeH-3,4-
JTUTAAPOXHHA30MH-4-THOH (32) ¢ Bhixomaamu 70-98%:

i I
N SOClI N
< S0Ch g 59 S9Ch -HCI
N/ X=0, S (C¢Hg mmm N/
CHCl5)
31,32 HC—CI 33,34 HC—CI

C muenpl0 CcHHTE3a YCTOMYMBBIX (OPM HaMH TPOBEIACHBI PEAKIINU
coequaenuit 28, 29 ¢ skBumonsipHbiM KonmvectBoM SOCI, mpu HarpeBanuu B
a0COJIFIOTHOM O€H30Jie WM XJopoopMe M C XOPOIIMMHU BBIXOJAAMHU MOIYUYUIIN
COOTBETCTBYIOIIHE TOCTATOYHO CTAOMIIBHBIC THAPOXIOpUABI 33, 34.

Hcnone3ysi MOABWKHOCTh aromMa xijopa coeaumHenudd 31, 32 wsyuwin
pEaKIMI0 WX C THAPOCEICHHIOM HATpPUS B MOMEHT OOpa30BaHUs, B PE3yJbTaTe
gero OBUIM  TOJYYEHBI  O-THAPOCEICHWIMETHINIACH-2,3-TeTpaMeTHiIeH-3,4-
JMTUAPOXUHA30IMH-4-0H (35) M O-TUAPOCEICHUIMETHIN ICH-2,3-TeTpaMeTHIICH-
3,4-murunpoxuHa3onuH-4-tuoH (36):

I i
N NaHSe, X=0 , ., _ NaHSe X=S_ N
_ NaBH, + Se ’ NaBH, + Se _
N I 2:1 2:1 N I
35 HC—SeH 36 HC—SeH

[Tonyuennsie coenuHeHus 35, 36 SBISIOTCS TMEPBBIMU MPEICTABUTEIIMU
CEJICH COJIePIKAIINX XMHA30JIMHOBBIX AJIKAJIOUOB M MX THOAHAJIOTOB, BBIICICHHBIX
n3 pacrenus Mackinlaya Subulata Philipson. Coenunenus, coaepxaiue
TUAPOCEIICHIIIBHYIO TPYIIy TaKKe TMPEJCTaBISIOT WHTEPEC C TOYKH 3PEHUS
W3YYCHHS X XUMUICCKOW MO (DHUKAITIH.

Anxunuposarue u ayuiuposanue o-euopoceieHuimemuiuoen-2,3-
mempamemuien-3,4-oueudpoxunazonun-4-ouna
Coenunenns 35 Kak CBOM O-THIPOKCHMMETHIMACHOBBIM aHamor (29) crocobOeH
HAXOJIUTHCS B pa3IMYHbIX TayToMepHbIX (352, 35b) popmax:
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35 H/Q /Q /9 37 CHOR 38, R=CH;
R=H, CsH7-i 39, R= C6H5CH2

HaHpI/IMep, ANKWIUPOBAHUE O-TUJIPOKCUMETHINICH-2,3-TpUMETHIICH-3,4-
IUTUAPOXUHA30MMH-4-0Ha (37, R=H) B 3aBUCUMOCTH OT CTPYKTYpHI QJIKHIIH-
pyrolero areHra (MOJUCTBIA METHJI, HOJUCTBIA M3OMPOIIII, XJIOPUCTHIN OSH3MI)
obpasyrorcs O—ankui (37, R=C3H7-1) mimu C—ankun npoaykTsl (38, 39).

Hamu m3ydyeHa peakiius O-THAPOCEIICHUIMETHINACH-TTPOU3BoHOr0 (35) ¢
HOJWCTHIM METHJIOM TIPH KOMHATHOW TeMIlepaType B IIEIIOYHOM pPacTBOPE
ATUJIOBOTO CIUPTA W TIOMYYMIIH O-METHJICEIICHUIIMETUINACH-2,3-TeTpaMeTHIICH-
3,4-muruapoxunazonun-4-o1 (40) ¢ BeixogoM 40%. Crnenmyer OTMETHTh, YTO B
OTJIMYHUE OT O-THUAPOKCHUMETHUIUICH-2,3-TPUMETHIICH-3,4- TUTUIPOXUHA3Z0INH-4-
ona (37, R=H) MerwnupoBaHue coeauHeHUs 35 HIET MO TUAPOCEICHUIBHON

