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3AT'AJIbHA XAPAKTEPUCTHUKA POBOTH

AKTyajJbHicTh TemMHu. Ha ChOTOJHI KUIBKICTH JOCIHIIXKEHb, MPUCBSIYCHUX XIMii
[1,2,4]tpuazono[1,5-a]mipumiguny (TIIM) Ta cnopimHEHHUX CHOJIYK Ayxe Benuka. Lle
3YMOBJIEHO CMHTETUYHOIO JOCTYIHICTIO Ta BapiabesbHICTIO CTPYKTYp BKa3aHUX CIOJIYK,
IIMPOKUM CIEKTPOM iX peakuiiHOl 3JaTHOCTI, MOXJIMBICTIO OTPUMaHHS Ha iX OCHOBI
THITUX THUIIB KOHJEHCOBAHUX TeTEPOIMKIIYHUX PEYOBUH Ta BUSBOM JAHUMU MOXITHUMHU
HU3KU THUMIB 01070T14HOI akTUBHOCTI. HalOinpina KUIBKICTH BIJOMOI Ha JIaHMM dac
iHpopMaIlli CTOCYETbCS AUTAPONOXIAHUX a30io[1,5-a|nipuMiguHIiB — OO €KTIB I
BUBUCHHS TayTOMEpPHUX pIBHOBAr, MpPUTaAaMaHHUX TeTEPONUKIIYHOMY (parMeHTy, i
BUXITHMX PEUOBHH I cuHTe3y TTIM Ta ciopigHEHUX CITONTYK.

[Ipote, Hu3ui nutans y gocaimkenni TIIM, 4,7-nurigponoxigaux TIIM (A TIIM) Ta
iX TeTpa3oJbHUX aHAJIOrIB yBara He MpUIUIeHA B3araii. Tak, OUIBIIICTh JOCIHIIKEHUX
00’€KTIB BiI3HAYAIOTHCS BUCOKOI MOJICKYJISIPHOIO MAcOl0, IO 3HWKYE 1X MPUBAOIHUBICTH
y SKOCTI BUXIIHMX PEUYOBHH I cuHTe3y mnoxigaux TIIM. 3okpema, Haidacrimie
MOJICKYJIM BIJIOMHUX CIIOJYK MICTSATh IIOHAWMEHIIE OJWMH apOMaTHYHUN 3aMIiCHHK Y
NoJIOKEHHAX 5 abo 7. Hampukinan, BiCYTHI 3arajbHI HNUISXU W MIAXOAW JO CHHTE3Y
7/-MeTuii-, a TakoX 7-He3amimeHux S-metwi-TIIM, 5-metun-JITIIM Ta crnopigHeHUX
CHOJIYK, 5IK1 O MICTUJIU y MOJIOKEHH1 6 peakiiiHo31aTH1 (YHKIIOHAIBHI TPy (CIUPTOBY,
KHUCJTIOTHY, aJIbJIETIIHY, KETOHHY TOILO) Ta y MEPCHEKTHUBI MOTJIM OM BUKOPUCTOBYBATHCS
SK TIPOMIXHI pPEYOBUHU (OUIAIHT-OJIOKM) Yy TOAAIBIIOMY CHHTE31. 3aJIUINalOThCs
HEBUPIIIEH] MUTAHHS MIOJI0 TaKUX XIMIYHMX BJIACTUBOCTEH HU3bKOMOJEKYISIPHUX
noximaux S-meTwi-J{TIIM, sk BimHOWIEHHS 10 [ii €JEKTPOPIILHUX PEareHTiB pPi3HOT
npupoau, okucHeHHs a0 TIIM, BimHoBieHHs 10 Terpariaponoximaux TIIM (TTIIM)
TOIIO. 3a3HAa4yMMoO, IO HEBIOMi J0 I1Ooro yacy 6-nesamimieni JITIIM, anamoriudo
5-uesamimieanm  3,4-gurigponipuminna-2(1H)-oHy, € TEPCIEKTUBHUMH BHXITHHMH
pEYOBMHAMHM 3 TOYKH 30py TMoAanbinoi (QyHKIioOHami3alii OUIIXoM peakiii 3
eNeKTPO(UTbHUMH peareHTaMu. Y TOH e dYac, 3ajJuIIalOThCs aKTyaJbHUMH TMUTaHHS
CTOCOBHO OCOOJMBOCTEH B3aeMOli aMiHOA30JIiB, albACTiMIB Ta f-KeTocynbhoHaMiTiB
(3pyuHHX OUTIIHT-0JI0KIB JJIs BBEACHHS CYJIh(aMiTHOTO 3aJHUIIKY) 32 TPUKOMIIOHCHTHOIO
KOHJIEHCaIli€lo Tumy bimkuaem . 30kpeMa, HE3pO3yMUIMM € TMUTAaHHSA MapaielbHOTO
dopmyBanua  S-cynmbpoHamigometwn-J{TIIM, a musxu  CUHTE3y  BIAMOBITHUX
N,N-miankin-f-kerocynbdonaminiB po3poOieHi HeAOCTATHBO.

3Bakaroud Ha Te, IO JOTEIEp BIAMOBINCH HAa BKa3aHI MUTAHHS IIOJ0 CHHTE3Yy Ta
XIMIYHUX  BIIACTHBOCTEH moxigHux S-metmi[l,2,4]rpuasomno[l,5-a|mipuminuHiB  Ta
CHIOPITHEHUX CTIOIYK 3HAWEHO HE OyII0, iX BUBYCHHS € aKTyaJlbHUM.

38’30k po00TH 3 HAYKOBMMH MpOrpamMaMu, IVIAaHAMH, TeMaMM. Jlucepraiiiiny
po0OOTy BHKOHAHO Ha Kadeapi opraHidyHOi XiMii XiMiYHOTO (aKyIbTETy XapKiBCHKOTO
HarioHapHOTO yHIBepcuteTy imeHi B. H. Kapaszina MinicTtepctBa oOCBiTM 1 Hayku
VYkpainn B pamkax AepkOoxeTHUX TeM «DyHKITIOHATI30BaHI MOXIMHI a30J0a3WHIB.

Cunres Ta  JOCIIJKCHHS, Ne nepxxpeecrpanii 0114U006340; «CuHTe3
6-yHKITIOHATI30BaHUX JUT1APOAa30JI0a3uHIBY, Ne nepxkpeectparii 0115U005728;
«HanocucteMun Ta  HAHOBHOPSIAKOBAHI  Marepianu:  Jau3aiiH,  (DI3UKO-XIMIYHI

XapaKTEPUCTUKH, ONTHUMI3AIlil YMOB BUKOPHUCTAHHS Y BUCOKHX TE€XHOJOTISX, MEAUIMHI,
aHamizi», Ne mepxkpeectpamii 0116U000834 Tta «Opraniuni moaudikatopu Ta 10H-
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MOJEKYJISIpHI CHCTEMH 1 HOBI MaTeplaid Ha iX OCHOBI JJisi aAHAJITUYHOTO Ta
eJIEKTPOXIMIYHOTO 3acTocyBaHHs», Ne nepxpeectpanii 0118U002025.

Mera pociuikeHHsi: po3poOKa INUISXIB CHUHTE3Y Ta JOCHUIKEHHS XIMIYHUX
BJIACTHBOCTEH MOXIMHUX 7-METHI- Ta 7-He3amimeHuXx S-metwi[l,2,4]rpuaszomno[l,5-a]-
MNIPUMIAUHIB 1 CIIOPIIHEHUX CHOJIYK.

3aBaaHHs POOOTH:

—cunme3 Ta JOCHIIDKEHHS  BJIACTUBOCTEW /-METWJI- Ta 7-HE3aMilEHUX
5-metmin[1,2,4]tpuazono[1,5-a]nipuMiauHiB  Ta CHOPITHEHMX CIOJYK, IO MICTSTh
¢ynkuionansHi 3amicauku (COMe, CHO, COOR, CH20OH Ta iH.) y nonoxxenHi 6;

— QdocnioxcenHss TUISIXIB CHHTE3y O-HesaMileHuXx S-metwi-4,7-auriapo[l,2,4]-
Tpuazoo[1,5-a|nipumianHIB;

— guBYeHHs B3aEMOJIT 6-He3aMileHnx S5-metun-4,7-nuriapo[1,2,4]rpuazono[1,5-a]-
HOIPUMIIMHIB 3 €IEKTPOPUILHUMU peareHTaMu;

— po3pobKa  METOMIB  OJIepKaHHS  /-apui-S-cylbpoHamigoMeTui-4, /-Iurigpo-
azono[1,5-aJmipumigunie  Ta BuxigHux N,N-giankin-f-kerocynb(oHaminiB  (30kpema,
N,N-miankin(uHaMOIMETIIT ) Cyab(pOHaMIIB).

OcHOBHMMU 00’€KTaMU JOCJiIXKeHHsI € CUHTE3 1 peakiliiiHa 37aTHICTh /-METHI- Ta
7-ue3amimennx S-metun-TIIM, ix 4,7-auriaponoxiHuX Ta TETPa30JIbHUX aHAJIOT1B!

e N Me
H
TIIM-noxigni ATIIM-noximni

X = CH, N; R'= H, Me; R? = EWG, H
EWG = COMe, COOR, COOH, CHO, NO, SO,R

Ilpeamer pocaimxeHHs. 7-meTun- Ta 7-He3amimieHi S-metwin-TIIM,  ix
JTUTIPOIIOX1/TiHI Ta CIIOPIAHEH] CIIOTYKH.

Mertoau aociaimKennsi — opraniunuii cunres, ‘H ta 3C SIMP cnexrpockomis,
Mac-CIEeKTPOMETPis,  peHTreHocTpykTypHe  mociimkenus (PCJ[), Tonkomaposa
xpomaTtorpadis, [Y-criekTpockomnisi, e1eMEHTHHUIN aHai3.

