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V. BimoMocTi npo guceprariio
MoBga guceprariii:
Koau TemaTuyHHUX PyOpHK: 31.21.27

Tema gucepranii:
1. Peakuii anbda-amiHoa301iB 3 nepxjopaTtaMu 4-okco6eH3[1,3-e]okcasuHilo Ta TPUKOMIIOHEHTHI KOHleHcallii 3

nukiaiyHuMu CH-KKCI0TaMU i IJTioKcalisIMU B CUHTE31 a30710a31HiB

2. Reactions of alpha-aminoazoles with 4-oxobenz[1,3-e]oxazimium perchlorates and three-component
condensations with cyclic CH-acids and glyoxals in the synthesis of azoloazines

Pedepar:

1. Y puceprauiiiHiil pob0Ti AOCIiIKEHO CIPSIMOBaHICTb B3aeMofii 3(5)-amiHonipa-3011iB, 3-amiHo-1,2,4-Tpuazomny Ta
2-amiHOO€EH3iMifIa301y 3 mepxjopaTamu 4-okcobeHs[1,3-e]okcas3uHilo, a TAKOK Y TPUKOMIIOHEHTHUX KOHJI€HCallisIX
3 rifjpaTaMu IJ1i0KCaso, apUrIioKCcamliB Ta QUKIIYHUMY 6eTa-AUKapOOHIIbHUME CIIOJIyKaMu - 2,2-nuMeTui-1,3-
IiokcaH-4,6-i0HOM, IIMKJIOreKCcaH-1,3-IioHaMu Ta iHIaH-1,3-1i0HOM. 3alIPOIIOHOBAHO METOIY CUHTE3Y HOBUX
NoXigHuX nipa3ono[3,4-d]nipumiauHis, nipazosno-, Tpuasosno[l,5-a][1,3,5]TpruasuHis, a TaKOX YaCTKOBO
riiporeHizoBaHuX 4-apoinsamimeHux nipasoso[3,4-bjnipunnn-6-oHis, -[3,4-b]xiHo/iH-5-0HIB, 5-apoin-6-
okcoripa3oso[1,5-a]xiHazosiHiB, iHmoo[1,2-cJazono[1,5-a]xinazomnin-8,10-gioHiB Ta 4-apoiningeno[1,2-



b]nipazono[4,3-e]nipugun-5(2H)-0HiB, 0 I'PYHTYIOTbCS HA JOMiHO-PEaKIIisX, sIKi XapaKTe€pPU3yIOTbCsl BUCOKOIO
PETiOCENeKTUBHICTIO. BUSBIEHO HOBY N1CE€BIO-YOTUPUKOMIIOHEHTHY PETiOCEIEKTUBHY LIUKIOKOHAEHCALIiI0 MK
LMKJorekcaH-1,3-nionamu, MOHOLMKIIIYHUMHU a/lbda-aMiHOa30J1aMU i [J1iOKCalbrigpaToM, B SIKill yTBOPIOETHCSI HOBA
reTepoLuKIiYHa cuctema - iHfom0[1,2-cJazosno[1,5-a]xinazomnin-8,10-gioHoBa. BuBueHo XiMiuHi IepeTBOPEHHS
CUHTE30BaHUX PEYOBUH B YMOBAaX PeaKlliil OKUCHEHHS, BiIHOBJIEHHS], €J1IEKTPO(]PINIBHOrO 3aMillleHHS i
HYyKJIeoisIbHOTO ITPUENHAHHS 10 KapOOHiNbHIi rpymi. [IpoBeneHo BipTyalbHUI CKPHUHIHT HOBUX CIIOJIYK METOOM
MOJIEKYJISIPHOTO JOKIHTY Ha IPEAMET BUSIBJIEHHS CEPe], HUX IIOTEeHLIMHUX iHri6iTopiB pepmenty 11-6eta-HSD1 -
NEPCIEKTUBHOI MillleHi 17151 CTBOPEHHS! aHTUja6e TUYHUX 3aCOO0iB.

2. The present thesis is devoted to the investigation of the direction of 3(5)-amino-pyrazole, 3-amino-1,2,4-
triazole, and 2-aminobenzimidazole with 4-oxobenz[1,3-e]-oxazimium perchlorates interaction, and also their
thee-component condensation with glyoxal or arylglyoxas hydrates and cyclic beta-dicarbonyl compounds, such
as 2,2-dimethyl-1,3-dioxane-4,6-dione, cyclohexane-1,3-dione and indan-1,3-dione. Methods for the synthesis of
pyrazolo[3,4-d]pyridine, pyrazolo-, triazolo[1,5-a][1,3,5]triazine, partially hydrogenated 4-aroyl substituted
pyrazolo[3,4-b]pyridin-6-one, -[3,4-b]quinolin-5-one, 5-aroyl-6-oxopyrazolo[1,5-a]quinoline, indolo[1,2-
c]azolo[1,5-a]quinazolin-8,10-dione and 4-aroylindeno[1,2-b]pyrazolo[4,3-e]pyridin-5(2H)-one derivatives are
proposed. It is shown that all synthetic methods are based on high selective domino-reactions. Special attention is
given to the new pseudo four-component regioselective cyclocondensation of cyclohexane-1,3-dione, monocyclic
alpha-aminoazoles and glyoxal hydrate. This condensation leads to the formation of new indolo[1,2-c]azolo[1,5-
a]quinazolin-8,10-dione heterocyclic system. Chemical transformations of synthesized compounds are presented.
The results of virtual screening (by the docking method) on the target for antidiabetic drugs 11-beta-HSD1 are
discussed.
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