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KIRISH (falsafa doktori (PhD) dissertatsiyasi annotatsiyasi)

Dissertatsiya mavzusining dolzarbligi va zarurati. Hozirgi kunda dunyo
miqiyosida zaharliligi kam bo‘lgan farmatsevtik preparatlarni sintez gilish va uning
texnologiyalarini takomillashtirishga katta e’tibor qaratilmoqda. Aynigsa, tarkibida
uchta azot atomi saglagan besh a’zoli geterotsiklik birikmalar: 1H-1,2,3-triazol va
uning hosilalari yuqori biologik faollikka ega moddalar bo‘lib, ulardan tibbiyotda
shamollashga, yallig‘lanishga, saratonga va silga qarshi prepatarlar, gishloq
xo‘jaligida pestisidlar va biostimulyatorlar, texnikada korroziyaga qarshi
ingibitorlar olish muhim ahamiyat kasb etadi.

Jahonda geterohalgali organik birikmalarni sintez qilish, hosil bo‘lgan
moddalarning fizik-kimyoviy xossalarini aniglash va sintez usullarining texnologik
sxemasini yaratish bo‘yicha katta ilmiy izlanishlar olib borilmoqda. Jumladan, keng
biologik faollikni namoyon giluvchi geterohalgali birikmalardan biri bo‘lgan, 1H-
1,2,3-triazol hosilalarini sintez qgilish, sintez gilish mexanizmlarini takomillashtirish,
reaksiya unumiga ta’sir etuvchi omillarni o‘rganish, hosil bo‘lgan yangi
moddalarning tuzilishini zamonaviy fizik tadgigot usullari bilan aniglash va ularning
kimyoviy hamda biologik xossalarini aniglash muhim ilmiy ahamiyat kasb etadi.

Respublikamizda so‘nggi yillarda kimyo sanoatida mahalliy xomashyodan
samarali foydalangan holda ularning eksport gilinishini, import mahsulotlar ishlab
chiqarish, gayta ishlash natijasida hosil bo‘lgan ikkilamchi mahsulotlardan to‘g*’ri
foydalanish dolzarb vazifalardan hisoblanadi. Aynigsa, kimyo sohasi va kimyoviy
ishlab chigarish tarmoglari ham zamon talablariga mos ravishda tubdan isloh gilinib,
mahsulot turlari va kimyo korxonalarining mahsulot ishlab chigarish hajmini bir
necha barobar orttirish muhim hisoblanadi. Bu esa, o‘z navbatida, mahalliy, import
o‘rnini bosuvchi, eksportga yo‘naltirilgan istigbolli mahsulotlar assortimentining
ortishiga va ularning sifatining jahon andozalari darajasiga ko‘tarilishiga imkon
bermoqda. O‘zbekiston Respublikasini 2022-2026-yillarda mo‘ljallangan yangi
O‘zbekistonning taraqqiyot strategiyasida “Kimyo va gaz-kimyosi sohalarini
rivojlantirish va tabiiy gazni gayta ishlash darajasini oshirish orgali mahsulot ishlab
chiqarish” vazifalari belgilab berilgan. Yuqorida keltirilgan vazifalarni bajarishda
triazol hosilalarini sintez qgilish va texnologik sxemalarini yaratish muhim o°‘rin
tutadi.

O‘zbekiston Respublikasi Prezidentining 2017-yil 7-fevraldagi PF-4947-sonli
“O‘zbekiston Respublikasini yanada rivojlantirish bo‘yicha Harakatlar strategiyasi
to‘grisida”gi farmoni, 2018-yil 17-yanvardagi PQ-3979-sonli “Mamlakat iqtisodi-
yoti tarmogqlarining talab yuqori bo‘lgan mahsulot va xomashyo turlari bilan
bargaror ta’minlash chora tadbirlari to‘g°risida”, 2018-yil 25-oktyabrdagi PQ-3983-
sonli “Ofzbekiston Respublikasida kimyo sanoatini jadal rivojlantirish chora-
tadbirlari” va 2021-yil 13-fevraldagi PQ-4992-sonli “Kimyo sanoati korxonalarini
yanada isloh qilish va moliyaviy sog‘lomlashtirish, yuqori qo‘shilgan qiymatli
kimyoviy mahsulotlar ishlab chigarishni rivojlantirish chora-tadbirlari to‘g‘risida”
hamda mazkur faoliyatga tegishli boshqa me’yoriy-huquqgiy hujjatlarda belgilangan
vazifalarni amalga oshirishda ushbu dissertatsiya tadgigoti natijalari muayyan
darajada xizmat giladi.



Tadgiqotning respublika fan va texnologiyalari rivojlanishining ustuvor
yo‘nalishlariga mosligi. Mazkur tadgiqot respublika fan va texnologiyalar
rivojlanishining VII. Kimyo, kimyo texnologiyalari va nanotexnologiyalar ustuvor
yo‘nalishlariga muvofiq bajarilgan.

Muammoning o‘rganilganlik darajasi. 1,2,3-Triazol hosilalarining sintezi
dunyoning ko‘pgina olimlari tomonidan yaxshi o‘rganilgan bo‘lib, ushbu izlanishlar
hozirgi vaqgtda jadal rivojlanib bormoqgda. Katalitik usulda 1,2,3-triazollarning yangi
hosilalarini sintez gilish va ular asosida biologik faol birikmalarni yaratish, sanoat
texnologiyalarini ishlab chiqish va qo‘llanilish sohalarini kengaytirishga
yo‘naltirilgan ilmiy izlanishlar R.Huisgen, K.Sharpless, M.Meldal, Z.Tribak, Lu
Yang., S.Senthil, Harjinder Singh., F.Himo., A.De Nino, T.Moara, Qiu Mei Chen.,
Bouasla Souad., Kirsi Harju., Jalol Hasan Muhammad va Yu.V.Grigoryev,
G.T.Suxanov kabi olimlar tomonidan izchil olib borilmogda.

Mazkur tadqiqot yo‘nalishi bo‘yicha 1H-1,2,3-triazol hosilalarini sintez
qilish, kimyoviy xossalari va biologik faolligini o‘rganish O‘zbekistonlik
A.G.Maxsumov, N.Madixonov, |I.A.Abdugafurov, A.D.Djurayev, A.T.Nikbayev,
R.Muxammedova, F.B.Qirg‘izov, J.Sh.Mamajonov va boshga olimlar tomonidan
tizimli ishlar olib borilgan. N.Madixonov, I.A.Abdugafurov va A.D.Djurayevlar
tomonidan almashingan fenollar, alifatik va aromatik karbon kislotalarning
propargil efirlari hamda fenilazid asosida 1,2,3-triazollar sintezi, kimyoviy
o‘zgarishlari amalga oshirilgan. A.T.Nikbayev olingan birikmalarning
yallig‘lanishga garshi faolligini, R.Muxammedova esa fungitsidlik xossasini
o‘rganib, faol moddalarni klinik sinovlardan o‘tkazganlar. Lekin adabiyotlarda
izomer propargiloksibenz-aldegidlar va aromatik azidlar asosida azid-alkin dipolyar
siklobirikish reaksiyalariga oid ma’lumotlar uchramaydi. Shuning uchun yangi 1H-
1,2,3-triazol hosilalarining magsadli sintezini amalga oshirish, biologik faolliklarini
aniglash hamda ularning ishlab chigarishga oid texnologik sxemalarini ishlab
chigish magsadga muvofiqdir.

Dissertatsiya tadqgiqotining dissertatsiya bajarilgan oliy ta’lim
muassasasining ilmiy tadqiqot ishlari rejalari bilan bog¢ligligi. Dissertatsiya
tadqiqoti O°‘zbekiston milliy universiteti “Umumiy va neft-gaz kimyo”
kafedrasininig istigbolli rejasi va OT-F-7-56 “Fenol propargil efirlarining izome-
rizatsiyasini o‘rganish” mavzusidagi 2017-2020-yillarda bajarilgan fundamental
loyihaning uzviy davomi sifatida bajarilgan.

Tadgigotning magqsadi orto-, para-propargiloksibenzaldegidlar asosida
1,2,3-triazol hosilalari sintezi va ularning kimyoviy xossalarini o‘rganish hamda
texnologik sxemasini ishlab cigishdan iborat.

Tadqiqgot vazifalari:

oksibenzaldegidlarni propargil efirlari va ayrim arilazidlarni 1,3-dipolyar
siklobirikishi orgali 1H-1,2,3-triazollarning yangi hosilalarini sintez qilish;

azid-alkin siklobirikish reaksiyasining borishiga, mahsulotning unumiga ta’sir
etuvchi omillarni aniglash va 1,2,3-triazol hosilalari sintezining magbul sharoitlarini
topish;

sintez gilingan moddalarning tuzilishini zamonaviy fizik tadgiqot usullar
yordamida aniqglash;
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o‘zida formil guruhi saglagan yangi triazol hosilalarini fenilgidrazin va para-
nitrofenilgidrazinlar bilan kondensatsiya reaksiyalarini amalga oshirish;

sintez gilingan yangi birikmalarning biologik faolliklarini o‘rganish;

oksibenzaldegidning propargil efirlari va 4-((1-fenil (4-almashingan fenil)-1H-
1,2,3-triazol-4-il)metoksibenzaldegidlarni olinish texnologik sxemasini ishlab
chigishdan iborat.

Tadgigotning obyekti sifatida oksibenzaldegid izomerlari, propargil bromid,
aromatik azidlar, 4-((1-almashingan fenil-1H-1,2,3-triazol-4-il)metoksi)benzal-
degidlar va ularning hosilalari tanlangan.

Tadgiqotning predmeti 4-((1-almashingan fenil-1H-1,2,3-triazol-4-il)
metoksi) benzaldegidlar sinteziga azid-alkin dipolyar siklobirikish reaksiyasini
qo‘llashdan iborat.

Tadgigotning usullari. Tadgiqgot jarayonida yupga gatlamli xromatografiya
(YuQX) va nozik organik sintez usullari, 1Q-, *H va 3C YaMR-spektroskopiya
usullaridan foydalanilgan.

Tadgiqgotning ilmiy yangiligi quyidagilardan iborat:

ilk bor orto,-para-proprgiloksibenzaldegidlar asosida 1H-1,2,3-triazol
hosilalari sintezi 1,3-dipolyar siklobirikish mexanizmi asosida amalga oshirilgan;

quydagi gator H<Br<COOH<NO; bo‘yicha elektromanfiylikni ortib borishi
bilan azid guruhining faolligi ortadi, natijada mahsulotning chigish unumi ham
ortishi aniglangan;

2-((1-almashingan fenil-1H-1,2,3-triazol-4-il)metoksi)benzaldegid reaksiya-
larining borishiga erituvchilarning ta’siri o‘rganilganda: mahsulotlarning yuqori
unumlarda hosil bo‘lishida magbul erituvchi toluol ekanligi asoslangan;

2-((1-almashingan fenil-1H-1,2,3-triazol-4-il)metoksi)benzaldegidlar sintezi-
ni amalga oshirishda qo‘llanilgan katalizatorlarning quyidagi CuxCI< CuzBra< Cuzlz
qator bo‘yicha faolliklarining ortishi aniglangan;

fenilgidrazin molekulasidagi aromatik halgaga elektronoakseptor — nitro
guruhining kiritilishi amino guruhning nukleofilligini kamaytiradi. Shuning uchun
fenilgidrazin aldegidlar bilan para-nitrofenilgidrazinga nisbatan osonroq reaksiyaga
Kirishishi dalillangan;

oksibenzaldegidlarning propargil efirlari va 4-((1-fenil (4-almashingan fenil)-
1H-1,2,3-triazol-4-il)metoksibenzaldegidlarni olinish texnologik sxemasi ishlab
chigilgan.

Tadgigotning amaliy natijalari quyidagilardan iborat:

1H-1,2,3-triazol hosilalari sintezida katalizator sifatida mis (l) galogenid-
laridan foydalanilganda reaksiya selektiv borib, asosan, 1,4-izomer mahsulotlarning
yuqgori unumlarda hosil bo‘lishi aniglangan;

biologik faolligi o‘rganish maqsadida orto- va para holatda o‘rinbosar tutgan
oksipropargil efirlarining fenil azid asosida olingan 1,2,3-triazol hosilalari yugori
faollikka ega ekanligi asoslangan;

yangi sintez qilingan 4-((1-fenil-1H-1,2,3-triazol-4-il)metoksi)benzaldegid
diabetning alloksan modelida gondagi glyukoza darajasini pasaytirish va glikogen
sintezini oshirish orgali gipoglikemik faollikka ega ekanligi, shuningdek, ko‘plab
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boshga hosilalar metall konstruksiyalardagi biokorroziyaga garshi xususiyatlarga
ega ekanligi aniglangan.

Tadgigot natijalarning ishonchliligi. Zamonaviy 1Q-, 'H va ¥*C YaMR-
spektroskopiya, xromatografik (yupga gatlamli xromotografiya (YuQX)) va boshga
tadgiqot usullaridan olingan natijalar asosida ishonchli tarzda tahlil gilingan.

Tadgiqot natijalarining ilmiy va amaliy ahamiyati. Tadgigot natijalarining
ilmiy ahamiyati shundan iboratki, ilk bor izomer propargiloksibenzaldegidlarni
ayrim aromatik azidlar bilan 1,3-dipolyar siklobirikish reaksiyalari asosida 1,2,3-
triazollarning katalitik sintezi va kimyoviy o°‘zgarishlari amalga oshirilgan, olingan
36 ta yangi moddalar 1,2,3-triazollar kimyosini yangi ma’lumotlar asosida boyitishi
bilan izohlanadi.

Tadqiqot natijalarining amaliy ahamiyati shundan iboratki, sintez gilingan
birikmalar orasida nozik organik sintezda reagent sifatida, tibbiyotda gandli diabetga
garshi va metall konstruksiyalar hamda qurilmalardagi biokorroziya keltirib
chigaruvchi bakteriyalarga garshi ingibitor sifatida qo‘llash mumkinligi bilan
belgilanadi.

Tadgiqot natijalarining joriy gilinishi. Yangi sintez gilingan 1,2,3-triazol
hosilalari va ularning kimyoviy xossalarini o‘rganish bo‘yicha olingan ilmiy
natijalar asosida:

sintez qgilingan birikmalardan  2((1-fenil-1H-1,2,3-triazol-4-il)metoksi)
benzaldegid, 2((1-(4-bromfenil-1H-1,2,3-triazol-4-il)metoksi) benzaldegid, 2((1-(4-
nitrofenil-1H-1,2,3-triazol-4-il)metoksi)benzaldegid,2-(4-(2-formilfenoksime-til)-
1H-1,2,3-triazol-1-il)benzoy kislota, 4-((1-fenil-1H-1,2,3-triazol-4-il) metoksi)
benzaldegid, 4-((1-bromfenil-1H-1,2,3-triazol-4-il)metoksi)benzaldegid, 4-((1-
nitrofenil-1H-1,2,3-triazol-4-il)metoksi)benzaldegid, 2-(4-(2-formilfenoksi-metil)-
1H-1,2,3-triazol-1-il)benzoy kislota, 4-(4-(4-formilfenoksimetil)-1H-1,2,3-triazol-
1-il) benzoy kislota “Muborak gazni qayta ishlash” zavodi MCHJ da metall
konstruksiyalar va qurilmalarda korroziya jarayoniga qarshi ingibitor sifatida
amaliyotga joriy etilgan (Muborak gazni gayta ishlash zavodining 2023-yil 12-
apreldagi NeVP5/UT-2018-sonli ma’lumotnomasi). Natijada, olingan birikmalar
metall konstruksiyalari va qurilmalarining ekspluatatsion muddatini uzaytirish
imkonini bergan;

orto-, para-propargiloksibenzaldegidlar asosida sitez gilingan 1,2,3-triazol va
uning hosilalari, ularning kimyoviy xossalarini o‘rganish texnologiyasi asosida
geterotsiklik birikmalarning yangi birikmalarini sintez qilish Tojikiston Milliy
akademiyasining V.L.Nikitin nomidagi kimyo instituti “Organik sintez”
laboratoriyasida amaliyotda qo‘llanilgan (V.L.Nikitin nomli kimyo institutining
2023-yil 24-apreldagi Ne 4/10-sonli ma’lumotnomasi).