HaykoBa HOBU3HA OTPUMAHHUX Pe3yJIbLTATIB. YIIEpIIe 3apOIIOHOBaHI 3araibHi METOAN
CHHTE3Yy, a TaKOX JOCIIJDKCHI BJIACTHBOCTI HHU3KH HOBUX /-METHJI- Ta 7-HE3aMIIICHUX
5-metmin[1,2,4]tprazono[l,5-a|nipuminuuiB, ix 4,7-AUTiIPONMOXITHUX, TETPA30JBHUX
noxigaux Ta N,N-miankiiz-f-kerocyabpoHamiiB:

— ToKasaHo, 1o B3aemois 4-ankir-6-COOEt-5-metrn-JITIIM 3 LiAlH4 npuBoauts 110
cenexktrBHOTO BimHOBIEHHS COOEt-Tpymy 10 CIMPTOBOT, IO MOB’SI3aHO 3 (PIKCAINEI0 €HAMIHHOT
dopmu JITIIM; nHaBmakw, BimHOBIeHHS 4-He3amimieHnx 6-COOEL-JITIIM korurekcHUMHA
rigpuaamu (LiAlHs, NaBH,) 3a kiMHaTHOT TemriepaTypu He BIIOYBA€ThCS;

— BcTaHoBieHo, 1o BimHoBieHHS 6-COOEt-5-metnn-TIIM 3a momomororo LiAlHz €
apTepHaTHBHUM c1iocoooM cuuTe3y 6-COOE-5-metmn-JITIIM;

— KOMIUIEKCHO BUBYEHO Ta OMPAI[bOBAHO LIUIAXU CUHTE3Y /-METUJI- Ta [-HE3aMIIIEHUX
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S-metwn-{TIIM, mo He MICTATh 3aMICHUKA Yy TOJOXEeHHI 6. Bpamumu BUSBUIKCS:
a) BiTHOBJEHHs BignoBimHUX S-mMetwi-TIIM 3a  nomomororo LiAlHs 0) mearmmroBanHs
6-atetn-5-metwin-J{TIIM y my)KHOMY CepeloBHIIll, MPUYOMY IMOKAa3aHO, IO JCAIlIFOBAHHS
[-apun-6-anetmn-5-Meti-JAITIIM  y  Tux Ke ymMoBaX TPUBOJIUTH JO  YTBOPEHHS
tetparinpo[1,2,4]tpuaszono[5,1-b]xinazoniuis;

— IMOKAa3aHo, 110 MPOLIEC BIHOBJIECHHS /-METWI- Ta /-He3aMimeHux S-metuii-TIIM 3a
nonomoroto LiAlHs y TI'® 3ynunsierbes Ha crafgii yrBopenss JTIIM, mo nosicHIO€ThCs
dopmyBannsim N(4)-nitieBoi coni JTIIM;

— [-meTui- Ta /-He3amimeHi S-mMetwi-JI TIIM, 1110 He MICTATh 3aMICHHKA Y MOJIOKEHHI O,
€ aktuBHuME C(6)-HykieodinamMu Ta JIerko (POPMUTIOIOTECS Ta HITPO3YIOTHCS, a MPU B3aEMO/III 3
XaJIKOHaMH BIIIrpatoTh poib 1,3-C,C-0iHyKieoduis;

—mnokazano, 1o N,N-giankun(uMHaMOITMETHI)CyIb(pOHaMIIM  MOXHA OTPUMATH
nuisixoM B3aeMosii N,N-miankuicynbdonaminiB 3 ankiinuHamatamu 3a KistiizeHowm;

—MEXaHI3M  YTBOpEeHHs 7-apwi-5-(cyibdonamino)mermi-4,7-murigpoaszono|1,5-a]-
MIPUMIJIUHIB TMiJ] Yac TPUKOMITIOHEHTHOI KOHJICHCaIlli apoMatuuHux aipaerinis, N,N-mgiamkin-
[-ketocynbponamiaiB Ta 3-AT npu HarpiBanHi y JIM®A Oyno noseneHo ix (GopMyBaHHIM
npu B3aemozii N,N-mgiankin(uuHamoinmetun )cynbhonamiais 3 3-AT y THX ke yMoBax.

IpakTHyHe 3HAYEHHSI OTPUMAHNX Pe3yJIbTaTiB. | 0JI0BHA MpaKTHYHA I[IHHICTH pOOOTH
THOJISIra€ B OTPMMAaHHI MOXIAHUX 7-MeTHJI- Ta 7-He3amimenux S-merun[1,2,4]rpuazomno[1,5-a]-
mipuMiguHiB, 5-metmi-4,7-aurinpo[1,2,4]rpuaszomno[1,5-a]nipuminnHiB Ta CHOPITHEHHUX
CIOJIYK, MOJIEKYJIM SIKMX MaloTh HAMEHIY MOJEKYJSpPHY Macy Cepell peuyOBHH CBOTO
Kiacy (To0TO, € MOJCIBPHUMHU CIOJyKaMH) Ta MICTITh (DYHKIIOHATIBHI TPYMH, 37aTHI J10
MOJIATIBIINX MTEPETBOPEHD. 30KpeMa:

— IIUISIXOM ~ TPUKOMIIOHEHTHOI KOHJIeHcallil ¢opmaibaeriny (abo  OITOBOIO
anpAeTiNy), areTwianeToHy (ado MOXIAHUX aleTOOLTOBOIO0 €CTepy) Ta aMiHOa30JiB
OTPUMAaHO HHU3KY HOBHX /-MeTWwI- Ta 7-HesamimeHnx 6-EWG-5-mermn-JITIIM Ta
CIIOPITHEHUX CIIOJYK;

— ompanboBaHo ymMoBH N(4)-ankinyBaHHS HOXITHHMX 7-METHI- Ta 7-HE3aMIIICHHX
6-EWG-5-metun-JITIIM (B3aemonis 6-EWG-5-metun-JITIIM Ta crnopifieHHX CHOJYK 3
ankinramorenigamu y cucremi JIM®A-NaH);

— B3aemorniepetBopeHHsamMu ~ 6-COOEt-rpymun y  ckmami  4-ankin-6-COOEt-
5-meTmin-JITTIM Tta criopigHeHHuX cronyk orpuMano HoBi moxigHi JITIIM: BimHOBICHHSM
3a noromororo LiIAIHs y TT'® — BimnoBinHi crivpTy, a riapotizoM — 6-kapOOHOBI KUCIIOTH;

— IIOKa3aHo, IO OKWCHEHHS 7-MeTui- Ta 7-He3amimenux 6-EWG-5-merun-JITIIM
Ta CHOPITHEHUX CHONYK 3a jgornomoroto CrOs MpUBOAUTHL O YTBOPEHHS BIAMOBITHHUX
noxigaux 6-EWG-5-metuin-TIIM;

— BigHoBieHHIM 6-COOEt-5-meTun-TIIM 3a gomomororw LiAlIHs y TT'® orpumano
BiamoBigHi 6-COOEt-5-Metnn-JITIIM, mo € ambTepHaTHBHAM CIIOCOOOM iX cuHTE3y (Ha
70/1a4y 10 TPUKOMITOHEHTHOT KOHIeH caIli1 Thiry bimpkunesi);

— 7-metun- Ta 7-Hesamimieni S-metun-J{TIIM, mo He MiICTATH 3aMICHUKIB Yy
MOJIOKEHH1 6, yrepie OTPUMAaHO 3 KUIBKICHUMU BHXOJAaMHU a) HUISIXOM BiJIHOBJICHHS
(LIAIHy/TT'®) BignoBimHux 6-Heamimennx 5S-metwn-TIIM  ta ©0) 3a  JIOMOMOroOO
JeanmioBadHs 6-aretn-o-metui-{ TTIM (KOH/Hz0);

— OTpUMaH1 7-MeTuI- Ta /-He3aMiiieHl S-metua-JITIIM, 1o He MICTATh 3aMICHUKIB
y HOJIOXKEHH1 6, J1eTKO (POPMUTIOIOTHCA Ta HITPO3YIOTHCSA 3a MOJIOKEHHSM 6;
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— kouaeHcarlis Bignosinaux N,N-nmiankuicynbponamini 3 ecrepamu 3a Kisiizenom
€ BaamMm miaxoaoM g0 cuHte3dy N,N-miankii-f-ketocynbdonaminiB  (30kpema,
N,N-niankui(uHaMOiIMETH )CyIb(POHAMIIB); AIbTEPHATUBHUM CMOCIO — Jisl alibJIETi/iB
Ha JITIAOBaHI CyJIb(OHAMIAN 3 MOJAJIBIIMM OKHCHEHHSIM CIHUPTIB peakTUBOM J[>KOHca —
N03BOJIUB OoTpuMatu HU3KY AoBUIbHUX N,N-miankin-f-ketocynb(poHamiiiB, ajae BUSIBUBCS
HenpuaatHuM st cunte3y N,N-miankin(imuaamoinMerwn)cyabponaminiB. Cepen 1HIIKX,
O0yno orpumano N,N-numerun-f-oxconponancynbpoHamis, — CHOJIYKY 3 HaWMEHIIOIO
MouekyJsipHOto Macoto cepen N,N-miankin-f-kerocynb(poHaminis;

— peakuiero  N,N-miankui(muHaMOIIMETHI)CYIb(QOHaMIIIB 3 aMiHOa30JIaMu  OyJio
CUHTE30BaHO 7-apui-5-(cynbhoHamino)meTin-4,7-auriapoaszono[l,5-anipumiaguHu.

Oco0ucTHii BHECOK aBTOpA MOJISITAE Y CAaMOCTIHHOMY MPOBEACHHI CUHTE3y BUXITHHUX
Ta UUTBOBUX CHOJYK, @ TaKOX JOCHIIPKEHH1 IXHIX XIMIYHUX BJIACTHUBOCTEH. ABTOpOM
CaMOCTIMHO MPOBEACHO MONIYK MEePIIOIKEPEN HAYKOBOI JITEPATYpH Ta iX aHai3, 00poOKy
Ta IHTEPIPETAIlil0 CIIEKTPAIIBHUX TaHHUX.

3a ydacTIO HAayKOBOTO KepiBHHMKAa K.X.H., joil. KojocoBa M. O. cdopmynboBani
MeTa, 3a/1a4l, BACHOBKH Ta MiATOTOBJIEHI HAYKOBI MyOJIiKaIIii.

BumiproBanns cnektpie 'H SIMP  BUKOHyBajocs CIIBHO 3 IPALiBHUKOM
HaykoBo-texHonoriudoro komrmiekcy «luctutyr monokpuctaniB» HAH VYkpainu
MycaroBum B. I., BuMiproBanHsi mac-cnekTpiB — 3 Bamenkom B. B. Ta Bamenko O. B.,
nposeaeHuss PCJl — 3 Illumkinoro C. B. Ta OMenbuenko [. M, BUMIpIOBaHHS CHEKTPiB
'H ta ¥C IMP Bukonano npu miarpumii bopucosa O. B. Ta TOB «HaykoBo-BupoOHKYE
mianpueMcTBo «Ykpoprcuntesy (Kuis).