rpyIIIE:

o
@\)L)NQ _ CHdl @\)‘\ (CH3CO)20 @
~ cszoH /Q T50-60° /Q
N NaOH
40 HC—SeCHs HC—SeH 41 HC—SeCOCH;
Panee Obimo m3ydeno ammmmpoBanue 37 (R=H). C menpro cpaBHEHHS
PEaKIIMOHHON CITOCOOHOCTH HAaMH TPOBEACHO AaIlMUIMPOBAHUE COCIMHECHHS 35
YKCYCHBIM aHruapuaoM mnpu 50-60°C u mosnydeH o-aleTHIICEIEHUIMETHIINICH-
2,3-TeTpamMeTuiieH-3,4-muruapoxuHa3onud-4-on (41) ¢ Beixomom 45%. Takum
o0pa3oM BBISBICHO, YTO AaI[WUIMPOBAHWE COCIWHCHUS 35 TakkKe UACT II0
retepoatoMy  (cenmeHy). Hampapienue — aqkwiIMpoBaHWsT B psay  O-
TUAPOKCUMETHIIN/ICH-2,3-TIOJIMMETHIICH-3,4- TUTHIPOXMHA30IUH-4-0HOB " —
THOHOB OTJIMYAIOTCS APYT OT JApyra, T.e. oopazoBanue O/Se-ankun umu C-aJku
MIPOU3BOJIHBIX OOYCIIOBJICHO Pa3IMYHON SJIEKTPOOTPHUIATEIHHOCTEIO U 00OHEMOB
aTOMOB KHUCJIOPO/JIa U CEJICHA.
Bzaumooeticmeue 4-euopaszono-2,3-mpumemunen-3,4-0ucuopoxunazonuna c
KapOOHUNbHBIMU COCOUHEHUIMU
TpunuKIMYecKue XMUHA30JMHBI, COJEPIKAIINE B IMOJOXKEHUU 4 (PparMeHTHI
THIPA30HOB — BAXKHBIC OOBEKTHI C TOYKU 3PCHHS UX XUMUYCCKON MOAU(PUKAIINK U
Ouoyornueckoll akKTUBHOCTH. [IOCKOJBKY 4-THApa30HO MPOW3BOIAHBIC SBISTIOTCS
BOXHBIMU CHHTOHOMH IS JATBHCHINIMX TPEBPAIICHUN, HAMU W3YYCHBI PEaKIuu
rujipasoHa (26) ¢ paznIMyHBIMM KapOOHWIBHBIMU CO€IMHEHUAMH. B pesynbrare
BIICPBBIC CHHTE3MPOBAHBI 3aMEIICHHBIC THAPA30HbI (HCCUMMETPHYHBIC a3HHBI,
RR;C=N-N=CR;R3), coaep:xaiiie XMHa30IMHOBOTO (hparMeHTa:

38



TOITYOI

@ [

éﬁﬁdﬁ

OMe
47 48
N
00 O
N
54 55

Tamuma 3

DU3UKO-XMMHUYECKUE XapAKTEPUCTUKNA CHHTE3MPOBAHHBIX THAPa30HOB (42-55)

n/n [Mpoxykt Beixon, T.mn.,°C R ; (benszon: | bpyrro-hopmyna
% MeTaHoi - 5:1)
1 42 92 110-112 0,42 CH.N,
2 43 72 138-140 0,5 CHN,
3 44 73 134-135 0,47 CH.FN,
4 45 68 169-170 0,56 CHFN,
5 46 81 144-146 0,5 C,,H.,O,N,
6 47 67 131-133 0,42 C,H,,0,N,
7 48 85 188-189 0,46 CH.CIFN,
8 49 84 136-138 0,5 CH NS
9 50 76 98-100 0,53 C.H,NO
10 51 79 176-178 0,46 CH,INO
11 52 85 220-222 0,51 C,H,N.O,
12 53 75 175-177 0,42 CH,N,O
13 54 75 168-170 0,53 C,H,FeN,
14 55 82 124-126 0,53 Cl7H15N5

Peakuuu nmpoBesieHbl B COOTHOIIEHUHU 26:kapOoHmIbHOE coeannenue — 1:1.5
OpHU KUISYCHHE B TEUEHUU 4 4 B TOJIYOJC M MOJy4YeHBI Tmapa3oHbl (42-55) ¢

BbIxogamMu  67-92% (tabmuma  3).

