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3ATAJIBHA XAPAKTEPUCTUKA POBOTH

AKTyaJbHicTh TeMH. XiMisl Mipa3oiy BIPOJOBXK CBOEI OaraTopidyHOI
icTopii mpuBepTana 1 MPOJOBXKY€E MPUBEPTATH HEOCHaOHY yBary JOCIIIHHKIB.
3aranpHOBIZIOMa 0a30Ba poOJIb I[i€i TETEPOLMKIIYHOI CHUCTEMH B CTBOPEHHI
JTKApChKUX TpemnapariB, MECTULHIIB, OapBHUKIB TOmIO. [Ipu 11boMy B OCTaHHI
ACCSITUIIITTS. B PO3BUTKY XIMIi Mipa3oly JTOMIHYIOUHUM € HampsIMOK, MOB’sI3aHUMN
13 CHHTE30M Ta BUBYEHHSM BJIACTUBOCTEH 1X (PYHKIIOHAIBHUX MMOX1IHHUX, YIIbHE
MICLIE cepell SIKUX HANEeKUTh 4-(yHKIIOHAIBHO 3aMILIEHUM IpeacTaBHUKaM. B
iX psmoy, 30KpeMa, BHUSBIEHA pPIAKICHA Uil MIpa3oiiB IMPUPOJIHA CHOJyKa —
HYKJICO3UAHUI aHTUOI0THK MipazopypuH (mipa3ominuH). OKpiM IBOTO, MOX1AHI
4-amiHOMIpa30i-5-KapOOHOBUX KHUCJIOT € TIONEepEeJHUKAMH TMpU OTPUMAaHHI
anTuOloTMka  QopMilMHY  Ta  CeJleKTuBHoro  iHriditopa  5cGMP-
dhocdhopaiecrepasu cinaeHadiny (Biarpn).

be3s mnepeOinbiieHHS MOXKHAa BBaXKaTH, 10 HAa Cy4YacHOMY eTari
CUHTETUYHA 3HAYMMICTh 4-QYHKIIOHAJIBHO 3aMIIIEHUX IMipa3ojiB B MEpIIy
yepry BHU3HAYAEThCS CTAHOM JIOCHDKEHb 1X KapOO(YHKI[IOHATI30BAHUX
npeactaBHuKiB. (Came CHOJNyKH TakOTO THITy, $KI MICTATh aJbJeTiHI,
KapOOKCHIIBHI, XJIOpPO(OKCH-, Tia-, aMiHO)METHJIbHI Ta CHopigHeHl (QYHKIT €
HalOUIbII €()EKTUBHUMU JJIs1 KOHCTPYIOBaHHS iX HOBHX a00 Ba)KKOJOCTYITHUX
MOXIJIHUX, Cepel SKHUX Ha OCOOJMBY yBary 3aciyroBylOThb Mipa30JIOBMICHI
TeTEPOLMKIIIYHI aHcaMOIl Ta KOHACHCOBaHI CUCTeMU. B TOM ke dac HayKoBi
myOJIiKallli, K1 CTOCYIOTbCS TaKOro poay (YyHKIIOHAJBHUX MOXIAHHUX Mipa3ody,
SK TPaBWJIO, HE HOCATh CHCTEMHOTO XapaKTepy 1 BUCBITIIOIOTH TUIBKH BY3bKi
aCIeKTH iX CHHTE3y, XIMIYHO1 Ta 010JI0T1YHO1 MOBEAIHKU. BiacHe ToMy BUHUKIIA
noTpeba B IPYHTOBHOMY Ta CHCTEMHOMY CHHTETHYHOMY 1 (DI3UKO-XIMIYHOMY
JTOCIIDKeHH]  4-KapOo(yHKIIIOHATI30BAaHUX  IMMIpa3o0JliB  SIK MOJCNeH Jis
BUSIBJICHHSI OCOOJIMBOCTEN CTPYKTYPHOI B3a€MOJIT ,,ITIpa30JIbHE AIpO-(PyHKITIS”,
TaK 1 MONEPEIHUKIB JIJIsi CIPSIMOBAHOTO CUHTE3Y HOBUX THUITIB TE€TEPOIUKIIYHUX
CIOJTYK, TIEPCIEKTUBHUX IS PAIllOHATHHOTO TIONIYKY PEYOBHH 13 KOMIUIEKCOM
010aKTUBHOCTI.

TakuM 4YWHOM, CTBOPEHHSI METOJIB ojiepxkaHHs 4-kapOodyHKIIOHA-
J30BaHMUX MIpPa30jiB, BUBYEHHS iX XIMIYHOI OyJOBH, BapiaHTIB CHHTETHYHUX
MEPEeTBOPEHb, XIMIYHMX Ta  OIOJIOTIYHUX  BJIACTUBOCTEH €  HAYKOBO
OOTpYHTOBAHOIO 1 aKTyaJbHOIO MPOOJIEMOIO, SIKa Ma€ BaXJIMBE TEOPETHUYHE Ta
MpaKTHYHE 3HAYCHHS.

3’530k po00OTH 3 HAYKOBHMM NpPOrpaMamMM, IJIAHAMH, TEMaMH.
PoGoTta BuKOHYBajacs B paMKax HAyKOBOi TemMHu Kadeapu MEIUYHOI XiMmii
BbykoBuHChKOrO jAepxkaBHOro wmeauuHoro yaiBepcurery 2004-2009 p.p.
,,CUHTE3, XIMIYHI BJACTHBOCTI Ta OIl0JOrIYHA AKTHBHICTh HOBHX THHIB 4—
¢dynkionamizoBanux mipasomi” (Ne nepxkpeectparii 0105U004282)

Mera i 3aBpanns gociairkeHHss. OcCHOBHa Mera poOOTH moisAraia y
CTBOPEHHI HOBUX MIXOd1B hi (o) CUHTE3Y 1,3-au3aMilieHux 4-
KapOOo(dyHKII0HATI30BaHUX Mipa30JIiB, JOCIKEHHI iX OyJ0BHU Ta peakiiiiHOl



3JIaTHOCTI, 3’ ICYBaHHI M€K CUHTETUYHOT'O 3aCTOCYBaHHS ISl OTPUMAHHS HOBUX
TETEPOLMKIIYHUX CUCTEM.

JI71s1 TOCSITHEHHSI TTOCTaBJICHOT METU HEOOX1HO OyI0 BUPIIIUTH HACTYITHI
3aBJIAHHS:

* Po3poOuty HOBI Ta BIOCKOHAJIWTH HasiBHI METOJU CHHTE3Y
4-mipa3zonokapOanbACTiiB 13 PI3HOMAHITHUMH 3aMICHUKaMH B
NoJIO’KeHHI 3 Ta (DeHITbHUM 1 [3-I[laHOCTHIIPHAM 3aMiCHHKaMH B
MOJIOKEHHI1 | Mipa3oapHOTO SApa.

e 3HalTH ONTHMAJIbHI YMOBH BHCOKOIPOJYKTUBHOTO OKHCHECHHS
4-mipazonokapOanberiAiB - A0 Mipa3oi-4-KapOOHOBUX  KHUCIIOT,
pO3pOOUTH  TpemapaTUBHI METOAM CHHTE3Y iX  aJKUIbHHX,
AIKEHIJTbHUX Ta aJTKIHUIBHUX aHAJIOT1B.

e 3anporoHyBaTU 3pYy4YHI METOAM OJEp)KaHHS 4-T1APOKcU (XJI0po-,
T10-, aM1HO-) METHJINIPA30JIiB Ta iX MOX1JHUX.

* Ha ocHoBi cuHTe30BaHUX 4-(yHKIIOHATIBHO 3aMIIIEHUX Mipa30JiiB
3MIUCHUTH CUHTE3 aHCAMOJIIB MiPa30JIOBMICHUX TETEPOIMKIITHIX
CUCTEM Ta KOHJCHCOBAHUX T'ETEPOITUKITIB.

* BcranoBuTu Oy10By OTpUMaHUX PEUYOBHH 32 JOMTOMOTOIO CYyJacHUX
(b13UKO-XIMIYHMX METO/IIB TOCII1IKEHHSI.

* BuBuuTH B32€EMO3B’S30K MK CTPYKTYpOIO CHHTE30BAaHHUX CIIOIYK
Ta iX 010JIOTTYHO AKTUBHICTIO.

00’ckm Oocnioymcennsn: 1,3-nu3amilieHi nipa3onu, (yHKIIOHATI30BaHI
aJbJCT1IHOI0, KapOOKCUIIBHOIO, AJIEKEHUTBHOI), aTKIHUIBHOIO, XJIOPO(T1APOKCH)-
METUJIBLHOIO Ta CIIOPITHEHUH TPyIaMU, a TAKOXK 1X MOXIJIHI.

Ilpeomem  oOocnidycennsa: peakili OKUCHEHHS, BIJHOBJICHHS Ta
KOHJIeHcarli 4-popMuImipa3oiB  SK METOJ OJIEpKaHHS IHIIUX THUIIB 4-
KapOOo(yHKITIOHATI30BaHUX MIPa30JIiB Ta BUBYEHHS 1X XIMIYHUX BJIACTUBOCTEH.

Memoou 0ocniorxcenna: OCHOBHI pe3yiabTaTH POOOTH OTPUMAHO MUISIXOM
BUKOPUCTAHHA  CyYaCHUX  METOJ[IB  TOHKOTO  OPTraHi4HOTO  CHHTE3Y,
MIKPOXBHJIBOBOT aKTHBAIlii, (PI3UKO-XIMIYHUX Ta MEIUKO-010JIOTIYHHX METOJIIB
JoCIiKeHHsT cionyK. [lmanyBaHHs CHHTE31B 3/1HCHIOBAIOCH 3 BUKOPHUCTAHHSIM
eNIeKTpOHHUX 0a3 manux, Hacamrepen Beilstein ta Chemical Abstracts.
[nauBiNyanbHICTF CHHTE30BAaHUX PEUYOBHH MiATBEpKyBantack Merogom TIHIX,
a Cckjlaa — pe3yjbTaTaMu €JIeMEHTHOro asamizy. JlochimkeHHs OyaoBu
MPOMIXKHHX 1 HITBOBUX CHOJYK MPOBOAMIOCH CIIEKTPOCKOMIYHUMH METOJIaMH, a
came: [Y-cmektpockomis B Tabnerkax KBr abo opraHiyHMX pO3YMHHUKAX;
cnektpockomnis AMP Ha sapax 'H, 13C, 3'P.

Haykoea noeuzna ooepucanux pezynomamie. Ilokazano, 110
dbopMUTIOBaHHS TiApa30HIB apuj-, IeTepui-, apOUIMETHUIKETOHIB B YMOBax
peakmii Binmbcmeliepa-Xaaka € OJHMM 13 HaW3PYUYHIMIMX MIAXOIB IS
OTPUMaHHS CHHTETUYHO TEPCIEKTUBHUX 4-(POpMIIIipa3oiiiB, 3ampornoHOBAHO
HaWOIBII BIPOTIIHY CXeMy Mepediry JaHoi peakiii.



Po3pobiiena METO/10JI0T 15 CUHTETUYHOTO 3aCTOCYBaHHSA
4-popMminmipa3zoniB 1 MPOAYKTIB iX KoHAeHcamii 3 Hu3koro NH- ta CH-
HYKJICOQUIIB JJIS KOHCTPYIOBAHHS CKJIQJHUX 1 BOJHOYAC TEPCIEKTUBHUX
010aKTUBHUX MOJEKYI: mipa3ono|3,4-d]mipunasunis, 4-mipa3oiiiMeTUIAMIHIB,
4-mipa3oinTia3oninH-4-0HIB, Mipa3oiiia-4-aMiHOMETUIGOCHOHOBUX KHUCIIOT,
niposo[2,3-d]mipa3zomniB, S5-(mipazon-4-in)-2-mipa3oniHiB, 4-(5-i30Kca3zonin)mipa-
30:1B, (mipa3o0i-4-11)-3,4-1UrigponipuMiInH-2-0H1B(TIOHIB) TOILO.

OnTuMi3oBaHO  BiIOMI Ta  PO3POOJIEHO  aJIbTEPHATHBHI  BUCOKO-
MPOYKTHUBHI METOIA OTPUMAaHHs 4-I1pa30JKapOOHOBUX, Mipa30i-4-0UTOBUX, 3-
(mipazon-4-un)nponaHoBux, 3-(mipason-4-un)nponeHoBux, 3-(Iipazos-4-i1)mpo-
NiHOBUX, 3-(mipa30ii-4-11)-2-TiAPOKCUTIPOTIEHOBUX, 2-0eH3011aMiHO-3-(1ipa3oi-
4-1T)TPOTNIEHOBHUX KUCJIOT Ta BUBYEHO 1X XIMiYH1 BJIACTUBOCTI.

BcranoBieno, mo mipa3osn-4-KkapOOHOBI KHCJIOTH Ta 4-aMIHOMETHII-
ipa3oiv € 3pyYHUMH 0a30BUMH CUCTEMaMU JJi OJep>KaHHS BUCOKOPEAKIIIHUX
eNeKTPO(UIBHUX  peareHriB:  4-i30IllaHaTomipa3oniB,  4-i13011aHATOMETUJI-
nipa3oniB, 4-kapOOHUTI30TIOMIaHATOIIPA301B, 4-130Ti011aHATOMETHJIITIPA30IiB.
CucreMaTnyHO  JIOCHIDKEHO TOBEIIHKY OTPUMAaHHUX €IEeKTpO(UIiB  TO
BITHOIICHHIO JI0 THUIIOBUX HYKJICO(DUIBHUX peareHTiB. 3HAWIEHO, M0 MPOAYKTH
HYKJIEO(PUILHOTO MpUEAHAHHS 3-aM1HO130KCa30J11B 10 4-KapOOHUII30TIOIaHATIB
neperpynoByrThes y 5-(1,2,4-tianiazon)amigu 4-mipa3zonkapOOHOBUX KUCIOT.

3HalneHa HOBA chepa  mpenapaTUBHOIO 3aCTOCYBaHHS
4-mipa3oakapOOHOBHUX KUCIOT, X XJIOPAHTIIPHUIIB Ta 1301[1aHATIB, 1110 MICTSTh B
nojioxkeHH1 3 HadTwibHI 3aMicHUKHM. [loka3aHo, 1O BOHU € 3pyYHUMH
eNEeKTPOPUIBHUMHU peareHTaMu Il OTPUMAaHHS KOHJIEHCOBAaHUX CHCTEM
aHeJTbOBAaHMX IO ¢ TpaHl Mipa3ojpHOrO siapa: 4-okco-2-¢penindenaneHo[l1,2-
c]mipazoniB Ta 2H-6en3o[h]nipasomno[4,3-c]i30XiHOMIHIB.