Anpoobamisi pe3yabratiB jaucepraumii. OCHOBHI pe3yibTaTH AucepTaiii Oyau
OTIPUWITIOTHEH] HAa KOH(EPEHIIISIX BCEYKPAaiHCHKOTO Ta MIXKHAPOIHOTO PiBHIB:

V Bceykpaincbka KoH(epeHIlis CTyAeHTIB Ta acmipaHTiB «XimiuHi Kapa3ziHcbki
yutanus — 2013» (Xapkis, 2013 p.); VI Bceykpaincbka KoH(EpeHIs CTyIEHTIB Ta
acmipanTiB «Ximiuni Kapasinceki untanns — 2014» (Xapkis, 2014 p.); VII Beeykpaincbka
KoH(epeHIisl cTyaeHTIB Ta acmipaHTiB «XiMmiuHi Kapa3zinceki untanns — 2015» (Xapkis,
2015 p.); XV HaykoBa koHpepeHniiss «JIpBiBChki xiMiuHl yuTaHHsS — 2015» (JIbBIB,
2015 p.); VII International Conference «Chemistry of Nitrogen Containing Heterocycles»
(XapkiB, 2015 p.); XXIV VYkpainceka koHdepeniis 3 opraniyaoi ximii (IlonTasa,
2016 p.); IX Bceykpainchbka HaykoBa KOH(EPEHIISl CTYACHTIB Ta acHipaHTIB «XiMI4HI
Kapaszinceki untanns — 2017» (Xapkis, 2017 p.); XIX HaykoBa monoaikaa KoH(bEpeHIis
«IIpobremu Ta mocsrHeHHs cydacHoi ximii» (Oxeca, 2017 p.); X BceykpaiHchka HayKoBa
KoH(epeHIlis CTyACHTIB Ta acmipaHTiB «XiMmiuHi Kapa3zinceki untanus — 2018» (Xapkis,
2018 p.); XIII Beeykpaincbka KOHpEpEHIIIs MOJIOAUX BUCHUX Ta CTYJEHTIB 3 aKTyaJlbHUX
nuTaHb Ximii, mpucBsdena 100-piunomy roButeto HarionanpHOi akamemii Hayk YKpaiHu
(XapkiB, 2018 p.); VIII Mixnaponna koudepenmis «Chemistry of Nitrogen Containing
Heterocycles» in memoriam of Prof. Valeriy Orlov (Xapkis, 2018 p.); X| Bceykpaincrpka
HayKoBa KOH(epeHIlis CTyaeHTiB Ta acmipaHTiB «XimiuHi Kapa3zinceki untanus — 2019»
(Xapkis, 2019 p.); XVII naykoBa xoHbepenitis «JIpBiBChki ximiuHi yntanHs — 2019»
(JIsBiB, 2019 p.).

Iy6aikanii. OcHOBHI pe3ynbTaTH MOCHTIDKEHHS BUKIageHo B 19 myOmikamisx, 3
akux 6 cratedt (2 — y HaykoBUX (paXOBHX BHJAHHAX YKpainu, 4 — y 3apyODKHUX
MepioMYHNX HAYKOBUX BHUJAHHSAX IHIIAX JEpKaB, MO0 BXOASATh JI0 MIDKHAPOIHHUX
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HayKoBoMeTpu4yHHX 0a3 Scopus Ta Web of Science) ta 13 te3 qomoiuen.

Crpykrypa Ta 00csr aucepramii. J[uceprailisi ckiagaeTbcss 3 aHOTAIlli, BCTYyIY,
5 po3iniB, BUCHOBKIB, CIMCKY BHUKOPHCTAHUX kepen (223 HaiiMeHyBaHHs), | mOmaTky,
MICTUTh 9 pUCYHKIB, 96 cxem Ta 3 Tabmuii. OOcsAr 3aragbHOr0 TEKCTY JUcepTallii CTAaHOBUTH
172 cropiHku, 3 HUX OCHOBHOTO TeKcTy — 123.

OCHOBHMUMM 3MICT POBOTH

B ornsai miteparypu (po3mii 1) po3rismaroTbesi OCHOBHI MeTtoau cuHte3y TIIM,
JNTIIM 1 crnopiiHEHUX CHOJYK, B3a€EMOJIA I[HUX PEYOBUH 3 €NEKTPpODUIBHUMU Ta
HykiaeopinbHuMu peareHTamu, okucHeHHs JITIIM nmo TIIM, nwisixu oTpuUMaHHS
S-ketocynboHiB Ta f-kerocynbpoHaminiB, a Takox cuHTe3 JATIIM Ta cnopimHeHHX
CIIOJIYK Ha X OCHOBI.

Y napyromy po3aiji HaBeiAeHO JaHi IIOJ0 CHHTE3Y HHM3KH [-METWJI- Ta
7-ue3amimennx 6-EWG-5-metun-JITIIM, 5-metun-TIIM Ta cnopiiHEHUX CIONYK,
orpuMmanHsi Ha ix ocHoBl 6-CH,OH- ta 6-COOH-noxiguux. JlocmigkeHo mpoiecu
okucHeHHs JITIIM mo TTIM ta BimnoBnenus TIIM mo A TIIM.

Buxinni cnonyku 1a-k Gymu otpumani y pe3ysibraTi TPUKOMIIOHEHTHOT KOHICHCAITI T
dopmanbaeriny ado amneTanbAeriny, f-IUKapOOHUTBHUX CIOJIYK Ta aMiHOA30JiB (peakiris
tuny bimpkunenni, cxema 1). XapakTepUCTUKH OTPHUMAHUX cCroiyk la—K HaBenmeHi y
Ta0yui 1.

R! o)
/}V\INI PO3UUHHUK R
X, /)\ J M X\ /J\
N~ ONH,
la-k
Cxema 1
Tabnuys 1
XapaKkTepHCTHKH, TeMIIEPATYPH IUIaBJEHHSI Ta BUXOAU coJayk la—k
Ne X R! R? |Posumnnuk T. mr., °C |Buxin’, %
la CH H Me JIAM®DA | 254-256 S7
1b CH H OEt JIM®DA | 222-224 58
1c CH H OBu-t | IM®A | 200-202 24

1d CH H OPMB | IM®A | 212-213 ol
le CH Me Me Bona 147-150 60
1f CH Me OEt JIM®DA | 164-167 75
19 CH Me | OPMB | IM®A | 175-178 49

1h N H Me HOAC 184-186 50
1i N H OEt JIM®A | 199-202 74
1j N Me Me Bona 200-203 75
1k N Me OEt JIM®A | 172-173 75

*HaBEICHO BUXO/IM 1HJANUBITyaTbHUX CIIONYK.
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3a3HaunMo, MO0 HAWKpalMM PO3YMHHUKOM IS CHHTE3y CHOJYK 1e,j € Boma, mo
BI/IMOB1/Ia€ MPUHITUIIAM «3EJICHOT XIMI1i».

BinbmricTe 4-ankinmoxigHux 2a—i Oynaa oTpuMaHa 3 BHCOKUMH BUXOJaMU IUISXOM
aJIKUTYBaHHS BIAMOBIIHUX crionyk 1 (cxema 2, Tabmuns 2) y cuctemi JIM®DA-NaH:

R! R!

o 0

N—x R i N~N R?

X | X _[ |

\N/J\N Me N ITJ Me

H Alkyl
1a,b,e,f,h-k 2a-i
i = IM®A/NaH (2a,c-i), MeCN/KOH-H,O (2b)
Cxewma 2
Tabnuys 2
YMOBH OTPMMAHHS, TEMIIEPATYPH IJIABJEHHS Ta BUXOIH CIOJYK 2a—I
X | R | R? | AlkylHal YMOBU CUHTE3Y T. ., °C |Buxin, %
2a [CH| H | Me Mel JIM®DA-NaH 155-157 68
2b |[CH| H |OEt Mel MeCN-H,O-KOH, A| 75-77 88
2c |[CH| H | OEt MeOCHCI JIM®DA—-NaH 122-125 68
2d |CH| Me | Me Mel JAM®DA-NaH 88-90 78
(macmstHa
2e |CH| Me | OEt Mel JIM®DA—-NaH piia) 90
2f [N | H | Me Mel JIM®DA—-NaH 78-80 79
20 | N | H |OEt Mel JIM®DA—-NaH 77-82 91
(macmstHa

2h | N | Me | Me Mel JIM®DA-NaH pitiia) 92
2i | N | Me |OEt Mel JAM®DA-NaH 92-95 66

*HaBeZEHO BUXOIHW 1HANBITyadTbHUX CIIOIYK.

3ayBakumo (nuB. Tabm. 1, 2), mo N(4)-aakiaboBaHi MPOAYKTH MAalOTh HIKYI
TEeMIIepaTypH TUIaBJICHHS Y MopiBHAHHI 3 iX N(4)-He3aMineHuMu aHaioraMu (Harmp., mapu
cnonyk 2a—la, 2i-1K). Ile moB’s3aHO 3 MOXKJIUBICTIO YTBOPCHHS MDKMOJICKYJISIPHUX
BOJHEBUX 3B’ A3KIB JIJIsl CIIOJIYK TUMY 1 Ta 3 1X BIACYTHICTIO JJIS CTIONYK THITY 2.

OTtpumani ecrepu tuiy 2b,C,e,g jerko BimHOBIIOIOTECA LIAIH4 mo crimprie 3a-d y
TT'® (cxema 3):

R! o) R!
AR OEt  LiAlH, N-N OH
X %\ | Tro X %\ |
N 1}1 Me N ITI Me
Alkyl Alkyl

3a: X=CH; R! = H; Alkyl = Me (90 %)

3b: X = CH; R! = H; Alkyl= CH,OMe (46 %)
3¢: X = CH; R! = Me; Alkyl = Me (64 %)

3d: X =N; R! = H; Alkyl = Me (96 %)

Cxema 3
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Kucnotn tunmy 4 OyiuM CHUHTE30BaHI LUISIXOM JYXHOTO TiIpOJii3y BIAMOBIIHUX
ecrepiB  2b,C,e,g,i. Peakmis mnpoBogmiacs TpH KUISATIHHI Yy BOJHO-CIIUPTOBOMY
cepepoBuli y mpucytrHocti NaOH 3 mnopanbiioro HeEWTpamizaii€elo Ta BUJIUICHHSIM
BiNOBITHUX KUCIOT 4a—€ (cxema 4):

0] (o)
N 1) NaOH, H,0, EtOH
7N [ okt A NN [ on
X\ %\ 2 H+ X\ —
N N7 TMe ) NTONT Tme
Alkyl Alkyl
2b,c,e,g,i 4a: X = CH; R! = H; Alkyl = Me (84 %)

4b: X = CH; R! = H; Alkyl = CH,0OMe (65 %)
4c: X =N; R! = H; Alkyl = Me (73 %)

4d: X = CH; R! = Me; Alkyl = Me (56 %)

4e: X =N; R! = Me; Alkyl = Me (65 %)

Cxema 4

Cunre3 TIIM ba-e 3paiiicHIOBaIM IIISXOM OKHMCHEeHHsS BignoBimaux JITIIM
la,b,e,f,g CrO3 B onrosiii kucioTi (cxema 5):

R! o R! o)
X//N ~N | R2 CrO, X,/N j\ X R2
\ N =
N%\N Me HOAZHZO NN M
H

5a: X = CH; R! = H; R2 = OEt (67 %)
1a,b.e.f,g 5b: X = CH; R! = H; R? = Me (36 %)
5¢: X = CH; R! = Me; R? = OEt (59 %)
5d: X = CH; R! = Me; R2 = Me (48 %)
5e: X =N; R! = Me; R? = Me (41 %)

Cxema 5

[apomni3 ectepy 5C mo3BonuB orpumaru TIIM-6-kapOoHOBY KHcioty 6 (cxema 6):

Me (0} Me (0)
1) NaOH, A
</N\N X OEt 2) H* </N\N X OH
%\ = %\ =
N N~ “Me N N~ “Me
5c 6 (33 %)
Cxema 6

byno moxazano, mo BigHoBiIeHHs 5-COOEL-TIIM 5a,c 3a momomororo LiAlHs y
TI'® npuBesio 10 OTpUMaHHA 3 BUCOKMMH Buxojgamu BignoBigaux 5-COOEt-JITIIM 1b,f
(cxema 7). Omxe, mnedd cmocid Moxke OyTH BUKOPHUCTAaHHH SK aJlbTEPHATHBA
TPUKOMITOHEHTHIM KoHaeHcalii Tuiry bimkunem niusa cuate3y S-COOEt-JITIIM.