CtpykTypa

CHUHTC3UPOBAHHBIX  HOBBIX

coequneHuit (26, 42-55) mocToBepHO a0Ka3aHA C IMOMOIIBIO 'H u B¥C samp
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ciiektpockornun. Hampumep, B 'H SIMP cmektpe ruapasona (26) curaamsr
METHUJICHOBBIX TPYIN XHHA30JIMHOBOTO (parMeHTa MposBIsitoTcs npu 2.93 m.1.
(2H, T, J = 8.0, a-CH,), 2.15 (2H, M, B-CH,), 3.82 2H, 1, J = 7.2, y-CH)),
yiuupeHHbld cuHriaer NH; rpynmel — npu 4.85 m.a. Uerblpe MyJbTUIUIETHBIE
CUTHAJIBI apOMaTHYECKUX MPOTOHOB 0OHapyxkeHwl — npu 7.41 m.a. (H-8), 7.20 (H-
7), 7.47 (H-6) u 7.68 (H-5), coorBeTcTBeHHO. CileAyeT MOIYEPKHYTh, YTO B 'H u
BC SMP crmekTpax mpoaykToB peakuud (42-55), CHrHAZBl [POTOHOB
XMUHA30JUHOBOTO (parMeHTa TMPOSIBISAIOTCS B aHAJOTHMYHBIX OO0JAacTAX Kak B
crekTpax ruapasona (26). Takum oOpa3zom, B3aumojeicTBHEM 4-THapa30HO-2,3-
TpUMETWIICH-3,4-TUTruIpoXuHa30MuHa (26) ¢ KapOOHUJIBHBIMH COSTUHCHHUSIMU
HOJyYeHBbI HOBBIC THApa3oHbl (42-55), KOTOpbIe MOTYT OBITh MCIOIb30BAHBI JIJIS
CUHTE3a HOBBIX F€TEPOLUKINYECKUX COCTUHECHHM.

buonoeuueckas akmusnocms CuHmMe3UpPOBAHHBIX COCOUHEHUT

N3ydeHbpl poOCTOCTUMYNHpYIOIIas, (QYHTUIUIAHAS, WHCEKTUIIUIHAS |
MIPOTHBOMHUKPOOHAST aKTHBHOCTH CHHTE3UPOBAHHBIX COCTUHEHUH.

Qyneuyuonas u pocmocmumyaupyrowas axkmusnocmu. DOyHTUITUAHASL
aKTUBHOCTH 12 coemuuenuit (4, 5, 7, 9, 10, 12, 14-16, 17, 29, 32) uzyuycHa B
NHCTUTYTE XUMHAH PACTUTENHHBIX BEIIECTB MPOTUB (DUTOMATOTEHOB XJIOITYATHUKA
- Fusarium oxysporum (d¢y3apuo3) m Xanthomonas malvacearum (rommos).
[TepBUYHBIC UCTIBITAHUS TTOKA3AJIM, YTO MCCIICIOBAHHBIC COCTMHECHUS HE 00J1a1ar0T
(GYHTUIIMIHON  aKTHMBHOCTBIO.  PocTocTMMynupyromias  aKTHBHOCTh — 3THX
COCIMHEHUNM H3y4YeHa Ha TIICHHUIle copTa «MOCKBHY» B TpeX KOHIIEHTpAIUIX
(0,01; 0,001; 0,0001%). B xauecTBe »TaIOHA KCIOIL30BaNK mpemnapar «HoBocwum»
(0,001 %). Beino BeIsBIEHO, uTO 5 coemmnenuit (9, 12, 16, 17, 32) obGnanmator
XOpoIiel aKTUBHOCTHIO OTHOCHTEIBHO KOHTPOJA. CremayeT MOTYEPKHYTh, YTO
coequHeHue 17, copepskaiiee acCHMMETPHUUYCSCKH aTOM yriiepoja BO BCEX Tpex
KOHIICHTPAIUAX TPOSBISET OTHOCUTEIHLHO BHICOKYIO aKTUBHOCTh, UM KOHTPOJIb.

