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VII. BizomocrTi npo IiP
Ha3sBa po6oTH yKpaiHCBHKOIO:

LinecnpsiMmoBaHe KOHCTPYIOBAHHS [IOTEHLIHO 6i0aKTMBHUX CUCTEM HAa OCHOBI HITPOr€HOBMiCHUX re€TEPOLIMKIIIB

Ha3sBa po6oTH aHIJIilICbKOIO:

Targeted development of some potentially bioactive systems based on the nitrogen-containing heterocycles

PedepaT ykpaiHCbKOIO:

YnockoHasneHO METOAM OJl€P>KaHHS NesIKUX BiTOMUX Ta pOo3p06JIeHO MiTX0n1 N0 HOBUX 1,3-Au3amileHux
nipa3os1iB, GyHKIiOHAII30BaHUX B [TOJIOKEHHI 4 abAiMiHHOIO, XJIOPiMiZOINBHOIO, aMiIOKCUMHOIO Ta
aMiZipa3oHOBOIO I'PyINaMmHy, 110 3p0OUII0 iX JOCTYIHUMH i BUCOKOE(EKTUBHUMU peareHTaMu Jjisl I06YL0BU HOBUX
reTepoLUKIiYHUX aHcaMbsiB. [locimkeHa peakiiiiHa 3gaTHicTh N-askiniMiHiB 4-mipazosikap6anbaeriniis B
LMKJIOKOHIEHCALli] 3 TIOIJIIKOJIEBOIO, O-MEPKAITOIIPOIIIOHOBOIO Ta TIOCAIILMIIOBOIO KMCJIOTAMU i [TIOKa3aHo, 110
Haierue nepeodiraloTh MPOLECH 3a y4acTIO TiOTJIiKoJIeBoi KUca0TU. 3HaiineHo, mo N-[(4-

nipa3oJIiy)MEeTUIeH |aJIKilaMiHA CTEPEOCEIEKTUBHO PEaryloTh i3 IHTApHMUM aHTigPUIOM 3 YTBOPEHHSIM 2-(4-
nipa3oJiin)-5-0Kkco-3-mipoaiguHKap60HOBUX KUCIOT. [Tofi6Ha IMKIOKOHeH calis 3 roMoQTaIeBUM aHTiIPUIOM
IPUBOJUTH 10 TPaHC- i nuc-3-(4-nipa3osin)-1-okcoreTparigpoizoxiHomiH-4-KapOOHOBUX KUACJIOT. BCTaHOB/IEHO, 10
N-meTtuniminu 4-nipaszosikap6abIerifiB BCTYNAOTh B peakliiio [3+2]-AUNOJISPHOro HUKJIONPUENHAHHS i3
r€HEPOBAHNMU 3 €TUJIOBUX €CTEPIB 2-apUiITigpa3suHO-2-XJIOPOLTOBOI KUCJIOTY HITPUIIIMIHAMU 3 YTBOPEHHSIM
eTUJIOBUX ecTepiB 1-apuin-5-(nipazomn-4-in)-4,5-gurigpo-1H-1,2,4-Tpua3zon-Kap60HOBUX KUCJIOT. HaToMiCTh, y
Bumnanky N-(2-rizpokcn)eTuniMiHiB BiiOyBaeTbCs TaHleMHA LMKIIi3allis, SKa IPUBOIUTE 1O HOBOi e TepOLUKIIiYHO]
cucremu - 3-(nipazosn-4-in)-1,2,4-tpuasosno[3,4-c][1,4]-okcasuny. Po3po6yieHO 3pyuHi METOAU CUHTE3Y MOXiAHUX
4-(4,5-pudeHinimigazonin-2)-nipa3onis Ta 2-amiHo-4-nipaszon-4H-1,3-okca3uHiB, sKi 6a3yl0TbCS1 HA BUKOPUCTAHHI
IesIKuX in situ reHepoBaHMX 4-Tipa30JIiMiHIB BiIIOBIZHO B IUKJIOKOHAEHCALISX i3 6eH3MIOM Ta (eHinaleTuIeHOM.
BcraHoBJ€HO, 1110 Nipa3o1isi-4-KapOOKCiMiOIIXIOpU Y PearyioTh 3 TPUMETUIICUIIINIa3UIOM 3 YTBOPEHHSM 5-(4-
nipasoJiisi)TeTpasosis. [TokaszaHo, 1m0 4-nipa3osisamigokcumu Ta 4-nipa3oJiisiaMifipa3oHu € epeKTUBHUMU
6iHyK1€0(QiNbHUMY peareHTaMu J1Jisl CUHTe3y NoxigHux 3-(nipaszon-4-in)-1,2,4- okcagiasosy, -Tiagiazony Ta -
TpUa30Iy.