N\ 1 N\
N X OEt LiAIH, N OFEt
% LS
NJ\N/ Me Tro N%\N
R! = H, Me H
Sa,c 1b: R'=H (82 %)
1f: R = Me (89 %)
Cxema 7

Tpetiii po3ain TPUCBIYCHHI OTPUMAHHIO /-METWJI Ta 7-HE3aMIIIEHUX
S-metun-JATIIM, mo He MICTATh 3aMICHMKA Yy TIOJIOKEHHI 6 J1BOMa He3aJIeXKHUMU
criocobaMu:  a) AeanuiaoBaHHAM  6-aneTwin-5-metun-JITIIM  ta  0) BiIHOBJICHHIM
BiAnoBigHUX 5-MeTmin-TIIM 3a nonomororo LIAIH, y TT'®, a Takok BUBYCHHIO B3a€MO/IIT
OTPUMAHUX CHOJYK 3 €NEeKTPOPUILHUMU areHTaMH.

7-Metun  ta  7-Hesamimieni  5-metun-JATIIM  7a,b  Oynm  cuHTe30BaHi
JeanuiitoBaHHAM crionyk 1a,e y cepenonuiii koHi. KOH (cxema 8):

R! o) R!
</N\N | Me KOH/H,0 </N\N |
NJ\N Me - KOAe NTONT Me
H H
la,e 7a: R' = H (96 %)

7b: R1=Me (97 %)
Cxema 8

OxpiM TOro, M copoOyBalid 3acTOCyBaTH IIed MeToj A0 O-aneTui-/-apui-
JTIIM 8. BusBuiocs, 110 €IWHUM IPOJYKTOM peakilii, BuauieHuM 3 BuxojgoM 60 %,
BUSBUJIOCS MOXifgHa TeTpariapo[1,2,4]rpuasono[5,1-b]xinazominy 9 (cxema 9):

Ar Ar
MeOH-KOH <
_
J\ Me
8 9 (60 %)
Ar =4-NMe,C.H,
Cxema 9

Bbynosa monekynu crionyku 9 Oyna BctaHoBiieHa 3a jgonomoroto PCJI (puc. 1).
[{ixaBo, 0 0OMBa apOMATHUYHI KUTbIS Y CIOMYIl 9 3HAXOMATHCS 3 OJHOTO OOKY
TETPariipoxiHa30JiHOBOTO (hparMeHTa, U0 Moxe OyTu 00yYMOBIIEHE T-CTEKIHTOM.



Puc. 1 ani PCJ] 8,9-06ic-[4-(N,N-gumerrnamizo )deHin]-
6-meTtri-4,5,8,9-retparinpo|1,2,4]rpuazono[5,1-b]xinazoniny 9

Criontyku 7@,b takok Oyiid OTpuMaHi aTbTepHATHBHUM IIJIIXOM — BITHOBJICHHSIM 32
nomomororo LIAIHs y TI'® BigmoBiguux 6-mesamimenux 5S-metmn-TIIM  10a,b
(cxema 10). Toii daxr, 110 mporec 3yIUHIETbCS HA CTaaii yrBopeHHs moxigHoro JTIIM,
MU TIOSICHIOEMO (DOPMYBaHHSIM B alpoOTOHHOMY cepenoBuIli JiTieBoi comi JTIIM
(N(4)-anioHy), BigHOBIEHHS sSKOI y JaHMX yMOBax jaaji He mepebirae. HatomicTs,
B3aemonis cronyk 10a,b 3 NaBH, B EtOH (mpotoHooHOpHUI PO3YMHHHUK) MPHUBEIA 10
oTpuMaHHs TeTparigponoxigaux 11a,b (cxema 10):

R! R! 1
N— LiAIH N AN NaBH N~
</ N | 4 X// j\ abH, 7 N
éL Tr® RN EtOH NJ\
N N Me N Me N Me
H H
7a: R!'=H (97 %) 10a: R'=H, X=CH, Y =N (47 %) 11a: R' = H (67 %)
7b: R! = Me (89 %) 10b: R'=Me; X =CH; Y=N (100 %) 11b: R'=Me (57 %)

10c: Rl =Me; X=CH; Y =CH (97 %)
10d: R'=Me; X=N; Y=N (85 %)

Cxema 10

byno nmocmimkeHo B3aeMOAil0 CMOMYyK THIy / 3 MOHO- Ta Olenextpodimamu:
dbopMimtoBaHHS, HITPO3YBAaHHS, AllCTHIIFOBAHHS, PEAKIIIIO 3 XaIKOHAMH.

Peakmis ¢opminoBanHs cnionyk 7a—C 3a Bimbcmaiiepom—Xaakom (POCIlz/JIM®DA)
3a MOJIOKEHHSIM 6 Oyna ompalibOBaHa Ha MPHKIAAI MOACNIBbHOI cronyku /¢ (cxema 11).
[Ticnsa ycnmimrHOro OTpuMaHHs crnoiayku 12¢ gaHui miaxig OyB 3aCTOCOBAHHMH JI0 CIOJYK
7a,b (cxema 11), npuyoMy 3a3HA4YMMO, 110, 3BAKAOUW HA iX OLIBITY aKTUBHICTb, PEaKIIis
npoxoawia npu Temrmepatypi —15 °C. AnkinmyBaHHSIM OTpHMAaHUX aipaerigiB 12b,c, ske
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npoBoauan y  cuctemi  JIM®A-NaH, cuHTe3oBano  BigmoBimHi  N(4)-merwi-
6-bopmin-ATIIM 13a,b (cxema 11):

R! R!
</N\N | _Poci, < Jr Mel </ X0
H
Me
7a: R! = H; R = Me 12a: R'=H; R2=Me (34 %)  13a: R! =Me; R> =Me (49 %)
7b: R! = Me; R2 = Me 12b: R' = Me; R2=Me (62 %) 13b: R1=H; R2="Ph (58 %)

7¢: R =H; R2=Ph (66 %) 12¢: R'=H; R*=Ph (85 %)

Cxema 11

ANCTHITIOBaHHS CIIOJIYK 7@,0 ONTOBMM aHTIAPUIOM MPHUBEIO O BHIALICHHS
N(4)-anetunmnoxinuux 14a,b (cxema 12):

R! R!
</ J\ Ac,O </
x
Ac
7a.b 14a: R' = H (58 %)
14b: R! = Me (52 %)
Cxema 12

[InsxoMm HITpoO3yBaHHS CHOAYKH 7D Oymo orpumano moxigHe 15, a BiIHOBICHHIM
OCTaHHKOI crioyku 3a jpornomoror NaBH4 y metanomni — okcum 16 (cxema 13):

Me Me Me
N N
N~y NaNO, N ~OH NaBH ol
<// | HOAc-H,0, A <J\ MeOH <J\

N N~ "Me it Me

H

- 15 (60 %) 16 (60 %)

Cxema 13

3a mamumu H SIMP-cnekrpockomii, y pozumni JIMCO-ds cnomyku 15 ta 16
ICHYIOTh caMe y TayTOMEepHiil (hopMi OKCUMIB, a HE HITpo30CcTONyK. Tak, mist criomyku 15
XIMIYHHH 3CyB CUTHAITY HAHOUIBIIT KUCTIOTHOTO MPOTOHY cKiamae 13.2 M.1., 1m0 BiAMOBiae
curnany OH-rpymu oxcumi mopgi6uoro tumy, a B H SIMP-ciextpi oxcumy 16 mpum
nonaBarHi D20 3HUKAIOTH CUTHATHU ABOX PYXJIMBUX MPOTOHIB.

3azHaunMo, 1O cnoayku [ € aktuBHUMHU 1,3-C,C-OGinykneodinamu. Tak,
KOHJICHCAIIIEI0 CIOJYKH 7D 3 XaJKOHaAMU B OCHOBHOMY CEPEIOBHII OJCPXKAHO MOXIiTHI
TeTparijpoxinazoniny 17a,b (cxema 14):
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1
Me Me Ar
it N
N~ M MeOH ~N
(X0 v e =
N/ N Me MeONa N N Ar2
N H
7b 17a: Ar!' =4-FC,H; Ar2 =4-BrC.H, (26 %)
17b: Ar' =4-MeOCH,; Ar?* = Ph (65 %)
Cxewma 14
YerBepTHii PO3aiJI MPUCBAYCHO CUHTE3Y 7-apmii-5-(cynbhonamino)mermna-JTIIM
Ta N,N-miankin-f-kerocynbdonamiis. Panime Oymo IOKA3aHo 10
6-cynshonamigonoxigai JTIIM MoxyTh OyTv CHHTE30BaH1 3 HU3BKMMU BUXOJAMU IILISIXOM
MojudikoBaHoi peakiii bimkuHemt, a came — B3aEMOJIEID ApOMATHYHHMX —AaJlbJACTiIIB,

N,N-miankin-f-kerocynsponamigis Ta 3-amiHo-1,24-tpuazony (3-AT) y AM®PA. byno
3HalEHO, IO i Yac mepediry peakiii mopsy i3 6-cynbdonamigonoximaumu A TIIM sk
NoOIYHUX MPOJYKTIB YTBOPIOIOThCS crnoiyku tumy 18. IIpoTe, BkazaHi moOiuH1 MPOTYKTH
tunty 18 Haifuacrime He BAABalOCSd BHUAUIMTH BHACIIIOK OJU3BKOCTI iX (Hi3UUYHUX
BJIACTUBOCTEH 110 6-cynbdonamimonoximaux JTIIM, a ctocoBHO iX OymaoBH MOKHa OYJ10
JUIIe POOUTHU MPUITYIIIEHHS Ha OCHOB1 CIEKTPAJIIbHUX JTAHUX CYMIIIICH.

3aBIaHHAM 1i€1 YacTUHU POOOTH CTaB CIPSMOBAaHUN CHHTE3 CHONYK Tuiy 18,
IPUIOMY oOpaHuii crocio MOJIsITaB y B3a€EMOJIT 3-AT Ta
N,N-nmiankin(muHamoinmeTun )cynbhonamiaiB tumy 19 3a cxemoro 15:

Ar Ar

(0]

NN N
AL = I o
H

S

18 19

Cxema 15

[lepmioro crpo0o1o CUHTE3Y N,N-miankin-f-kerocynbporamimin (Ta
N,N-miankin(muaamMoinmetun)cyabdonaminy tumy 19 3okpema) Oymna misi aidpAerioiB Ha
mitiioBadi  N,N-miankinMmerancynbpoHamimd 3  BUAUICHHSAM  BIANOBIIHUX  CIHUPTIB
(N,N-niankin-f-rigpoxcucynbdonaminis 20), ski Ha HacTymHINA cTafii okucHOBaIU CrOs3
(cxema 16).