Ilpomusomuxpobdbuas akmusHocms coenuuenui - 1, 2, 4, 5, 7-12, 14-16, 17,
29, 32, 34, 36 wu3yueHa OTHOCHTEIBHO 5 IITAMMOB TPAMIIOJOXKUTEIbHBIX H
rpaMOTpUIIATENbHBIX OaKTEepHUil U ApoAcKenonoOHbIX rpubdos: S. aureus ATCC
25923/004134; E. coli ATCC 25922; Pseudomonas aeruginosa ATCC
27853/004135; Bacillus cereus 24/003600; Candida albicans 7/003838. B
pe3ynbTaTe MPOBEACHHBIX WCCIICIOBAHWHA YCTAaHOBJICHO, YTO HAmOOJee IIMPOKUN
CIEKTP MPOTUBOMUKPOOHOW aKTUBHOCTU B Sy TPUIMKIHUYECKUX XMHA30IHH-4-
THOHOB HaOJIFOMaJICs y OL-XJIOPMETUIIUEH-2,3-TeTpaMeTHIICH-3,4-
IUTAApOXHHA30auH-4-ToHa  (32), ero  ruapoxiopuma (34) wuw  «-
THAPOCEICHUIMETUINACH-TIpon3BoaHoro (36). M3 HHMX SpKO BBIAEISICT O-
xmopMetunuaeH npousBoanoe (32) (1.25 Mr/mi), KOTOpOe OKa3aloCh aKTHBHBIM
KaKk B OTHOIICHHH TPaMITOJIOKUTEIBHBIX OakTepuii S. aureus 51
aposxokenonoousix rpubdos C. albicans, tak u rpamoTpunaTeabHbIX B. cereus, uro
MOJITBEPIUIIOCH OIPEJCICHHEM MHUHUMAJIbHONH HMHTUOMPYIOMICH KOHIEHTPAIMH
(MUK) u3ydeHHBIX COCTUHECHUI.
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N3yyena mnpOTHBOMHKPOOHAs AaKTUBHOCTh CHHTE3UPOBAHHBIX HOBBIX
ruapa3oHoB (42-55) mpotuB 3" BHIOB MATOI€HHBIX MHKPOOPIaHHU3MOB — IBYX
mramMMoB Oaktepuii (Staphylococcus aureus u Escherichia coli), ognoro rpuba
(Candida albicans). Ilpaktuueckue BCe TECTUPOBAHHBIE COCAMHEHHUS ITOKA3ajIH
CPEIHYI0 aKTUBHOCTh OTHOCHUTEIBHO K CTaHAAPTHBIM JICKAPCTBAM - aMIHUIMIIIHHY
u amporepununy B. Omnako, coeanHeHue 52, coaepraiiee B Mojekyne 5-(4’-
HuTpodeHun)-pypaH-2-wIbHOTO (PparMeHTa IOKa3ajl BBICOKYID aKTHBHOCTH
npoTuB mrtamma rpuda Candida albicans, a mpon3BoHOE XHMHA30JIMHA C TTHPHUINH-
4-unpHBIM PparmenToM (55) oOnamaeT xopoieil aKTUBHOCTBIO MPOTUB OaKTEepHU
Staphylococcus aureus (3o0Ha nHTHONpOBaHUSI=15 MM). Pe3ylbTaThl moka3aim, 4To
COeIUHEHHE 52 WMEeT OJMHAKOBO BBICOKMN TIOKa3aTellb 10 CPaBHEHUIO
CTaHJapTOM — AMIUIIMJUTMHOM OTHOCHTENBHO mTamma rpuda Candida albicans.