BinHoBneHHsaM noctynmHuX 2-0eH301mamMiHo-3-(mipa3oi-4-11)IporeHOBUX
KHUCIIOT CHUCTEMOI0  (hocdop-iioJ0OBOJHEBA KHUCIIOTa BIEpIIe CUHTE30BaHI
MOTEHITIHHO 010aKTUBHI 2-aMiHO-3-(1Tipa301-4-11)IponaHOBI KUCIOTH.

Kopencamieto MetmwnoBux ectepiB  3-0eH301n-4-mipa3onkapOOHOBUX
KHCJIOT 3 TiIpa3MHaMHU CUHTE30BaHl 3-(QeHui-1,6-nurigponipazono|3,4-d]mipua-
a3WH-6-OHU, @ BHYTPIIIHbOMOJIEKYJIIPHOK LUKJIII3AIIE OKCUMIB 3-0€H3011-4-
M1pa30JIKapOOHOBUX KHUCIOT XJIOPUCTHUM TIOHUIOM — 7-peninmipaszonol3,4-d]
[1,2]oxca3un-4(2H)-oHu.

CTBOpeHO 3pyYHHUH 1 BHUCOKONPOAYKTHUBHUN MiAXiT 1O CHHTE3Y
BaXXKOJJOCTYITHUX BHUCOKOPEAKUIMHUX 4-XJIOPOMETUJIINIPa30JiiB, HA OCHOBI SKUX
BIIEpIIIE CUHTE30BaHI TNEPCHEKTHUBHI peareHTH: 4-mipa3oioMeTHITpUudeH1I-
dbocdonieBi coui, -Ti0JH, -T10(130T10)I1aHATH, -a3U/H, -IM1JIH.

Ha 6a3i noctynaux 4- kap6o(]yHKITIOHAII30BaHUX TIPA30IiB pO3pOOIEHO
METOJM CHUHTE3y T[EPBUHHHX aMiHiB: 4-aMiHO-, 4-aMiHOMETUJIIIPA30iB,
BTOPUHHUX N-aJKiIaMiHOMETUIIIpa3omiB, TpeTuHHUX 4-N,N-ImuMeruiamiHo-
METHIINIPA30JIiB, Ta iX YETBEPTUHHUX AMOHIEBHX COJICH, BUBYEHO iX XIMIYHI
BJIACTHBOCTI Ta MEPCIEKTUBY CHHTETUYHOTO 3aCTOCYBaHHS.



3anponoHOBAaHO HOBY METOJOJIOTII0 CHHTE3y O10J0TIYHO aKTUBHUX
4,5-nurinpo-2H-nipa3ono[3,4-C]X1HOMIHIB, siKa TPYHTYETbCS Ha BHYTPIIIHBO-
MOJIEKYJIIPHOMY  TE€pMIYHOMY apuitoBaHHI  N-ankin-[3-(2-xiaopodenin)-4-
Mipa3oJIiI [MEeTUIIaMiHIB.

IIpakTuyHe 3HAYEeHHS O/EPKAHUX Pe3yJbTATIB MOJIATaE B po3pooi
KOMIUIEKCHOTO MiAXOAY 10 LIJIECHpAMOBaHOI TpaHcopmarllii kapOoQyHKIioHa-
JI30BaHUX YIPYNOBaHb B TMOJOXKEHHI 4 Mipa30jabHOrO Sapa 3 METOI0
KOHCTPYIOBaHHSI O10JIOTIYHO AKTUBHUX AalMKIIYHUX Ta TETEPOLUKIIUHUX
aHcaMOJIIB 1 KOHIEHCOBAHUX CUCTEM.

BnockonaneHo Ta po3po0ieHO MpenapaTuBHI METOAM CHUHTE3y 3-apuil-
(rerepuii, OeH3011)-4-mipazoakapOanbIeriaiB, sKi € 0a30BUMH 00’ €KTaMU IS
oJiep>KaHHSI BUCOKOPEAKIIMHUX CHUHTOHIB Ta PEYOBUH 3 LIUPOKUM CIEKTPOM
010J10T1YHOT aKTUBHOCTI.

VY pesynbTari AOCHIDKEHHS PEakilid MpuegHaHHS 4-Tipa30JiaibIiMiHIB
3alpONOHOBAHI TPEMapaTUBHI METOJIU CHUHTE3y 4-Tipa3oiiIMeTHIAMIHIB,
4-mipazoniaMeTHIaMiHOPOCPOHOBHUX KUCIOT, 4-T1Pa30IIiITIa30i1uH-4-0HiB.

Po3pobneno HOBI, 3py4yHi TpemapaTWBHI MAXOAHW 10 CHHTE3y 4-mipa3o-
JUTanKifa-, 4-mipa3onijiaiKkeHun-, 4-mipa3oialIaJKiHIIKapOOHOBUX KHUCJOT, iX
TIPOKCH- Ta aMiHO(QYHKI10HATI30BaHUX aHAJIOTIB.

3anponoHOBaH1 3py4yHI METOAM CHUHTE3Y HU3KU 4-TIIPOKCH, -XJIOPO,
-Tpuenindocdoniii, -Ti0y0, -TioliaHATO, -130TIOLIAHATO, -I[1aHO, a3UAOMETHII-
Mipa3oiiB SIK BUCOKOPEAKUIMHUX CHUHTOHIB JJIs MOLIYKY O10J0TIYHO aKTUBHUX
CTIOMYK.

3anponoHOBAaHO BapiaHTH CHHTETHYHOIO 3aCTOCYBaHHS 3-0€H30ij-
nipasoakapOanbaeriaiB, 3-0eH3011-4-1ipa30JKkapOOHOBUX KHUCIIOT JJi OTpUMaH-
HSI KOHJIEHCOBAaHMX T€TEPOLMKIIYHUX cUCTeM: Mmipa3ono|3,4-d|nipugasuHiB  Ta
mipasono[3,4-d][1,2]okcazun-4-0HiB.

Po3po6i1eH0 BHCOKOMPOAYKTUBHI METOJIW CHHTE3Y T'e€TEePOIMKIIUYHUX
aHcaMOJIiB 3 TOTEHIIMHOI JIOMIHOGOPHOIO Ta O10JOTIYHOK AKTHBHICTIO:
(mipazomn-4-in)-2-mipa3oniHiB, 4-(5-i30kcazonin)mipa3onis, (mipa3on-4-im)-2,3-
muriapodeHaneHoHiB, (mipazon-4-i1)-3,4-1uriaponipumMiInH-2-0HiB.

ExcriepuMeHTanpHO BHSIBIEHA aHTHOAKTEpiaibHa, MeMOpaHocTadlil-
3yloua, TeMOJIITUYHA, CIEepMATOLUIHA, repOilluaHa Ta PICTPEryiaoya aKTHB-
HICTh JIEIKUX THUIIB BIEpILIEC CHUHTE30BaHUX 4-(QYHKI[IOHAII30BAaHUX MOXIJTHUX
nipaszoy.

MeTtoquku OTpUMaHHA HOBUX THUIIB 4-kapOo(]yHKIIIOHATI30BAHUX
nmipazoiiB  BimoOpaxkeHo B MoHorpadii: Bosk M.B., bBbparenko M.K.,
Yopuoyc B.O. 4-OynkuionansHo3aMimeHi mipazonu. Yepaisui: [pyr. — 2008.—
285c.

Meton onepxkanns 4,5-mnuriapo-2H-mipazono[3,4-c]xiHOMIHIB 3aXHUIIEHO
MaTEHTOM Y KpaiHH.

Oco0ucruii BHecoK 3100yBavya B oJep:KaHHI HAYKOBHUX Pe3yJIbTATIB €
BHUpILIAJIBHUM Ha BCIX €Tanax JAOCIIHKEHb 1 OJIArae y BUBHAUYECHHI HAPAMKY Ta



[IOCTAaHOBIII 3a71a4 JOCJHIJKEHHS, BUKOHAHHI [IEBHOT'O obcsry
EKCIIEPUMEHTAJIbHOT YaCTHHH, Yy3araJlbHeHHI pe3yJbTaTiB 1 (OPMYIIIOBaHHI
BHCHOBKIB, HaIllMCaHHI HAYKOBHX Mpailb. CriBaBTOpamMu OUIBIIOCTI MyOmiKariil €
HAyKOBUU KOHCYJIBTAHT M.X.H., Tpod. M.B. BoBk Ta cmiBpoOiTHUKH Kadeapu
meaugHoi ximii BJIMY k.x.H. B.O. Yoproyc Ta O.1 [lanimapuyxk.

Y BUKOHAaHHI CHUHTETHYHOI YaCTUHH, SKAa CTOCYEThCSA 4-130111aHATO,
4-130TI0I[1aHATOMETHIINIPA30diB, a TakoxX 4-kapOOHLUII30TIONIaHATOIIPA30JIIB
Opana yuacts npoBigHuit iHxxeHep [OX HAH Vkpainu H.B. MenbHuueHKo.

JlocmikeHHsT aHTUMIKPOOHOI, TNPOTUTPUOKOBOI Ta TE€MOJITUYHOI
aKTUBHOCTI MpoBeaeHo Ha Kadenpi MmikpoOionorii BJIMY y cmiBnpaii 3 1.M.H.
L. Cumopuykom ta k.m.j1. LII. Bypaentokom. CriepMaToliHi BIaCTHBOCTI
4,5-muriapo-2 H-tiipazono[ 3,4-C]XiHOMIHIB  JOCHIKYBAIUCh y CHIBOpari 13
crniBpoOiTHUKaMKu  Kadenpu  KIiHIYHOI  ¢apmakosorii, dapmamii  Ta
dapmakotepanii  3amopi3bKoro  JIepKaBHOTO  MEAUYHOTO  YHIBEPCUTETY
acucrtenToM CBuHTO3eIbChKUM O.0. Ta nmpodecopom Kpaitmamenkom O.B.

['epOinuaHa akKTUBHICTH Mipa30i-4-KapOOHOBUX KHUCIIOT JOCIIKYBATUCh
Ha Kadenpi opraniunoi ta ¢apmareBtuyHoi ximii YHY im. KO.DenpkoBuua y
croiBmpai 3 k.x.H. O.M. Bykauyk Ta H.c. JI.SI. bapanoBoro. Pictperymtoroua s
N-11pa3oiiIcCeu0BUH JTOCHIIKYBalach y BIIALII MEIUKO-O010J0TTYHUX MPOoOIeM
IOX HAH VYkpainu y cniBnpari 13 k.0.H. B.C.Iletpenkom.

AnpoGaunisa pe3yJabTraTiB aucepraumii. Martepianu gucepranii  Oynau
npeacrasieni Ha X VIII-XXI Ykpaincbkux KOH(epeHLisX 3 OpraniyHoi ximii (M.
HuinponerpoBcbk, 1998 p., m. JIbBiB, 2001 p., M. Oneca, 2004 p., m. UepHiris,
2007 p.), I-i1 Bcepociiicekiit koHpepeHIii mo ximii rerepouuxiiB (Cy3aaib
2000 p.), MixHapogHOMYy CHUMMO3iyMi, TpucBIYeHOMY 100-piyuro 3 gHS
HapopkeHHst  akan.  A.B. KipcanoBa (M. Kuie 2002 p.), MixHapogHux
KoH(pepeHIisx ,,Ximig a30ToBMicHUX reTeporukiis” (Xapkis 2000, 2003, 2006,
2009 p.p.), ykpaiHCbKuX KOH(MEpeHIsIX ,,AKTyaJbHI MUTAaHHA OPTraHIYHOI Ta
eneMeHToopraquHm XiMii 1 aCTMeKTH BUKIAIAHHS OPraHIYHOI XlMll y BUIIIH
mkoni” (M. Hikun, 2002 p.), ,,JlomOpoBcbki ximiuHi ymuTaHHa (M. UepHiBIi
2005 p., ™. Tepnominb, 2007 p.), Mixnapoaniii koH¢epeHuii ,,HoBbie
HaIpaBJICHUS! B XMMHHM TE€TEPOLUKINYECKUX coequHeHuil” (M. KuCIOBOJICHK,
2009 p.)

Ilyoaikamii. 3a Temow  aucepraiiiiHoi poOOTH  omyOiiKoBaHa
1 monorpadis, 51 crarta y ¢paxoBuX BUAAHHIX, Te3U 32 JOMNOBiJEH y 30ipKax
MIXHAPOJHUX Ta YKPAiHCbKUX KOH(epeHIii, oTpuMaHo | MmaTeHT Ha BUHAXIA
Ykpainu.

Crpykrypa i o0csar aucepramii. J(ucepramis ckiamgaeTbCcs 31 BCTYILY,
YOTUPHOX PO3/LTIB, 3arajlbHUX BUCHOBKIB, CIUCKY BUKOPUCTAHUX JITEPATYPHUX
mkepen (335 mocunanb), TOAATKIB Ta MICTUTh 32 pucyHku 1 131 Tabmuiro.

3aranpHuit 00csT auceprairii ckiaagae 371 CTOPiHKY.



OCHOBHMM 3MICT POBOTH

CHUHTE3 TA XIMIYHI BJIACTUBOCTI 1,3-AU3AMIIINEHUX
4-TITPA30OJIKAPBAJIBAEI'TAIB

bazoBumMu 00’€KkTamMM HaIIOro JOCHIKeHHS Oynau  BuOpani 1,3-
nu3aminieHi 4-GopMinnipazoiu, ASKUIbKa HAUIIPOCTIIIUX MPEJICTABHUKIB SKUX
panime Oynu orpuMmani Kipa 1 cmiBp. (Tetrahedron Lett. 1969, 109) —
B3aEMOJIIEIO T1Pa30HIB ApUIMETHIIKETOHIB 3 peareHToM Bibcmeliepa-Xaaka.
Mu CcyTT€BO BIOCKOHAJIWIHM TaKy METOJUKY, 3HAYHO PO3IIUPHUIIN CIIEKTP BUXI-
HUX T1APa30HIB 1 PO3POOMIIN 3araibHI METOAN CUHTE3Y TPbOX THUIIIB aJbCTi/IiB:
1-enin-3-apun(rerepmn)-4-popMinmipazoniB 1.1, 1-(2-mianoernin)-3-
apwi(rerepun)-4-bpopminmipazonis 1.2, 1-apmi-4-6enzoin-4-gopminmipazo-
niB 1.3.