Tadgigot natijalarining aprobatsiyasi. Mazkur tadgiqot natijalari 13 ta,
jumladan, 3 ta xalgaro va 10 ta respublika ilmiy-amaliy anjumanlarida ma’ruza
gilingan hamda muhokamadan o‘tkazilgan.

Tadqiqot natijalarining e’lon qilinganligi. Dissertatsiya mavzusi bo‘yicha
jami 17 ta ilmiy ish chop etilgan, shulardan, O‘zbekiston Respublikasi Oliy
attestatsiya komissiyasining falsafa doktori (PhD) dissertatsiyalari asosiy ilmiy
natijalarini chop etishga tavsiya etilgan ilmiy nashrlarda 3 ta maqola respublika, 1 ta
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magola xorijiy va xalgaro jurnallarda nashr etilgan.

Dissertatsiyaning tuzilishi va hajmi. Dissertatsiya tarkibi kirish, 3ta bob,
xulosa, foydalanilgan adabiyotlar ro‘yxati va ilovalardan iborat. Ish kompyuter
matnida yozilgan bo‘lib 120 betni tashkil giladi.

DISSERTATSIYANING ASOSIY MAZMUNI

KIRISH gismida o‘tkazilgan tadqiqotlarning dolzarbligi va zarurati asoslab
berilgan, tadgigotning maqgsad va vazifalari, obyekti va predmetlari tavsiflangan,
O‘zbekiston Respublikasi fan va texnologiyalari rivojlanishining ustuvor
yo‘nalishlariga mosligi ko‘rsatilgan, tadqiqotning ilmiy yangiligi va amaliy
natijalari yoritilgan, natijalarni amaliyotga joriy gilish hamda nashr etilgan ilmiy
ishlar va dissertatsiya tuzilishi bo‘yicha ma’lumotlar keltirilgan.

Dissertatsiyaning “1,2,3-Triazollar sintezi va xossalari” deb nomlangan
birinchi bobida turli xil organik azidlarni alkinlar bilan o‘zaro 1,3-dipolyar
siklobirikish reaksiyalari natijasida 1,2,3-triazollarni sintez qilib olish usullari va
ularning kimyoviy xossalari, ularga ta’sir etuvchi omillar biologik faolliklarini
o‘rganishga doir ma‘lumotlar tahlil gilingan. Ushbu umumlashtirilgan ma‘lumotlar
asosida ilmiy-tahliliy xulosalar chigarilgan hamda ular asosida dissertatsiya ishining
maqsadi, vazifalari, dolzarbligi va muhimligi belgilab berilgan.

Dissertatsiyaning “Olingan natijalarning tahlili” deb nomlangan ikkinchi
bobida tadgiqot natijalari keltirilgan. Boshlang‘ich modda sifatida olingan
oksibenzaldegidlarni propargil efirlari va aromatik azidlarni sintez gilish usullari,
ular asosida 1H-1,2,3-triazol hosilalari va ularning kimyoviy-biologik xossalari
hamda faol birikmalar olish texnologik sxemasi keltirilgan.

Boshlang‘ch moddalar sintezi. Dastlab, boshlang‘ich moddalardan oksibenz-
aldegidlarni (1-3) propargil bromid bilan alkillash reaksiyalari orqali amalga
oshirilib oksibenzaldegidlarni propargil efirlari sintez qgilib olindi (4-6).

TBAB, Potash,

7
OH Asetonitril O/\/
80 °C. 6-soat.
CHO + Br—CH,C=CH CHO
- HBr
_ 1-3
©/CHO /©/CHO
Br
1 CHO 2 3
2-propargi_1oksi- 4-propargiloksi- 5-brom-2-propargiloksi-
benzaldegid benzaldegid benzaldegid

Fenilazid fenilgidrazinni diazotirlash reaksiyasi orgali olingan bo‘lsa (4),
para-holatda o‘rinbosar saglagan azidlar tegishli anilin hosilalaridan olindi.

NaNO,

HCI
NHNH, —— > N,
0°C



+ = NaN3
R N, (I ———— R N,
R= Br, NO,, COOH 5-7

Propargiloksibenzaldegidlar va organik azidlar asosida 1H-1,2,3-triazol
hosilalarining katalitik sintezi. Tadgiqgotlarni rivojlangan usul- mis azid-alkin
siklobirikish (CuAAS) mexanizmi asosida davom ettirildi. Reaksiya selektiv borib,
fagat 1,4-dialmashingan 1H-1,2,3-triazol hosilalarini yugori unumlarda olishga
erishildi. Reaksiya qaytarma sovutgich o‘rnatilgan moy hammomida, qutbsiz
erituvchilarda 6-8 soat davomida mis (I) galogenidlari (Cu,Cl,, Cu2Br; ,Cuzl,)
katalizatorligida qizdirish bilan olib borildi. Olingan mahsulotlarni toza holda ajratib
olishda etanol, geksan va siklogeksan kabi erituvchilaridan gayta kristallashda
foydalanildi.

CHO CHO /©/

el
0-H,C— C=CH O THER 2N g
CHO
N3 Cu,Gal, ,toluol, CHO
110°C 6-10 soat R
0-H,C—C=CH ¥ C_(/\I;l 12-15
2 =N
R N R
CHO
N

R

CHO 4-7

/@—o-ﬁzc— C=CH
B

r
R=H, Br, NO,, COOH : Gal=Cl, Br, I

Tadqiqotlar davomida mahsulot unumiga erituvchilarning ta’sirini
o‘rganish magsadida geksan, benzol, toluol, orto-ksilollar erituvchilarida olib
borildi. Reaksiyaning borishi har bir soatda yupga gavatli xromatografiya (YuQX)
yordamida tekshirib borildi. Ushbu erituvchilar orasida toluol eng samarali
erituvchi sifatida tanlab olindi. Najalar 1-jadvalda keltirilgan.

1-jadval.
Orto-propargiloksibenzaldegidlar asosida olingan1H-1,2,3-triazollar hosil
bo lish unumiga va reaksiyaning davomiyligiga erituvchilarning ta’siri

Ne | Erituvchilar Harorat Reaksiyaning | Reaksiya unumi
davomiyligi (%)

1 Geksan 69 10-18 8-10

2 Benzol 80 12-16 30-33

3 Toluol 110 6-8 79-87

4 o-Ksilol 144 6-8 75-85

Tadgiqotlar davomida mahsulot unumiga katalizatorlarning ta’sirini o‘rganish
magsadida — reaksiyalar turli xil vaqt davomida mis (1) galogenidlari: CuCly,
CuBr, va Cuzl, tuzlarini qo‘llab olib borildi. Olingan natijalar asosida
katalizatorlarning faolligi quyidagi tartibda ortib borishi kuzatildi: Cu2Cl,< CuzBr
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< Cuzl,. Reaksiya konversiyasi va mahsulot unumiga katalizatorlarning ta’siri 2-
jadvalda keltirilgan.

2-jadval.

8-11-moddalarning hosil bo‘lish reaksiyalarining (halgalanish) tezligi va
unumiga katalizatorlarning ta’siri

Kataliza- | Reaksiyaning | 1,4-izomer Kataliza- | Reaksiyani | 1,4-izomer
Ne tor optimal hosil Ne tor ng optimal hosil
vaqti (soat | bo‘lish vaqti (soat) bo‘lish
unumi % unumi %
Cu CL 9 94 Cu,Cl, 9 95
Cu,Br, 7 96 Cu,Br, 7 99
8 10
Cu,, 6 98 Cu,l, 6 100
Cu,Cl, 9 93 Cu,Cl, 9 96
Cu,Br, 7 97 Cu,Br, 7 99
9 11
Cu, L, 6 100 Cu,l, 6 100

Arilazid molekulasida elektronoakseptor o‘rnibosarning bo‘lishi uning
reaksion qobiliyatini kamaytiradi. Orto-, para-propargiloksibenzaldegidlarga
arilazidlarni  1,3-dipolar siklobirikish reaksiyasining borishiga eng maqgbul
katalizator mis (1) yodid ekanligi aniglandi. Mahsulotni chigish unumi azid
molekulasidagi o‘rinbosarlarni quyidagi gatori HKCOOH<Br<NO; bo‘yicha ortib
borishi kuzatildi.

Sintez qilib olingan moddalarni tuzilishi 1Q-, *H YaMR-, ¥C YaMR-
spektrlari yordamida isbotlandi. Sintez gilingan yangi 1H-1,2,3-triazollarning ba’zi
fizik kattaliklari 3-jadvalda keltirilgan.

3-jadval
1,2,3-triazollarning ba’zi fizik konstantalari

Ne Tuzilish Unum, | Rf | Tsuyuq°C 1Q-spektr (v, sm™?)
formulasi % VCEOH | Vc=0 | Vc=C | VN=N | Vc-O-
C,.H,N,0, 79 | 0,67 | 138140 | 2802 | 1686 | 1599 | 1507 | 1404
C, H_NBrO, | 8 |079 | 199200 | 2880 | 1685 | 1601 | 1499 | 1403
10 [C,H, N0, 87 | 0,63 | 258-259 | 2739 | 1684 | 1605 | 1576 | 1391
11 [C,H,N,0, 83 | 0,16 | 289-200 | 2733 | 1682 | 1605 | 1578 | 1393
12 [ C,H N0, 79 | 075 | 9798 | 2736 | 1689 | 1604 | 1577 | 1385
13 [ C H, NBrO, | 82 [077| 160-161 | 2736 | 1691 | 1604 | 1578 | 1390
14 [ C H, N0, 87 | 062 | 197-198 | 2750 | 1692 | 1603 | 1580 | 1395
15 [ CH,N,0, 83 | 0,15 | 240241 | 2911 | 1640 | 1596 | 1578 | 1393
16 [C H_NBrO, | 84 |0,71 | 188-189 | 2736 | 1689 | 1604 | 1577 | 1385
17 [C H_NBrO, | 81 | 043 | 235236 | 2804 | 1678 | 1618 | 1588 | 1392
18 [C,H,NBrO, | 78 | 0,74 | 232233 | 2738 | 1675 | 1619 | 1501 | 1393
19 [C,H_NBrO, | 68 | 064 | 269270 | 2734 | 1682 | 1603 | 1589 | 1388

*|zoh: sistema (benzol:methanol-5:1 va benzol ateton 4:1);** etanolda gayta
kristallangan.
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8-moddaning 1Q-spektri tahlil gilinganda tegishli 3118 (Ar(=C-H)), 2802
(C(=0)-H), 1686 (C=0), 1599 (C=C), 1507 (N=N), 1404 (C-O), 1245 (C-N)
sohalarda yutilish chastotalariga ega bo‘lib, molekuladagi barcha funksional
guruhlar mavjudligini to‘liq tasdiglaydi (1-rasm).
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1-rasm. 2-((1-Fenil-1H-1,2,3-triazol-4-il)metoksi)benzaldegidning (8) 1Q-spektri.

2-((1-Fenil-1H-1,2,3-triazol-4-il)metoksi)benzal-degidning (8) tuzilishi H
YaMR- va BC YaMR-spektrlari orgali isbotlandi.

'H YaMR-spektrida (CDCls) fenil guruhi va triazol halgasini bog‘lab turuvchi
metilen guruhi protonlari nisbatan kuchsiz sohada — 5.36 m.u. da ikki protonli singlet
holida tegishli kimyoviy siljishga (2H, s, -OCH,) ega. Molekuladagi benzol halgasi
protonlari 7.03 m.u. (1H, t, J=7.4, H-5) sohada bir protonli triplet, 7.14 m.u. (1H, d,
J=8.4, H - 4") sohada bir protonli dublet, 7.38 m.u. (1H, t, J=5.8, H-3) sohada bir
protonli triplet 7.47 m.u. (3H, dd, J= 6.4, H-4, 3', 5') sohada uch protonli dublet-
dublet, 7.67 m.u. (2H, d, J=8.4, H- 2', 6") sohada ikki protonli dublet, 7.77 m.u. (1H,
d, J=7.7, H - 6) sohada esa bir protonli dublet holida kimyoviy siljishga ega. Triazol
halgasidagi proton (C-H) bir protonli singlet holida (1H, s) kuchsiz 8.06 m.u. sohada,
formil guruhiga tegishli proton esa singlet holida ancha kuchsiz sohada 10.43 m.u.
da (1H, s, -CHO) namoyon bo‘ladi (2-rasm).
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Ortikov_TB-32
1H_CDCI3_16082021_600MHz
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2-rasm. 2-((1-Fenil-1H-1,2,3-triazol-4-il)metoksi)benzaldegidning (8) H YaMR-

spektri.
8-Moddaning *C YaMR-spektrida metilen guruhidagi uglerod 62.63 sohada,
aromatik va geterotsiklik halga uglerodlari 113 dan-161 gacha bo‘lgan sohalarda,
formil guruhiga tegishli uglerod esa 189.65 m.u. sohada kimyoviy siljishga ega
bo‘lganligini ko ‘rishimiz mumkin (3-rasm).

Ortikov_TB-32
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3-rasm. 2-((1-Fenil-1H-1,2,3-triazol-4-il)metoksi)benzaldegidning (8) *C YaMR-
spektri.
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Olingan barcha spektr natijalari 8-moddaning tegishli strukturaga mos
ekanligini to‘liq isbotlaydi. Qolgan- 9-11-moddalarning ham tuzilishi 1Q-, *
YaMR-, 13C YaMR-spektrlari orqali o‘rganildi va keltirilgan strukturaga mos ekani
tasdiglandi. Quyida 10-, 11-moddalarning H YaMR-spektrida protonlarning
kimyoviy siljishlari va 8-moddaning *C YaMR-spektridagi uglerodlarning
kimyoviy siljishi keltirilgan.