VYTiMm, He3BaKalOYM HA YCHINIHUN CHHTE3 HU3KH criolyk 20a—c ta 21a,b (cxema 16),
okucHeHHs1 N,N-miankin-f-rinpokcucynbpdonaminy 20c¢ peaktuBom J[[oHCa He majno
notpioHoro  N,N-miankin(muramoinmerun)cynbdonaminy. HartomicTe,  yTBOpHIach
CKJIaJHa CyMIIl TMPOMYKTIB peakilii, 1o, Ha HAIly AYMKY, MOSICHIOETHCS HASBHICTIO
anuibHOrO (PparmMeHTa y moJiekysi 20c, MOXJIMBICTIO MEpEerpynyBaHb Ta, SIK HACIIIOK,
YTBOPEHHS JIEKITBKOX CITOJIYK.

* Synthesis of 4,7-dihydro[1,2,4]triazolo[1,5-a]pyrimidine-6-sulfonamide derivatives / M. A. Kolosov,
M. J. K. Al-Ogaili, O. G. Kulyk, V. D. Orlov // Chem. Heterocycl. Comp. — 2015. — V. 51, Ne 7. — P. 691-694.
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1) n-BuLi . 0 ! o
Me\g _NR, 2)RICHO R\Ag/NRz Cro, R Yg/NRz

—_— —_ >

I I

g -15°C, THF OH O H,S0,, O O
H,0, Me,CO

0°C
20a: R=Me; R! = Me (66 %) 21a: R=Me; R! = Me (91 %)

20b: R = Me; R! = uuksonponia (91 %) 21b: R = Me; R! = nukaonponii (97 %)
20c: R, = (CH,);; R! = PhCH=CH (98 %)

Cxema 16

3Bakatoun Ha 1€, OyB 3ampONOHOBAHWM IHIIWM, OUIBII YHIBEpCATbHUN ILIAX
curre3y N,N-miankiiz-f-ketocynbponaminiB (Bkarouaroun N,N-mgiankin(iiuHaMoiIMeTI)-
cyabponaminn Ttuny 19). Bin mossraB y KOHICHCAIl BIINOBIIHHX €CTEPiB 3
N,N-niankinmerancyibponaminamu  y cuctemi NaH/TT'®—mmknorekcan 3a  KisiiseHoM
(cxema 17). 3a3HauMMoO, 10 OMNpAIIOBAHHSA peakiii TOYMHAIM 3 BHUKOPHCTAHHS
eTWIOEH30aTy uYepe3 BIJACYTHICTh @-MIPOTOHIB Yy MOro MOJEKyJi Ta, BIANOBIIHO,
HECIIPOMOKHICTh /10 CAMOKOHICH Al

0 (0]
Me_Il_NR, /[k NaH R! I(I)/NRZ
S + R! OR2 - S
I Tro-C H I
O 6712 O O

R2=Me, Et
19a: R, = (CH,),; R' = PhACH=CH (61 %)
19b: R, = (CH,),; R! = 4-CIC,H,CH=CH (58 %)

21a: R=Me,; R = Me (59 %)
21c: R, = (CH,)5; R! =Me (48 %)
21d: R, = (CH,); R = Ph (79%)

Cxema 17

BimznaunMo, mo TakuM CcrocoOOM BHIaloOCs, 30KpeMa, YCHIITHO CHHTE3yBaTH
oaxkaui N,N-miankir(mmaamoinmertmn)cyabdonamian tumy 19a,b, a orpumanumii ymepiie
N,N-mumerun-f-okconponancynbonamin 2la € HaWUOUIBII HU3BKOMOJEKYIISPHOIO
PEYOBHUHOIO CBOTO PSIY.

CnpaBai,  peakiiis N,N-giankin(muaamoinmetni)cyiabdonamigie ~ 19a,b 3
amiHoazonmamu 'y JIM®A mpuBena g0 YCHIIMTHOTO OTPHMAaHHS HUILOBUX croiyk 18a-c
(cxema 18):

Ar

Z
-
(=)

T

19a,b 18a: X = CH; Ar = 4-CIC H, (42 %)
18b: X = CH; Ar = Ph (51 %)
18c: X = N; Ar = Ph (48 %)

Cxema 18
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Januii (akT NIATBEpAUB MPUIYIIEHHS MI0J0 MEXaHI3MY YTBOPEHHS CHOJYK
tuny 18  mig  vac ~ TPUKOMIOHEHTHOI  KOHJEHCAIlli  apOMaTHMYHMX  AJbJCTIIIB,
N,N-miankui-f-kerocynbonaminis tumy 21 ta 3-AT y JAM®PA. 3aBasgku crepuuHii
3aBAHTAXKEHOCTI METUJIEHOBOI IPYITU MOJIEKYJI CIIONYK TUITy 21 cTae MOXIIMBOIO aTtaka ajibAerity
3a poctynHoro CHs-rpymoro f-ketocyinbhoHaMigy 3 GOpMyBaHHIM MPOAYKTy Tuily 19, skuit
Hajami B3aemomie 3 3-AT 3 yrBopeHHsMm cnonyk tuny 18. Hampuxman, 3rigHo 3 JaHUMU
'HSMP, y pesynbrari TpPMKOMIIOHEHTHOI KOHAEHcamii cmomyku 2la 3
4-xnopoben3anpaeriaom ta 3-AT y JIM®DA yrBopuiachk odyikyBana cymim npoaykris 18d
Ta 22a (cxema 19), nepiuit 3 SIKUX BAAIOCS BUAUTUTH.

o o Ar Ar o. //0
N- N >S{__Me
</ NH Ar S\N/Me A ) / N
R R g * =4 * e
N NH 0 Me AM®A Me
2 0" Me  Ar—4ciCH, 1\I{
e
20a 18d (56 %) 22a
Cxema 19

IPaTuii po3ain € eKCrnepuMEeHTATBHOI0 YAaCTHHOK POOOTH Ta MICTUTH MEpesiK
METOJIUK CUHTE3y HOBHX CIIOJNIYK, BH3HAU€HHA iX (I3UKO-XIMIYHUX XapaKTEPUCTHK Ta
pesyabratu PC/I.

BUCHOBKH

VY poboTi po3pobIeHO Ta OMpaIbOBaHO MIAXOAW IO CHHTE3Y, a TaKOX JOCTIIKEHO
XIM14H1 BJIACTHBOCTI G yHKITIOHATI30BaHUX 7-METUII- Ta 7-He3aMIIEHUX
5-metui[1,2,4]tprazomno[1,5-a]mipuMiauHiB Ta CIIOPIAHEHUX CITOIYK.

1. 7-Metun- ta 7-uezamimieni 6-EWG-5-metun-4,7-nurinpoaszono[l,5-aJnipumianau
npenapaTuBHO OKUCHIOTHCA CrO3z 10 BigmoBimHuX a30i0[1,5-a|nipuMinnHiB; 3BOpOTHIi
nporiec (BimHOBIACHHS a300[1,5-a|nipuMinnHiB A0 BiAMOBIZHUX 4,7-IUTIAPOMOXiITHUAX
LiIAlIH, y TI'®) € anpTepHaTUBHUM  TUIIXOM  cuHTE3y  6-EWG-5-metmi-
4,7-nurigpoasoio[1,5-a|nipumiguHiB.

2. 6-EWG-5-metnn-4, 7- nuriapoasono[1,5-a Jnipuminuau AJIKUTIOIOTHCS 3a
nonokeHHsIM N(4) sk y cuctemi JIM®A-NaH, tak i MeCN-H;O-KOH. Ilnsxom
BITHOBJICHHS, a TakoX rigpornizy 6-COOEt-rpymm y ckmami 7-meTwin- i1 7-He3aMileHuX
5-metwnazono[l,5-a|nipumiguHiB  Ta X  4-ankir-4,7-gurigpoaHanoriB OTPHMAaHO,
BinmoBigHO, HU3KY 6-CH2OH 1 6-COOH-nioxinauX.

3. BinHoBneHHss 7-meTwi- 1 7-He3amimeHux 5S-mertmia[l,2,4]tpuaszono[l,5-a]-
MIpUMIIUHIB, AKI HE MICTATh 3amicHWKa y monoxkenni 6, NaBHs B EtOH Beme no
ytBopeHHss  4,5,6,7-terparigponoxigaux, a LiAlHs y TI'® - po BigmoBigHHX
4,7-nuriAponoxigHuX (HaOUIbll HU3BKOMOJEKYJISPHUX CHONYK Takoro tumy). dakr
BIIHOBJICHHS BHMXIJHHUX 7-METHI- 1 [-He3amimeHux 5S-metmi[l,2,4]rpuasomno[l,5-a]-
nipumiguHiB LiAIHs y TI'® nume no 4,7-AuriaponoXiTHUX TMOSCHIOETHCS YTBOPEHHIM
N(4)-aniony.
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4. He3ane:xHUM LUISIXOM ~ CHUHTE3Y 7-METHJ- Ta 7-He3aMilllEHUX S-MEeTuJ-
4,7-murinpo|1,2,4]tpuazono[1,5-a|mipuminuHis, sSKi He MICTATh 3aMICHUKA y TIOJIOKEHHI 6,
€ JICallWJIIOBaHHS y  JIY’)KHOMY  CEpPEJOBHUIN  BIAMOBIAHUX  O-alleTHI-5-METUII-
4,7-nurinpo[1,2,4]tpuazono[l,5-a|nipuminuni, mo € akTuBHUMH C-HyKiIeodiraMu: ix
dopMmiTtoBaHHS 3a BinbcMaliepoM-XaakoM NpUBOJIUTE 10 YTBOPEHHS 6-(HOpPMUINOXITHUX,
HITPO3YBaHHS — J0 6-HITPO3OMOXIJHUX, & B3a€EMOJIS 3 XaJKOHAMU — 10 (popMyBaHHs
noxigHux 6,8-miapui-4,7,8,9-rerparinpo[l,2,4]rpuaszono[5,1-b]xinazoniny.

5. [lokazano, mo kouaeHcauis Kisii3eHa € 3arajJbHUM CIOCOOOM OTpPUMAaHHS
N,N-miankii-f-ketocynbpoHaMmiiB  Ta NOPUAHATHUM [UIIXOM Y  BHUNAAKY  CHHTE3Y
N,N-niankin(uuHaMoinMeTun)cyibhoHaminiB. 30KpeMa, TaKUM YHHOM OYJIO  OJIep’KaHO
N,N-numeTun-2-okconponancyiabpoHamin (HaHOUIBIIT HU3BKOMOJIEKYJISIPHY CIIOIYKY I[hOTO
psny), SKANA TaKOX, MOPSA 3 IHIIMMH aHajJoraMu, OyB CHMHTE30BaHMM IUITXOM JITIFOBAHHS
N,N-numeTunmeTancyabpoHaMiny 1 MOAAIBIIO PEAKIIEI0 3 BIAMOBIIHUME albJCTiIaMHU Ta
OKHUCHEHHSIM OTPUMAaHUX CITUPTIB.