3 MeTOow OoJepkaHHS HOBHX 4-popMmutmipazoniB 1.4, 10JaTKOBO
(GyHKLIATI30BaHUX B MOJOXKEHHI | KapOOKCHMETWIBHUM 3aMiCHUKOM, [-(2-
nianoeTun)-4-gopminmnipazonu 1.2 Tipoi3yBaid KUIUISTYOK KOHIEHTPOBAHOIO
COJIIHOIO KHCJOTOI0. B cBOtO uepry anbaeriau 1.4 pearyioTb 3 apoMaTUUHUMHU
aMiHaMHd B MPHUCYTHOCTI LUKJIOTEKCUIIKAPOOIIMIYy TIIBKA IO aKTUBOBAHIM
KapOOKCHJIBHIN Tpymi 3 yTBOpeHHsM croiyk 1.5, i3 [B-kapOamoiIeTHIbHO
IPYTOIO B MOJIOKEHHI | Mipa3oiIbHOTO IIUKITY.

s 3’SICyBaHHsI MEXK CUHTETUYHOIO 3aCTOCYBAaHHS 4-
nipazosiokapOanpaerigiz  1.1-1.2 wamu Oynam  JOCHiKEHI iX peakiii 3
PI3HOMaHITHUMHM  a30TOBMICHUMM  Hykjieoduiamu:  amipaTHYHUMU  Ta
apOMaTUYHUMHU aMiHAMH, T1JIPOKCUIIAMIHOM, T1JIpa3uHaAMHU, TIOCEMUKapOa3ua0M,
Kl CYNpPOBOKYBAJIMCh YTBOPEHHSIM 3 BHCOKMMHU BHXOJIaMHU TPOJYKTIB
xoHaeHcari 1.6-1.9.

Ha ocnoBi cnonyk 1.8-1.9 Oyno po3pobieHo [Ba MIAXOAU 10
Mipa30JIOMICHMX  HECUMETPUYHUX  a3uHiB, 3  (apmakopopHumu  5-
HITpoQypruiIbHUMHU Ta TiazomiauHoHoBumu (parmentamu 1.10-1.12. Cunres
TaKUX CHOJYK OyB MOIUIBHUM B KJIIOYl iX MOAANBIIONO (PapMaKoIOriuHOTO
IOCIIKEHHS.

AnpaiMiad 1.6 BUSBUIUCH €(DEKTUBHUMM peareHTaMu Uil OTPUMaHHs
HOBUX  MOXIJHUX  Mipa3ody, (PYHKIIOHAII30BAaHUX  AlMUKIIYHUMH  Ta
TETEPOLMKIIYHUMH (pparMeHTaMu. 30KpeMa, iX M AK€ BIJIHOBJICHHS HATPIIO
OOpOriIpUIOM B €TaHOJIBHOMY PO3YMHI MPU KIMHATHIN TeMIiepaTypi 103BOJIUIO
oTpUMaTH BTOpUHHI aminu 1.13.

[TimBuIeHa MiKaBiCTh A0 TeTepuiiaMiHoOMeTUI(HOCPOHOBUX KHUCIIOT, KA B
3HAuHIi Mipi OOyMOBJIEHa iX BUKOPUCTaHHSM IS OTPUMAHHS TENTHIUI-
dhochoHaTiB cTaja CIOHYKaIbHUM MOMEHTOM JIJISl TOCIPKCHHS IPUETHAHHS JI0
azomeTtuHiB 1.6 mietundocdiTy, SKe MPaKTUIHO 3aBEPIITYETHCS MPOTATOM 4 TO
MpU  KUITSITIHHI peareHTiB y Toayosdi. KuciIoTHUM Timposii3oM TEpBUHHUX
IOPOAYKTIB — JIETHJIOBUX ecTepiB OeH3unamiHo(4-mipa3zonin)MeTindochoHOBUX
KHCJIOT - CHMHTE30BaHI BIANOBIIHI MeTwidocdonoBi kucinoru 1.14. B cBoro



4yepry, NpUETHAHHS TIOTJIIKOJEBOI KHCIOTH 10 a3oMeTuHiB 1.6 cympoBoj-
KY€ETbCSI BHYTPIIITHLOMOJIEKYJISIPHUM alMJIFOBAaHHSAM aMIHOTPYIU 3 YTBOPEHHSAM
ancam6uiB 1.15 13 mipa30JIbHOTO Ta T1a30J11JUHOHOBOTO ITUKITIB.

[Tpu BuKOpUCTaHHI B aHANOT14HIN peakiii 0ic(iminiB) 1.16, CHHTE30BaHUX
13 ampaerimiB 1.1 Oymm oxmepxani Oic(tiazomimonu) 1.17, xapakTepHOIO
ocobnuBicTio IMP'H cnekTpiB SKMX € MOABOEHHS MPAKTHYHO BCIX CHUTHANTIB.
Taka cnekTpanbHa KapTHHA HA0YHO MIATBEPIXKYE iX ICHYBaHHS Y BUIJISIAL JBOX
JiacTepeoMepiB, CIIBBIIHOIIEHHS MDK SKHMHU BHU3HAYEHO HAMU Ha OCHOBI
MOPIBHSHHS IHTEHCUBHOCT1 CUHTJIETIB IPOTOHIB Y MOJIOXKEHHI 2 T1a30J11JUHOBUX
LUKJIIB. XapaKTEPHO, 10 PI3HUISA B XIMIYHUX 3CyBaxX TaKUX MPOTOHIB 3aJEXKUTh
BiJl JIOBXXMHHM TIOJIIMETUJIEHOBOTO MICTKA, SKUW 3’€IHY€ Tia30J1UHOBI
¢parmentu. 30kpema, y BUMAAKy n=2, BoHa cTaHOBUTH (.18-0.24 m.u.,
HATOMICTb, JUISl CIIOJIYK 3 N=3, 11e 3Ha4eHHs 3MeHIIyThcs 10 0,02-0,04 m.4., 1110
CBITYUTH TIPO ,,3TaCaHHA’ J[1aCTEPEOMEPHOCTI y MIPY BiAJAJICHHS MK CO0O0IO
ACUMETPUYHUX IIEHTPIB MOJICKYJIH.

Bignosienusam aiiMidiB 1.16 GoporiipuaomM HATpiO B €TaHOJI OTpHUMaHi
N,N"-6ic(4-mipazoninmerwn)etan(nponan)giaminn  1.18 3 Buxogom 67-79%,
MOJIAJbIIOK B3AaEMOJIEI0 SKUX 3 4-HITpoOEH3ambAerioM OyJIM CHHTE30BaHI
noxiaHi iMigazoniaudiB 1.19 ta rexcarigponipumiaugis 1.20.

3BakaloyM Ha 3HAYHUU CUHTETHMYHHUA NOTEHIan cyOcTpaTiB peakuii
Mixaens 4-nipazonkap6anpaeriay 1.1, 1.2 Oyau BunpoOyBaHi B KOHJIEHCAIT 3
C-nyxieopUIbHUMH peareHTaMu — MOX1IHUMU 11aHOIITOBOT KUCJIOTH (€TUIIOBUM
€CTEpOM, amiZoOM, TIOAMIZIOM Ta MAaJOHOJMHITPUIOM). 3HaWIEHO, L0 MpH
HarpiBaHHI pPEareHTIB B €TaHOJ1 Yy MPUCYTHOCTI KaTaJITUYHOI KIJIbKOCTI
HIMEepUIMHY 3 BHCOKHMHM BHXOJAMH YTBOPIOIOTHCS  IMOJIi(YHKIIIOHATBHI
nipazoninankenn 1.21. 4-Ilipazoninkap6ansaeriau 1.1 ta 1.2 TakoX BIJHOCHO
TJIAJIKO KOHJACHCYIOThC 1 3 nukimiyauMu CH-kucmotamu: 6ap6iTypoBoOIO Ta Tio-
0apOiTypOBOIO KHCJIOTaMH Y BOJHO-OLITOBOMY CepemoBWINi, a 3 N-
eTwIpoaaniHoM, 1-denin-3-metunmipa3zonoHoM Ta N-(QEHUITIOTIZaHTOTHOM Yy
CHHPTI y MPUCYTHOCTI MIMEPUANHY 3 YTBOPEHHAM JUTeTepuiankeHiB 1.22.

3 METOI0 CHUHTE3Y KOHJICHCOBAaHUX CHUCTEM, B SIKMX Mipa30JIbHUN IUKII
aHeNnbOBaHUN 1O d TpaHl MIPOJbHUM, OyJia JOCHI)KE€HAa BHYTPILIHBO-
MOJIEKYJIsipHA  [UKIizamisa — 3-(4-mipa3onin)-2-a3ujg0akpuwiaTiB  3a  y4yacTio
HU3BKOETIEKTPO(DITFHOTO MOJIOKEHHSA 5 Mipa3oJbHOTO sAapa. BecTtaHoBIEHO, IO
cnonyku 1.21 B pe3ynbTaTi 4 roj1 HarpiBaHHS B KUTITYOMY TOJIYOJTi €ITIMIHYIOTh
a30T 1 YTBOPIOIOTH TMOXiaH1 4-apui(rerepun)-6-deniamniponol2,3-d]moipazony
1.23. HaitiMoBipHillle, aHENIOBaHHS pEANI3Ye€ThCS MUISIXOM MOMNEePeTHbO1
CHHXPOHHOI TepeOyI0BH CHPSHKEHOI TE-EICKTPOHHOI CHUCTeMH  4-aJIKeHLI-
ipa3ouiy.

Binomo, mo 1,3,5-Tpuapuiinipa3osiHy € akTUBaTOpaMu OpraHIYHUX CIIMH-
TUJIATOPIB, SKI HE BHMAararTh MPUCYTHOCTI 3MINIyBayiB CHEKTPY 1 3HAXOIATH
3aCTOCYBaHHS B JIIOMIHICIICHTHUX (hapOOyTBOPIOIOYNX KOMITO3HINISAX SK JIOHOPH
€Heprii CeKTpaIbHOTO 30y PKeHHs. BUKOPHUCTOBYIOYM CHHTETUYHI MOMJIMBOCTI



¢parmenty -C(O)-CH=CH- mipa3onoBmicHux keroHiB 1.21 pgouiibHO OyJo
CUHTE3yBaTH HOBI THIHU TETEPOLMKIIYHUX aHcaMOjiB. 3HaiICHO, IO
nipa3zoniiBiHUIKeTOHN 1.21 pearyioTh 3 (EHUITIAPA3MHOM MPU KU STIHHI B
OITOBIM KHUCJIOTI 3 yTBOpeHHsM 5-(1-denin-3-apumn(rerepun)-4-mipa3omnin)-2-
mipazoniHiB 1.24 3 Buxomamu 41-58%. B cBOw depry, OKHCIIOBAIHHOIO
LUKITi3alli€l0 OKCUMIB HeHacuueHuX KeToHiB 1.25 cucremoro [,-KI-NaHCO, B

kumsraomy [IM®DA onepxani S-miipaszoiin3amiiieHi i3okcazonu 1.26.

Henacuueni keronm 1.21, oTpuMaHi KOHJEHcali€w 4-mipa3onkapo-
anpaeriiiB 3 l-anetunHadTadiHOM, NMPH TPHUBAJIOMY HarpiBaHHi B modidoc-
(GOpHIM KHUCIOTI 3a3HAIOTh BHYTPIIIHHOMOJEKYJSIPHOTO ANKIUIOBAHHS MO O-
MOJIOKEHHIO HAPTAIIHOBOTO IUKITY 3 YTBOpeHHsIM 3-(3-apui-1-deninmipazon-4-
11)-2,3-gurinpodenaneronis 1.27 3 Buxogamu 60-69%.

B ocramni gecsatupiyus moxigHi  3,4-AWTiApOMpPUMIIUHIB - HAOYIH
BAXJIMBOTO 3HAYEHHS B TEXHOJIOTII pAaIllOHAaJbHOTO MOIIYKY HOBHUX THIIIB
HU3BKOMOJIEKYJISIpHUX ~ OloperynsaTtopiB. OpHade, [0 HalIUX JOCTIIKECHb
CHOJIYKA TakKoro Tuiy 13 010()OpHUM Mipa30JOBMICHUM (PparMEeHTOM 3ajuiia-
JTuch HeBiloMuMH. Hamu 3HaliieH1 yMOBH, NpU SIKUX Tipa3onkapOanpaeriau 1.1
BCTYNIAIOTh B MYJbTHKOIIOHCHTHY KOHJCHCAIlil0 3 [3-KeToecTepaMu Ta
(Tio)ceuoBuHOW. I[lokazaHo, 10 BUKOPHUCTAHHS B I peakiii KaTajizaTopa
FeCl, npuBoauts 10 4-mipazoninzamimenux 3,4-gurigponipuaviiz 1.28 3
BUXoxaMu 52-66%.

4-IITPA30JIKAPBOHOBI KHCJIOTH,
IX AHAJIOTY TA ®YHKIIOHAJIBHI NOXIJIHI

Hamu po3po6iieHo 1Ba epekTHBHI MIAX0au CHHTE3Y 1,3-mu3aminieHux 4-
nipa3zonkapooHoBux KucioT 2.1, 2.2. Ilepuuii monsirae y nmpsMoMy OKHCHEHHI
dbopminbHOi Tpynu mipaszoniB 1.1, 1.3 mepmanranatom Kamiro, a APYTHAd — B
TiApOMITHYHOMY  posmieryieHHl  1,3-mu3amimenux — 4-mianomipaszonis 2.3,
oTpuMaHux Jerifparaiiero okcumi 1.7. He auBnsuuch Ha Te, MO BUXOAU
KHCJIOT B pE€3yJbTaTl TIAPONI3y iX HITPUIIB OyJid BUCOKMMH, TaKMl METOH €
MEHII MpUBAOIMBHUM Yepe3 HOro OaraTocTaaiitHICTh.