10.33 (C) 906(c) 8.01 (}:[) 8 11 () 1047() 909(6) 8.08 (A) 8 12 (n)
CHO CHO COOH
OCHzf OCHZA(\
7.69 (1m) — 7.71()  —
7.07 (1) > 544(°> 801( ) 8‘“ @ s T > 542( ) 808( ) 8 2@
) X 10 ) X 1
7.41 (n) 7.43 (n)
7.57 (1) 7.64 (1)
129.9
189.65 120.73 129.14
= 121.2
< 136.1
125.2 0 13695~ 129.9
128.99 160.4 Z | 120.73
62.63
1215 113.12 NT
135.04 8

1,2,3-Triazollarning hosil bo‘lish mexanizmi. Sintez qilib olingan para-
propargiloksibenzaldegidlar uchun CuAAS reaksiyasining samaradorligi va
selektivligi reaksiyaning oralig bosgichida hosil bo‘ladigan mis (I) asetilenidlarning
yugori reaksion qobiliyati tufayli kelib chigadi (2). Organik azidni asetilenidning
mis markaziga ta’siri (3) uch bog‘ning nukleofilligini oshiradi va reaksiyaning
ketma-ket boradigan bosqgichlarini boshlaydi. Bunda asetilenidlarning nukleofil -
uglerod atomi va azidlarning uchinchi azot atomi o‘rtasida yangi C-N bog* hosil
bo‘ladi hamda olti a’zoli mis metallohalga (4) hosil giladi. So‘ngra u begaror besh
a’zoli mis (I) triazolid (5)ga aylanib, alkil va triazolid o‘rtasida proton almashinuvi
sodir b‘lib, 1,4-dialmashingan 1H-1, 2 3-triazollarni (6) hosil giladi:

1,4-dialmashingan

1,2,3-triazol Q
OHC @ 1
\

Cu,Gal, H
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1H-1,2,3-triazol hosilalari ning fenilgidrazin va para-nitrofenilgidrazinlar
bilan kondensatsiya reaksiyasi. Olingan yangi 1,2,3-triazol hosilalarining kimyoviy
xossalarini o‘rganish maqsadida etanol ishtirokida kondensatsiya reaksiyasi amalga
oshirildi. Reaksiya natijasida gidrazonlar hosil bo‘ldi. Reaksiyaning borishi

quyidagi sxemada keltirilgan:
R,

_.NH
R, HN NH,
CHO C,HsOH, 80 °C,
HC=N_
4-soat N
/ N + H
N=N O—-CH, |
R =N
8-19 R, R N

20-43

R

R=H, Br; R;=H, Br, NO, COOH; R,= H, NO,
Olingan hosilalarning tuzilishi 1Q- valH YaMR-spektri orgali tahlil gilindi.
Quyidagi jadvalda 1Q-spektri tahlili keltirilgan (4-jadval). Jadvaldan

ma’lumki, karbonil guruhga xos bo‘lgan yutilish chiziglari yo‘qolganligi kuzatildi.

4-jadval
Ayrim gidrozonlarning fizik konstantalari va 1Q-spektrdagi xarakterfli
yutilish sohalari

Ne Brutto IQ-spektrlarni yutilishlari, v, sm™
formulasi Tsuyuq. R;" Unum, | C-O-C [C=N | N-H | C-N | N=N
°C giymati %

20 | C22H19NsO 110-112 | s | 0.76 85 1290 1685 | 3157 | 1245 | 1499
21 | C22H1sBrNsO | 266-268 | b | 0.71 84 1291 1682 | 3192 | 1236 | 1497
22 | C22H18N6Os3 240-241 |a | 0.61 81 1291 1680 | 3198 | 1236 | 1486
23 | C23H19N503 200-202 |a | 0.38. 80 1289 1612 | 3217 | 1241 | 1484
24 | C22H19NsO 194-195 |a | 0.67 89 1267 1595 | 3266 | 1237 | 1496
25 | C22H1sBrNsO | 260-262 | b | 0.71 86 1271 1595 | 3269 | 1231 | 1496
26 | C22H18N6O3 230-232 | d | 0.58 88 1269 1594 | 3274 | 1234 | 1498
27 | Ca3H19N503 218-220 | b | 0.47 81 1280 1591 | 3228 | 1234 | 1489
28 | C22H18BrNsO | 146-148 |s | 0.78 79 1278 1672 | 3214 | 1183 | 1498
29 | Co2H17Br2NsO | 245-246 | a | 0.65 81 1274 1677 | 3152 | 1181 | 1591
30 | C22H17BrNeOs3 | 176-178 | a | 0.75 71 1269 |1621 | 3228 | 1176 | 1521
31 | Co3H1sBrNsOs | 172-174 | b | 0.44 68 1266 1615 | 3197 | 1168 | 1536

Izoh: sistema a benzol : aseton — 4:1:b benzol :aseton — 1:1; s benzol :metanol —
5:1; d benzol :aseton — 5:1.

Olingan (24) moddaning !H YaMR-spektri (DMSO-dg+CCly) tahlil
gilinganda fenilen va triazol halgasini bog‘lab turuvchi oksimetilen guruhi protonlari
5,22 m.u. sohada-ikki protonli intensivlikda singlet (2H, s, -OCHj-) ko‘rinishda
namoyon bo‘ldi (4-Rasm). Bu yon ta’sirlashuvchi protonlar yo‘qligini ko‘rsatdi.
Molekuladagi gidrazin azoti bilan bog‘langan fenil guruhining 4-holatdagi vodorodi
6.64 m.u. da bir protonli triplet holida, 2,3,5 va 6-protonlari esa 7,00 m.u. sohada
to‘rt protonli triplet holida ko‘rindi. Molekula markazidagi fenilen guruhining
protonlari 7,11 m.u. va 7,87 m.u. sohalarda ikki protonli triplet holida, triazol
halgasiga bog‘langan fenil guruhining 4-protoni 7.41 m.u. da bir protonli triplet
holida, 2,3,5,6-protonlari esa 7,53 m.u. da to‘rt protonli multiplet holida kimyoviy
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siljishga ega bo‘lgan aromatik protonlarga xos signallar hosil qildi. Triazol
halgasidagi proton 7,76 m.u. sohada singlet holida, -N=CH- guruhidagi vodorod
8.77 m.u. sohada bir protonli singlet, -NH-N= guruhidagi vodorod past intensivlikda
9.92 m.u. sohada bir protonli singlet holida namoyon boldi. *H YaMR-spektrdagi
signallar molekuladagi protonlar soniga mos kelishi tuzilishni to‘liq tasdiqlaydi.

Ortikov_TC-50
1H_DMS0-d6+C4_15042021_400 MHz
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4-rasm. 1-Fenil-4-((4-((2-fenilgidraziniliden) metil)fenoksi)metil)-1H-1,2,3-triazol
(24) 'H YaMR-spektri.

Shunday qilib, oksipropargilbezaldegid asosida olingan triazol hosilalarida
gidrazinlar bilan kondensatsiya reaksiyasini borishi aldegid bog‘i yo‘qolib azometin
(C=N) bog‘i hosil bo‘ladi. Hosil bo‘lgan birikmaning tuzilishi *H YaMR-spektri
yordamida tasdiglandi.

Sintez gilingan birikmalarning amaliy ahamiyati. Yaqin davrgacha 1,2,3-
triazol hosilalarini istigboli yo‘q birikmalar deb garalar edi. Ammo so‘ngi 20-30 vyil
ichida ularning biologik faolligini o‘raganish keng ko‘lamda olib borilishi natijasida
juda qimmatli ma’lumotlar to‘plandi.

Sintez gilingan yangi 1H-1,2,3-triazol hosilaraini foydali xususiyatlarini
aniglash maqgsadida TS-27 moddasining alloksan diabetda qonda glyukoza
miqdoriga hamda qon plazmasida triglitserid va insulin miqdoriga ta’siri,
shuningdek, 2((1-fenil-1H-1,2,3-triazol-4-il)metoksi) benzaldegid, 4-((1-fenil (4-
almashingan fenil)-1H-1,2,3-triazol-4-il)metoksi)benzaldegidlarni metall
korroziyasini ingibitorlovchi xossaga ega ekanligi aniglandi.

Diabetga garshi faolligi. Sintez gilingan yangi triazol hosilalaridan TS-27
birikmasi kalamushlarda alloksan preparati yordamida sun’iy chagqirilgan diabetga
ta’siri o‘rganilganda qondagi glyukoza miqdori 18,5 mmol/l dan 7,7 mmol/l ga
kamayganligi kuzatildi.
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So‘nggi vaqtlarda eksperimental diabet chaqirishning ko‘plab usullari
yaratilgan bo‘lib, ulardan tadqiqotlarda keng qo‘llanib kelinayotgan alloksan diabet
modelidan foydalanildi.

Tadgiqotlarda alloksan diabet guruhi chagirilgan hayvonlarga 1,2,3-
triazollarning yangi hosilasi 2((1-fenil-1H-1,2,3-triazol-4-il)metoksi) benzaldegid
(TS-27) (15 mg/kg) 10 kun davomida peroral yuborildi. Farmakoterapiya gilingan
hayvonlarning gondagi glyukoza miqgdori har 3 kunda tekshirib borildi. Olingan
natijalarga ko‘ra, nazorat guruhi hayvonlarning qonidagi glyukoza miqdorida
dinamika kuzatilmadi va 5,7 mmol/l ni tashkil etdi. Alloksan yuborilgandan so‘ng
12 kun o‘tib II va III guruh hayvonlarning qonidagi glyukoza miqdori 11 mmol/I
dan ortib ketganligi aniglandi. Ushbu Il1 guruh hayvonlariga 10 kun davomida TS-
27 yuborilgandan so‘ng ularning qonidagi glyukoza miqdori 7,7 mmol/l ni tashkil
etdi. Il guruh, ya’ni alloksan diabetli hayvonlarning qonidagi glyukoza miqdori esa
18,5 mmol/l ga yetganligi kuzatildi (7-jadval). 1,2,3-Triazollarning TS-27 yangi
hosilasi alloksan diabet sharoitida kalamushlar qon plazmasidagi glyukoza
miqgdorini kamaytirib gipoglikemik xossasini namoyon qildi. Bunda, TS-27 moddasi
gipoglikemik hossasi yaqqol namoyon bo‘lganligi aniqlandi.

7-jadval
Alloksan diabetda kalamush gon plazmasidagi glyukoza va jigar
to‘qimasidagi glikogen migdoriga TS-27 ning ta’siri (M+m)

Glikogen miqgdori Glyukoza
Ne Hayvon guruhlari (tana vazniga nisbatan miqgdori
mg/100 g) (mmol/l)
| | Nazorat (Intakt) 781,8+41.4 5,7+0,8
Il | Alloksan diabet 389,24+20,1** 18,5+1,4%*
11 | Alloksan diabet+TS-27 639,2+32,6* 7,7+0,9%*

Izoh: *P<0,05; **P<0,01; n=6

Antikorrozion xossasi. Sintez qilib olingan moddalardan bir ganchasini
Muborak neft va gaz qazib chigarish boshgarmasi qoshidagi Markaziy
laboratoriyasida metall konstruksiya hamda qurilmalarda korroziya jarayoniga
garshi ingibitorlik xossasini aniglash magsadida sinovdan o‘tkazildi. Bu birikmalar
metall konstruksiyalari va qurilmalarining korroziyasiga garshi ingibitor sifatida
ishlatiladigan “CONQOR 404" preparatiga solishtirib o‘rganilganda moddalardan
2-((1-fenil-1H-1,2,3-triazol-4-il)metoksi) benzaldegid hamda 4-((1-fenil-1H-1,2,3-
triazol-4-il)metoksi)benzaldegidlar “CONQOR 404”ga yaqgin effektiv ingibitor
ekanligini ko‘rsatdi.

Dissertatsiyaning “Oksibenzaldegidpropargil efirlari va 4-((1-Fenil (4-
almashingan fenil)-1H-1,2,3-triazol-4-il)-metoksibenzaldegidlarni olinish
texnologik sxemasi” deb nomlangan qismida oksibenzaldegiddan olingan
oksibenzaldegidpropargil efirlari va 4-((1-fenil(4-almashingan fenil)-1H-1,2,3-
triazol-4-il)-metoksibenzaldegidlarni sintez qilish texnologiyasi ishlab chigilgan.
Texnologik jarayon uzlikli ishlaydi va quyidagicha tavsiflanadi (5-rasm).

Dastlab aralashtirgich o‘rnatilgan reaktor (1) ga o‘lchangan miqdorda
erituvchi asetonitril va teterabutilammoniy bromid (TBAB) (2) aralashmasi
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quyiladi. Harorat 80 °C ga yetganda reaksion aralashmaga aralashtirib turgan holda,
o‘lchab olingan miqdordagi para-oksibenzaldegid (3) va K,CO; (5) solinadi. 4-
Sig‘imdan o‘lchangan miqdordagi propargilbromid quyiladi. Reaksion aralashma 6
soat davomida aralashtirilib turiladi. So‘ngra, gaynoq arashmani K,COj3 dan ajratish
uchun filtr (6) dan o‘tkazilib nasos (7) orgali sovuqg suv bilan sovitib filtrlash (8)
qurilmasiga o‘tkaziladi. 8-Qurilmada aralashma sovitiladi va aralashma filtirlab
olinadi hamda fenol qoldiglaridan tozalash uchun dastlab (9) sig‘imdan
yuboriladigan ishqor eritmasida, so‘ngra (10) sig‘imdan keladigan suv bilan
yuviladi. Xom mahsulot gayta kristallash uchun nasos yordamida (12) qurilmaga
o‘tkazilib, (11) sig‘imdan keladigan siklogeksanda gayta kristallanadi va aralashtirib
turgan holda sovuq suv bilan yuvib sovitiladigan (8) qurilmaga o‘tkaziladi. 8-
Qurilmada aralashma sovitiladi va mahsulot filtirlanib, tayyor mahsulot (14)
bo‘limiga o‘tkaziladi.

issiq suv
80°C

sovuq

issiq suv
90°C

5-rasm. Para-oksibenzaldegid propargil efirini olinish texnologik sxemasi.

1 — Reaktor; 2 — asetonitril va TBAB aralashmali sig‘im; 3 — para-oksibenzaldegidli sigi‘m;
4 — propargilbromidli sig‘im; 5 — K.COz uchun sig‘im; 6 — filtr; 7 — nasos; 8 — sovitib filtirlash
qurilmasi; 9 — ishqorli sig‘im; 10 — suvli sig‘im; 11 — siklogeksanli sig‘im; 12 — qayta kristallash
uchun eritish qurilmasi; 13 — vakuum nasos; 14 — tayyor mahsulot uchun sig‘im.

O‘Ichangan miqdordagi toluol (3) sig‘imdan sovitgich (6) bilan jihozlangan
elektr gizdirgichli reaktor (1) ga quyilib 120°C gacha gizdiriladi. Ustiga 4-sig‘imdan
oksibenzaldegidning propargil efiri aralshtirib turgan holda dozatorli idish (2) dan
katalizator Cuzl,, so‘ngra arilazid (5) qoshiladi. Jarayon 6-8 soat davom etadi,
so‘ngra qaynoq holda (7) filtr yordamida filtirlanib katalizator ajratiladi. Filtrat
nasos (8) orqali sovitib filtirlash qurilmasi (9) ga haydaladi. Tushgan kristallar 10-
sig‘imdan kelayotgan toluolda yuvilib vakuumda filtirlanadi. Xom mahsulot gayta
kristallash qurilmasi (12) ga o‘tkazilib, 11-sig‘imdan kelayotgan geksanda gayta
kristallanadi va nasos (8) yordamida sovitib filtirlash qurilmasi (9) ga haydaladi. 9-
qurilmada sovitiladi, so‘ngra tushgan kristallar filtrlanib 13-vakuum nasos
yordamida tayyor mahsulot bo‘limi (14) ga o‘tkaziladi.
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Ikkinchi mahsulot 4-((1-fenil (4-almashingan fenil)-1H-1,2,3-triazol-4-il)-
metoksibenzaldegidlarni olinish texnologik jarayon uzlikli ishlaydi va quyidagicha
tavsiflanadi (6-rasm).