6. 5-Cynbdonamigomerni-4,7-aurigpoaszono[l,5-a|mipumiguaun  Oynu  ogepkaHi
IUISIXOM  B3a€EMOJIIT  BIAMOBIIHUX ITUHAMOLIMETWICYIb(DOHAMINIB 3 aMiHOA30JIaMH, IO
JOBOJIUTH MEXaHI3M ix (hOpMyBaHHS B YMOBaxX TPUKOMITIOHEHTHOI KOHJCHCAIlli ajbJeTi/iB,
[-ketocynbhoHaMITIB Ta aMIHOA30TiB.

CIIUCOK ONNYBJIKOBAHUX ITPAILIb 3A TEMOIO JJUCEPTAIII

Haykoei npayi y naykosux ¢gpaxosux euoanuax Ykpainu:

1. Cunte3 amwiMmetancynbhamuaoB mo peakuun Kisiizena / E. I'. llIBen,
M. A. KonocoB, A. B. IlonBopotuss, B./Jl. OpnoB // Bicauk  XapKiBCBKOTO
HalioHajgpHOro YyHiBepcutery iMeni B. H. Kapazina. Cepis «Ximisgs». — 2016. -

Bum. 27 (50). — C. 56-59.

3000y6auem 8UKOHAHO YACMUHY CUHMEMUYHOI pobOmuU, 63MO Yuacmv y AHANI3,
002080peH I pe3yabmamie i niocomosyi cmammi 00 OPyKY.

2. KonocoB M. A. CuHTE3 ¥ BOCCTaHOBJIEHHE 6-HUTPO30-D,7/-AUMETHII-
4,7-nuruapo[ 1,2,4]rpuazono[ 1,5-ajnupumuarna / M. A. Koiocos, E. I'. llIBen,
B. 1. OpnoB // Bicauk XapkiBChKOTO HailloHaIBbHOTO yHiBepcutTeTy iMeHi B. H. Kapasina.
Cepist «Ximist». — 2017. — Bum. 28 (51). — C. 44-47.

3000y6auem BUKOHAHO CuHmMe3 OINBWOCMI CHOJYK, NPULUHAMO Y4acmb 8
002080peHH I pe3yabmamie i niocomoeyi cmammi.

Ilyonixkauii y nepioOudHux HayKo8ux 6UOAHHAX ITHUIUX 0ePIHCaAs, AKI 6X00AMb 00
MIHCHAPOOHUX HAYKOMEMPUYHUX 0a3:

3. Synthesis of 5-cinnamoyl-3,4-dihydropyrimidine-2(1H)-ones /
M. A. Kolosov, O. G. Kulyk, E. G. Shvets, V. D. Orlov // Synth. Commun. — 2014. —
Vol. 44, Is. 11. — P. 1649-1657. (Web of Science ta Scopus).

3006ysauem  BUKOHAHO HACMUHY  CUHMEMUYHUX  eKCNepUMeHmis,  aHali3is,
NPUUHANO Y4acmb 8 062080PeHHT pe3yIbmamia.

4, AnKunupoBaHue 6-C(O)R-7-apmi-5-metnn-4,7-nuruapo[1,2,4]-
tpuazono[l,5-almupumuauaos / M. A. Komoco, E.I. IIBen, O.I. Kyubix,
B. [I. OpnoB // Xumust rerepouuki. coegunenuii. — 2015, — T. 51, Ne11/12. —
C. 1052-1056. (Web of Science ta Scopus).
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3006y6auem BUKOHAHO 3HAYHY YACMUHY CUHMEMUYHUX eKCNepUMeHmis, aHaliz ma
002080peHH sl pe3ynbmamis, Ni020moeieHo cmammio 00 OpyK)y.

5. A synthesis of 6-functionalized 4,7-dihydro[1,2,4]triazolo[1,5-a]pyrimidines /
M. A. Kolosov, E. H. Shvets, D. A. Manuenkov, S. A. Vlasenko, I. V. Omelchenko,
S. V. Shishkina, V. D. Orlov // Tetrahedron Letters. — 2017. — Vol. 58, Is.12. —
P. 1207-1210. (Web of Science ta Scopus).

3006y6auem 6uKoHaHo Oeayunto8aHHs CHOIYK Ma HACMYNHE iX 66e0eHHs V peaKyii 3
eNeKMPODIIbHUMU  peazeHmaMy, NPULHAMO Y4acmv 6 002080pPeHHI pe3yibmamis 1
niozcomosyi cmammi 00 OpyKy.

6. A synthesis of 6-functionalized 7-unsubstituted- and
7-methyl[1,2,4]azolo[1,5-a]pyrimidine derivatives / M. A. Kolosov, E. H. Shvets,
D. A. Manuenkov, O. G. Kulyk, A. V. Mazepa, V. D. Orlov // Synth. Commun. — 2019. —
Vol. 49, Is. 4. — P. 611-615. (Web of Science ta Scopus).

3006ysauem GuKoOHaAHO OinbWy uYacmuHy pobomu 3 po3pPOOKU MemoOux ma
CUHME308aAHO YACMUHY CHNONYK, 63AMO YYydcmb y HOCMAHOBYL 3a0avi, NIAHYBAHHI
eKcnepumenmy, 002080peHHI pe3yIbmamie i HanUCauHi cmammi.

Haykoei npayi anpobauiiinozo xapakmepy (me3u 00nogioeii Ha HAyKoeuUx

KoHghepenuinx) 3a memoio oucepmauii:

7. S-1luHHAMOUITIPOU3BOTHBIE 3.,4-muruaponupumuani-2(1H)-oHoB /
E.TI'. IBen, O. I'. Kymeik, M. A. Komocos, B. JI. Opaos // Ximiuni KapaziHCbki
gutanHsa — 2013 : V Bceykpaidcbka KOH(pEpeHIIis CTYIEHTIB Ta acIipaHTiB, 22—25 KBITHS
2013 p. : Te3u gom. — Xapkis, 2013. — C. 213.

3006ysauem 30ilicHeHO cuHme3 YilbOBUX CNOIVK [ NIO20MOBIEHO NOBIOOMIIEHHSL.

8. Cunres (GYHKIIMOHAIBHBIX MIPOU3BOIHBIX
4, 7-muruapo[1,2,4]tpuazono[ 1,5-ajmupumuauna / E. T'. IBen, [I. A. MaHyeHKOB,
O.T. Kynsik, M. A. Konocos, B. JI. Opinoe // Ximiuni Kapasinceki untanas — 2014 :
VI Bceeykpaincbka KoH(EpeHIlis CTYICHTIB Ta acmipaHTiB, 22—24 xBiTHsa 2014 p. : Te3u
nom. — Xapkis, 2014. — C. 208—-209.

3006ysauem 30iticneno cunmes OLILULOCMI CROJIYK | Ni020MOBIEHO NOBIOOMAEHHSL.

9.  ®yHKIMOHAIM3UPOBAHHBIC IIPOU3BOIHBIC [1,2,4]Tpuazono[1,5-a]-
NUpUMUANHA W uX TerpazonbHbix aHamoroB / E. T'. IlBem, . A. ManyeHKoB,
M. A. KonocoB, B./l. OpnoB // Ximiuni Kapaszinceki umranas — 2015

VIl Beceykpainceka KoH(bepeHIlis cTyAeHTiB Ta acmipantis, 20—22 xBitas 2015 p. : Te3u
nom. — Xapkis, 2015. — C. 254-255.
30006y6auem 30ilicHeHO cuHmes YibOBUX CHOAYK | NIO20MOBIeHO NOBIOOMIEHHSL.

10.  4,7-Hurinpo[1,2,4]tpuazono[l,5-a]mipumignam: CUHTE3 Ta
¢ynkmionamsanig /  O. I'. llIBenb, . O. Manyenkos, O. I'. Kynmuk, M. O. Komocos,
B. [I. OpnoB // JIeBiBchki ximiuHi uywmranHs — 2015 : XV mHaykoBa KoH(pepeHIIis,

24-27 tpaBus 2015 p. : Te3u mon. — JIsBiB, 2015. — ¥53. — C. 63.
3006y8auem 30iticheHo cuHme3 OLIbULOCMI CNONYK § NI020MOBIEHO NOBIOOMIEHHSL.
11. Functionalization of 4,7-dihydroazolo[1,5-a]pyrimidines / E. H. Shvets,
M. A. Kolosov, D. A. Manuyenkov, V. D. Orlov // Chemistry of Nitrogen Containing
Heterocycles : VII International Conference, 9-13 November 2015 : abstr. — Kharkiv,
2015. - P. 73.


http://www.sciencedirect.com/science/article/pii/S004040391730206X
http://www.sciencedirect.com/science/article/pii/S004040391730206X
http://www.sciencedirect.com/science/article/pii/S004040391730206X
http://www.sciencedirect.com/science/article/pii/S004040391730206X
http://www.sciencedirect.com/science/article/pii/S004040391730206X
http://www.sciencedirect.com/science/article/pii/S004040391730206X
http://www.sciencedirect.com/science/article/pii/S004040391730206X
http://www.sciencedirect.com/science/journal/00404039
http://www.sciencedirect.com/science/journal/00404039/58/12
https://www.tandfonline.com/author/Kolosov%2C+Maksim+A
https://www.tandfonline.com/author/Shvets%2C+Elena+H
https://www.tandfonline.com/author/Manuenkov%2C+Dmitriy+A
https://www.tandfonline.com/author/Kulyk%2C+Olesia+G
https://www.tandfonline.com/author/Mazepa%2C+Alexander+V
https://www.tandfonline.com/author/Orlov%2C+Valeriy+D
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3006ysauem 6UKOHAHO OilbULY YACMUHY €KCNePpUMEeHMAlbHOi pobomu 3 po3pooOKu
MemoOUKU CUHmMe3sy YilbOoBUX CHOIYK, Ni020MO8IeHO ma 3p00JIeHO CMeHO008) O0N08IOb.

12. MIsenn O.I'. 6-OynkmionamizoBani mnoxigHi  4,7-guringpoasono[l,5-al-
nipumiguais / O.T. IlIBeusr, M. O. Komocos, B.Jl. OpnoB // XXIV VYkpaincbka
KoH(pepeHuisa 3 opraniuyHoi ximii, 19-23 Bepecusa 2016 p. : te3u non. — Ilonrtasa, 2016. —
J-15. - C. 33.

3006y6auem 6UKOHAHO 3HAYUHY YACMUHY EKCNEPUMEHMANbHOI pobomu 3 po3pobKu
MEmOOUK CUHme3y YiIbo8UX CHOIYK, OMPUMAHHIO OiOIiomeK npoOoyKmis, Ni020mos8JeHo
ma 3pobJieHo YCHY 00N0Biob.

13. CuHTe3 W  XUMHUYECKHE  CBOWCTBAa  alWIMETaHCYIb)aMHUIOB  /
A. B. Ilonsopotass, E. I'. llIBen, M. A. Konocos, B. JI. Opnos // Ximiuni KapasiHceki
yutanHs — 2017 : [X Bceykpaincbka HaykoBa KOH(EpeHIis CTYAEHTIB Ta acIipaHTIB,
18-20 kBitHa 2017 p. : Te3u pon. — Xapkis, 2017. — C. 125-126.