[Ipomowkas uccieIoBaHus, HAMH U3y4YeHa WHCEKTHIINIHAS aKTUBHOCTD 2,3-
HOJUMETHIICH-3,4- TUr U IPOXUHA30IuH-4-THOHOB ~ (4-6), rTHapoxmopuaoB 2,3-
TPUMETUICH-3,4- AMTHAPOXUHA30IMHA (Ie30KCHIIeTaHrHa) U 2,3-TpuMeTHIeH-3,4-
JMTUAPOXUHA30IMH-4-0Ha (IC€30KCHBA3MIIMHOHA, 1) OTHOCHTEIBHO CTaHaapTa—
umugakionpuaa. Ilpu 3ToM OOHapy>KEHO, YTO TECTUPOBAHHBIE COEIUHECHUS
00JagatoT CPaBHUTEIBHO HM3KOW HMHCEKTHIIUIHOW AKTUBHOCTHIO OTHOCHTEIIBHO
cranaapta. OnHako, B psAy COEAMHEHUH, COJEpKAIIUX NpHU TMOJOoKeHuu 4
KapOOHUJIBHYIO TPYIIY (XMHA30IMH-4-0HbI), aTOMOB BOJOPO/a (XHHA30JUHIIAD) U
THOKApOOHWIBLHYIO TPYIITy (XHHA30JIMH-4-THOHBI, 4-6), a Takke ¢ yBeTMYCHUEM
KOJTMYECTBA METHJICHOBBIX TPYII TOBBIMIAETCS WX OHOJIOTHMYECKash aKTUBHOCTb.
Hanpuwmep, B psay romonoroB — 2,3-tpu- (4), -tetpa- (5), -nenramerunen-3,4-
TUTAAPOXHHA30MH-4-TroHOB (6), coemmuenus 5 (30+0,2) m 6 (33+0,9) B
KOHIEHTpaluu 1 MKI/MJI HHTHOUPYIOT pocT KiaeTok Ha 59% u 65% oTtHOCHTENHHO
nmuaakaonpuay (5140,6). IlomydeHHbIe pe3yabTaThl, O3BOJAIOT CAENATh BHIBOJ,
YTO BBIOpPaHHBIE OOBEKTHI IUCCEPTAIMOHHOW pabOThl - TpULUMKIMYeckue 2,3-
MOJIMMETUJIEH-3,4- TUTUIPOXUHAZO0TNH-4-THOHBI MPEACTABIIAIOT OTPOMHBIN
UHTEpPEC ¢ XHUMHYECKOH M OHOJOTrHYecKor ToueKk 3peHms. IloaTomy, mouck
MOTCHIIMAIIBHO aKTUBHBIX COCIUHEHUW B PSNy TPUIUKINYECKUX XUHA30IHH-4-
THOHOB M UX TIPOU3BOJIHBIX SIBJISIETCS TIEPCTICKTUBHBIM.

B Tperbeil riaBse auccepranuy NPUBEIECHA SKCIIEPUMEHTAIbHAA 4acTbh, B
KOTOpPOW JIaHbl ~XapaKTEPUCTUKU HCIIOIH30BAHHBIX PEAKTUBOB, METOIUKHU
IIPOBEICHUS] XMMHYECKUX TPEBPAIICHUN W (HU3HKO-XUMHYECCKUE XapaKTECPUCTHKU
CUHTE3UPOBAHHBIX COCTMHCHHM.
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3AK/IIOYEHUE

BnepBbie cucremMaTH4ecku MpPOBENCHBI peakiuu 2,3-Tpu-, -TeTpaMeTUJICH-
3,4-TuruApOXuHA30JIMH-4-THOHOB C ANIEKTPOOUIBHBIMHU u
HYKJI€OQUIbHBIMM peareHTaMM M I[I0Ka3aHbl OCHOBHBIE  (haKTOPHI,
BIIMSIOITHE Ha MPOIIECC.

BniepBbie ocyliecTBICH CUHTE3 Oi-apUIIUJICH- UK Ol-apHil-, -THAPOKCUMETHII-
MPOU3BOJIHBIX peakuueut 2,3-Tpu-, -TeTpaMeTuieH-3,4-TUruIpoXuHa30IH-
4-0HOB M -THOHOB C aPOMATHYECCKUMU AJIbJICTUAAMU B IIETOYHON M KUCIION
cpenax, mpe/jIoKeHa mpenapaTuBHas METOIMKA UX CHHTE3a.