9

sovuq
suv

sovuq

issiq suv \
90°C l
J—

| p {.\ﬁ‘

13

6-rasm. 4-((1-fenil (4-almashingan fenil)-1H-1,2,3-triazol-4-il)-metoksibenzal-
degidlarni olinish sxemasi.

1—Raktor; 2— Cuzl2 li sig‘im; 3 —toluolli sig*’im; 4 — oksibenzaldegidpropargil efirli sig‘im;
5-arilazidli sig‘im; 6 — sovitgich; 7 — filtr; 8 — nasos; 9 — sovitib filtirlash qurilmasi; 10 — toza
toluolli sig‘im; 11 — geksanli sig‘im; 12 — gayta kristallash uchun eritish qurilmasi; 13 — vakuum
nasos; 14 — tayyor mahsulot qurilmasi.

Dissertatsiyaning “Tajribaviy qism” deb nomlangan uchinchi bobi sintez
qilingan moddalarning tadqiqot usullari qismi bo‘lib, tadqiqotlarni olib borish uchun
boshlang‘ich moddalar sintezi, 1,2,3-triazol hosilalarini olish va olingan
birikmalarning kimyoviy hossalarini  o‘rganish maqgsadida kondensatsiya
reaksiyalarini amalga oshirish usullari keltirilgan.

XULOSALAR

1. Almashingan aromatik azidlar va propargiloksibenzaldegid izomerlari
orasida o‘zaro azid-alkin dipolyar siklobirikish reaksiyalari asosida birinchi marta
12 ta yangi 1,2,3-triazol hosilalari sintez gilindi. Reaksiyani borishiga ta‘sir etuvchi
omillar (erituvchi, harorat va katalizator) aniglandi va mahsulotni yuqori unumda
chigadigan maqgbul sharoitlari taklif etildi.

2. Azid-alkin dipolyar siklobirikish reaksiyasi mis (1) galogenidlari
ishtirokida olib borilganda katalizatorlarning Cu,Cl,<CuzBr<Cuzl, gatorida
faollikning ortishi bilan 1,4-izomer mahsulotlarni yugori unumlar bilan sintez gilish
usuli tavsiya gilindi.

3. Fenilgidrazin molekulasidagi aromatik halgaga elektronoakseptor — nitro
guruhining kiritilishi amino guruhning nukleofilligini kamaytirib, fenilgidrazinning
aldegidlar bilan para-nitrofenilgidrazinga nisbatan osonroq reaksiyaga Kirishishi
aniglandi.

4. Sintez qgilingan triazollar va ularning arilgidrazinlar bilan reaksiyasi
natijasida olingan 24 ta gidrazonlarning tuzilishi 1Q-, *H hamda *C YaMR-
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spektroskopiya kabi usullarda tasdiglandi va spektrall tahlil natijalari organik
kimyoda qo‘llash uchun tavsiya etildi.

5. Sintez gilingan TS-27 birikmani gandli diabetga garshi faolligi aniglandi
va uning alloksanli diabetda gondagi glyukoza miqgdorini kamaytirib, glikogen
sintezini oshirib gipoglikemik faollikka ega ekanligi isbotlandi.

6. Sintez qilingan 2-((1-fenil-1H-1,2,3-triazol-4-il)metoksi)benzaldegid
hamda 4-((1-fenil-1H-1,2,3-triazol-4-il)metoksi)benzaldegidlarni  antikorrozion
xossalari aniglandi va sintez gilingan preparatlar metall korroziyasini ingibirlovchi
effekti amalda qo‘llanilayotgan “CONQOR 404” ingibitori faolligiga yaqin ekanligi
tasdiglandi.

7. Birinchi marta oksibenzaldegid propargil efirlari va ular asosida 1,2,3-
triazol hosilalarini olish texnologik sxemasi ishlab chigildi hamda jarayon uchun
materiallar balansi hisoblandi.
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BBEJEHUE (anHoTrauus k aucceprauuu 1okropa ¢puiaocodpuu (PhD)

AKTYaJIbHOCTh U BOCTPE0OBAHHOCTb TeMbI AMcCcepTannu. B Hacrosmee
BpeMsi BO BCEM MHpPE BHUMAHHE VACISIETCA CHUHTE3Y MEHee TOKCHUYHBIX
dbapMaleBTUYECKUX TpenapaToB M COBEPIICHCTBOBAHHMIO WX TeXHojoruil. B
gactHocTH, 1H-1,2,3-Tpmazon u ero mNpou3BOJHBIE OOJAJalOT BBICOKOU
OMOJIOTMYECKON aKTUBHOCTHIO U3 MSTUWICHHBIX T€TEPOIUKINUECKUX COSTUHECHUM,
coJiep KallluX TPU aTomMa a30Ta U UMEIOUIUX BaXXKHOE 3HAUEHUE MTPU IPUTOTOBICHUH
npenaparoB OT NPOCTYIbl, BOCHAJICHWH, paka M TyOepKyjiesa B MEIUIIMHE,
MECTULINIOB U OMOCTUMYJISITOPOB B CEJIBLCKOM XO03MCTBE, HHTUOUTOPOB KOPPO3UU B
TEXHUKE.

B Mupe mnpoBomsTCS MIUPOKO MacIITaOHBIE HCCIEIOBAHUS IO CHUHTE3Y
npousBojHbIXx 1H-1,2,3-Tprua3onoB Ha ocHOBe MexaHu3Ma 1,3-TUoNSIPHOTO LIUKJIO-
NPUCOCAVHEHUS W M3YyYECHHIO (DaKTOPOB, BIUSIONIMX HA BBIXOJ MPOAYKTOB,
OTIPENICNICHUI0 MX CTPYKTYpPbl COBPEMEHHBIMU (U3MYECKUMH METOJaMH HCClie-
JIOBAaHUS, a TaK)Ke XMMHUYECKHE U HAy4YHbIE HCCJIEAOBAaHUS MO M3YUYCHHUIO HX
OMOJIOTMYECKUX CBOMCTB, UTO SIBISETCS BaXKHEUIIMMHU 3aJa4aMu COBPEMEHHOM
OpraHUYeCKOM XUMHHU.

B mocnennue ronpl B XMMUYECKONW MPOMBIINIJICHHOCTH HAIIeH peciyOauKu
aKTyaJbHBIMU 3aJlayaMU SBJISFOTCS MPOU3BOJICTBO UMIIOPTHOM MPOIYKIIUU ITyTEM
3 PEKTUBHOTO UCIIOIB30BAHUS MECTHOTO CBHIPhS M BTOPHUYHBIX IMPOJYKTOB
nepepabotku. B wacTHocTH, XHMMHYECKas TPOMBIIIJIEHHOCTh W OTPaciH
XUMHUYECKOTO MPOU3BOJCTBA B COOTBETCTBUHU C TPeOOBAHUSMH BPEMEHH, a BUJIBI
NPOAYKIIUU U OOBEMBI MPOU3BOICTBA XUMUYECKUX MPEANPUATUN YBEIUYUIUCH B
HECKOJIBKO pa3. JT0, B CBOIO OYEPEb, JAET BOZMOKHOCTh YBEIIUYNUTHh ACCOPTUMEHT
MECTHOM, MMIIOPTO3aMENIAIOIEl, MEPCHEKTUBHON 3SKCIOPTOOPUEHTUPOBAHHOM
OPOJIYKIMH U TIOJHSATH €€ Ka4eCTBO 10 MUPOBBIX CTaHAAPTOB.

B crpareruu pazsutus Pecriyonmku Y36ekucrtan Ha epuoja 2022-2026 roios
“Pa3BUTHE XMMHWYECKOW W TA30XMMHYECKOW IPOMBIIUIEHHOCTH W TPOU3BOJICTBA
IPOIYKIIMY 32 CYET MOBBIIICHUSI YPOBHA MepepabOTKH MPUPOIHOTO ra3a” B YKazax
[Ipesunenta PecnyOnuku Y306exuctan Nell®-4947 ot 7 despans 2017 roma “O
CTpaTern ACHUCTBHM MO JajbpHedIeMy pa3Butuio PecnyOmuku Y30ekucran”,
Nel1Q-3979 ot 17 suBaps 2018 roma “O Mepax mo cTaOUIBHOMY CHAOKEHHIO
KauecTBeHHOU npoaykimeit u ceipbem”, [IK-3983 ot 25 okts16ps 2018 roma “Mepsi
M0 OMNEPEeKAIIIEMY pPa3BUTHIO XWMHYECKOW MPOMBIIUIEHHOCTH B PecmyOnmke
V36ekuctan” u [IK ot 13 deBpans 2021 roma — Ne 4992 “O mepax no gaibHenIeMy
pedopMupoBaHUI0O W (UHAHCOBOMY O3JOPOBJICHHUIO MPEANPHUITHI XUMUYECKON
MIPOMBIIIJIEHHOCTH, PA3BUTHE MPOU3BOJICTBA XUMHUYECKON MPOAYKIHH C BBICOKOM
7100aBIEHHON CTOMMOCTBIO” W JpYru€ HOPMATUBHO-TIPABOBBIE JOKYMEHTHI,
PELIEHUIO KOTBIPBIX, B OINPEJIEICHHON CTEMEHHU MOCIY>KaT pe3yJbTaThl JAHHOIO
JUCCEPTALMOHHOTO UCCIIETOBAHMS.

CooTBeTcTBHE HCCJIEJOBAHNI MPUOPUTETHHIM HANIPABJIEHUSM PAa3BUTHS
HAYKM M TEXHOJOTrMU pecnmyOJuKH. JlaHHOE HCClieIOBaHHE BBIITOJIHEHHOTO B
COOTBETCTBUM C MPUOPHUTETHHIMU HAMNPABICHUEM Pa3BUTUS HAYKU U TEXHOJOTUU
VIl PecniyOnuku “XuMuueckue TEXHOJIOTMU U HAHOTEXHOJIOTUU .
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Crenenp u3y4eHHOCTH MPoodaembl. CUHTE3y NMPOM3BOAHBIX 1,2,3-Tprazona
XOpOLIO N3yYEeH MHOTMMH YYEHBIMU MUPA U B HACTOSIIIIEE BPEMS ITH UCCIEA0BAHUS
ObICTpO pa3BuBaroTCs. HayuHble UCCle10BaHUs, HAPABICHHbIE HA CUHTE3 HOBBIX
MPOU3BOAHBIX  1,2,3-TpHA30/I0B KATAIUTHYECKUMH METONAMU U  CO3/aHUE
OMOJOTMYECKU aKTUBHBIX COEIMHEHUI Ha X OCHOBE, pa3pabOTKy MPOMBIILIEHHBIX
TEXHOJOTUH W PACUIMPEHHIO OOJacTeil MPUMEHEHMs] OCYUIECTBIISIETCS TaKUMH
n3BecTHbIMU yu€HbIMU kKak P.Xbrocren, K.lllapmnecc, M.Mennan , 3. Tpubak, Jly
Aur, C.Centni, Xapmpxuaaep Cunrx, @. Xumo, A. Jle Huno, Moapa T., [{ro Mbii
Yen, byacna Cyan, Kupcu Xapmxy, xaman Xacan Myxammaz u 1O. B.I'puropes,
I'.'T. CyxaHnos.

Cunre3 mnpousBoanbix 1H-1,2,3-Tpuazona, H3ydyeHHIO HMX XHMHUYECKHX
CBOMCTB W OHOJIOTMYECKONW aKTHUBHOCTH TIOCBSIIIEHBl MCCIEIOBAaHUS TaKUX
y30ekckux yueHsl kak A.l.Maxcymos, H.Manuxonos, 1.A.A6nyradgypos, A.J.
JxypaeB, A.T.Huk6aes, P.Myxammenosa, ®@.b.Kupruzos, XK.III.MamanxoHoB 1
npyrue ydensie. H.Manuxono, U.A.AOnyradypo u A.J.JxypaeB KoTopbie
OCYUIECTBWJIM CHUHTE3 M XUMHUYecKue mnpeBpauieHus 1,2,3-Tpua3ojioB Ha OCHOBE
OPOMApTUiOBEIX  3(UPOB  3aMEIICHHBIX  (PEHOJIOB,  alu(paTHUYECKUX |
apoMaTu4yecKux KapOOHOBBIX KuciaorT u (Qenwnazuaa. A.T.HuxbGaeB u ero
COTPYAHUKH M3YYWIM [POTUBOBOCHAIUTENBHYI0 AKTUBHOCTH IOJYYEHHBIX
COEIMHEHUI U MPOBEJIM UX KIMHUYECKHE UCHBbITaHus, a P.MyxamMmenoBa nsyuana
ux (QyHrUUuaHbIe cBoicTBAa. OQHAKO, B JIUTEpaType OTCYTCTBYIOT CBEACHHS 00
a3H1-aJIKUH-IUTOJIAPHBIX PEAaKIUAX LUKIOMPUCOEANHEHNS HA OCHOBE U30MEPHBIX
IPONAPTUIOKCUOEH3ANBIETHIOB U apoMaTHYecKuX a3uaoB. [loaToMy xenaTenbHO
OBLJIO TPOBECTH IIEJICHANPABICHHBI CHUHTE3 HOBBIX NpousBoanbix 1H-1,2,3-
TpHa3o0Jyia, OMNpeAeNuTh HX OWUOJOTMYECKYI0 aKTHBHOCTH U pa3paboTarth
TEXHOJIOTUYECKHE CXEMbI UX MOIYUYEHUS.

CBsi3b IHMCCEPTAIMOHHOIO HCCJEAOBAHHUA ¢ IUIAHAMHM HAY4YHO-
HCCJIE0BATEJBbCKUX PA00T BhICLIEr0 00Pa30BATEIbLHOIO YUPeKICHUS .

JluccepTalluOHHOE  MCCJEAOBAaHUE  BBIIOJIHEHO KAaK  HEOTHEMIIEMOE
NPOJOJKEHUE TEePCIEeKTUBHOTO TutaHa kadenapsl “OO0mias u Hedrerazoxumus”
HanmonansHoro yHuBepcurera Y30ekuctana u pyHmameHnTtanbHoro npoekra OT-
®-7-56 “Uzyuenne nzomepusanuu GEeHOIbHBIX MPOMAPTUIOBBIX 3(DHUPOB™.

Heab uccaeqoBanus — U3yyeHUE CUHTE3a NPOU3BOAHBIX 1,2,3-TpHra30y0oB Ha
OCHOBE OpTO-, Mapa-MponapruioKCUOeH3aabAeTUI0B U UX XUMUYECKUX CBOICTB, a
TakKe pa3paboTKa TEXHOJIOTUUECKONU CXEMBI HX MOIYYCHHS.