3006y6auem 6UKOHAHO 8HECOK V PO3POOKY MemMOOUKU CUHMES) YITbOBUX CNOJYK Ma
ompumanHs 6ioiomexu nPOOYKmMIis, 83mMo yuacmov y ni02omosyi YCHoi 00N0Bioi.

14. IlBeun E.T. Cunres HOBBIX OMJITUHT-0JIOKOB, coaepxKalux
4,7-nurunpo[ 1,2,4]tpuazono[ 1,5-aJnupumuannossiid 1ukn / E. I, lsern // TIpoGaemu ta
nocsiruenHs cydacHoi ximii : XIX HaykoBa monoaikHa koHpepeHuis, 26—28 KBITHA
2017 p. : Te3u nom. — Opeca, 2017. — C. 8.

3000y6auem 6UKOHAHO 3HAYHY YACMUHY EKCNEPUMEHMANbHOI poOomu 3 po3pooOKU
MEMOOUK CUHmMeE3Y YIIbOBUX CHNOIYK, OMPUMAHHIO Oibaiomex npooyKmis, ni020moeGieHO
ma npe3eHmoB8aHo YCHy 00N06iob.

15. TlomsopotHsas A. B.  Luknoankuinpou3Bojneie  B-KeTocylnbpaMUIOB U
B-ketocynbdonoB / A. B. IlomBopotusiz, M. A. Komocop, E. I'. llIBen // XimiuHi
Kapasincpki untanns — 2018 : X Bceykpaincbka HaykoBa KOH(EpEHIIsl CTYJICHTIB Ta
acmipantiB, 23-25 kBiTHs 2018 p. : Te3u nom. — Xapkis, 2018. — C. 123.

3006ysauem 30ilicHeHO cuHme3 CHOAVK [ 838M0O Yydcmb Yy Ni020moeyi YCHOI
00nogioi.

16. MIBeum E.I'. CuHTe3 HU3KOMOJCKYISPHBIX OWIIUHT-0JIOKOB Ha OCHOBE
azononupumuauHoB / E. T'. IlIsen, M. A. Komocor // XIII Bceykpaincbka KoH(pEpeHITis
MOJIOJIMX BYCHUX Ta CTYACHTIB 3 aKTyallbHUX MHUTaHb XiMii, nmpucBsdeHa 100-piunomy
foBiiero HamionansHOT akagemii Hayk Ykpainu, 2—4 tpaBus 2018 p. : Te3u pomn. — XapKis,
2018. - C. 19.

3000y6auem BUKOHAHO 3HAYHY YACMUHY eKCNEePUMEHMANIbHOI pobomu no po3pooyi
Memooux curmesy YilbOBUX CHOIVK, OMPUMAHHIO OiOTiomeK NpooyKmie, nio2omosieHo
ma npe3eHmoB8aHo YCHy 00ON0GIOb.

17. «Light» 5-methyl-4,7-dihydroazolo[1,5-a]pyrimidines and related
3,4-dihidropyrimidin-2(1H)-ones / M. A. Kolosov, O. H. Shvets, 0. G. Kulyk,
M. J. K. Al-Ogaili, D.A. Beloborodov, A.V. Pidvorotnia, V.S. Parkhomenko,
D. A. Manuenkov, V. D. Orlov // Chemistry of Nitrogen Containing Heterocycles in
memoriam of Prof. Valeriy Orlov : 8" International conference, 12—-16 November, 2018 :
abstr. — Kharkiv, 2018. — P. 49.

3000y8auem 30iliCHEHO BHECOK ) PO3POOKY MemOOUKU CUHmMesy Yilb0o8ux CHoIyK ma
ompumanHs o6ibiiomexu npooyKkmis.
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18. Cuntes  2-uuknoOyTui-2-okcodtancyinbpamuna /  A. B.  Bamenko,
M. A. Konocos, E.TI'. llIBen, A. B. IlogBopotHss // Ximiuni Kapa3iHCbkl 4MTaHHS —
2019 : XI Beeykpaincbka HayKoBa KOH()EpEHLIIs CTYJEHTIB Ta acIipaHTiB, 22—24 KBITHA
2019 poky : Te3u non. — Xapkis, 2019. — C. 75.

3006ysauem 30ilicHeHO CcuHme3 CHONYK [ 838mo yydacmb Yy Ni020moeyi YCHOI
00no8ioi.

19. MIBenr O. 6-OynkionanizoBani 4,7-nurinpo[1,2,4]tpuaszono[1,5-al-
nipuMinuau Ta crnopigaeni crmonyku / O. IlBens, M. KosocoB // JIbBiBChKI XiMiuHI
gutands — 2019 : XVII naykoBa koHpepenuis, 2—5 yepBHs 2019 p. : te3u non. — JIbBiB,
2019. - V3I.

3006ysauem BUKOHAHO eKCNEPUMEHMANILHY POOOMY 3 po3poOKU MemOOUK CUHMe3)
YiIbOBUX CHOJYK, OMPUMAHHIO 0iOIiomex npooyKmis, Nni020moeieHO Ma Npe3eHmo8aHO
VCHY 00N08i0b.

AHOTALISA

HIBeny O. TI'. 5-Merun[l,2,4]Tpua3ono[l,5-a|mipuminuam Ta cnopinneni
CIOJIYKHU: CMHTEe3 Ta (pyHKUioHAadi3aniA. — Pykomnuc.

Jucepraliis Ha 3J00yTTS HAYKOBOT'O CTYIEGHS KaHJIWJATa XIMIYHUX HayK 3a
cnemanbHicTiO 02.00.03 — opraniuna Ximis. — XapKiBCbKUI HalllOHAJbHUN YHIBEPCHUTET
imeHi B. H. Kapasina MinicTtepcTBa ocBiTH 1 HAayKu YKpainu. — Xapkis, 2020.

Hucepraris pUCBsYCHA CUHTE3Y HU3BKOMOJIEKYJISIPHUX
5-metuin[1,2,4]tpuazono[l,5-a]nipumiaunis Ta CIIOPITHEHUX CIIOJTYK,
(G yHKITIOHAJII30BaHUX 3a TTOJIOKEHHSIM 6.

Y pobGori Bmepmie oTpuMaHO 6-QyHKI[IOHATI30BaHI TOXigHI /-METHI- Ta
7-ue3amimiennx  5-metwmi[1,2,4]tpuazono[l,5-ajnipuminuuis, ix  4,7-gurigpo- Ta
TETPa30JbHUX AaHAJOTIB — CIUPTH, KUCIOTH, allbJETiAu, IO Ha TENepilmHid dYac €
HAHOLIBIIT HU3bKOMOJICKYJSIPHUMH TIPEJICTaBHUKAMU CBOiX KiaciB. [lokazaHa MOXIUBICTh
B3aemomnepeTBopeHHs: 5-metun-J{TIIM na 5-metun-TIIM 1 3BOpOTHINM mpoliec CHHTE3Y
o-metun-TIIM 3 5-meTun-TIIM.

Po3pobneHo aBa He3anexHI NMIIAXHA IO OTPUMAHHS 7-METHJI Ta 7-HE3aMIIEHUX
S-metun-JITIIM, mo He MICTATH 3amicHUKA y mosiokeHH1 6. [lepmmii criocid mosnsrae y
JealllIIOBaHHl  BIMOBITHUX  6-aneTwin-5-meTwn-{TIIM, a npyruii y BiZHOBICHHI
6-ne3amimennx 5S5-metun-TIIM 3a nmomomororo LiAlHs y TI'®. ®akt BigHOBICHHS
7-metun Ta 7-ae3aminieHux 5-metun-TIIM LiAIH, y TT'® nume g0 4,7-auriaponoxXiaHux
nosicHioeTbest  yrBopeHHsIM  N(4)-amiony JITIIM. J[lani 7-meTtmn- Ta 7-He3aMimieHi
5-metmin-JITIIM, mo He MicTATh 3aMiCHUKa Yy TIOJOKCHHI O, € aKTUBHHMH
C-nykneodisaMu, 37aTHAMH JI0 TTOAANBIIOT (yHKITIOHAITI3AITi].

3anponionoBano edextuBHH crocod cuHTedy N,N-miankin-f-kertocynbhoHaMimiB 3a
koHzaeHcartieto Kisitzena, 3okpema, N,N-mumerwni-f-okconponancyibhoHaMiny (IKuid €
HAWOUTBIIT HU3BKOMOJIEKYJISIPHOIO PEUOBHHOIO CBOT'O KJ1acy) Ta
N,N-niankun(uuHaMoinmMeTun)cynboHamiliB, SIKI Yy peakiii 3 aMiHOa30JlaMH YTBOPIOIOTH
7-apui-5-(cynbhonamino )MeTui-4, 7-murinpoasono[1,5-a Jmipumiguau.

KarouoBi caoBa: 5-mermn[1,2,4]rpuazomno[1,5-aJnipuminuna  (5-metun-TIIM),
5-metmi-4,7-nurinpo[1,2,4]rpuazono[ 1,5-a|mipumiguna  (5-metnn-JTIIM), peakmis Tuiry
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bimxunenni, HU3BKOMOJIEKYJISIPHI CIIOJTYKH, JealnIF0OBaHHS, C-nykneodin,
N,N-miankui-f-kerocynsponamia, N,N-mgiankui(uuHamMoimMeTin)cyinbhoHamia, KOHACHcAIs
Kisitzena.

AHHOTALIMSA

IIBen E. I'.  5-Mernia|[1,2,4]Tpua3ono[l,5-a|nupumMuanabl W poacTBeHHbIE
COCAMHEHMS: CHHTe3 U PyHKUMOHAIU3aus. — Pykonuce.

JHuccepraniusi Ha COMCKAHME YYEHOM CTEMEeHM KaHJuJaTa XMMHYECKUX HayK IO
cneupanbHocTd  02.00.03 — opranudeckas xumusa. — XapbKOBCKMM HalMOHAIbHBIN
yauBepcutetr umenu B. H. Kapaszuna MunuctepctBa 00pa3oBaHusi U HayKu YKpauHbl. —
Xapbkos, 2020.

Huccepranus MOCBSAIIICHA CUHTE3Y HU3KOMOJIEKYJISIPHBIX
S5-metwi|1,2,4]tpuasono[ 1,5-a]nupumMuuHOB " POICTBEHHBIX COCIMHEHUH,
(G YHKIIMOHAIM3UPOBAHHBIX 10 TIOJIOXKEHUIO 6.