[lokazaHo, 4TOo peakuuu HUTPOBaHWS U (opMmuIupoBanus 2,3-Tpu-, -
TETPaMETIICH-3,4- TUTHAPOXUHA30JUH-4-THOHOB B OTIWYHE OT XHMHA3OJIMH-
4-0HOB HJIET OKHCIIEHHEM THOKapOOHWIBHOW TIpyMNIbl 10 KapOOHWJIbHON
rpynnbsl U 00pa3oBaHUEM YCTOMYMBOIO HM30MEpPAa B €HOJBHOWU (hopme- o-
TUAPOKCUMETHIIN/ICH-2,3-TeTpaMeTHIICH-3,4- TUTHAPOXUHA30JIMH-4-THOHA.
JlokazaHo, 4TO B3auMOJICUCTBUE 2,3-TPUMETHIICH-3,4-TUTUIPOXHUHAZ0INH-
4-THOHA C MOJIEKYJISPHBIM OPOMOM HJIET aHAJOTUYHO XMHA30JWH-4-0HaM C
oOpa3oBaHHeM IepOpoMHUAa, U3YUYCHBI €r0 XMMHYECKHE IPEBPAIICHUS H
MOJTY4EHBl COOTBETCTBYIOIIME OPOMHBIE KOMILIEKCHI, THAPOOPOMHUIBI M
MOKa3aHo, YTO OPOMHBIN KOMILJIEKC SBIISIETCS NO KOMILUIEKCOM.

Bnepseie CUHTE3UPOBaH OL-XJIOpMETHITHICH-2,3-TeTpaMeThuiIeH-3,4-
JTUTHAPOXHUHA30JIMH-4-THOH  B3aMMOJICCTBUEM  OL-THAPOKCUMETUIIN/ICH-
MIPOU3BOAHOTO C XJIOPUCTBIM THOHHJIOM, PEAKITUEH €ro C THAPOCEICHUIOM
HaTpUs  TIOJIY4eH  O-THIPOCEICHIIMETHIN/EH-2,3-TeTpaMeTuiIeH-3,4-
JTUTHAPOXUHA30JIMH-4-THOH W TPEIJIOKEHBI  CEJICKTUBHBIC  METOJIbI
ATKUJIMPOBAHMS U allUIUPOBAHUS.

Bnepsbie peakmueint 2,3-Tpu-, -TeTpameTuieH-3,4-TUTHIPOXUHA30INH-4-
THOHOB C THUIPA3WH THUIPATOM TIOKa3aHO O0pa3oBaHWE COOTBETCTBYIOIIUX
THIPA30HOB, YCOBEPIIICHCTBOBAHBI YCIOBHS PEAKIUH, MPEIIOKECHB HOBBIC
CIOCOOBI TMOJIyYeHHST BaXKHBIX CHHTOHOB - (E)-4-rmppasono-2,3-tpu-, -
TeTpaMeTHIICH-3,4- TUTUAPOXUHA3OJINHOB.

BzaumopeiictBueM 4-ruapa3oHO-TIPOU3BOIHBIX c Pa3sTMYHBIMH
KapOOHWJIbHBIMU COEIMHEHHMSIMU pa3paboTaHbl >(PQGEKTUBHBIE CIIOCOObBI
MOJIYYCHUS] THAPA30HOB, KOTOPBIE SBISIOTCS MEPCHEKTUBHBIMU OWJIAWHT -
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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 2,3-tri, -tetramethylene-3,4-dihydroquinazoline-4-thiones,
identification of their physic-chemical and biological properties.

The objects of the research work are 2,3-tri-, -tetramethylene-3,4-
dihydroquinazolin-4-ones,  2,3-tri-,  -tetramethylene-3,4-dihydroquinazolin-4-
thiones, substituted quinazolines and their new derivatives.