B pe3ynbTaTi HOMIyKy ONTUMAIBHUX CUCTEM PO3UYMHHHKIB JIISI OKUCHEHHS
albACTIIB 7O BIAMOBIIHUX KHUCJIOT OYyJIO BCTAaHOBJICHO, IO HaWKpaIUM
CEpellOBUIIEM JI MPOBEACHHS III€T peakilii € cyMill mipuauH-Boaa, 1:1, a s
OKHCHEHHSI 3-0eH30in-4-mipa3oiakapOanbaeriiB — aleTOH-BOJa, B  SKHX
OKHMCHEHHs CyOcCTpaTiB 3IIHCHIOETbCS TMpPU KIMHATHIA  Temmeparypi i
3aBEPIIYETHCS BIPOOBK 1roa. Buxoau miiboBUX KUCIOT ckiananu 71-94%.

Kucmotu 2.1 rmagko mepeTBOPIOIOTHCA B XJOpaHTiapuau 2.4, BIIHOCHA
peaxiiiifHa 37aTHICTh SKUX B MOPIBHSHHI 3 TUMOBHMHU apOLIXJIOPUAAMH JICIIO
MOHIKEHA, 1110 SICKPABO MPOSBIISIETHCS TIPY AITMIIOBAHHI IEPBUHHUX Ta BTOPUH-
HUX ali(paTUYHUX 1 apOMaTUYHHUX aMiHiB. Taka MmoBeaiHKa XJOpaHTriApuiB 2.4
OUEBHMJIHO TMIOB’A3aHa 3 HASBHICTIO 00 €MHUX apUIbHUX (TETEPUIIbHUX)
3aMICHHUKIB B TOJIOKEHH1 3 Mipa30JbHOTO IMKIY, B PE3yJbTaTl YOTO JOCTYM
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HYKJI€O(UIbHUX PEareHTiB 0 EJIeKTPOQIIbHOI TajJoreHOKapOOHUIBHOI TPYIH
3aTPyAHEHUM.

Ha 6a3i xmopanrigpuni 2.4 Oynu cMHTE30BaH1 amiau 2.5 Ta ecrepu 2.6
mipa3on-4-kapOOHOBUX KHCJIOT, a TakoX 4-i3omianaromnipazonmu 2.7 Tta 4-
KapOoHiTi30TIOmIaHaTOMipazonu 2.8.

3 METOI0 CHHTE3y HOBUX MOTEHIIHHO 010aKTUBHMX CIIONYK OyJIH BUBYECHI
peakuii 4-13ouiaHaromnipazoniB 2.7 3 aMiHamMHu, CHOUPTaMH Ta (PEHOJAMHU.
[lokazaHo, mo 2 rox HarpiBaHHs i3ouiaHaTiB 2.7 3 amiHamMu B OeH30i1 3
BUCOKMMH  BUXOJaMH TPUBOAWTH 10 yTBOpeHHs  N-4-mipa3omnin-N'-
ankija(apuia)cedoBuH 2.9. Y cBOIO uepry, peakiisi 130IiaHaTiB 13 CHUPTaMU 1
(dheHonmaMu, 110 CyNpOBOIKYETHCS YTBOPEHHAM KapOamatiB 2.10 Bumarae Ou1bII
TpuBasioro (4-5roa) HarpiBaHHs B O€H30JI B MPUCYTHOCTI KaTaTITUYHUX
KuUTbKocTel TpueTmiaminy. llle oquiero cdeporo CHHTETUYHOTO 3acTOCyBaHHS 4-
130111aHaTONipa3oiiB 2.7 € OTpUMaHHS Ha X OCHOBI BIJHOCHO Ba)KKOJOCTYITHHX
1,3-mu3aminienux 4-aminomnipasoniB 2.11 depes crajito TiIpoJi3y MPOMIKHUX
kap6amartis 2.10.

[Tpu mocmiKeHHI XIMIYHUX BIAaCTHBOCTEH 4-13011iaHaTomipaszony 2.7 3 2-
HAQTUWIBHOIO TPYIMOI B TOJOXKEHHI 3 Oylio BHUSABIEHO i BHYTPIIIHBO-
MOJIEKYJISIpHE KapOamointoBaHHs 1301iaHaTHOWO rpynoto. [lokazano, mo B
yMmoBax peakiii @pinens-Kpadrca crnonyka 2.7 mneperBoproeTbest B 2H-
6en3o[h]mipazono[4,3-c]izoxiHomiH 2.12.

Bigomo, 1mo cepea MoOXigHUX alMII30TIONIAHATIB IIMPOKE 3aCTOCYBAHHS
K TepOiuan, 1HCEKTHIMINW Ta PEryJIsSTOPH POCTYy POCIMH 3HAXOIATh N-
aIMITIOCEYOBUHU. 3 BpaxyBaHHSAM BHCOKOI (Pi310JI0OT1YHOI aKTUBHOCTI 4-
3aMIIEHUX T1pa3ojiiB OyJiM BUBYEHI peakilli 4-1mipa3oiakapOoHII30TiONiaHATIB
2.8 3 awmiHamu, Tigpa3WHaMH, Tigpa3ujaMu, Ta OTPUMaHl BIJIMOBIJIHI
tioceyoBuHH 2.13 1 Tiocemukap6azuau 2.14. B psigy Tioce4oBHH, OACpKaHUX
B3aeMOJi€r0 130TiomiaHaTie 2.8 3 3-aMiHO-5-METHII30KCa30JIOM Ma€ MICIE
CIIOHTAaHHA penmKmi3aiis a0 1,2,4-riamiazomnis 2.15, HaiBiporigHIIIE 32 paXyHOK
HyKIeo(piIbHOI  aTaku  aroMa  CipKM  TIOKapOOHUIBHOI  Tpymu IO
enexkTpoduibHOMY atoMy a30Ty N-O 3B’s3Ky 130KCa30JIbHOTO ITUKITY.

Kucmotn 2.1 (R? = Ph, 2-tienu1) npu HarpiBaHHi B mnodidochopHiit
kucioTi npu 180°C  nexapOOKCHIIIOIOTBCS 3 YTBOPEHHSIM 4-He3aMILEHUX
nipa3ouniB 3 BUXoJaoM 48-69%. HatoMicTh, y BUNAAKy KUCIOTH, sIKa MICTUTh O -
HaQTUWIBHUNA 3aMICHUK, B IIHX K€ YMOBax B1JOYyBa€ThCsl BHYTPIUTHBOMOJEKY-
JSpHE AUWIIOBAHHS MOJIOKEHHS 8 Ha(TaJe€HOBOrO LUKIY 3 YTBOPEHHSIM 4-
okcodenaneno[2,3-cluipazony 2.16. OctanHs cnoiayka Oyna oOTpUMaHa
3YyCTPIYHMM  CHHTE€30M —  BHYTPIIIHBOMOJICKYJIIPHUM  aIlMJTFOBAHHSM
xyopanriapuny 2.4 3a Opigenem-Kpadrcom.

HasiBHicTh y cTpykTypi l-apun-3-6eH30inmipa3oi-4-kapOOHOBUX KUCIOT
2.2 nBOX eNneKTpOoIUILHUX TPy CTBOPIOE CHPUSTIMBI YMOBH IJIA iX MOJANb-
IIOr0 BUKOPUCTAHHS B POJII MEPCIEKTUBHUX IMONEPEIHUKIB TeTePOIUKIIIZaIliil.
30KkpeMa, 3 METOI AaHENIOBAaHHA MIPa30JbHOTO IMKIYy MO0 TpaHi ¢ OyB



3MIMCHEHUI JIaHLIOT TEepPEeTBOPEHb KHUCIOT uepe3 xjopaurigpunu 2.17 1o
ectepiB 2.18, KoHaeHcalis SKUX 3 TiApa3uHTiApaToM abo 3aMileHUMH
riipasuHamMu  CyNpOBOJDKYETHCS  YTBOPEHHSIM  paHimie HeBimomMux  1,6-
nurinpomipazonol|3,4-dJnipuaasunis 2.19. I[lpu nHarpiBanai okcumiB 2.20 3
TIOHIJIXJIOPUJIOM B TOJYOJi Ma€ MicCIle BHYTPINTHROMOJICKYJISIpHA KOHACHCAIIIS
OKCUMHOT Ta KapOOKCHJIBHOI TPy, Pe3yJIbTaTOM YOTO € YTBOPECHHS MOXiTHUX
TeTEPOLMKIIYHOT CUCTEMHU 2-apun-7-¢penunmnipasoino|3,4-d][1,2]okcazun-
4H(2H)ony 2.21.

[Tipa3on-4-oUTOBI KUCIOTH Ta iX MOXIAHI € CHOJYKAMH 3 IIUPOKUM
CHEKTPOM 010J10T14HO1 akTUBHOCTI. Hamu po3po0iieHo 1Ba METOAM OTPUMAHHS
1,3-gu3amineHux mipas3oi-4-onuToBux Kuciot 2.24. Ilepmmii (criocid a) mossirae
B KUCJIOTHOMY T1JIpOJTi31 4-ipa30uialleTOHITPUIIB 2.23, OTpUMaHUX 13 OKCHMIB
4-mipa3odmipoOBUHOTPATHUX KHUCIOT a00 aJKIUTIOBAHHAM alleTOHIIaHT1APUTY
xjiopMmeTuinipazonamu 3.2. Jpyruii (3 Aeno HIKYUMH BUX0J1aMu) (C1iocio 0) —
OKHCHEHHSAM 4-Tipa3oIuImTipOBUHOTPATHUX KUCIOT 2.22 MEePOKCUIOM BOJHIO B
JTY>KHOMY CEepPEeIOBHIIII.

Buxinni 4-mipa3onianipoBUHOTPaIHI KUCIOTH 2.22 OTpUMaHI KUCIOTHUM
a00 JTY)KHUM T1APOITI30M Tipa3ostiieHa3nakTonHiB 1.22.

Metonom SAMP'H Tta [Y cniekTpockomii BCTAHOBJIEHO, IO Mipa30IilImipo-
BUHOTPAJHI KUCJIOTU 2.22 K y pO34YMHI, TaK 1 Yy TBEpJOMY CTaHl ICHYIOTb Yy
BUTJISZII O-T1IPOKCONPONIEHOBUX KUCIOT 2.220 1110, HailiMOBIpHIIIIE, OB’ SI3aHO
13 y4acTi0O MPOTOHA TiIPOKCUTPYNHU B YTBOPECHHI BHYTPIITHHOMOJEKYISPHOTO
3B’SI3KY.

BignoBnenusam 2-0en3zoinamino-3-(mipa3on-4-)akpuioBUux Kuciaor 2.23
HOAMCTOBOAHEBOIO KUCIOTOK B OLITOBOMY AHTIIPHUAl MPUCYTHOCTI YEPBOHOTO
dbochopy Oynu cuHTE30BaHI HOBI 2-aMiHO-3-(IMipa30Ji-4)IponaHoOBl KHUCIOTH
2.24.

Hns cunresy 3-apwii(reTepui)mipa3zon-4-nmponeHoBUxX Kuciaor 2.25 OyB
oOpaHuii sK KjIacMYyHUM BapiaHT peakiii KuoBeHarens (konaeHcamis 4-
nipazonkapOanpaeriais 1.1 Tta 1.2 3 MaJOHOBOI KHCJIOTOK B IMIPHAWHI B
NPUCYTHOCTI KATaITUYHUX KUIBKOCTEH MIMEepUnuHy), TaK 1 3aCTOCYBaHHS
MIKpOXBWJIOBOI akTuBallli. [loka3aHo, IO OCTaHHS METOJWKA € 3HAYHO
e(eKTUBHIIIOK OCKIIBKH, MO-TIEPIIe, YaC MPOBEACHHS PEAKIlli CKOPOUIYETHCS 110
5 XB., a MO-ApyTe, HA TMOPSAIOK 3MEHITYIOTHCSI BUTPATH PO3YNHHUKA.

Kucnoru 2.25 icuyiote y ¢opmi E-i3oMepiB, mo miATBepIHKY€ETHCS
HasBHICTIO B criekTpax SAMP!'H B miamazoni 6.36-6.53 m.4. gy0iera A-poToHA
noasiiHoro 38’s3ky 3 KCCB 17-18 I'i, mpu 1ipoMy AyOsieTHUR curHan [3-
MPOTOHA TOABIMHOTO 3B’SI3KY MOTPAIUIAE B 00JACTh TOTIMHAHHS apOMATHYHUX
3aMICHUKIB Yy MIPa30JIbHOMY LIHKIII.

3-(ITipa3zon-4-11)IpoNeHOBl KHUCIOTH 2.25 € 3py4YHUMH BUXIJHUMHU
CHOJIyKaMH JUJIsi OTPUMAHHS 3-Mipa3oyIuINIPONIHOBUX KHUCIOT, 1H(OpMalis mpo
AK1 y JiTeparypl oOMeKeHa NpUKIaJaMu IBOX cronyk — 3-(1-deninmnipazon-in)-
1 3-(3,5-aumeTnin- 1 -peninmnipazon-4-u1)npomniHoBoto kuciaoramu. Hamu 3naiie-



13

HO, IO JieriapoOpomMyBaHHS 2-OpoM-3-mipa3on-4-11)akpuiioBUX KHUCIOT 2.26,
CUHTE30BaHUX OpOMYBaHHSM y xjopodopmi KucioT 2.25 10%-HuM po3drnHOM
TIAPOKCUTy Kaito, IpuBoauTh 10 3-(1-denin-3-apuimipa3on-4-i1)IporniHOBUX
kucior 2.27.

Mu mokaszaqd MOXJIUBICTh BHKOPUCTAHHS JESKHX TPa30JIOBMICHUX
HEHACHUYEHUX KHUCIIOT JUIsl OTpUMaHHs iX ripoBanux aHanoris 2.28. IlokasaHo,
o 3-(mipazosi-4-U1)IpoOneHoBl KUCIOTU 2.25, sKi MICTATh B MOJOXEHHI 3
apoMaTW4yHl Ta TEeTEePOLMKIIYHI 3aMICHUKM TpH il TiApa3HHTigpary B
MPUCYTHOCTI KaTaJITUYHUX KUIBKOCTEN HiKento PeHes 3 BUCOKMMHU BHXOAAMHU
BIIHOBJIIOIOTHCS 110 3-[3-apuii(reTeput)mipa3oi-4-1j1|IpornaHoBUX KUCIOT 2.28.