3aga4u ucciae0BaAHNS:

cuHTe3 HOBBIX mpomsBoaHbix 1H-1,2,3-tpmazonoB wmeromom  1,3-
JUMOJSIPHOTO IUKJIONPUCOSAUHEHUSI OKCUOEH3aNbJIETHI0OB C MPONapriIOBBIMU
sdupamMu U HEKOTOPHIMH apUJIa3UuIaMU;

onpejeneHre (PakTopoB, BIMAIOIIMX HA XOJ PEaKUUU a3ua-aJIKMHOBOIO
HHUKJIONPUCOECTUHEHNS, BBIXO IPOJIYKTOB U MOUCK ONTUMAJIbHBIX YCIIOBUM CHHTE3a
Npou3BOAHBIX 1,2,3-Tpuazona;

YCTaHOBJICHUE CTPYKTYpPbl CHHTE3UPOBAHHBIX BEIIECTB C MCIOJIB30BAHHEM
COBPEMEHHBIX (PU3NUYECKUX METO/I0B UCCIIEJOBAHUS;
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MPOBEICHUE pEAKIMi KOHJEHCAIIMA HOBBIX MPOU3BOJHBIX TPHA30JIOB,
colepKalux (pOpPMUIIBHYIO TpyIIy, ¢ (DEHUITHIPA3UHOM M IMapa-HUTPODEHUII-
TUIPA3HHOM;

U3ydeHUE  OHMOJOTHYECKONM  aKTUBHOCTH  HOBBIX  CHHTE3MPOBAHHBIX
COCJIMHCHUM;

pa3paboTKa TEXHOJOTHYECKOH CXEMBI MOTyYeHHUs! MPOMAPTHIOBBIX 3(PHUpOB
okcuben3anpaeruga u 4-((1-penmn(4-3amemennniii Gennn)-1H-1,2,3-rpuazon-4-
WJT)METOKCUOCH3aIbACTH/IOB.

B kauecTBe 00beKkTa HMCcieI0BaHUs ObLIM BHIOpaHBI M30MEPHl OKCUOECH3-
aJIbJICTH/Ia, TIPOIAPTHIOPOMHUI, apoMaTHueckue a3ubl, 4-((1-3amerieHHbIe GeHMI-
1H-1,2,3-tpua3oin-4-ui)MeTOKCH )0eH3aIbACTU/Ibl U UX TTPOU3BOIHEIE.

IIpeameT uccsie0BaHUsl IPUMEHEHHE PEAKIIMH a3W-aJIKHH-IUIOISIPHOTO
[UKJIONpUCOeAMHEHUS K cuHTe3y 4-((1-3amemniennbix ¢enmn-1H-1,2,3-rpuazon-4-
WJT)METOKCH )0€H3aIbICTUIOB.

Metoabl muccienoBaHusi. B mporecce ucciaeI0BaHMA MCHOJIB30BAIUCH
MeTo/1bl TOHKOCIOMHOM XpomaTorpaduu (TCX), TOHKOro OpraHUuYecKOro CUHTE3a,
UK-, 'H IMP-, 13C SIMP-cniekTpockonuu.

Hayuynasi HoBH3HA Hcc/ieJ0BaAHUSA 3aKIII0YAETCS B CIIETYIOIIEM

BIIEPBbIE OCYIIECTBIIEH CUHTE3 Mpou3BoAHbIX 1H-1,2,3-Tpra3oioB Ha OCHOBE
OpTO-, Mapa-mpoONUIOKCUOCH3aIbACTUIOB peakiue 1,3-nunoiasipHol HUKIONPU-
COCTUHCHYS;

AKTUBHOCTb a3WJHOW TPYIIIbI BO3PACTAET C POCTOM BJIEKTPOOTPUIIATEINb-
HOCTH corjlacHo cienytonieMy psaay H < Br < COOH < NO,, B pe3ynbTaTe 4ero
YCTaHOBJIEHO, YTO BBIXOJI MPOIYKTA TAK)KE YBEITUUMBACTCS;

NPy M3YYCHUU BIUSHHUS pacTBopuTenieil Ha peakiuio 2-((1l-3amerieHHOro
dbenun-1H-1,2,3-tpuazon-4-uin)MeToKCcH )OeH3aIbAeTHA: YCTaHOBJICHO, 4TOo
TOJIYOJI SIBJISIETCSI ONTHUMAJIbHBIM PACTBOPHUTENIEM JUIsi 00pa30BaHMs MPOAYKIIMU C
BBICOKHM BBIXO/IOM;

OTIpeJieNieHa aKTUBHOCTh KaTaJINu3aTOPOB, UCIIOIb30BAHHBIX MPU CUHTE3E
2-((1-3amermeHHBIX dbennn-1H-1,2,3-Tpuazomn-4-ui)MeTOKCH )0eH3aIbICTHIOB,
KOTOpas moBbimaetcs B crieayomeM psaay CuaCly, < CuzaBra < Cupdy;

IIPU CUHTE3€ TUPA30HOB BBEJCHUE DIIEKTPOHOAKIICITOPHON HUTPOTPYIIIIHI B
apOMaTUYECKOE KOJIBIIO CHIDKAET HYKICOPWIBHOCTh aMUHOTPYMIBI, TMPU ITOM
YCTaHOBIICHO, 4TO (PEHWITHIIPA3UH JIETUe pearupyer ¢ ajbJACeTUaMHu, YeM Iapa-
HUTPODECHUITUAPA3UHBI;

pa3zpaboTaHa TEXHOJIOTHYECKasi CXeMa TMOJIyUYeHHUs MPOMapTUiIOBBIX 3PUPOB
okcuben3anpaeruaoB u 4-((1-dpenmn(4-3amemennsix ¢penmn)-1H-1,2,3-tpuazon-4-
WJT)METOKCHOCH3aIbICTUIOB.

IIpakTHyeckue pe3yabTaThbl HCCAETOBAHUS 3aKITIOUAIOTCS B CIIECIYIONIEM:

IIpY UCIOJIb30BAaHUU B KAaueCTBE KaTaau3aTopoB ramoreHuaoB meau (I) B
cunTe3e nmpou3BoaHbIX 1H-1,2,3-Tpuazona peaknus UMEET CEICKTUBHBIN XapaKTep
U C BBICOKUMH BBIXOJaMH OOpa3yloTCs MPEUMYIIECTBEHHO 1,4-M30MepHbBIC
MIPOTYKTHI;
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IpyU MU3y4eHH OHOJOrMYECKON AaKTUBHOCTUM YCTaHOBJIEHO, urto 1,2,3-
TPUa30Jbl, CHHTE3UPOBAHHBIE Ha OCHOBE (EeHHMIA3uga M OKCHIIPOMAPTUIOBBIX
3pUpPOB C OPTO- U Mapa-3aMECTUTEISIMH, MPOSIBIAIOT BHICOKYIO AKTHBHOCTB;

YCTAaHOBJIEHO, YTO TIOJyYEHHbIE HOBBIE IMPOU3BOJHBIE  00JAJAIOT
THIOTTTMKEMUYECKON aKTHBHOCTBIO 332 CYET CHIDKEHHS KOJIWYECTBA TIIFOKO3BI B
KPOBU U YBEJIMYEHUS! CUHTE3a TNIMKOT€HAa MPHU CaxapHOM Jaualdere auIOKCaHOM, a
TaKXke 00J1aJal0T aHTUKOPPO3UOHHBIMH CBOWCTBAMHU B OTHOIICHUH OMOKOPPO3UH B
METATMYECKUX KOHCTPYKITHSIX.

JlocToBepHOCTh  pe3yabTaToB  HcciaenoBanus.  OOocHOBaHa U
MpOaHAIM3UPOBAH HCIIOIH30BAHIEM TAaKUX COBPEMEHHBIX MCCIETOBAHUH KaK:

UK-, 'H wu BC SMP-cnexrpockonus, xpomarorpadus (TOHKOCIOMHAs
xpomatorpadus (TCX)), u npyrue MeToabl UCCIIETOBAHMS.

Hayuynass u mpakTuyeckasi 3HAYHMMOCTH Pe3yJabTATOB HCCJIeTOBAHMA.
Hayunast 3HauMMOCTb pe3yJbTAaTOB MCCIEIOBAHUN 3aKIIOYaeTcsi B TOM, UTO
BIEPBBIC MO0 peakuuud 1,3-AUMONSPHOTO IUKIONPHUCOSAUMHEHUS H30MEPHBIX
IPONapTUIIOKCUOCH3ANBIETHIOB C HEKOTOPBIMA apOMaTHYECKHMMH — a3uJaMH,
OCYIIECTBJICH KAaTAJIMTHYECKHA CHHTE3 M XHUMHUYecKue mpespamieHus 1,2,3-
Tpuazoi0B. [lomyueHo 36 HOBBIX TPOU3BOJAHBIX 1,2,3-TpHUa30JioB.

[IpakTryeckas 3HAUMMOCTD PE3YJIHTATOB HCCIEIOBAHUIN 3aKIIOYAETCS B TOM,
4TO CpPeId CHHTE3MPOBAHHBIX COCIMHEHUI MMEIOTCSI COSAMHEHU S, KOTOPBIE MOTYT
UCTIOJIh30BaHKl B KAaueCTBE pPEAarcHTOB B TOHKOM OpPraHMYECKOM CHHTE3€, B
MEIUIMHE MPOTUB ArabeTa U B KaueCTBE MHTMOUTOPOB KOPPO3UIO METAILTMUYECKUX
KOHCTPYKIIMI U YCTaHOBOK.

Bueapenue pesyabTaToB ucciaenoBanuid. Ha ocHoBaHMM Hay4yHBIX
pPE3yNbTaTOB M3YyYE€HHsS] BHOBb CHHTE3UPOBAHHBIX MPOU3BOAHBIX 1,2,3-Tpuazona u
X XUMUYECKUX CBOMCTB:

2((1-benmn-1H-1,2,3-rpuaszon-4-min)merokcu ))oensanpaeru, 2((1-(4-6pom-
¢benwmn-1H-1,2,3-tpuazon-4-mn)metokcu ))oensanpaerua, 2((1-(4-autpodenni-1H-
1,2,3-tpuazon-4-win)Metokcu)oensanpaerun, — 2-(4-(2-bopmundenoxkcuatun)-1H-
1,2,3-tpuazon-1-un)oensoitnas  kuciora, 4-((1-dbenmn-1H-1,2,3-tpuazon-4-mn)
meTokcn)oen3anpaeru, 4-((1-6pompennn-1H-1,2,3-tpuazon-4-un)merokcu) 6eH3-
anpaeru, 4-((1-aurpodennn-1H-1,2,3-tpuazon-4-min)meTokcn )oeH3anberu, 2-(4-
(2-bopmunpenoxcu-metmn))-1H-1,2,3-rpuazosn-1-un)oen3oitnas kucnora, 4-(4-(4-
bopmundenokcumernn)-1H-1,2,3-tpuazon-1-un)oeH3oiftHas KHCIOTa BHEIPEH B
MPAKTUKY B KaYECTBE MHTHOMTOpPA KOPPO3HUIO B METANIMYECKUX KOHCTPYKIUAX U
ycTpoiicTBax Ha MyOapakckuMm Ta3onepeBadaThIBaOeM 3aBoje (CIpaBKa
My6apakckoro I'TI3 Ne BII5/YT-2018 ot 12 anpens 2023 r.). [lomydennsie
COEIMHEHHUS TO3BOJWIN MPOIUTh CPOK CIIYKOBI METAIUTHYECKUX KOHCTPYKIHHN U
YCTPOMCTB; cHHTE3 1,2,3-Tpra3ojia U €ro NpoOU3BOJHBIX HA OCHOBE OPTO-, Mapa-
pONapruyIoOKCUOEH3aIbIETHI0B, CHHTE3 HOBBIX COCUHEHHMN T'eTePOLMKINYECKUX
COCIMHCHUN, M3yYEeHWE HMX XUMHUYECKHX CBOWCTB, MPUMEHEHBI HA TPAKTUKE B
nabopaTopuu OpraHudyeckoro cuHTe3a HWHcTuTyta xumuum HamnumonanbHOM
akamemun TamkukuctaHa umeHn B.W.Hukutuna (cmpaBka Ne 4/10 HMucTHTyTa
xumuu umenu B.M.Hukutuna ot 24 anpesns 2023 r.).
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Anpodanusi pe3yabTaroB HCCIeA0BaHHMA. Pe3ynbTaTel ucCcnenoBaHUU
ObLIM 00CyXkAeHbl Ha 13, B TOM yucie: 3 MexAyHapoaHbIX U 10 HaMOHAIBHBIX
HAyYHO-TIPAKTUYECKUX KOHPEPEHIUAX.

Ony0JIMKOBAHHOCTH Pe3yJbTATOB HCCJeA0oBaHHMs. Bcero mno Tteme
JUccepTaluy OnyosuKoBaHo 17 HaydHbIX paOoT, U3 HUX 4 cTaThu, | cTaThs B
3apyOeKHOM KypHajie M 3 CTaTbl B  PECHyOJMKaHCKUX IKypHaniax,
PEKOMEHJIOBaHHBIX K IMyOJIMKAIIMU OCHOBHBIX HAyUYHBIX Pe3yJbTaTOB HUCCEpPTAILIUI
nokrtopa Quinocodpckux Hayk (PhD) Breicmielt artecTanmoHHON KOMHUCCHEH
Pecny6iinku Y306ekucrtas.

Crpykrypa n 00beM auccepramum. Jluccepranus COCTOUT W3 BBEACHUS, 3
IJ1aB, 3aKJIIOYEHUS], CIIMCKA MCIIOJIb30BAaHHOM JTUTEpaTyphl U Npuiioxkenuil. Padbora
HanucaHa KOMIBIOTEPHBIM TEKCTOM U uMeeT o0beM 120 cTpanuil.

OCHOBHOE COIEPKAHUE TUCCEPTAIINN

BO BBEJIEHMMU 0060CHOBBIBAIOTCS AaKTyaJbHOCTh U HEOOXOAMMOCTD
IIPOBOJIUMBIX UCCIICIOBAHUM, ONTUCHIBAIOTCS 1M U 3a]1a4d, O0BEKTHI U TIPEAMETHI
UCCJICJIOBAaHUM, TTOKa3bIBaHA UX COBMECTUMOCTb C NMPHUOPUTETHBIMU HAINPABJICHU-
SIMU Pa3BUTHS HAyKU U TexHoyorui Pecnyosnku Y306ekucran. Beiienensl HaydHas
HOBHU3HA M MPAKTUUYECKUE PE3yJIbTaThl UCCICAOBAHUMN, TIPEACTABICHBI PE3yJIbTAThI
UX BHEAPCHHUS W MPUBEACHBI CBEACHUS O OINMYOJMKOBAHHBIX HAYyYHBIX paboTax H
CTPYKTYpE IUCCEePTALIM.

B nepBoit rnaBe auccepraiuu «CuHTe3 M cBoiicTBa 1,2,3-TpHa3osioBy»
OMHUCaHbl MeETOAbl cuHTe3a 1,2,3-TpuaszosioB peaknuer 1,3-mumnossipHoro
IUKJIONPUCOEAUHEHNS] PA3JIMYHbIX OPraHMYECKUX a3WuJIoB C aJKWHAMU U HX
XUMUYECKHE CBOWCTBA, IPOAHAJIM3UPOBAHBI JAaHHBIE IO H3YYECHHIO HX
O6unonornyeckoit aktTuBHOCTH. Ha ocHOBE ATHX 0000IIIEHHBIX TaHHBIX OBLIH CJeJIaHbl
HAy4YHO-aHAJIUTUYECKUE BBIBOJBI M HAa HMX OCHOBE ONpEAENICHbl 1Eb, 3aJayH,
aKTyaJIbHOCTh U BaKHOCTH IUCCEPTAIMOHHOM PaOOTHI.