The scientific novelty of the study is as follows:

first time the reactions of 2,3-tri-, tetramethylene-3,4-dihydroquinazoline-4-
thiones with electrophilic and nucleophilic reagents carryed out and the main
factors influencing to the course of processes were determined;

it was revealed a formation of a-arylidene- or a-aryl-, -hydroxymethyl
derivatives in reactions of 2,3-tri-, -tetramethylene-3,4-dihydroquinazolin-4-ones
and -thiones with aromatic aldehydes in alkaline and acidic media, depending on
the reaction conditions and structure of aldehydes;

it was proved that a nitration and formylation of 2,3-tri-, -tetramethylene-3,4-
dihydroquinazoline-4-thiones in contrast to quinazolin-4-ones, proceeds by
oxidation of the thiocarbonyl group to the carbonyl group and the formation of a
stable enolic tautomeric form - a-hydroxymethylidene-2,3-tetramethylene-3,4-
dihydroquinazolin-4-thione;

it was first time carryed out synthesis of perbromides and important synthones
- (E)-4-hydrazono-quinazolines by reactions with of 2,3-tri-, -tetramethylene-3,4-
dihydroquinazoline-4-thiones with molecular bromine and hydrazine hydrate;

by reaction of a-chloromethylidene-derivative with sodium hydroselenide was
first time carried out the o-hydroselenylmethylidene-2,3-tetramethylene-3,4-
dihydroquinazoline-4-thione, containing in the molecule of selenium atom.

Implementation of the research results. Based on the obtained scientific
results on the study of effective methods for the synthesis and modification of
tricyclic quinazoline-4-ones and -thiones:

results of X-ray diffraction analyses of 6-(4-nitrobenzylidene)-6,7,8,9-
tetrahydro-11H-pyrido[2,1-b]quinazoline-11-thione, 6,7,8,9-tetrahydro-11H-
pyrido[2,1-b]quinazoline-11-thione, 6,7,8,9,10,12-hexahydroazepino[2,1-
b]quinazoline-12-thione, 2,3-dihydropyrrolo[2,1- b]quinazoline-9(1H)-thione and
9-hydrazono-1,2,3,9-tetrahydropyrrolo[2,1-b]quinazoline were included to the
Cambridge Structural Database, CCDC, 1402646, 1482606, 1482607, 886969,
1819031. Scientific results are successfully used in the revealing of structures of
the similar heterocyclic compounds;

the methods on obtaining of new natural substances and their synthetic
analogues were written in the textbook "Bioorganic Chemistry™ for universities on
the direction of chemical training (certificate number 392-18). As a result
improved content of lessons in teaching process, improved effectiveness of
teaching at preparing of study program;

the methods of obtaining and reactions of quinazoline-4-thiones were used in
the project 3110103908 (certificate of Xinjiang Technical Institute of Physics and
Chemistry, CAS). As a result developed methods of introducing of thiocarbonyl
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group into molecule of new synthetic compounds and increasing of antimicrobial
activities of synthesized substances are revealed;

the results of chemical transformations of 2,3-polymethylene-3,4-
dihydroquinazoline-4-thiones for the synthesis of new derivatives of alkaloids and
biological active compounds have been successfully used in the fundamental
projects FA-F3-T047 «Theoretical basis for the creation of a new method for the
formation of a carbon-carbon bond in the series of alkaloids and their synthetic
analogues» and FA-F7-T207 «Theoretical aspects of creating an asymmetric center
in molecules of biologically active heterocyclic compoundsy» (certificate 4/1255-
1330 of the Academy of Sciences of Uzbekistan dated May 22, 2018). As a result,
it was revealed possibility of developing effective methods for the formation of
new C-C bond and an asymmetric carbon atom in molecules of biological active
heterocyclic compounds;

the methods of synthesis of quinazoline-4-ones was used at developing of
anthelmintic drug in the applied project KA-9-002 «Development of highly
efficient domestic anthelmintic drug Quinazole and fodder concentrate Gossiprene
for use in agriculture, cattle breeding and poultry» (certificate STA-02-11/1319 of
the Agency of Science and Technology dated December 18, 2017). As a result, the
developed methods of thionation allowed synthesising of new and highly effective
thio-analogs of the drug Quinazole.

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 118 pages.
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