Ha ocHoOBi xJiopaHrigpuaiB kuciaotr 2.25 Tta 2.28 cuHTE30BaHAa HU3Ka
MOTEHIIMHUX 010aKTUBHUX MOX1THUX — €CTEPIB, aMiJliB, T1Ipa3HUIiB.

Henacuueni kucnotu 2.25 BUSBIWINCH €PEKTUBHUMHU CUCTEMaMU I HO-
BOTO IPOIIECY aHENIOBaHHS d-TpaHi Mipa3oily TIOHEHOBUM IMKJIOM. 3HAJIEHO,
o0 X HarpiBaHHA 3 5-TH KPaTHOIO KUIBKICTIO TIOHUIXJIOPHAY B MPUCYTHOCTI
TEBAX mpu 160°C npuBoauTh A0 XJopaHTiApuaiB 4-xmopo-1H-tieno[2,3-
d]mipa3on-5-kapbonoBux kucnmotr 2.29 3 Buxomamu 43-65%. Takoro pomy
B3a€MOJisl, SKa, HaIMOBIpHIiIIE, 3AIMCHIOETbCA uepe3 iHTepMmediatu A-B, €
paHille HEBIJIOMUM MPUKIAJOM y4yacTli B IPOLECl IUKIOYTBOPEHHS
HU3BbKOEJIEKTPO]PUIBHOTO MOJOXKEHHS 5 Mipa30JIbHOIO LHUKILY.

Jns  ogaTKOBOI  OYMCTKM — XJIOPAHTIAPUIIB  Oyjia  3amporoHOBaHA
npolenypa ix riipoizy a0 Kuciaor 2.30, ski 3aTUM Ipu 00poOILil XJIOPUCTUM
TIOHLJIOM 3HOBY MEPEBOAMIKCH Y IIUTHOBI XJIOPAHT1ApUAN 2.29.

Xnopaurigpuad 2.29 BHUKOPUCTaHI JUIsl CHUHTE3Y DpsAy Ba)JIMBHUX
(GhyHKITIOHATBHUX TTOX1THUX — ecTepiB 2.31 ta amizais 2.32.

CHUHTE3 TA XIMIYHI HEPETBOPEHHSA
4-METNJI®OYHKIIOHAJII3OBAHUX IIIPA30OJIIB

[Ile omHi€I0 CHMHTETMYHO BaXKJIMBOIO BIIACTUBICTIO 4-(OPMUIIIPA30IiB €
BIIHOBJICHHSI QJIBJICTIAHOI TpPymud OO0 TiAPOKCWiIbHOI. BcTraHoBieHo, 1m0
anmprerind 1.1 Tta 1.2 mpu KIMHATHIA TemmepaTypl B pO3YHHI €TaHOIY
BIIHOBJIIOIOTBCSL  OOpOriApuaAOM HaTpito A0 cnupTiB 3.1 3 [OpakTUYHO
KUIbKICHUMHU BHUXOAaMH. OcTaHHI OyJiM YCHIIIHO 3aCTOCOBaH1 JJisi OTPUMAaHHS
BHCOKOPEAKUIMHUX 4-XJIOpOMETHIINIPa3oiiB 3.2, OCKUIbKH, cipoda iX CHUHTE3y
3a binaHoM sk MpaBWJIO MPUBOJUTH A0 JUIIPA30IUIMETaHIB. MU mokasanu, 1o
3HAYHO €()EKTUBHIIIUM CIIOCOOOM CHUHTE3Y 4-XJIOpOMETHIIIPA30JIIB € B3AEMO/IS
4-riipoKkcoMeTIIMIPa3oiB 3.1 3 XJIOPUCTUM TIOHLIOM.

4-Xnopomerunnipazonu 3.2 BUABWINCH €()EKTHUBHUMH AJKITIOIOUYUMU
pearentamu pizHoMaHITHUX P, S, N-Hykneodini. 3okpema, npu iX B3aeMOIi 3
TpudeHindpochiHOM B KUIUISYOMY Toyoni Oyiau oTpuMaHi TpUDEHLI-
docdonieBi com 3.3, SIK BaXJIMBI HAMIBOPOAYKTH Ui CUHTE3y 4-
nipa3oniiankeHis 3.4.



Hamu po3po06iieHo 3pyunuid miaxia ajis CHHTE3Y 4-TioMeTUI(YyHKITIOHAT]-
30BaHMX IMIPaA30JiB, SKUW TPYHTYETHCS Ha S-alKUIIOIOYIN 31aTHOCTI 4-XJI0po-
MetuamipazomB 3.2. [loka3zaHo, 10 BOHHU TJIaJKO pearyloTh 3 TIOCEYOBHHOIO
IIpU HarpiBaHHI B T€TpariipogypaHi 3 yTBOPEHHAM 3 BUCOKUMH BUXOAaMu S-(4-
M1Pa30IIIMETHI )30 TIypOHIUXTOPUAIB 3.5, TiIpoJi3 SIKUX BOJHO-CIUPTOBHM
PO3YMHOM T1POKCUIY HATPiO MPUBOAUTH 10 4-Mipa3oniiMeTaHTioniB 3.6.

[Tpn pocmikeHH! peakuii 4-xjopoMeTwinipazoniB 3.2 3 TIOLIaHATOM
HATPII0 B KUIUITYOMY alleTOHI BCTAHOBJICHO, 1110 HE3Ba)KalOuW Ha aMOI1JICHTHUI
XapakTep HykJeodiia, BoHa Mepedirae perioceeKTUBHO 1 CYIMPOBOKYETHCS
yTBOpEHHSM 4-TiolliaHaToMeTuimnipazofiB 3.7. byoBa octaHHIX miATBEpIKeHA
Y cnektpamu B SIKMX TMPUCYTHS CMyra HH3bKOi IHTEHCHBHOCTI BaJICHTHUX
koiuBaHb rpynu SCN B obnacti 2160-2170 cm-!. 4-TioriaHaTOMETHIITIPA30JIH
3.7 npu HarpiBaHH1 B KHIUISTYOMY KCHUJIONI 130MEPHU3YIOThCS 10 4-130TiOIiaHaTO-
MeTuimipaszofiB 3.8, ski 0e3 J0JaTKOBOI OYMCTKH B3a€EMOJIEI0 3 aMIHAMHU Ta
rijipa3uHamMu EPETBOPEH1 y BIAMOBIAHI TIOCEUOBUHU 1 TiIoceMukapo6azuau 3.9.

3 METO OTPUMAaHHS paHillie HEBIIOMUX 4-MiPa30IIMETHITIOONTOBHX
KHCIIOT HaMu OyJia BUBYCHA PEAKIlis aJIKUTFOBAHHS 4-MEpPKarTOMETHIIIPa30JIiB
3.6 MOHOXJIOPOIITOBOIO KHCJIOTOIO. BCTaHOBIIEHO, 1110 BOHA TJIAAKO Mepedirae y
COUPTOBOMY PO3YMHI JIYIy 3 YTBOPEHHSM 3 Buxojamu 67-73% 4-mipa3zomnii-
MetwicyibpaninonroBux kuciaor 3.10. OmnpamboBaHi ONTUMadbHI YMOBH
CEJIEKTUBHOTO TmepeTBopeHHs kucioT 3.10 1o 4-mipa3oauiMeTHiICyabdiHiiI-
ontoBux kuciaor 3.11 ta 4-mipazoniiMeTuiICyIbPoHITONTOBUX Kuciaor 3.12.
[TokazaHo, 1m0 MpU B3aEMOJIl aneTOHOBUX Po34MHIB crnoiaykK 3.10 3 30%-Hum
NEPOKCUIOM BOJHIO MPU KIMHATHIA TeMImeparypi YTBOPIOIOThCS KucioTu 3.11.
B cBoto uepry, kucinotu 3.12 orpumani okucHeHHsM cronyk 3.10 30%-num
NEPOKCHUIOM BOJHIO B PO3YHHI OLITOBOT KUCIIOTH.

XapaktepHoto sl cyiabGiHUTONTOBUX KUCTIOT 3.11 € HeeKBiBaJeHTHICTh
MPOTOHIB OOMJABOX METUJICHOBUX TPy, M0 OOYMOBJIEHO aCHMETPUYHOIO
pUpoIor0 cynbhokcuabHol rpymu. B cnekrpax AMP'H BoHUM NpOSIBASIOTHCS Y
BUTIIAAI N1BOX ayoOneriB AB-cucremu B pgianmazonax 3.63-3.98 mu. 1 4.25-
4.36 m.4. BIANOBIAHO. B TOH ke yac NpoTOHW MeTUIEHOBUX I'pyn KUciaoT 3.10 i
3.12 nponucytoteed B ciekTpax AMP!'H y Burisi CUHIieTis.

Hamu 3ampomoHOBaHO JBa TpemapaTUBHO 3PYYHHX CIIOCOOW CHHTE3Y
NEepBUHHUX 4-mipazonuiMeTuiaminiB 3.14, siki 60a3yloTbCsl Ha BUKOPUCTaHHI 4-
xjopometuinipasofib 3.2. [lepium 3a peakiiero ['abpiesist 3 ¢ramiMiioM Kajito
B JM®A 3 BHUCOKMMH BHXOJaMH OTpuMaHi  BiamoBigHi  N-(4-
nipazonin)merundranimian 3.13, rigpa3uHoi3 SKUX MPUBOIUTH J0 MiTHOBUX 1-
¢benin-3-apwi(rerepun)-4-nipazoninimernwnaminiza - 3.14. B ocHOBI apyroro
BaplaHTy JEXKHUTh BIAHOBICHHA 4-azuaoMerwimipazoniB 3.15, oTpumaHux
B32EMOJIIEI0 4-XTOpMETUIIpa3omiB 3.2 3 a3u0M HATPil0, HIKETb-TIOMIHIEBUM
CIUTABOM B PO3YHHI 130MIPOTIAHOY.

3 BpaxyBaHHSM TOTO, IO TeTEPHIMETHIII30IMIAHATH € MaJloIOCIiIKEHU-
MU, aJile BOAHOYAC 1 BUCOKOPEAKI[IHHUMHU T€TEPOKYMYJICHAMH, MU BUKOPHUCTAIH
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4-mipazoninmerunamian 3.14 nis orpuMmaHHs 4-i13011iaHaToMeTHIITIpa3oiB 3.16
Ta 4-13oTiomianaromerunmipaszoniB 3.8. Jlns meperBopeHHs amiHiB 3.14 B
130111aHaTOMETHIIMIPA30JId 3aMiCTh (DOCTEHY 3alpOTIOHOBAHO BUKOPHUCTOBYBATH
3HAYHO 3PYYHIIMINNA 1 OLIbII Oe3nednuii y poboTi Oic(TpuxiopoMeTui)kapOoHarT.
Otpumani i3omianatu 3.16 — B’s3Ki ONi€enoAiOHI piauHU, SKI OyJIM OYHIICHI
MEPETOHKOI0 B TJIMOOKOMY BakyyMi a0o0 11eHTH(IKOBaHI y BUIJISI CEUOBUH
3.17. [3omianaroMeruimipazonu 3.8 Oy CUHTE30BaH1 B3aeMojii€ro amiHiB 3.14
3 CIPKOBYIJIELIEM Y IPUCYTHOCTI TPUETUIIAMIHY Ta alleTHIIXJIOPUAY.

Hamu npetanbHO nmociigkeHa XiMidHa ToOBeJiHKa mnepBUHHUX 3.14 Ta
BropuHHUX 1.13 amiHIB, OTpUMaHUX BIJHOBJICHHSM BIJMOBIIHUX AaJIbJIIMiHIB
OoporiapunoM Hatpiro. BcraHoBneHo, mo rigpoxiopuaud amiHie 3.14 1 1.13
JIETKO aIlMTIOIOTHCSI OCH30IXJIOPUIOM Ta aHTIApUIaMU MaJeTHOBOI 1 SHTapHOI
KUCIIOT TIPU HArpiBaHHI y aleTOHITpwWil 3 yTBopeHHsM amini 3.18 ta 3.19. 3
BpaxyBaHHSIM BIJJOMOi XIMIOTEPANEeBTUYHOI Jii CyJb(aHUIaMIIHUX Tpernaparib
Ta BUSIBJICHOI cepejl Mipa30JiiB BUCOKOT aHTHOAKTEPIAIbHOI i1, 3 METOIO MOIITYKY
PEYOBHH 3 MPOTUMIKPOOHOIO AKTHUBHICTIO MU CHHTE3YBAJIU CEPil0 HOBHUX 4-
KapOodyHKITIOHATI30BaHUX Tipa3oiiB 3.20 i3 cynb(daHiIaMiIHUMHA TPYIIaMH B
6okoBOoMy JaHII031. B3aemogiero rigpoxmopuaiB aminiB 1.13 1 3.14 3 Genson-
CyJIb(pOXIOpUAAMHU B KUILISYOMY ALUETOHITPHUIII B MPUCYTHOCTI TPUETHIIAMIHY 3
BHCOKHUMH BUXoJiamu oTpumMani N-[(4-(mipazonin)meru|cynbhamian 3.20.

Awminn 1.13 ta 3.14 noctatHRO IJIAAKO B3a€EMOIIOTH 13 130TIOMIaHATAMU 3
YTBOPEHHSIM BIANOBIAHUX TiocedoBUH 3.21. BigoMo, 110 HasBHICTh B CTPYKTYp1
OpraHiYHUX MOJIEKYJ Mipa30jJbHOTO Ta TIA30J1AMHOBOrO (hparMeHTiB JyxKe
4acTO CIPUYUHIOE X BUpaKeHy OI10JOTiYHY akTHUBHICTb. Hamu po3poOseHo
IpenapaTUBHO 3PYYHUN MIAXIT O TAKOTO THUITY T€TEPOLMKIIYHUX aHCaMOJIiB,
SKWUH TPYHTYEThCS Ha [uKIizamii TiocedyoBuH 3.21, ski wmictare N-([3-
TIAPOKCH)eTuIbHUuM (parment, a0 3-[(4-mipazonin)metw]-2-deHutimMino-1,3-
TiazomianHiB 3.22 3 Buxomamu 71-83%.