Bo BTOpOIi TI1aBe AuccepTaiiioHHON paboThI 1o Ha3BaHUEeM «OQ0cyxKaeHHne
MOJIyYeHHBIX Pe3yJabTATOB» IPEICTABICHBI PE3yIbTaThl UCCIEAOBAHUSA, METOIbI
CUHTE3a OKCHMOCH3aIbIETU OB, MTPOMAPTUIOBBIX A(UPOB U aAPOMATUUYECKUX a3UO0B
Ha WX OCHOBe, Mpou3BOAHBIX 1H-1,2,3-Tpra3oiioB U UX XUMHUKO-OMOJOTHYECKHE
CBOMCTBA, a TAKKE TEXHOJIOTMYECKas cXeMa MOJIyYeHUsI aKTUBHBIX COCTMHEHU .

Cunme3s ucxoonvix éeutecme. IlepBoHauanbHO OBLUTH MPOBEACHBI PEAKITUU
ANKWINPOBAHUSA OKCHMOCH3aJBJACTUIOB MPOMAPTIIOPOMHUIOM C  TOJIYYCHHEM
MPONApTHIIOBIX A3PUPOB OKCHOCH3ATBACTH OB (1-3).

TBAB, IToram,

NF
OH ATeTOHUTpUIT 0 Z
80 °C. 6-yacos
CHO *+ Br—CH,C=CH CHO
- HBr
1-3
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0/\// O/\% o AN

CHO CHO
Br
1 CHO 2 3
2-nponaprunokcu 4-ponapruioKcu 5-6poM-2-IIpOIaprHUiIOKCH
OeH3aNbaETH OeH3aIbaer /1 OceH3aIbACTHT

1—2-okcuben3anpaerun; 2—4-oxkcubeH3anbaeru; 3—5-6poM-2-0KCuOeH3IbACT UL
denmtasua ObUT TOMYYEH peakinuel MUa30TUPOBaHMs (EHWITHIpa3uHa, a
a3uIbl C Tapa-TMoJ0KEHUEM - U3 COOTBETCTBYIOIIUX MPOU3BOAHBIX aHMIHHA (7-9).

NaNO,
HCI
O 2 Ty
0°C
4
NaNOz
HCl1 + = NaN
O A Oid —ea O
0°C
R=Br, NO,, COOH 5-7

Karanutuueckuit cunte3 mpoumsBoaubix 1H-1,2,3-tpua3ona Ha oOcCHOBE
POIAPTUIOKCUOCH3AIBACTHIOB U OpraHuYeckux asuaoB. [IpomosmkeHbl uccie-
JIOBAaHUS Ha OCHOBE IMEPCIEKTUBHOIO METOJAa - a3UJ-aJIKHHOBOTO IMKJIOMPHCOE-
nuaeHus meau (CuAAlLl). Peakius Obliia CEIEKTHBHOM M C BBICOKMMH BBIXOJdaMHU
ObUTM TOJy4eHBI TOJbKO 1,4-mu3amernieHHble npousBoanble 1H-1,2,3-tpuasona.
Peakinuro mpoBoauian Ha MacisHOHW OaHe TPH HAarpeBaHUU B HEMOJISIPHBIX
pPacTBOPUTENSAX B T€UCHHUE 6-8 4acOB B MPUCYTCTBUHU KAaTAJIM3aTOPOB - FaJIOTCHUIbI
meau(l) (CuzCly, CuzBra, Cugly). Jng mnepexpucTauIM3aiie  HOJyYEeHHBIX
MPOAYKTOB B UUCTOM BHU/JI€ UCTIOJIb30BAJIM TAKUE PACTBOPUTEINH, KaK ITAHOJ, T€KCaH
1 ITUKJIOTEKCaH.

CHO CHO Q

_ /N
0-H,C—C=CH O_HZC_(N\:N 8-11

R

CHO
Nj Cu,Gal,, Tonyon, CHO
+ 110°C 6-10 uac. /@R
— 12-15
0-H,C—C=CH N
2 O-H2C—(/\__ N
R N
CHO 4-7 R
CHO Q
0-H,C—C=CH /N
/Cr /@O H,C (N\-N 16-19
Br
Br
R=H; Br; NO,; COOH Gal=Cl, Br, I

JI1s1 u3ydeHus: BIUSHUSL PACTBOPUTENECH HAa BBIXOJ MPOIYKTA UCIOIb30BaIU
reKCaH, TOJIyOJI M OPTO-KCWJION. XOJ peakUuu KOHTPOJHUPOBAIU KaXIbI Yac ¢
MOMOIIBI0 TOHKOCTOMHOM Xpomartorpadguu (TCX), cpeau pacTBOpUTENel TOIYOT
okazajics kak HauOosee 3¢ dextuBHbIM. Tad. 1.
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Taoauna 1
Bausinue pacTBopuTesieil M NMPOJ0/KUTEIbHOCTH peakuuu Ha Bbixoa 1H-
1,2,3-Tpua30/10B, MOJYy4eHHbIX HA OCHOBE OPTO-NMONAPTHIOKCHOeH3aIbIernia

Ne | PacrBopurtenn | Temneparypa, | IIpogosxureabHOCTH Brixon,
°C peaKkum, 4achl %

1 I'ekcan 69 10-18 8-10

2 benzon 80 12-16 30-33

3 Tonyon 110 6-8 79-87

4 o-Kcumnon 144 6-8 75-85

C menpi0 M3yueHUs BIUSHUS KaTAIM3aTOPOB Ha BBIXOJ MPOAYKTOB B XOJ€
UCCIICIOBAaHUN TMPOBOJAMIM PEAKIUU C HCIOJIb30BaHUEeM TranoreHuoB menu(l):
Cu.Cly, CuzBr; u Cuzl; B TeueHue pa3muyHbIX MEpHOI0B BpeMeHu. Ha ocHOBaHMM
TIOJTYYEHHBIX PE3yJbTATOB BBISIBICHO, YTO AKTUBHOCTH KaTAIM3aTOPOB BO3PACTAET B
cienyromeM psany: CuClo<CuzBra<Cuszly. BnusHue kaTamn3aTopoB Ha KOHBEPCHIO
PEaKIUH U BBIXOJ MPOTYKTOB MPEACTABICHO B Ta0II. 2.

Tabauuna 2

Biansinue KaTaJan3aTopoB HA CKOPOCTh U BBIXO/ peakuii (MHKJIH3AIHN)

BemecTs §8-11

Karamm- Bpews MaKv_ Brixon 1,4- Karamm Bpems MaK: Brixox 1,4-
CHMAaJILHOM Ne CHUMaIbLHOM
Ne | 3arop uzomepa, % -3aTop nsomepa, %
KOHBEPCHUH,4ac KOHBEPCHH,4ac

Cu2Cl2 9 94 Cu2C12 9 95
g CuzBr2 7 96 10 CuzBr2 7 99
Cu212 6 98 Cu212 6 100
Cu2Cl2 9 93 Cu2C12 9 96
9 Cu2Br2 7 97 1" CuzBr2 7 99
Cu212 6 100 Cu212 6 100

Hanmuue 31eKTpOHOAKIIEITOPHOTO 3aMECTUTENSI B ApOMATHYECKOM KOJIBIIC
MOJIEKYJIBI a3HJla CHIKACT €ro PEakIHOHHYI0 CIOCOOHOCTh. YCTaHOBIEHO, YTO
nonun wmenu(l) sBnsercs Hambornee MOIXOMANIMM KATaIU3aTOPOM B PEAKIHH
[UKIOTPUCOSIUHEHSI  OPTO-, Tapa-MPONaprUiIOKCUOCH3ANBACTUIOB C  apuil-
azuaamMu. 3aMeCTUTENM B MOJIEKyJie a3ua Bo3pactatoT B mopsiake COOH < NO; <
Br <H.

CtpoeHHe CHHTE3MpPOBAHHBIX BEHIECTB TMOATBEpPKIeHO naHHbiMu WK-
crektpos, *H SIMP, *C SIMP.
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Hexoropsle puznueckune napamerpbl cuHTesupoBannbix 1H-1,2,3-

TPHUAa30JI10B
Ta6auna 3

Ne BypyTtTo Boixon, | Ry Tha, HUK-cnekrp (v, em!)
¢opmy.ia % °C VCE=OH | Vc=0 |Vc=C | VN=N | VC-O-
8 | C,H;NO, 79 0,67 | 138-140 | 2802 1686 | 1599 | 1507 | 1404
9 |C,H,N,BrO, 85 0,79 | 199-200 | 2880 | 1685 | 1601 | 1499 | 1403
10 | C,H,N,O, 87 0,63 | 258-259 | 2739 | 1684 | 1605 | 1576 | 1391
11 | C,H,N,0, 83 0,16 | 289-290 | 2733 | 1682 | 1605 | 1578 | 1393
12 | C,H N0, 79 0,75 | 97-98 2736 1689 | 1604 | 1577 | 1385
13 | C,H ,N,BrO, 82 0,77 | 160-161 | 2736 1691 | 1604 | 1578 | 1390
14 | CH,NO, 87 0,62 | 197-198 | 2750 1692 | 1603 | 1580 | 1395
15 | C,H,N,0, 83 0,15 | 240-241 | 2911 1640 | 1596 | 1578 | 1393
16 | C,H N,BrO, 84 0,71 | 188-189 | 2736 | 1689 | 1604 | 1577 | 1385
17 | CH,N_BrO, 81 0,43 | 235-236 | 2804 | 1678 | 1618 | 1588 | 1392
18 | C,(H N,BrO, 78 0,74 | 232-233 | 2738 | 1675 | 1619 | 1591 | 1393
19 | C,H ,N,BrO, 68 0,64 | 269-270 | 2734 | 1682 | 1603 | 1589 | 1388

*Cucrema (0eH301:MeTaHO0-5:1); ** mepekpUCTaIIN30BaH B dTAHOJIE.

B HK-cnekrpe Bemecta (11) uMeroTCsl MONOCHI MOTJIOMIEHUS B 00JaCTsIX
(cml) 3118 (Ar(=CH)), 2802 (C(=0)-H), 1686 (C=0), 1599 (C=C), 1507 (N=N
1404 (C-O), 1245 (C-N), koTOpbI€ IOJHOCTBHIO TOJITBEPKIAIOT HAJUYHE BCEX
(G yHKIIMOHAIBHBIX TPy B MoJiekyie. (Puc.1).

105

100 J

80 |

65 |

60.4

1000.0

I'B-32

800

T
600

Puc. 1. UK-cnekrp 2-((1-Penun-1H-1,2,3-tpuazon-4-un)MeTokcH )-0eH3aibaeruaa (8)
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Crpoenue 2-((1-pennn-1H-1,2,3-tpuazon-4-un)meTokcn )oeH3anbaeruaa (8)
noxareepxaeHo crnekrpamu H IMP u BC SIMP. B cnekrpe SIMP H (CDCIs)
XUMHUYECKUH CIIBUT MPOTOHOB METHJICHOBOW TPYMIBI, COSTUHSIONMEH (EHUIbHBIC
TPYNIBl M TPHA30JIBHOE KOJBIIO, MPOSBISETCS B oOsacth - 5,36 M.A. B BHIE
aByxnpotonHoro cunriiera (2H, ¢, -OCHy).

[IporoHsl O€H30JBHOrO KOJbLIAa B MoJekyle umewoT 7,03 Mo
Onuonporonubidt Tpuriet B nojie (1H, 1, J=7,4, H-5), 7,14 m.n. (1H, 1, J=8,4, H -
4" chepa ¢ ogHum ayoOierom mpotoHa, 7,38 m.a. B mome (1H, T, J=5,8, H-3)
OJIHONIPOTOHHBIM TpuIuieT coctaBisier 7,47 m.a. (3H, nn, J= 6,4, H-4, 3', 5"
TPEXNMPOTOHHBIN nyoner-nymiet, 7,67 m.a. (2H, a, J=8,4, H- 2', 6") chepa ¢ aByms
nporonamu, 7,77 m.a. B mone (1H, 1, J=7,7, H - 6) oH umeeT XuMHU4eCKuil CIBUT B
BUJE OJHONpPOTOHHOrOo ayoOsnera. IIpoton B TpuaszoiapHOM Kkousbiie (CH)
peACcTaBiIsieT cO00M CUHTIIET C eAMHCTBEHHBIM MpoToHOM (1H, ¢) B cmaGom mouie
npu 8,06 M.1., a MPOTOH (HOPMIIIBHON TPYIIIBI CUHTJIET B ropasno Oosee ciadbom
nosie ipu 10,43 m.a. (1H, ¢, -CHO) (Puc. 2).

Ortikov_TB-32
1H_(DC3_16082021_600MHz
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Puc.2. Cuexrp *H SIMP 2-((1-®enun-1H-1,2,3-tpuason-4-un)merokcu)-6enzanbaerua (8)

B cnextpe *C SIMP Bemectsa (8) yriepos MeTHIEHOBOI IPYIIIb HAXOAUTCS
B oOsactu 62,63, aTOMBI yriepojia apoOMaTHIECKOT0 W TeTEPOIMKINYECKOTO KOIell
- B obmactsax ot 113 mo 161 M., XuMu9ecKuid CIBHT yTiiepoia OPMIITEHOMN TPYIIIBI
pacrionaraeTcs B cimabom mnosie npu 189,65 m.a. (Puc. 3).