Pedepar aHr1ilicbKOIO:

Methods for the preparation of some known ones have been improved and approaches to new 1,3-disubstituted
pyrazoles functionalized in position 4 with aldimine, chloroimidoyl, amidoxime, and amidrazone groups have been
developed, which has made them accessible and highly effective reagents for the construction of new heterocyclic
ensembles. The reactivity of N-alkylimines of 4-pyrazolecarbaldehydes in cyclocondensation with thioglycolic, o-
mercaptopropionic, and thiosalicylic acids was investigated, and it was shown that the processes involving
thioglycolic acid proceed most easily. N-[(4-pyrazolyl)methylene]alkylamines have been found to react
stereoselectively with succinic anhydride to form 2-(4-pyrazolyl)-5-oxo-3-pyrrolidinecarboxylic acids. Similar
cyclocondensation with homophthalic anhydride leads to trans- and cis-3-(4-pyrazolyl)-1-
oxotetrahydroisoquinoline-4-carboxylic acids. It has been established that N-methylimines of 4-
pyrazolecarbaldehydes undergo a [3+2]-dipolar cycloaddition reaction with nitrilimines generated from ethyl
esters of 2-arylhydrazino-2-chloroacetic acid to form ethyl esters of 1-aryl-5-(pyrazol-4-yl)-4,5-dihydro-1H-1,2,4-
triazolecarboxylic acids. Instead, in the case of N-(2-hydroxy)ethylimines, tandem cyclization occurs, leading to a
new heterocyclic system - 3-(pyrazol-4-yl)-1,2,4-triazolo[3,4-c][1,4]-oxazine. Convenient methods for the
synthesis of 4-(4,5-diphenylimidazolyl-2)-pyrazole derivatives and 2-amino-4-pyrazole-4H-1,3-oxazines have been
developed, which are based on the use of some in situ generated 4-pyrazolimines in cyclocondensations with
benzyl and phenylacetylene, respectively. It has been found that pyrazolyl-4-carboximidoyl chlorides react with
trimethylsilyl azide to form 5-(4-pyrazolyl)tetrazoles. It has been shown that 4-pyrazolylamidoximes and 4-



pyrazolylamidrazones are effective binucleophilic reagents for the synthesis of 3-(pyrazol-4-yl)-1,2,4-oxadiazole, -
thiadiazole, and -triazole derivatives.
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VIII. HaykoBa (HayKoBo-TexHiuHa) npoaykuist (HTII)

Hazsa HTII yKpaiHCBKOIO: LlinecnpsmoBaHe KOHCTPYIOBaHHS [OTEHLiFIHO 6i0AKTMBHUX CUCTEM HA OCHOBI

HITPOT€HOBMICHUX I'€TEPOLVKIIIB

Ha3zpa HTII aHrsiicbKo0: Targeted development of some potentially bioactive systems based on the

nitrogen-containing heterocycles

HTII, sixy nepen6a4asiocsi CTBOPUTH:
IIpuunnn, yepe3s aki HTII He Gysi0 cTBOpeHO:
OTpuMmaHi pe3yJIbTaTH: MeTosu, Teopii

l'asy3s 3acTOCyBaHHS: dapmaris
PeecTpaiifiHuii HOMep KapTKH T€XHOJIOT1i:

Onuc HTII: Buepiue cunte3oBano psag HoBux O-auuaoKCUMIB 4-DOPMIIIIPOJIIB, 1J1s1 SKMX IPOBELEHO CKPUHIT
BiJHOCHO HU3KU TECT-IITaMiB IPaMIIO3UTUBHUX i TPAMHETAaTUBHUX OaKTepill Ta rpu6iB. OTpUMaHi pe3ysbTaTu
CBilYaTh, 110 TECTOBAHi CIIOJIYKU MIPOSIBJISIIOTH IIPOTUMIKPOOHY aKTUBHICTS, iX MiHiMasibHa iHTi6yl04a KOHLIEHTpalLis
3HAXOAUTbHCS B JlianasoHi 7.81-125 MKr/mJ1. BusiBieHO BUCOKUI IPOTHOaKTepiayibHUM eeKT NesKUX CIOIyK
BiZIHOCHO rpaMHeraTuBHOi 6akrepii pony Proteus (MIC=7.8-62.5 Mkr/mu). LlIsixoM CTPYKTypHOI Moaudikariii
aznbAerinHoi Ta ckiagHoeipHOi rpym eTua-5-xy10po-4-popmin-1H-nipos-3-kapboKcuaaTiB OTpMMaHa HeBeJIrKa
6i6sioTeka 5-xy0po-4-(1,3-okcazon-5-in)-1H-nipos-3-kap6okcamiziB. CHHTE30BaHi CIIOJIYKH MOXKHA PO3IJISIATU SIK
IIepPCIEeKTUBHI 00'€KTU 17151 IOAJIBLIOrO CUHTE3Y HOBUX IPOTMMIKPOOHUX 3aC00iB. 3a pe3ysibTaTaMy 6i0CKPUHIHTY
IlesiKi 3 CHHTe30BaHUX aMi/liB MO>KHA BUJINTU SIK 3aCO0U 3 BUCOKOIO aHTUCTAPiIOKOKOBOIO aKTUBHICTIO OO TECT-

mTaMy S. aureus, a TakoXX IPOTUTPUOKOBOIO aKTUBHICTh o0 TecT-mTamiB C. albicans Ta A. niger.

ConianbHO-eKOHOMIYHA crpsimoBaHicTh HTII: Toninmenns Skocti XUTTA Ta 310POB' HACENIEHHS,

e(eKTUBHOCTI [AiarHOCTUKY Ta JIiKyBaHHS XBOPUX

Bnyins HTII Ha moBKiJjis:

BnposaaskeHHst HTII: Briposampkeno

ITpakTuyHa peasnizanis HTTI
IToyaTok eramy: 01.2020
3aKkiH4YeHHs eTamy: 12.2024
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HasaBHicTb Oi3Hec-1JIaHY:
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