3 wMerorwo cuHTe3y TpeTUHHUX N,N-nmumeTmi-N-(mipa3o-4-11)MeTu-
aminiB 3.23 BropuHHI aminu 1.13 3 MeETWIBHOIO Tpymnorw OyiM IIijijIaHi
BIJTHOBJIIOBAJILHOMY METHIJIIOBaHHIO (opMalibierijioM 3a Bamiaxom B po3umHi
MypammrHoi KUCIOTH. E(QEeKTUBHUM METOIOM OTpUMaHHS TPETUHHUX aMIHIB
3.23 Takox € npsiMa MoauGIKaIlis adbAeTiIHOT TPYIU A0 TPETUHHOI aMiHOTPYTIH
npu aii tuMetundopMamiay Ta MypamrHOl KUCITOTH 3a JIerkapToMm.

Bigomo, mo 4eTBepTMHHI aMOHIWHI COJIi 3 JOBTMMH JIMOQPITEHUMUA
JAHIOTaMU, 3aBISKH CBOIM Ol(UIbHIM NOpPHUPOAI CXHIBHI B3a€EMOJIATUH 3
MeMOpaHaMu KJIITUH 1 TakKMM YUHOM BIUIMBAaTH Ha iX (QyHKIII. 3 METOI
BUBYEHHS TOMOJITUYHOI Ta OAKTEPULIMIHOI J1i MIPa30JI0BMICHUX YETBEPTUHHUX
aMOHIMHUX coJiel Ta JOCHIIXKEHHs BIUIMBY Mipa30JbHOTO LUKIY HA TakKl THIH
aKTUBHOCTI amiHu 3.23 B3aEMOJIE€I0 MOJOMETaHOM Ta HOHIJIOBUM €CTEPOM
XJIOPOIITOBOT KHCJIOTH Yy PO34YMHI OCH30Jy MpU KIMHATHIM TemmepaTypi 3
BUCOKMMHU BUXOJIaMH OYyJIM TIEPETBOPEHI1 y YETBEPTUHHI aMOHIiHI comi 3.24 Ta
3.25.



[Ile omHa BIACTHMBICTH, NMEPBUHHHMX 1 BTOPMHHUX IIpa3ojiIMETUIIaMiHIB
JSATIIa B OCHOBY HOBOI CHHTETMYHOI MeTonosorii  dopmyBanHs 4,5-
JIUT1IPOXIHOJIIHOBOTO IUKIY BHYTPIIIHHOMOJEKYJSIPHUM aMiHyBaHHAM Opmo-
xyopdeHipHoro sapa B N-[3-(2-xmopodenin)-4-nmipa3onii|MeTuiaMini Ta Horo
N-alkiTp0BaHMX IMOXIAHUX. 3HAWICHO, IO 5 TOJ HArpiBaHHS TiIPOXJIOPHUIIB
1.13 Tta 3.14 B xumisuoMy AuMETWIPOpMamiAl B TPUCYTHOCTI HAJJTUIIKY
MoTally OPUBOAUTH JIO YTBOPEHHS ULUIbOBUX 2-(heHun-4,5-auriapo-2H-
nipazoio[4,3-c]xiHoniHiB 3.26 3 Buxoaamu 58-69%.

Cnig 3a3HauuMTH, WO Cepel OMHMCaHUX B JitepaTypi 4,5-muriapo-2H-
nipa3ono[4,3-c|XiHOoNiIHIB 3HalAeH] e€(eKTUBHI HECTEPOilHI aHTHIMIUIAHTAHTHI
arentu. OHaue, METO/IM CUHTE3y HEOAraTOUMCENbHUX MPEICTaBHUKIB BKa3aHOI
reTepOIUMKIIYHOI CUCTEMHU € 0ararocTaJiiHUMU 1 BKIIIOYAIOTh AHEIIOBAHHS
M1Pa30JbHOTO UKJTY 10 JUT1APOXIHOIIHOBOI CHCTEMH.

BIOJIOI'TYHI BJIACTUBOCTI
4-KAPBO®YHKHIIOHAJII3OBAHUX IITPA30OJIIB

[IpoBeneHe KOMIUIEKCHE MOCHTIKEHHSI TOKa3ajlo, II0 Ha Xapakrep 1
BEITMYMHY O10JI0TIYHOT aKTUBHOCTI CHHTE30BAaHUX CIIOJIYK CyTTEBO BILTUBAE THII
(GYHKIIOHATBHUX 3aMICHHKIB y NOJI0KEHHI 4 nipa3onLH0r0 LUKITY.

3okpema, B psay asuHiB 1.8, 1.11 ta 1.12 BuUsBIEHI CHOIYKH 3 BUpaKe-
HOIO OaKTCPHLMIHOK AKTHBHICTIO MPOTH aHTHOIOTHKOPE3HCTCHTHHX LITAMIB
naToreHHux Oaxrepiil. Ilpu BBencHHI B MoseKyy ¢dparMeHTy 5-HITpodypby-
poity HpOTHMIKpOOHa Ais 3HA4YHO 3pocTae. IIokazoBO HIKYOIO € ehEeKTUBHICTH
MPOTH  JIOCIIDKYBAHHUX THIIB MIKPOOPraHi3MiB mipasoiinriasomigonis 1.15,
iMigasomiauaie  1.19, FGKC&FlI[pOHlpI/IMl,Z[I/IHlB 1.20 Tta 4- HlpaSOJIlJ'IMeTI/IJI-
cynb(baHmaMlmB 3. 20 K1, pa30M 3 THUM, BHUSIBIISIIOTH HII/IPOKI/II/I CIICKTD OaxTe-
piocratnduoi aii. Takuii pesyIbTar CBiIYMTH PO 3HAYHUI BKJIA MiPa30IbHOTO
LUKTy B AHTHMIKpOOHY aKTUBHICTh JOCTIDKyBaHMX cucteM. HaiiBuuny
6aKTepI/IHI/IJ]Hy aKTUBHICTh IOKAa3aJId Iipa30JIOBMICHI aMOHIMHI comi 3.24 —
FeTCPOLMKIIIYHI ~ aHANOTH CTOHII0 Ta JCKAMCTOKCHHY, SIKI B HH3BKHX
KOHIICHTPAIlISIX BUABJISIOTH MeM6paH00Ta61n13y}oqy IO.

EKCIICpUMEHTAIBHO MATBEPIKCHO, 1O 2-(benin-4,5-auriapo-2H-mipaso-
no[4,3- C]XIHOJIIHH 3.26 TPOSIBIIAIOTH BUCOKY CIEPMATOIMIHY aKTHBHICTb, SIKa
3pOCTaE 13 30LTBIICHHSIM iX posanﬂocn y BOJII.

['epOiumaHa akTUBHICTh BUsABIEHA B psAnxy 1-¢deHun-3-apun(rerepu)-
nipa3on-4-kapOboHoBuX Kucior 2.1.

BUCHOBKHA

1. PospoOneni KoHLENTyanbHi 3acajiu HayKOBOIO HAIPAMKY > XIMIS
4-kapOOYHKIIOHAI30BAHNX IMIPA30MiB”, IO BKIKOYAE CTBOPCHHS
HOBHX Ta BJJOCKOHAJICHHS BIIOMHX MCTOZIB OTPHMAHHS ITipa30IbHHX
CHCTEM 13 DISHOMAHITHUMH ()YHKIIOHAIHHMH YIPYNOBaHHSMH B
MOJIOKEHH1 4 IHKIY, o6rpyHTyBaHH;1 Ta peani3amilo OPUriHAIBHHX
HiXO/IB /10 CHHTE3y Ha iX OCHOBI IeTEpPOLHUKIIYHUX aHCamOJiB Ta
KOHJICHCOBaHUX IeTEPOLIUKIIIB.
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Bceranosneno, mio peaxiiis BinbcMmeiiepa-Xaaka Tigpa3oHiB apui-,
reTepui-, apoiIMETHIIKETOHIB € €(QEeKTHBHUM I1HCTPYMEHTOM IS
OJIepKaHHS 3-apuin(retapui-, apoin)-4-hopMinmipa3odis.
OnTuMi30BaH1 YMOBH Ta 3alpONOHOBaHAa HOBA cxeMa ii repeoiry.
[lokazaHo, m0 NpPOAYKTH KOHAEHcaIi 3-apwi(rerapui)mipazon-4-
KapOaIb/erifiB 13 aMiHaAMU — BIANOBINHI 4-IMIHOMIPA30IH — MOXKYTh
6YTI/I yCHlH_IHO BI/IKOpI/ICTaHl Uit T0OyBaHHST HOBHUX TOXIJHHMX
nipa3oIMETUIAMIHIB, Tipa3oii-4-amiHoMeTHII(POCHOHOBUX KHUCIOT
ta (mipazoi-4- lJI)TlaBOJIl,ZII/IHlB ukmokonaeHcamis  3-0eH30i1-4-
dbopminmipa3oiB 13 TiAPa3UHTIAPATOM PEKOMEHIOBaHA SK TPOCTUN
cnoci6 cuHTe3y MoXigHuX mipasono|3,4-d]mipruaazuHis.

BcranoBneno, 1o nom(byHKuloHaanl (mipazon-4- lJI)aJ'IKeHI/I
OTpUMaHi B3a€EMO/IIEI0 nipa3on-4-kapoanberiain 13 C-
HYKICOQUIBHUMH PCArcHTaMH, € BAXIMBHUMH IONCPE/JHUKAMU B
CUHTE31 KOHJEHCOBaHUX MipoJio[2,3-d]|mipa30iiiB Ta reTepoLUuKIIYHUX
aHcamOJIiB 5-(mipazo-4-1i1)-2-1mipa3oJiHiB, 4-(5-
130KCa30J111)mipa3oiB, (mipa3oi-4-i1)-3,4-1uriaponipumiInH-2-0HiB.
P03pobiieHo Ta ONTHMI30BaHO NpenapaTiBHi CrOCOOU CHHTE3Y HH3KHU
Mipa30J0BMICHUX KapOOHOBUX KHUCIOT. OKHCHEHHSM mipa3oii-4-
KapOasIbJerifiB MePMAaHraHATOM Kallllo B CHCTEMI MipPUAMH-BOJA Ta
TIAPONITUYHUM PO3UICIUICHHSAM 4-111aHOMIpa30jIiB OTpUMaH1 Mipa3oi-
4-xapOboHoBl  kuciotd. [igponizom  (mipa3on-4-i1)a3iakToOHIB 3
NOJAJIBIIMM OKUCHEHHSIM O-T1IPOKCHU-[3-1Mipa3osilakpuIoBUX KHCIOT
a00 X T1ApoITi30M 4-111aHOMETHIIIPA30JIiB OJIepkKaH1 Mipa30-4-01TOBI
kucnotu. KonpeHcariero mipa3zon-4-kapOaiblIeriiB 3 MaJOHOBOIO
KHCIIOTOIO SIK B KJIAaCMYHMX yMoBax peakiii KHoBeHarenms, Tak 1 B
YMOBaX MIKPOXBWJIHOBOT akTHUBallli 100yTi 3-(1ipa3os-4-11)nponeHosi
KHUCJIOTH. I[erlz[p06p0MyBaHH;1M 2-0pom-3-(mipa30i-4-11)IpOrneHOBUX
KUCIIOT CUHTE30BaH1 3-(1ipa301-4-11)IponiHOBI KUCIOTH.

Ha ocHoBI mipa3os-4-kapOOHOBHX KHCIOT CHHTE30BaHi HOBI BHCOKO-
CIIeKTPOIIbHI peareHTH — 4- 130u1aHaTon1pa3onH 1 4-kapOoHiTi30TIO-
ulaHaTompa30Jm Ta BUBYCHI iX peakilii 3 THMOBHUMH HYKJICO(DiIaMH.
Cepen ix MPOTYKTIB —  N-(4-mipa3zoninkapOonin)-N"-(3-
METHIII30KCa30J1-5-1J1)TIOCEUOBUH — 3HAWIEHO HOBE MEeperpynyBaHHs B
N-(3-aueronin-1,2,4-tiaaiazon)-5-u1)-4-kapOokcamiiu.

3HalifIecHO HOBI TEPMIYHI BHYTPIIIHHOMOJEKYJIApHI mukiizamii 3-(1-
HadTun)- 1-deninmipazon-4-kapOOHOBOT KHCIOTH Ta i XJIOPAHTIIPUIY
no 4-okco-2-denindenaneno[1,2-c]jmipazony, a Takox g0 2H-
6en3o[h]mipazono[4,3-c]i30XiHOIHY. 3anpornoHOBaHO 3py4YHUi
CUHTCTMYHUM TIAXIT J0 XJOpaHTiApuaiB  3-apui-4-xsopo-1H-
Ti€HO([2,3- d]HlpaSOJ'IKap6OHOBI/IX KHCIIOT, SIKUWA TPYHTYETbCS Ha
KaTaJITUYHIA ~ KOHJAEHcAIll  Mmipa3oi-4-MpOMeHOBUX  KUCIOT 3
TIOHUIXJIOPHJIOM.

BigHoBnenusam  2-6eH30in-3-(mipa3on-4)MponeHoBUX  KHCJIOT — 3a
JOTIOMOT 010 cucTeMu (ochop-HoaMCTOBOHEBA KHUCI0Ta CHHTE30BaHi
paHime HeBigoMi 2-amiHO-3-(mipa3oin-4)npomaHoBi KUCIHOTH. Jlms X
aHayoriB — 2-okco-3-(mipa3on-4)npornaHoBUX KUCIOT BUSBIECHO (akT



KETO-€HOJILHOT TayTOMEPIi.

9. V CUHTETHMYHY NPAKTUKY F€TEPOLMKIIYHUX CIOJIYK BBEIEHI 3pYyUHI Ta
JOCTYIIHI peareHTH — 4-XJOpOMETWIMIpa30id, SKI JIBOCTaIIHHUM
MEPETBOPEHHSM JIETKO OTPUMYIOTHCS 13 BIJMOBIAHUX Mipa3oii-4-
kapOanpaeriniB. Iloka3zana iX BHCOKAa aNKiIOOYa 3AaTHICTH TIO
BIZHOMICHHIO 10 HU3KH P, S, N-Hykneodinis i po3polieHi crocodu
OICPXKAaHHS BIANMOBIAHMX IiPa3s0IOBMICHHX (ocoHieBHX coueii,
T10J11B, Ti0(130Ti0)IliaHATIB, a3U/11B, HITPUJIIB Ta 1MIIIB.