Bce nonyyeHHble crieKTpajibHbIE PE3YIbTAThl MOJHOCTHIO JOKa3bIBAIOT, YTO
BEILIECTBO 8 COOTBETCTBYET COOTBETCTBYIONIEH CTpyKType. CTpoeHue Beniects 9-11
Taxke 06110 n3yueHo merogamu UK-, *H IMP-, 3C SIMP-cnexrpockonuu. Hike
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TIPE/ICTABJIEHB XUMUYECKHE CIBUTH IIPOTOHOB B criektpe ‘H SIMP Bemects 10 u 11

¥ XMMHYECKUE CIBUTH aTOMOB yrieposa B crektpe *C SIMP BemecTsa 8.
1033 (0) 006 SO 8.11 (n) 1047 (¢) oo B8 8.12 ()

\ T NG Y I N
CHO CHO
N NO N COOH
OCHZJ | < > 2 OCHzf | < >
7.69 (1) —= \ NCN A % 7710m) — N NﬁN A %
707 (@) —> 5.44 () gorgy M g —— 542 (o) soscy P
A 10 X 1
* 7.41 (1) + 7.43 ()

7.57 (1) 7.64 (1)
129.9

189.65 120.73 129.14
= 121.2
“136.1
1252 0 13695~ | 129.9
128.99 160.4 74 | 120.73
62.63 \ __
N=N
121.5 113.12
8

135.04

Ortikov_TB-32
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iO 260 160 léO 1%0 1(%0 15‘0 1‘;0 1é0 1i0 ﬁl(‘lpopm) 160 Qb 8‘0 7‘0 6‘0 5‘0 4‘0 3‘0 2‘0 1‘0
Puc.3. Criextp SIMP C 2-((1-dpennn-1H-1,2,3-rpuazon-4-un)Merokcn )-6eH3anpaeruia (8)
Mexanuzm oobpazoeanus 1,2,3-mpuazonos. IPHeKTUBHOCTh U CEICKTHB-
HOoCcTh peaknuu CuAAll nns CHHTE3UPOBAHHBIX Napa-TPONAPTUIOKCUOEH3AIb-
JETUI0B OOYCIIOBIIEHBI BBICOKOM PEaKIIMOHHOW CHOCOOHOCTHIO AalleTHJICHUOB
menu(l), oOpasyrommuxcs Ha MPOMEKYTOUHOU cTaauu peakiuu (2). Bozmeiictue
OpraHWYeCcKOro asuja Ha MEIHbIM LeHTp anetwieHuga (3) yBEIUYUBAET
HYKJI€O(DUIBHOCTh TPOWHOW CBSI3W W HMHUIUUPYET TOCIEAOBATEIbHBIE CTaJaUH
peakuuu. [Ipu 3TOM Mexy HyKI€ODUIHHBIM [3-aTOMOM YTJIEpO/ia alleTUIICHUIOB U
TPETHbHM aTOMOM a30Ta a3uaoB oOpasyercs HoBas cBsi3b C-N u oOpasyercs
IIECTUWICHHBI METAUIONUKI Meau (4), KOTOpbId 3aTeM MpeBpallaeTcs B
HecTaOWNbHBIA NsATUWIeHHbIH Tpuazonua meau(l) (5) 3a cueT mepeHoca MpoToOHA
MEXKy aJIKWUIOM M TPHA30JIUAOM ¢ oOpa3oBanueM 1,4-nmm3amemendsix 1H-1,2,3-

TprazooB (6) :

—————160.47
L

32



1,4-qu3aMenmeHHbIIi R

1,2,3-rpuason Q
e o e Do

N
( 6 C U')(Jdlz H
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/ -

/

Peaxyusn konoencayuu npouzeoonvix 1H-1,2,3-mpuaszona c ¢penunzuopa-
3unom u napa-numpogenuncuopazunamu. C 1eJIb0 U3yYCHUSI XUMUYECKUX
CBOMCTB MOJYYEHHBIX HOBBIX TPOU3BOIHBIX 1,2,3-Tpua3osa Oblia mpoBeacHa
peakIusl KOHJICHCAIIUU B IPUCYTCTBUH 3TaHOJIA, B pe3yJIbTaTe KOTOPOH
00pazoBaMCh THAPA30HBL. X0 PEAKIIMH MOXHO CXEMATHYHO MPEJICTABUT B BUJIC:

R,
0, Rl
CHO C,Hs0H, 80 °C,
4qac HC_N\N
o- CH2 H J N
O_CH2 /Il]
8-19 N~

R
20-43

R=H, Br; R,=H, Br, No2 COOH; Ry= H, NO,

CtpoeHue nojiydeHHbIX TPOU3BOAHBIX A0Ka3aHOo mMeTtogamu K- u H IMP-
criekTpockonuu. B Tabi. 4 mpeacrasien ananus MK-cnekTpoB, U3 KOTOPOTO BUIHO,
YTO JTMHHUM TOTJIONICHUS, XapaKTepHBIE NIl KAPOOHWILHOM TPYMIIbI, UCYE3ITH.

Taoauna 4
Pdu3nyecKrue KOHCTAHTHI U XapaKTepHble 00J1aCTH MOTJIOIICHUS B
HK-cnekTpax HeKOTOPbIX THIPA30HOB

Ne BypyrTo Tua®C R¢ Boixon, HUK-cnextp (v, em?)
dopmyiia % g—O— C=N | N-H | C-N | N=N
1 2 3 4 5 6 7 8 9 10 11
20 | C22H19Ns0 110-112 | B | 0.76 85 1290 | 1685 | 3157 | 1245 | 1499
21 | C2H18BrNsO 266-268 | 6 | 0.71 84 1291 | 1682 | 3192 | 1236 | 1497
22 | C22H18N6O3 240-241 | a | 0.61 81 1291 | 1680 | 3198 | 1236 | 1486
23 | C23H19Ns03 200-202 | a | 0.38 80 1289 | 1612 | 3217 | 1241 | 1484
24 | C22H19Ns0 194-195 | a | 0.67 89 1267 | 1595 | 3266 | 1237 | 1496
25 | C22H18BrNsO 260-262 | 6 | 0.71 86 1271 | 1595 | 3269 | 1231 | 1496
26 | C22H18N6O3 230-232 | r | 0.58 88 1269 | 1594 | 3274 | 1234 | 1498
27 | C23H19Ns03 218-220 | 6 | 0.47 81 1280 | 1591 | 3228 | 1234 | 1489
28 | C22H18BrNsO 146-148 | B | 0.78 79 1278 | 1672 | 3214 | 1183 | 1498
29 | CxoH17BroNsO | 245-246 | a | 0.65 81 1274 | 1677 | 3152 | 1181 | 1591
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1 2 3 4 5 6 7 8 9 10 11
30 | Co2oH17BrNgOs | 176-178 | a | 0.75 71 1269 | 1621 | 3228 | 1176 | 1521
31 | Co3sHigBrNsOs; | 172-174 | 6 | 0.44 68 1266 | 1615 | 3197 | 1168 | 1536

*Ilpumeuanue: cucmema a 6enson .ayemon — 4:1; 6 6enson :ayemon — 1:1;
6 benzon .memanon — 5:1; 2 benzon .ayemon — 5:1.

IIpu anamuse cnektpa H SIMP Bemectsa (24) npoTOHBI OKCUMETHIIEHOBOM
TPYIIIbI, COCAUHSIONICH (PEHUICHOBOE U TPHUA30JIbHOE KOJIbIIa, UMEIOT XUMUYECKU I
caBur B obmactu 5,22 m.ja. B mose ABYXIMPOTOHHOM MHTEHCHMBHOCTH TMOSBHIICS
cunrnetr (2H, ¢, -OCH-) (Puc. 4), uto noka3biBaeT OTCYTCTBHE HUKAKUX-JIHOO
000YHBIX 3()PEKTOB MPOTOHOB. Bogopo peHmnbHON rpynmbl B 4-M MOJI0KEHUH,
CBSI3aHHOM C TMAPA3WHOBBIM a30TOM B MOJIEKyJe, cocTaBisieT 6,64 M.n. B BUAE
OJIHOIIPOTOHHOIO TPUILIETa, a NpOTOHBI 2,3,5 m 6 mmeror pasmepsl 7,00 m.m.
HAOJII01AJICS B TIOJIE KaK TPUILIET C YeThIphMsI MpoToHamMu. [IpoToHb! (heHMIIeHOBOM
TPYIIIBI B IEHTPE MOJIEKYJIbI UMEIOT pazmepsl 7,11 u 7,87 m. 1. 4-ipoTOH peHUTBbHON
IPYIIIbBI, TPUCOCIUHEHHON K TPHA30IbHOMY KOJBILY, cocTaBiseT 7,41 M.1. B BUje
OJIHOMPOTOHHOTO  TpuIwiera, a 2,3,5,6-IpoTOHBI  cOCTaBIAT 7,53 M.A.
TEHEPUPOBAIIM  CUTHAJIBI, XapaKTepHbIE JUII apOMAaTHUYECKUX TPOTOHOB C
XUMUYECKUMHU CABUTAMH B BHJEC UYETHIPEXMPOTOHHOTO MyibTUILIETa. [IpoToH B
TPUA30JIbHOM KOJIbIIE MMEET CUTHaN mpu 7,76 M.l B BHJE CHHIJIETA, BOJOPOJ B
rpymre -N=CH- nposiBnsiercs cnabom mnosie ipu 8,77 M.J1. B BUJE CUHTJIETA OJTHUM
IPOTOHOM MHTEHCUBHOCTHU, CUTHAJI aToMa Bojiopoja B rpynime -NH-N= cmemraercs
B elle ciiabee moJie u nposiBisieTcs npu 9,92 M.z B BUJie CUHIJIETa OJIHOTO MPOTOHA.
Curnansl B cuektpe ‘H SIMP cOOTBETCTBYIOT YHCIy IPOTOHOB B MOJIEKYIIE, YTO
MOJIHOCTBIO TTOATBEPIKIAET €€ CTPYKTYPY.

Ortikov_TC-50
1H_DMSO-d6+CA4_15042021_400 MHz
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Puc.4. 'H AMP-cnextp 1-®enun-4-((4-((2-penurnapazuaunmien)
metun)penokcu)metin)-1H-1,2,3-rpuaszona (24).

Takum oOpazoM, B TPOW3BOAHBIX TpHA30Jia, MOJYYCHHBIX HA OCHOBE
OoKculponapruwiOe3aibieruia, BMECT€ C peaklued KOHJICHCAIlUh HCYEe3aeT
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anpaeruaHas cBs3b M oOpasyerca aszomeruHoBas (C=N) cBsa3b. CrpoeHue
TIOJy4EHHOTO COEIUHEHHs MOATBEPKAEHO MeTooM H SIMP-CIIeKTpOCKOIHH.

Ilpakmuueckaa 3HAUUMOCMb CUHMEZUPOBAHHBIX coeOuHeHuu. [lo
HEJIABHETO BPEMEHM MPOU3BOAHBIE 1,2,3-Tpra3ona CUUTAIINCH HENEPCIIEKTUBHBIMHU
coenuHenusamu. OaHako, B nocieaytomue 20-30 et B pe3yibrare OOUIMPHBIX
UCCJIEI0BAaHUN UX OMOJIOTMYECKOM aKTUBHOCTH ObUIM cOOpaHbl BECbMa LIEHHBIE
CBEJICHUS.

C uenpio ompenesieHHus] TOJIE3HBIX CBOWCTB BHOBb CHHTE3UPOBAHHOTO
npousBogHoro 1H-1,2,3-tpuazona n3yueHo BiusiHue ajuiokcana TS-27 Ha ypoBEeHb
[JIFOKO3bl B KPOBH, TPUTJIMIIEPUIOB U WHCYJWHA B IJIa3ME€ KPOBHU MPHU CaxXapHOM
nuabere, a Takxe 2((1 -penun-1H-1,2,3-tpuazon-4-min)merokcu)oeH3anpaeruaa, 4-
((1-denunn(4-3amemennnriidgennn)-1H-1,2,3-tpuazon-4-un)MeTokcn OeH3aIbICTH-
na. YCTaHOBJIEHO, YTO OHMU 00JIaJlal0T CMOCOOHOCTIO MHTHMOMPOBATH KOPPO3HIO
METaJJIOB.

Ilpomueoouadbemuueckan axkmuenocms. llpyu U3ydeHUH  BIUSHUSA
coequHeHuss 1S-27 W3 BHOBb CHHTE3MPOBAHHBICE MPOU3BOJHBIC TpHa3ojia Ha
HCKYCCTBEHHO BBI3BAaHHBIM CaxapHbId JHA0ET C MOMOIIBI0 Tpernapara aljIOKCaH
OTMEYECHO CHIKCHHE KOJMYECTBA TJIFOKO3bI B KpoBU ¢ 18,5 mo 7,7 mmonw/n. B
MOCJICIHEE BpPEMs CO37aHO MHOXECTBO METOJOB WHIYIIMPOBAHUS SKCIIEPUMEH-
TaJbHOTO JauabeTa, a TaKKe HIUPOKO HCIOIB3yeTCS B HCCIICIOBAHUSIX MOJEh
aJJTOKCAHOBOT O Anabera.

B xoze uccnenoBanust )KUBOTHBIX B IPYIINE aJZIOKCAHOBOTO AMadeTa JeUniIn
2-((1-pennn-1H-1,2,3-tpuazon-4-mn)metokcu )oeHsanpaeruaom (TS-27) (15 mr/kr)
nepopanbHo B TeueHue 10 nHeill. YpoBEHb TIIIOKO3bI B KPOBH JKHUBOTHBIX,
MOJTy4aBIINX (papMaKOJIOrHUECKOe JieueHre, mpoBepsin Kaxpie 3 nus. CoriacHo
NOJIYYEHHBIM pe3yJibTaTaM JMHAMUKH MU3MEHEHUS KOJIMYECTBA TJIFOKO3bl B KPOBU
KOHTPOJIBHOM TPYMIbI )KUBOTHBIX HE HAOIONAIOCh U OHO COCTABUJIO 5,7 MMOJIB/I.
UYepes 12 nHeii nmocie BBeICHUS AJNIOKCAHA YCTAHOBJIEHO, YTO KOJIMYECTBO TITFOKO3bI
B kpoBu II u III xuBoTHBIX npeBbimano 11 mmons/n. Uepes 10 nueit BBenenus TS-
27 sxuBoTHBIM III rpynmel ypoBEHB IJTIOKO3bI B KPOBH COCTaBHII 7,7 MMOJIB/N. bblto
OTMEYEHO, YTO KOJMYECTBO TJIFOKO3bl B KPOBH KHUBOTHbIX Il rpymmbl, T.e. C
AJUIOKCAaHOBBIM JabeToM, aocturaio 18,5 MMomaw/a (Tabn. 7). AJTOKcaH, HOBOE
npousBogHoe 1,2,3-tpuazonoB, TS-27, nposiBUIIO TUIOTJIMKEMUYECKHUE CBOMCTBA,
CHW)XKasi YpPOBEHb TIIIOKO3bI B KpPOBU Kpbic Tpu nuabere. [lpu sTtom ObLIO
0OHapy’KEHO, 4TO SPKO MPOSBIIAECTCS TUIIOTIIMKEMUYECKOE CBOMCTBO BemecTBa TS-
217.

Tabauua 7
Bausinue TS-27 Ha conep:kaHue INIIOKO3bI B IJIa3Me U IVIMKOTeHa B
TKAHSAX MEeYEeHH Y KPbIC ¢ AJVIOKCAHOBBIM auaderom (M=+m)

KoauuecKTBO Ir/IMKOreHa, KoaunuyecTBO ri110K03bI,
Ne I'pynna »KMBOTHBIX
mr/100 r MMOJIBL/J1
1 KouTpons (310poBbIif) 781,8+41,4 5,7£0,8
1l | Anokcan quaber 389,2+20,1** 18,5+1,4%*
11l | Anokcan guaber+TS-27 639,2+32,6* 7,7+£0,9%*

[Ipumeuanue: *R<0,05; **P<0,01; n=6
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Anmuxoppo3uiinvie ceoiicmeéa. HexoTopble N3 CUHTE3UPOBAHHBIX BEILECTB
npouuin ucnbiTanus B LlenTpansHoil naboparopuun Ymnpapienun MyOapakckoro
He(Terazog00bIBAIOLIEr0 3aBOJIa C LEJIbIO ONPEAEIICHU UHTMOMPYIOIIUX CBOWCTB
IIPOTUB MPOLECCa KOPPO3UU B METAINIMYECKUX KOHCTPYKIMIX U ycTporcTBax. [Ipu
M3YYeHUH HTuX coenuHeHuil B cpaBHeHuu c mnpenapatoM «CONQOR 404,
KOTOPBIM TPUMEHSIETCSI B KAa4yeCTBE HWHTUOUTOpA KOPPO3UU METAUIMYECKUX
KOHCTpYKIud u ycrpoiicts, 2-((1-pennn-1H-1,2,3-tpuazon-4-un) Ilokazano, uro
MeTokcu)oeH3anbaerua u 4-((1-benwnn-1H-1,2,3-tpua3on-4-uin)MeTokcH) OCH3aIb-
JETUBI SIBISIOTCSI OTHOCUTENIBHO (D (HEKTUBHBIMU UHTUOUTOPAMHU.