B paGote BnepBbie nosydeHbl 6-()yHKIIMOHATN30BaHHBIE TTPOU3BOHBIE 7-METHII- U
7-He3amerneHHbIX  S-metwi[1,2,4]tpuazono[l,5-a|nupumuaunos, ux 4,7-qurugpo- u
TETPa30JbHBIX AHAJIOTOB, & UMEHHO: CIIUPTHI, KUCJIOTHI, aIbJACTHIbl, KOTOPHIC B HACTOSIIECE
BpeMS SIBIISIFOTCSI HanOOoJIee HU3KOMOJIEKYJISIPHBIMA COCTMHEHUSIMHU CBOUX KiaccoB. [lyTem
TPUKOMIIOHCHTHOM KOHJACHCanuen Ttuna bumkuHenmn anudaTuuyecKux —aibJAeTHI0B
(bopmanbaerus, YKCyCHBIN aiabAeTHa), [-TUKapOOHUIBHBIX COCAMHEHUN (aIeTHIIAIETOH,
IIPOM3BOJIHBIE AlIETOYKCYCHOrO 3¢upa) U aMHHOA30JI0B CHUHTE3UPOBAH Psijl 7-METHII- U
7-ue3ameneHHbpIx  6-EWG-5-metun-JATIIM u poactBenHbix coenauHeHuid. I[lokaszana
BO3MOHOCTb B3aMMOTIPEBPALLICHUS 5-metun-4,7-quruapo[1,2,4]tpuazono[1,5-a]-
nupumuauaoB  (JATIIM) B 5-merun[1,2,4]rpuazono[1,5-aJnupumuaunasr  (TIIM) B
pesynbTate okuciaeHus S-metun-JTIIM peaktuBom JIxoHCa W OOpaTHBIM TpoIeCC —
Boccra"oBiienne S-metmin-TIIM LiAlIH, 8 TT® no 5-merun-JITTIM.

B pesymbraTe ankunupoBanuss B cucteme JIM®DA-NaH npowusBoansix 6-EWG-
5-metun-JATIIM u TeTpa3oipHBIX aHajaoroB moaydensl N(4)-aakun-6-EWG-5-meTwi-
JATIIM u poacTBeHHBIC coeAuHEHHs, 4To B orTiauume oT cucremMbl MeCN/KOH-H0,
MO3BOJIUJIO M30€KaTh AJIKWIMPOBAHUS APYTHMX peakinuoHHBIX IeHTpoB I TIIM. Ilytem
BoccranoBineHus N(4)-ankmi-6-COOEt-5-metrn-JITIIM u TeTpa3osIbHBIX aHAJIOTOB, C
nomompio LIAIH, nonyuensr npousBoansie 6-CH,OH-5-metmn-/ITIIM, 4To 0O0BsicHsAETCS
obpazoBanueM B pe3ynbrate BoccraHoBieHus N(4)-amkun-6-COOEt-5-mernn-TIIM
¢ukcupoBannoit enamuauoi Gopmer I TIIM, Hao60poT, B3auMoAeHCTBIE 4-HE3aMEIIICHHBIX
6-COOEt-JITIIM ¢ KOMIUIEKCHBIMU TUAPHIAMY TPU KOMHATHOUW TEMIIEpaType HE MPOUCXOTHT.
6-KapOoHOBBIE KUCITOTHI CHHTE3UPOBAHKI ITyTeM ruzposmsa S-metmin-6-COOEL-J[TTIM.

Pa3zpaboTanbl 1Ba HE3aBUCHUMBIX CTIOCO0A TOMYYCHHS /-METUJI U 7-He3aMelIeHHBIX
5-metuin-4,7-nuruapo[1,2,4]rpuazono[1,5-a]nupumMuauHOB, HE CoaEpIKAIINE 3aMECTUTESA
B mnojoxkeHuu 6. IlepBbiii crocoO 3akiaroyaeTcss B ACAlMJIMPOBAHUUA COOTBETCTBYIOIIUX
6-ametni-5-metnn-JITIIM, a BTOpol B BOCCTAaHOBICHHHM HMCXOIHBIX OWIMKINYCCKHUX
5-metmii-TIIM ¢ niomorsio LiIAIH, B TT'®. dakt BoccTaHOBIEHUS MCXOMHBIX 7-METHI U
7-ue3amerneHubM S5-meTui-TIIM LiAIHs B TT'® Toapko 10 4,7-AMruapornpor3BOIHBIX
oOBsicHsieTcst oOpasoBanneM N(4)-annoHa. DT ABa croco0a IMO3BOJISIOT TOJIyYaTh
5-metmi-4,7-nurunpo| 1,2,4]tpuazono[ 1,5-a]JnupuMuuHel, He COACpIIAIIie 3aMECTUTEIIS
B MOJIOKEHUU 6 C KOJIMYECTBEHHBIMU BBIXOJIaMH.
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[Toka3zaHo, 4TO peakius AcanuaupoBaHus 6-aretuia-5-metwi-7-[4-(N,N-qumern-
amuno)penwn|-JITIIM B cpene KOH-MeOH npuBoauT k 00pa30BaHUIO MPOU3BOTHOTO
4,5,8,9-rerparuapo[1,2,4]tpuazono[5,1-b]xunasonuna, dYro cBsI3aHO ¢ TMEPBUYHBIM
AeaIupOBaHUEM UCXOIHOTO COCTUHEHMS, TaTbHENIIee THAPOIUTUIECKOE PaCIleIIICHHE
npomexxytouHoro JITIIM, oOpa3oBaHueM €HOHa M KOHAEHCAMU IIOCJIEIHEr0 C
npoMexxyTouHbM JITIIM.

[lonyyennsle 7-mMetun u 7-He3amemieHHble S-metun-JATIIM, He coapepxkariue
3aMecTUTeNel B MOJOKEHUH 6 — akTuBHbIe C-HYKJICO(WIIbI, CIIOCOOHBIE K AalbHEHIIen
(GyHKIMOHANHM3AINHA, YTO OBUIO MPOAEMOHCTPUPOBAHO MOTYUYEHHUEM COOTBETCTBYIOIIUX
npousBojHbIX: nerictrueM IM®DA/POCI; — 6-CHO-5-metun-ITTIM, HuTpo3upoBaHuem —
6-NO-npousBoanbix S-Metun-JATIIM u npoaykToB KOHAEHCAMM C OaJKOHAMH B
OCHOBHOI cpene — 4,7,8,9-trerparuapo[l,2,4]rpuazono[5,1-b]xuHa3onuHOB.

[Ipennoxen sddexrtuBHblii  00muid crnocod cuute3a N,N-guankun-f-kero-
cynmbamuoB konaeHcanuen mo Kisiizeny, B vactnoctu, N,N-auankuia(IitHHAMOUIIME T )-
cynmbhonamuoB — B3ammozeiicTere N,N-nuankuincynb(poHaMUIOB € ATKIIIMHHAMOATAMH.
Hpyroit cnioco6 — nutupoBanue N,N-muankmicynb)oHaAMUIOB, TOCIEAYIONIECE IESHCTBUE
IBJICTH/IOB HA JIMTHUPOBAHHBIE CyOCTpaThl W JalibHEHINEe OKHUCIEHUE CIIHPTOB —
peanuzyetrcst Toibko st cuHTe3a N,N-muankui-f-kerocyiab(poHaMHUIOB, KOTOpbIE He
colepkar IMHHAMOWJIBHOTO ocTatka, B dactHocTH —  N,N-muankwui-f-okcomponan-
cynb(poHaMua (MOAETBHOTO BEUIECTBA 3TOr0 Kiacca— Haubosiee HU3KOMOJIEKYISIPHOTO
BerectBa-tpectaureas  N,N-mauankui-f-kerocyabhoHamuaos). MexaHusm 00pa3oBaHUsI
7-apui-5-(cynbdonamugo )Metuin-4, 7-nuruapoas3ono[ 1,5-a]-mnupuMuIuHOB B0 BpeMs
peakuud TPUKOMIIOHEHTHOW  KOHJEHCAllMM TUMAa bWDKUHEIM  apoMaTHYECKUX
anprerunoB, N,N-auankui-f-kerocyabpoHaMUIOB € aMHUHOA30JIaMH TIPU HArpeBaHUHM B
JIM®A ob6bsicHen ux ¢opmupoBanueM rnpu Bzaummozewctsuu  N,N-auankui(iiMHHaMown-
METHI )CYTb(HOHAMUIBI C AMUHOA30JIaMH B TAKUX K€ YCIOBHSIX.

KiroueBbie ciaoBa: 5-metwmi[l,2,4]tpuazono[l,5-a|oupumuaua  (5-metun-TIIM),
5-metun-4,7-gurunpo| 1,2,4]tpuazomno[ 1,5-a|uupumuaun (5-metun-ATIIM),  peakius
TUna BumKuHE M, HU3KOMOJICKYJIIPHBIE COeAMHEHUs, neanunupoBanne, C-Hykieodpu,
N,N-nuankun-f-kerocynbhoHamu, N, N-mrankui(IimHHAMOMIMETHI )CYIb(hoHaMI T
kouaeHcanus Kisiizena.

ABSTRACT

Shvets O. H. 5-Methyl[1,2,4]triazolo[1,5-a]pyrimidines and related compounds:
synthesis and functionalization. — Manuscript.

Thesis for a Candidate Degree in Chemistry: Speciality 02.00.03 — Organic
chemistry. — V. N. Karazin Kharkiv National University of the Ministry of Education and
Science of Ukraine. — Kharkiv, 2020.

The study is devoted to the synthesis of low molecular weight
5-methyl[1,2,4]triazolo[1,5-a]pyrimidines and related compounds which are
functionalized at position 6.

6-Functional derivatives of 7-methyl- and 7-unsubstituted 5-methyl[1,2,4]-
triazolo[1,5-a]pyrimidines, their 4,7-dihydro- and tetrazole analogues — alcohols, acids,
aldehydes were synthesized in this work for the firs time. Currently, they are characterized
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by the lowest molecular weight in their classes. The possibility of mutual transformation
of 5-methyl-DTPM to 5-methyl-TPM and the backward synthesis of 5-methyl-DTPM
from 5-methyl-TPM were shown.

Two independent ways to the synthesis of 7-methyl- and 7-unsubstituted
5-methyl-DTPM, which have no substituents by position 6, were developed. The first
method is based on the deacylation of the corresponding 6-acetyl-5-methyl-DTPM.
The second one is assumed the reduction of 6-unsubstituted 5-methyl-TPM with LiAlIH4 in
THF. The fact that starting 7-methyl- and 7-unsubstituted 5-methyl-TPM were reduced by
LiAlHs in THF only to 4,7-dihydroderivatives was explained by the formation of
N(4)-anion DTPM. These 7-methyl- and 7-unsubstituted 5-methyl-DTPM, which do not
contain a substituent at position 6, are active C-nucleophiles capable to the further
functionalization.

The efficient method towards the synthesis of N,N-dialkyl-5-ketosulfonamides via
the Claisen condensation was proposed. In particular, N,N-dimethyl-s-oxopropane-
sulfonamide (which is the substance of the lowest molecular weight of its class) and
N,N-dialkyl(cinnamylmethyl)sulfonamides which in reactions with aminoazoles form
7-aryl-5-(sulfonamido)methyl-4,7-dihydroazolo[1,5-a]pyrimidines ~ were  successfully
obtained.

Key words: 5-methyl[1,2,4]triazolo[1,5-a]pyrimidine (5-methyl-TPM),
5-methyl-4,7-dihydro[1,2,4]triazolo[1,5-a]pyrimidine (5-methyl-DTPM), Biginelli type
reaction, low  molecular  weight compounds, deacylation, C-nucleophile,
N,N-dialkyl-s-ketosulfonamide,  N,N-dialkyl(cinnamoylmethyl)sulfonamide,  Claisen
condensation.
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