10. P03p06neHo npenapaTHBHl METOJMKH CHHTE3y 3-X TUliB 4-
aMiHOMETHIIIIPA30IiB: EPBUHHMX — BIAHOBICHHAM 3-apui(reTepui)-
4-a3uIOMETUIIIPa3oliB HikedeM PeHess abo riapasuHomizom N-[3-
apui(reTepu)-4- nipa3oiaiIMeTw | hTaaiMifiB; BTOPUHHUX —
B1JIHOBJICHHSIM N-ankumipazonaibIiMiHIB; TPETUHHUX —
ankiTyBaHHAM N-MeTHiI-N-ipa3oniiIMeTHIaMIHIB (POPMAJIBIET1IOM B
MypallMHIA KUCA0TI a0o BHJIO3MIHEHOI peakuiero Jlelkapra-
Bannaxa.

11. Ximiyaor0 Moaudikarieo 4-aMiHOMETUIIIPA30JIiB OTPUMaHI HOBI
BHCOKoeJIeKTpoq)mLm 4- MeTI/IJI130(T1o)u1aHaTon1pa3onH Ta HU3Ka iX
MOTCHIIMHNX ~ OIOaKTUBHMX IMOXIHMX — aMifd, Cyabhamin,
TIOCEYOBHHH Ta YETBEPTUHHI aMOHIMHI COJII.

12.3HalineHa HOBa BHYTPIIIHBOMOJIEKYJISIpHA LIMKJIOKOHAeH calisl N-aKii-
[3-(2- XJIOpO(I)eHlJI) 4-mipa3oii|MeTUIaMIHIB 10 MOX1THUX
reTepouHKnqum cucremu 4 S-m/Irmpo -2H-nipa3zomno[3,4- c]x1HOJ11Hy,
dAKa € peani3alli€elo MPUHIUIYY aMiHYBaHHS Opmo-XJIOpO3aMilIEHOTO
(heHUIBHOTO sIpa.

13.Cepen  cunTesoBaHuxX 4-kapOoyHKIIOHAIBHHX MIpasomiB Ta iX
TOX1JTHUX BUSBJICHI CIIOJTyKH 13 OaKTepHULINIHOIO,
MeMOpaHOCTa0LI13y04Y010, TEPOIIUIHOI0 Ta PICTCTUMYJIIOIOUOIO JIETO.
3’s1COBaHO MEBHI 3aKOHOMIPHOCTI MIX iX CTPYKTYpOIO Ta 010J0TTYHOIO
aKTHUBHICTIO.
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31.bparenxo M. K. Ilonudyuknuonanasasie nupaszonsl. 3. Cunres 3-(3-apui-4-
dbopmuIIpaso- 1 -mn)mponaHoBsIx KUCI0T U ux amunoB / M. K. bparenko,
B. A. YHopnoyc, M. B. BoBk // Xumus rereporuki. coe. - 2004. - Ne 10. -
C. 1483-1486.

Buecox oucepmanma: inmepnpemayis cnekmpaibHux OaHux, nNi020moeéKa cmammi 00
OPYKY.

32.Chornous V. O. Microwave-assisted synthesis of 3-(4-pyrazolyl)propenoic
acids / V. O. Chornous, M. K. Bratenko, M. V. Vovk // Synth. Commun. —
2004. — Vol.34, Nel. — P.79-83.

BHecok Oucepmanma: niaHy8amHs — eKChnepuMeHmy, daHaniz ma  iHmepnpemayis
Pe3yIbmamia 00Cai0NHCeHb.

33.bparenko M.K. CuHTe3 HOBHX MOXIAHMX Mipa3oso[3,4- d]nlpI/maBHHy /
M. K. Bparenko, B. O. Yopnoyc, M. K. BoBk // XKypH. opran. dhapm. ximii. —
2004. —T.2, Ne6. — C.52-55.
Buecox ducepmaHma: NOCMAHOBKA 3a0ayi, ni02omoeKa cmammi 00 OPyKy.

34.bparenko M. K. 4-OyHKIHMOHAIBbHO 3aMEIICHHBIE 3-T€TEPUIIIIMPA30JIbI.
XIII.  3-Apwun(rerepun)-4-(4-nupazonmn)-3,4-nuruaponupuant-2-(1H)-onbl
(twonnl) / M. K. bparenko, B. A. Yopnoyc, M. B. Bosk // XypH. opras.
xumuu. — 2005. — T.41, B 1. — C.97-98.

Brecok oucepmanma. 8UKOHAHHS YACMUHU OOCTIOMNCEHb, IHMEPNPemayis CHeKMpaibHUx
OAQHUX.

35.bparenko M. K. 4-OyHKIMOHAIBHO 3aMEIEHHBIE 3-reTepUIMUpPa3oJb.
XIV. N-bens3un-N-[3-apun(rerepui)-4-nupa3onui|MeTaHAMUHBI W HX
npousBoaabie / M.K. Bbparenko, O.W. Ilanumapuyk, B.A. Yopnoyc, M.B.
Bogk // Kypn. opran. xumun. — 2005. — T 41, Bem. 1. — C. 99-103.

Buecox OucepmaHma: NJIAaHY6AHHA HACMUHU eKCnepuUMennty, HanuCaHHs;1 cmammi.

36.. bparenko M. K. 4-OyHKIMOHAIBHO 3aMEUIEHHBIE 3-Te€TEPUIIIUPA30JIbI.
XV. 3-Apun(rerepun)-1-dheHnun-4-nupazonmiiMeTUJIAMUHBL U TE€TEPOKY-
mysnensl Ha ux ocHoBe / M.K. bparenko, O.W. Ilanumapuyk, H.B.
Mensauuenko, M.B. Bosk // XKypH. opran. xumuu. — 2005. — T 41, Bpm.2. —
C. 247-251.

Buecox  oucepmamma: nnamyeamns, awnaniz ma immepnpemayisi  pe3yibmamis
CHEKMPANbHUX OAHUX, HANUCAHHS CMAmMmI.

37.bparenko M. K. Cunre3 2-apun-7-deninmnipasono-|[3,4-d[1,2]okcazun-4-
(2H)oniB / M. K. bparenko, B. O. HYopnoyc, M. B. BoBk // Ykp.XiM.KypH. —
2005. - T.71, Ne4. — C.113-115.
Buecok oucepmanma: 6UKOHaHHs Yacmunu 00CIi0NCeHb, NI020MOBKA CIMAMMI 00 OPYKY.
38.Chornous V.O. Convenient method for preparation of 4-amino-3-
aryl(hetaryl)-1-phenilpyrazoles / V. O. Chornous, M. K. Bratenko, M. V.
Vovk // Kypn. opran. ¢papm. xim. — 2005. — T.3, Bun. 1. — C.3-5.
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Buecox ducepmaHma.‘ NJary6aHHA ma npogedeHHﬂ acmuru excnepumernm)y, ananiz ma
iHmepnpemayis pe3ynibmamie 00C1i0NHCeHb, HANUCAHH CIAmmi.

39.bpatenko M. K. CunHte3 1 mnpoTtuMikpoOHa akTuBHICTE N[(4-
nipazonaun)metwii| Oenzoncynbpamigie / M.K. bparenko, B.O. Yopnoyc,
O.L.ITanimapuyk, M.B. Bogk, L.I1. bypnentok // @apm. xxypH. — 2005. — Ne3.
— C.73-76.
Buecok oucepmanma: niocomoexka nep8uHH020 8apianmy cmammi.

40.bpatenko M. K. CuHTre3 U npoTUBOMHKPOOHAsE aKTUBHOCTh N-OeH3miI-N-
(4-mupazommnmertnn)oensoncynbpamuno / M.K.bparenko, B.A.YHopnoyc,
O.U. IManumapuykx, M.B. Bosk, W.II. Bypaentok // Xum.-papMm. xKypH. —
2006. — T.40, Ne9. — C. 36-38.
Buecok oucepmanma: nocmanogxa 3a0aui 00Cniodicents, niocomoxa cmammi 00 OpyK).

4]1.bparesko M. K. 4-OyHKIMOHAIBHO 3aMEMIEHHBIE 3- TE€TEPUIITAPA3OJIBI.
XVI. 3-(3-Apunnupazon-4-un)nponuHoBbie kuciaotel / bparenxko M. K.,
Yopuoyc B. A., Bosk M. B.// Kypn. opran. xumuu. — 2006. — T.42, BeIn.5. —
C.719-720.
Buecox oucepmanma: niocomosxa cmammi 00 OpyKy.

42.bparesko M. K. 4-OyHKIMOHAIBHO 3aMEIIEHHBIE 3-T€TEPUIIITAPA3OJIBI.
XVILI. 3-Apui-1-penun-4-nupazonmiMeTUICYIbpanui(cyTbGUHUI-,
cyibdpoHun)ykcycuole kuciotel / M. K. bparenko, B. A. Yopuoyc, M. B.
BoBk // Kypn. opran. xumun. — 2006. — T 42, Bem.S. — C. 721-724.
Buecox oucepmanma: ananiz cnekmpanvHux 0anux, nio2omoeKa cmammi 00 OpyKy.

43.Yopuoyc B. O. Cunres 1-apuin-4-hopmuminupaszonoB u3 N-apuiaruapazoHoB
aneranbaeruaa no Bunbcmaiiepy-Xaaky / B. O.Hopuoyc, M. K. BparteHnko,
M. B. Bogk // Xumus rerepouuki. coen. — 2006. — Ne9. — C. 1428-1429.

Buecox  oucepmamma: nnanyeamms, awnaniz ma  immepnpemayisi - pe3yibmamis
CHEKMPANbHUX OAHUX.

44 bparenko M. K. 3pyunuii Meroa cuHTe3y 3-apuimipa3oii-4-OUTOBUX
kuciotr / M. K. Bparenko, B. O. Yopnoyc, M. B. Bosk // XypH. opraH.
dapm. ximii. — 2005. — T3, Ned. — C. 74-76.

Buecox oucepmanma: inmepnpemayisi cneKmpaibHux OAHuX, ni020moeka cmammi 0o
OPYKY.

45.bparenko M. K. [TonudyHkiuonansubie nupasonsl. 4. Cunrte3 3-[3-apui-1-
(2-eTokCHKapOOHMIT)TUPA30JI-4- I [IIPOTIEHOBBIX M MPOMAHOBBIX KUCIOT / M.
K. Bparenko, B. A. Yopaoyc. M. B. BoBk // Xumusi reTeponuki. coea.—
2006. — Ne5. — C. 686-690.

Buecox oucepmanma: inmepnpemayis cnekmpaibHux OaHux, Ni020moeKa cmammi 00
OPYKY.

46.BoBk M. B. Cunre3 Ta pictperymoroua aktuBHICTh N-(1,3-Tia301-2-11)-N"-
(mipazon-4-un)ceuoBun / M.B. Bosk, M.K. Bparenko, B.O. Hopnoyc, B.C.
[Terpenxo, B.B. IlIBapray, O.M. Jlenucenxo // XKypH. opran. ta Qapm.
ximii. — 2006. — T.4, Bumn. 3 (16). — C.63-67.

Buecox oucepmanma: nianysamHs ekcnepumeHnmy, ni020moeKa NepPeUHHO20 B8apianmy
cmammi.

47.bparesko M. K. 4-OyHKIMOHAIBHO 3aMEIIEHHBIE 3-T€TEPUIITUPA3OIIBL.
XVIII. BuayrpumonexymspHas mukiauzanus N-[3-(2-xmopdennn)-4-nupa-
30JMJ1| METWIaMuMHa W ero N- aJKWINou3BOAHbIX B 4,5-muruapo-2H-
nupazono[4,3-c|xunommasl  /  M.K.  Bpareako, O.M. Tlaaumapuyk,
B.A. Hopnoyc, M.B. Bosk // XKypsn. opran. xumun.— 2007. — T.43, BbII.8. —



C. 1213-1216.
Buecox oucepmanma: nocmanosrka excnepumenmanvbHoi 3a0ayi, nio2omoeka cmammi 00
OpyKy.

48.Hopuoyc B. O. Cunres, MeM6paHOCTa61ﬂ13y}0qa Ta OaKTEpUIUIHA AKTHB-
HICTh YeTBepTUHHUX coieil N,N-aumerun-N-(mipa3zon-4-in)MeTuiaMiniB  /
B.O. Yopnoyc, O.I. Ilanimapuyk, M.K. Bparenko, LII. bypaenioxk, 1.O.
Memumen, M.B. Bosk // XKyps. opran. papm. xim. —2007.—T. 5, Ne 3(19). —
C.16-21.

Buecox  Oucepmawma: nnawmysamHs, awaniz ma  iwmepnpemayis - OMPUMAHUX
pe3yrbmamis.

49.bparenko M. K. CunTes 1 npotumikpo6Ha nis 1,3-6ic(4-nipazoninimeTn)-2-
(4-niTpodenin)imifazoniniB Ta rekcarigpomnipuminuiie / M.K. Bparenko,
O.1. [Tanimapuyk, B.O. Yopnoyc, M.B. Bosk, L.I1. bypaentok // ®@apm. xxypH.
—2007. — Ne5. — C.66-70.

Buecox oucepmanma: inmepnpemayis cnekmpaibHux OaHux, Ni020mMoéKa cmammi 00
OPYKY.

50. bpareako M.K. Cunre3 Ta OakTepulMJHI  BJIACTUBOCTI  2-
nipaszoniBaminieHux 1,3-TiazomianH-4-0HIB /" M.K. bparenko, O.L
[Tanimapuyk, B.O. Yopunoyc, M.B. Bogk, LII. bypaentok // ®apM. KypH.-
2007. - Ne6.- C. 64-69.

Buecox  oucepmamma: nocmanoéxa  3a60anHs  OOCNIOJNCEHHs,  IHMepnpemayis
CNeKMPAIbHUX OAHUX, NIO20MOBKA CIammi 00 OpPyKY.

51.bpatenko M. K. 4-OyHKIMOHAIBHO 3aMEUIEHHBIE 3-TeTEPHIMUPA3OIIbI.
XIX.  3-Apun-4-(5-u30Kcazoaui)Iupa3oibl /" M.K.bparenko, [O.B.
Kanensauk, B.A.Yopunoyc, M.B.BoBk // Kypn. opran. xumun.— 2008. —
T.44, Beim.2. — C. 256-258.