B nmucceprauum B r1naBe ‘“TexHosiormyeckas cxemMa MOJYyYeHUA
NMPONAPTWIOBBIX d(pupoB okcuoOeH3aabaeruna u 4-((1-gpenmn(4-3aMmeneHHbIX
(pennn)-1H-1,2,3-Tpuaszon-4-un)MeTokcudeH3aabaeruaon)” pazpaboTaHa
TEXHOJIOTHYECKas CXeMa CUHTEe3a MPOIMaprujioBbIX YPUPOB OKCHOEH3aIbAeru1a Ha
ocHoBe okcuOeH3anpaeruaa u  4-((1-dbenwmn(4-3amemennsix  ¢enwmn)-1H-1,2,3-
TpHa30J-4-Ui1)METOKCUOEH3aNbAern10B. TexHoiaoruueckui mpouecc padoTaet
HEPOJMUYCSCKUI U OMUCHIBACTCS Cieayroium oopasom (Puc.5).

Cnauana B peakrop (1) 3ammBarOT cMech pacTBOPUTENS AalleTOHUTPWIA U
terpadbytuii-ammonust Opomuaa (TBAB) (2). Koraa temneparypa nocturaer 80 °C
npu  TMepeMEeNIMBaHUU  J00aBISIOT  OTMEPEHHbIE  KOJIMYECTBa  Mapa-
okcubensanpaerugaa (3) u KoCOs (5). Ilociaennum u3 emkxoctd (4) HaauBaroT
OTMEpEHHOE KoiMuecTBO mpomnaprumiopomuaa. IIpomecc npopomkaercss 6 4acos.
3areM KHISIIYI0 CMeCh MPOITyCKaloT yepe3 GuibTp (6) mpu moMoIy BaKyyMHOTO
Hacoca (13) mns otmenenmst dactur, K>COz um mepeHocar Hacocom (7) B
OXJIaXKJIaeMbIi XOJIOMHOM BojoW ammapar (8), B KOTOPOM peaklMOHHAs CMECh
OXJaXJIa€TCs, BBINABIINE KPUCTALIB  OT(GUIBTPOBBIBAIOTCS TMPU  TTOMOIIU
BakyyMHOro Hacoca (13). [Iy1st o4MCTKH OT OCTaTKOB (DeHOJIa CHavaja MpoOMBIBAETCS
pacTBOPOM IIEJIOYH, KOTOpasl MpHiIMBaeTcss u3 eMkoctd (9), 3aTeM MpPOMBIBAIOT
BOJIOM, mocTynaromieii u3 pesepsyapa (10). Coipoii mpOaYKT NEPEHOCAT B ammapar
(12) u pacTBOpAIOT B KHIIAIIEM IMKJIOICKCAaHE, 3aTeM pACTBOPSIOT IIpH
NEepEeMEIIMBAaHUN W TIepeKayuBaloT HacocoM (/) B ammapaT XOJOJHOTO BOJISTHOTO
oxnaxnaenus (8), B KOTOPOM CMeCh OXJIQXJAOTCS M BBINABIINE KPUCTAJLIIBI
OT(UIBTPOBBIBAIOTCA MPHU BakyyMe. ['0TOBBIN MPOIYKT coOupaeTcsi B pe3epByape

(14).

UEJ“LJ s NI :
J# l—trig "
Lnl‘”‘ I;: : ﬁl Xoaoanas "

i, “&]@L t’I’; e

T -

13
Puc. 5. TexHoyoru4eckas cxema rmoyrydeHus MponapruioBoro 3gupa mapa-
OKCHOEH3aIbIETHA.
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1-Peaxmop, 2- emxocmov ayemonumpuna u ThAB,; 3-emxocms napa-oxkcubenzanvoe2uoa,
emrocmuv 4-nponapeunopomuoa; 5-emxocmov ona K2COs; 6-punemp, 7-nacoc,; 8- ¢punompyrowee
yempoticmgo  oxaadicoenust, 9-emxocms wenounozo pacmeopa, 10-eoosnas emxocmu; 11-
emMKocmb ¢ yuknozekcanom, 12-yempoiicmeo 0na  pacmeopenus  cbipoeo npoOyKma 8
yuknozexcaue, 13- saxyymnoiii hacoc 14- emkocms 071 20mo8o20 nPoOyKma.

TexHonoruyeckuii mporecc MoJIy4deHus: BToporo mnpoaykra 4-((1-pennn(4-
3amerneHHbit  gennn)-1H-1,2,3-tpuazon-4-min)MeTokcuOeH3aIbaernaa padboraer
MEPHUOAMYHO U OMUCHIBACTCS clieayromum oopasom (Puc. 6).

Cuauvana B peaktop (1) ¢ XOJOAWIBHUKOM 3aJIMBAIOT CMECh TOJyOJa,
nponaprusioBoro 3dupa 4-okcubenzanpaeruaa, apuwiasuaa, Cuqly, HarpeBaroT mpu
110°C B Teuenue 6-8 yacoB, 3aTeM KaTalu3aToOp OTACISIOT (PUIBTPOBAHUEM MpHU
kunsiyeHur. OUIbTpaT OXJIAKIAOT U HacocoM (8) mepekaunBaroT B GUIBTPYIOIIEe
yCTPOWCTBO. BpImaBime KpUCTAUTBI MPOMBIBAIOT M QWIBTPYIOT CHAJalo C
mrenodom (9) u motom B Tosyosie, mogaBaecMoM u3 emkoctd (10). Ceipoii mpoayKT
MOJIaeTCs B TUIABMIIBHOE YCTpOHCTBO (12) mmst mepekpucTain3aliy, HarpeBaeTcs
1o 80°C B rekcane, 3aiuToM U3 eMkoctu (11), oxmaxkaaercss U nepekaunBaeTcs B
buneTpyromee ycrpoiictBo (9) ¢ Hacocom (7). Kpucramnel, momamaronie mnpu
OXJIAXECHUU B YCTPONCTBO, GUILTPYyrOTCS HacocoM (13) u mosrydaeTcss TOTOBBIN
nponykt (14).

Xoaounas
BOAa

y 8l 12
‘|i Xoaoanas Topsimas
: aa, 90°C
(L I 1 ' BOJA.
a~aa

Puc. 6. Texnonornueckas cxema nonydenus 4-((1-pennn(4-3americHHbIN GHeHMT)-

1H-1,2,3-tpra3on-4-min)MeTOKCHOeH3aIbACTH IA.

1-Paxmop,; 2-emxocms CUzl; 3-monyonvhas emxocms; 4-oxcubenzanvoecud nponap-
2UN0BBILL IPUPLLLL eMKOCMb, S-apunazudnas emkocms; 6-xono00unvHuk, 7- uivmp, 8-nacoc; 9-
Qurompyrowee ycmpoticmeo oxaadxcoenust; 10-monyonvnas emxocmo; 11- emxocms ¢ eexcanom,
12-annapam ons nepexpucmaniuzayuu, 13- eaxyymmuwviti Hacoc, 14- emxocmv 0nsi 20mo6oeo
npooykma.

TpeTbs riaBa AWCCEpTallMM, Ha3BaHHas ‘‘IKCIEPUMEHTAJIbLHASI YacTh”,
MPEACTABIsACT COOOM YacTh METOJIOB HMCCIICIOBAHHUS CHHTE3UPYEMBIX BEIECTB, a
TaKXX€ JJIsl MPOBEACHUS MCCICIOBAHUN CUHTE3a MCXOJHBIX BEIIECCTB, MOJYUYCHHUS

MpOU3BOJHBIX 1,2,3-Tpra3zosia ¥ MPOBEICHUS PEAKIINI KOHIEHCAIIUH.
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BbIBO/bI

1. TIpoBeneHbl peakuy a3uA-adKUH-AHIOISIPHOTO HUKIOMPUCOCTUHEHUS
3aMEIICHHBIMU apOMAaTHYECKUMHU a3uiaMH U U30MepaMu MpOMapriIOKCHOCeH3a-
apaeruaa. B pesynpraTe BriepBble CUHTE3UPOBAHO 12 HOBBIX IPOU3BOAHBIX 1,2,3-
Tpuazona. OnpeneneHsl (HakTOphl, BIMUAIONINE HA XOJ pPEakluu (pacTBOPHUTEID,
TeMIepaTypa M KaTalu3aTop), U MPeIIoKEHbl ONTUMAaIbHBIC YCIOBHS TOTYYCHHS
MPOAYKTOB C BEICOKAM BBIXO/IOM.

2. llpm nmpoBemeHWH  peaKUH  a3UI-AIKHHOBOTO  JUIOJSPHOTO
[UKJIONPUCOSIMHEHNS B PUCYTCTBUU TasioreHnoB Menu(l) peakmuss mpoTekaeT
CEJIGKTUBHOTO C MPEUMYIIECTBEHHBIM oOpa3oBanueM 1,4-uzomepa. Ilpu stom
AKTHBHOCTH KaTanu3atopoB nossiaetcs B psaay CuClo<CuzBra<Cusly,

3. BBeneHue SIEKTPOHOAKIIEITOPHON HUTPOTPYNIBI B apOMAaTUYECKOE
KOJIBIIO MOJIEKYJIbI (PEHHITHIpa3uHa CHIDKAET HYKICOPHIBHOCTh aMHHOTPYIIIIHI,
IPY 3TOM YCTaHOBIICHO, YTO (PCHUITHIPA3UH JIErue pearupyer ¢ albIAeTuaaMu, 4eM
C mapa-HATPO(EHUNTHIpa3UHAMM.

4. CTpoeHHE CUHTE3UPOBAHHBIX TPHUA30JIOB U 24 THIPAa30HOB, TOTYICHHBIX B
pe3ysbTaTe WX PEaklyd C apWITHAPA3HHAMU, TMOATBEPKICHO TaKMMH METOJaMHU
kak UK-, 'H n 3C SIMP-cnexTpockonusi, a pe3ynbTaThl CIEKTPAILHOIO aHAIN3a
PEKOMEHIOBaHbI JJIsI UCTIOJ30BAaHUS B OPTaHHUECKON XUMUH.

5. MsyueHa mnpoTHBOAHMAOCTHYECKAss aKTUBHOCTh CHHTE3UPOBAHHOTO
coenuHeHus TS-27 W yCTaHOBJIEHO, YTO OHO 00JIaJJa€T TUIOTJIIMKEMUYECKON
AKTUBHOCTBIO 32 CUET CHIIKEHUS KOJIMYECTBA TIIOKO3bI B KPOBH M yBEIHMYECHHUS
CUHTEe3a IIMKOTeHa MPH aJIJIOKCAaHOBOM J1HadeTe.

6. HccrnenoBanue aHTUKOPPO3MOHHBIX CBOWCTB CHUHTE3MpoBaHHBIX 2-((1-
¢benwmn-1H-1,2,3-tpuazon-4-mn)metokcn) oensanpaeruaa u 4-((1-pennn-1H-1,2,3-
TpHUa30Ji-4-) )METOKCH )OeH3aTbACTU/IOB TT0KA3aJI0, YTO OHHM 00JIa/Ial0T MPAKTUYECKH
TAaKOM >K€ aKTUBHOCTHIO, KAaK HCIOJb3YEMbIii B HACTOSIIEE BpEMs HHTHOUTOD
“CONQOR 404”.

/. BniepBbie pa3paboTaHa U MpeiokKeHa TEXHOJIOTUYECKas cXeMa MOTyUeHUs
IIPOITAPTHUIOBBIX A(PUPOB OKCHOCH3AIbICTH/ 1A M TPOU3BOAHBIX 1,2,3-Tpra3ona Ha UX
OCHOBE, a TAaK)K€ COCTABJICH MaTepUAIbHBINA OajaHC mpolecca.
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INTRODUCTION (abstract of PhD thesis)

The aim of research work . Study the synthesis of 1,2,3-triazole derivatives
based on ortho-, para-propargyloxybenzaldehydes and their chemical properties, as
well as elaboration of technological scheme of cheir obtaining.

The objects of the research work. The selected isomers of
hydroxybenzaldehyde, propargyl bromide, aromatic azides, 4-((1-substituted
phenyl-1H-1,2,3-triazol-4-yl)methoxy)benzaldehydes and their derivatives.

The scientific novelty of the research is as follows:
for the first time, the synthesis of 1H-1,2,3-triazole derivatives based on ortho-,
para-propyloxybenzaldehydes was carried out by a 1,3-dipolar cycloaddition
reaction;

the activity of the azide group increases with increasing electronegativity
according to the following series H<Br<COOH<NO,, as a result of which it was
found that the product yield also increases;

when studying the effect of solvents on the reaction of 2-((1-substituted
phenyl-1H-1,2,3-triazol-4-yl)methoxy) benzaldehyde: it was found that toluene is
the optimal solvent for the formation of products with high yield;

the activity of the catalysts used in the synthesis of 2-((1-substituted phenyl-
1H-1,2,3-triazol-4-yl)methoxy)benzaldehydes was determined according to the
following series Cu,Cl; < CuzBr; < Cuzly;

during the synthesis of hydrazones, the introduction of an electron-
withdrawing nitro group into the aromatic ring reduces the nucleophilicity of the
amino group, and it has been established that phenylhydrazine reacts more easily
with aldehydes than para-nitrophenylhydrazines;

a scheme for the preparation of propargyl ethers of hydroxybenzaldehydes
and  4-((1-phenyl(4-substituted  phenyl)-1H-1,2,3-triazol-4-yl)methoxybenzal-
dehydes las bem elaborted.

Implementation of the research results. 2((1-phenyl-1H-1,2,3-triazol-4-
yl)methoxy)benzaldehyde,2((1-(4-bromo-phenyl-1H-1,2,3-triazol-4-yl)methoxy)
benzaldehyde, 2((1-(4-nitrophenyl-1H-1,2,3-triazol-4-yl)methoxy)benzaldehyde, 2-
(4-(2-formylphenoxyethyl)-1H-1,2, 3-triazol-1-yl)benzoic acid, 4-((1-phenyl-1H-
1,2,3-triazol-4-yl)methoxy)benzaldehyde, 4-((1-bromophenyl-1H-1,2,3-triazol-4-
yl)methoxy)benzaldehyde,4-((1-nitrophenyl-1H-1,2,3-triazol-4-yl)methoxy)ben-
zalegide, 2-(4-(2-formylphenoxy) -methyl))-1H-1,2,3-triazol-1-yl) benzoic acid, 4-
(4-(4-formylphenoxymethyl)-1H-1,2,3-triazol-1-yl)benzoic acid has been put into
practice “Mubarak Gas Processing Plant” as an inhibitors against corrosion of metal
structures and devices (Certificate No. VP5/UT-2018 dated April 12. 2023 from the
Mubarak Gas Processing Plant). The obtained resultis connections made it possible
to extend the service life of metal structures and devices;);

1,2,3-Triazole and its derivatives synthesized on the basis of ortho-, para-
propargyloxybenzaldehydes, synthesis of new compounds of heterocyclic
compounds on the basis of the technology of studying their chemical properties,
were applied in practice of the laboratory “Organic synthesis’ of the Institute of
Chemistry of the National Academy of Tajikistan named after V.I. Nikitin

(Certificate No. 4/10 of the V.I. Nikitin Institute of Chemistry dated April 24, 2023).
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The structure and volume of the thesis. The dissertation consists of an
introduction, 3 chapters, conclusions, list of references and applications. The work
Is written in computer text and ils volume is 120 pages.
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