Buecok oucepmanma: ananiz cnekmpanbHux 0aHux, ni02omoexka cmammi 00 OpyKy.
52.bpatenko M. K. Cunre3 noximaux 3-[(4-mipa3onais)MeTu]-2-GpeHiTiMiHO-

1,3-tiazoniauny / M.K. bparenko, A.M. I'po3zas, K.I' Tamryk., M.B. BoBk //

VYkp. xum. Kypn. —2009. — T.75, Ne8. — C.119-123.

Buecox oucepmanma: inmepnpemayisi cneKmpaibHux OAHuX, ni020moeka cmammi 0o

ODYKY.

53.I1at. 82734. Ykpaina. MIIK?C07D215/06, C07D231/54. 5-Ankin-2-¢heHin-
4,4-nurinpo-2H-mipa3ono[4,3-c]xiHomiHN Ta criocoOu iX oxepkanHs / BoBk
M.B., Bparenko M.K., Yopunoyc B.O.; 3asBHUK 1 TaTeHTOBIACHUK [HCTUTYT
opraniuHoi ximii HAH VYkpaiau. — Ne200605951; 3asBn. 30.05.2006; ony06a1.
2.05.2008, bros. Ne9. — 4 c.

Buecox  Oucepmamma: BUKOHAHHS — YACMUHU — eKCNEPUMEHMANbHUX — O0CTIOHCEHD,
iHmepnpemayis cneKmpaibHuxX OaHUx, Ni020MosKa 00 OPYK).

Te3un kondepeHmii:

54 . bpatenko M. K. ®yskuionamizoBani 3-(rer)apwinipazonn / M. K
bparenko, IL.B. Ilpucsxniox, H. II. Bomommn // XVII VYxpaincbka
KoH(pepeHItis 3 opraniuHoi ximii: Tes. gomn. — J{HinpornerpoBebk, 1998, — 4. 1.
- C. 192.

55.Yoproyc B. O. OdynkuioHanizoBani  mipazonu. 1,3-Jluzamimient  4-
nipasonimzonianatu / B. O. Yopunoyc, M. K. BpaTeHKo,I H. Yepnrok //
XVIII VYkpaincbka xkoHdepeHIliss 3 opraniunoi ximii: Te3. jgom. —
HuinpornerpoBcek, 1998. —u. 2. — C. 416.

56.bpatenko M. K. 3.,4-JlukapOonunszamenieHnble nupaszoinsl  / M. K.
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bparenko, B. A. UYepnoyc, M. B. Xanarypauk, M.B. Boek // I-as
Bcepoccuiickasi koH(pepeHIHs MO0 XUMHH TEeTepOIUKIOB: Te3. mom. —
Cy3znainb, 2000. — C. 111.

57.Yepuoyc B.A. Cunre3 mnupa3zonmi-4-KkapOOHUIU30TUOIIMAHATOB U UX
rereporukiuzanuu ¢ enamunamu / B.A. Ueprnoyc, M. K. Bparenko, M, B.
Bogk, II.B. Ilpucsxuiok // I-as Bcepoccuiickass KOHpEpeHLIHs 10 XUMUHU
rerepounkioB: Te3. pom. — Cysnans, 2000. — C. 412.

58.bparenko M. K. 1,3-Jluzamimeni 4-mipazoninMetuntpudeniiagpoc-
doniixopunu / M. K. bparenko, B. O. Hopnoyc, I1. B. IIpucsoxkarok, M.B.
Bogk // Ximis azorBMicHUX reTepouukiiB: Te3. mom. — Xapkis, 2000. — C.
109.

59.YopnHoyc B. O. CunTe3 Ta aHTUMIKpOOHA aKTUBHICTh TiAp3uAiB 1-¢deHin-3-
apui(reTpuin)mipaszon-4-KapOOHOBHX KHCIIOT 1 ix noxiguux / B. O. Yopnoye,
M. K. Bbparenko, I. . Cugopuyk, M.B. BoBk // XiMmis a30TBMiICHHUX
rerepouukiiB: Tes. gom. — Xapkis, 2000. — C. 110.

60.Bratenko M. K. 4-Isohiocyanatofunctionalized pyrazoles / M. K. Bratenko,
V. O. Chornous, M. V. Vovk, V.A. Sukach // The International symposium
devoted to the 100 aniversary of academician A. V. Kirsanov: Te3. gom. —
Kyiv, 2002. — P. 104.

61.Y9oproyc B. O. Bmytpimmbomonexysipa mukisaiis 1-(1-nadrum)-3-(4-
nipa3oui)noneHoHiB y nomigocdopuiid kuciori / B. O. Hopuoye, M. K.
Bparenko, M. B. Bogk, I1.B. [Ipucskutok / XIX Ykpainceka KoHbepeHIis
3 opradiuHoi ximii: Te3. gom. — JIeBiB, 2001. — C. 124.

62.bparenko M. K. CuHTe3 Ta MNOTUMIKPOOHI BIIACTHBOCTI HOBHX
mipa3oJaBMICHUX TiApa3oHiB S-HiTpodypdypony Ta Baniminy / M. K.
Bbpatenxo, B. O. Hopuoyc, M. B. BoBk // XIX VYkpainceka koH(pepeHIis 3
opraniuHoi ximii: Te3. gomn. — JIbBiB, 2001. — C. 270.

63.BoBk M. B. CuHTe3 Ta BIaCTHBOCTI T€TEPOKYMYJICHIB psiy mipa3zony / BoBk
M. B., Mempanuenko H. B., B. O. Yopnoyc, M. K. bparenko // XIX
VYkpaincbka koHpepeHuis 3 opraniynoi ximii: Te3. mon. — JIbBiB, 2001. — C.
427.

64.bparenko M. K. HoBuii cunTes Ta nesiki neperBopeHHs 3-Apun(rerepun)-4-
okcumetmimipazoniB / M. K. bparenko, B. O. Hoproyc, M. B. Bosk // XIX
VYkpaincbka KoHpepeHuis 3 opraniynoi ximii: Tes. mon. — JIbBiB, 2001. — C.
446.

65.bparenxko M. K. Cunte3 1-[2-niano(kapOokcu)erun]-4-dpopminmipa3onis /
M. K. Bbparenxo, B. O. Yopuoyc, M. B. BoBk // XIX VYkpaiHncbka
KoHpepeHIis 3 opraniunoi ximii: Tes. qom. — JIeBiB, 2001. — C. 447.

66.bparenko M. K. Ximis 4-mipazonkap6anpaeriaip ta ix moxigaux / M. K.
bparenko, B. O. IlopHoyc M. B. BoBk // AkTyanbHi NUTaHHS opraH1qH01 Ta
CJICMEHTOOPTaHI4HOI XiMIi 1 ACIIeKTH BHKIAIaHHs OPraHiqHOI XiMil y BHUILIif
mkoni: Te3. mon. — Hixkun, 2002. — C. 25.

67.Bratenko M. K. The synthesis of 4-pyrazolmethylamines / M. K. Bratenko,
O.1. Panimarchuk, V. O. Chornous, M.V. Vovk // International conference
chemistry of nitrogen containing heterocycles: Te3. non. — Kharkiv, 2006. —
P. 155.

68.Bratenko M. K. The aspects of 4-pyrazolecarbaldehydes synthetic use / M.



K. Bratenko, V. O. Chornous, M. V. Vovk // International conference
chemistry of nitrogen containing heterocycles: Te3. gomn. — Kharkiv, 2003. —
P. 45.

69.bparenko M. K. Cunte3 mnoreHmiitHuX XxenatHux jgiragmgiB — N,N'-
oic[denin(1-apmi-4-kapookcumnipazonin-3-)merun JetuiaeHauamidis  / M. K.
bparenko, B. O. Hopnoyc, K. I'. Tamyk, M.B. BoBk // XX Vkpaincbka
KoH(pepeHuis 3 opra"ivHoi ximii: Tes. non. — Opxeca, 2004. — C. 123.

70.bparenko M. K. CtBopeHHs koMOiHaTOpHOI 0i0mioTeKkn HAa OcHOBI 1-(2-
mianetwn )-3-apwi(rerepun)mipazon-4-kapoansaerinie / M. K. bparenko, B.
0. Yoproyc, IL. B. [Ipucsxniok, M.B. Bosk // XX Ykpaincbka KoHGepeHIis
3 opraniyHoi ximii: Te3. gom. — Opneca, 2004. — C. 124.

71.I1animapuyk  O.I. Cunre3 Ta OakTepullMgHA AaKTUBHICTb  HOBHX
cynbpanuiamiaiB psay mipazony / O. L. [Tanimapuyk, B. O. Hopnoyc, M. K.
Bparenko, M.B. BoBk // XX VYkpaiHcbka KOH(EpeHIlis 3 OpraHivyHOl X1Mii:
Tes. non. — Opxeca, 2004. — C. 394.

72.Yopuoyc B.O. EdextuBnauii cunres 1,3-au3amimenux 4-amiHomipasonis / B.
0. IIopHoyc M. K. Bparenko, M. B. BoBk // XX VYkpaincbka KOHepeHIist
3 opraniynoi ximii: Te3. gom. — Opneca, 2004. — C. 585.

73.Yopuoyc B. O. Tioamiau nipazon-4-kapooHOBHUX Ta onToBUX Kuciaot / B. O.
Yopuoyc, O. I. IManimapuyk, M. K. BpaTeHKO M.B. BoBk // XX
VYkpaincbka KoH(pepeHilis 3 opraniynoi ximii: Tes. gomn. — Oneca, 2004. — C.
586.

74. bparenko M. K. Cuntetnunuii norenuian 4-mipasonkapOanbaeriaiz / M.
K. bparenko, B. O. Hopnoyc, M. B. BoBk // JIoMOpOBCbKI XIMi4HI YUTAHHS:
Tes. mon. — Yepnismi, 2005. — C. 31.

75.1Tanimapuyk O.I. Cunte3 Ta 6aKT€pI/II_II/II[Ha aKTUBHICTh MiPa30JIBMICHUX
yeTBepTUHHUX aMoHiiHuX coneil / O. 1. Ilanimapuyk, M. K. Bpartenko, B.
O. Yopuoyc, M.B. BoBk, K.I'. Tamyk // JIomOpoBchbKi XiMidHI ynTaHHS: Te3.
nom. — Yepniaii, 2005. — C. 105.

76.Bratenko M. K. New method of synthesis of 4,5-dihydro-2,4-pyrazolo[4,3-
c]quinolines / M. K. Bratenko, O.I. Panimarchuk, V. O. Chornous, M. V.
Vovk // International conference chemistry of nitrogen containing
heterocycles: Te3. nomn. — Kharkiv, 2006. — P. 162.

77.Chornous V. O. Synthesis and properties of 1,3-disubstituted 4-
pyrazolyldiazonium boronfluorides / V. O. Chornous, O.I. Panimarchuk, M.
K. Bratenko, M.V. Vovk // International conference chemistry of nitrogen
containing heterocycles: Te3. nomn. — Kharkiv, 2006. — P. 163.

78.bparenko M. K. 4-Ilipazonkapbanbiaerinm Sk MOPeKypcopu B CHHTE3I
nipazonBmicHux rereporukiaiB / M. K. bparenko, B. O. Hopuoyc, M. B.
Bogk // 11l Beeykpaincbka KoH(epeHiis ,,/JlomOpoBcbki yntanus”: Tes. gom.
— Tepuomnins, 2007. — C. 16.

79.ITanimapuyk O. I. CunTe3 1 BMacTUBOCTI 4-aMiHO- Ta 4-METHIIAMIHOIIPA30JIiB
/ O. 1. Ilanimapuyk, M. K. Bparenko, B. O. Yopunoyc, M.B. Bosk // III
Bceykpaincbka koHdepenuis ,JloMmOpoBchki uumtaHHs: Te3. gom. —
Tepuomnins, 2007. — C. 27.

80.bparenko M. K. Merogu cuHTe3y a30iiB, PO3JAUIICHUX ETUICHOBUM
moctukoM / M. K. Bbparenko, B. O. Hopnoyc, II. B. Ilpucsxutok // 111
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Bceykpaincbka koHdepeniis ,,JloMmOpoBchki uuraHHs”: Te3. gom. —
Tepnomine, 2007. — C. 58.

81.bparenko M. K. Cunte3 Ta aHTUMIKpOOHI BJIACTUBOCTI MiPa30JIBMICHHUX
tiazonminoHiB / M. K. bparenko, B. O. Yopnoyc, K. I'. Tamyxk, LII.
bypnentok // 111 Beeykpaincbka koHbepenitis ,,JloMOpoBchbKi untanusa”: Tes.
non. — Tepuomnins, 2007. — C. 59.

82.bparenko M. K. Cunre3 3-apun-4-(5-13okcazomnin)mipazonie / M. K.
Bparenko, B. O. Yoproyc, M. B. Boek // XXI Ykpaincbka KOH(pepeHLis 3

opraniusoi ximii: Tes. momn. — Yepwiris, 2007. — C. 108.
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Bbparenko MLK. 4-Kapo6odynkuionaizoBani nipa3osun - Pykonuc.

JucepTariisi Ha 3100yTTsI HAYKOBOTO CTYIEHS JIOKTOpa XIMIYHUX HayK 3a
cnemianpHicTiIoO 02.00.03 - opraniuyHa Xximis. — HarionanpHuil yHiBepcUTET
“JIpBiBCHKA mojiTexHika”, JIsBiB, 2010.

Huceprariisi  npucBsiyeHa  po3poOIll  KOMIUIEKCHOTO  MIAXOAYy  JO
HIecnpsiMoBaHoi TpaHcdopmanli KapOOPyHKIIOHATI30BaHUX YIPYNOBAaHb B
MOJIOKEHHI 4 Tipa3oybHOrO siApa 3 METOK KOHCTPYIOBAHHS O10JIOT1YHO
AKTUBHUX aIUKIIYHUX Ta TETEPOIUKIIYHMX aHCaMOJiB Ta KOHJEHCOBAHHUX
cucteM. Po3pobiieHa  MeTOAOJOTIE  CHHTETUYHOIO  3acCTOCyBaHHA — 4-
dbopmiIipaszodiiB Ta MPOAYKTIB iX KOHACHCcaIi 3 HU3K00 N- ta C- HykieoditiB
JUIsl IOOY0BH CKJIQAHUX Ta TMEPCHEKTHBHUX O10JIOTTYHO AKTHBHUX MOJICKYJI:
nipa3zono[3,4-d|mipuga3uHiB,  MEPBUHHUX, BTOPUHHUX, TPETUHHUX  4-
Mipa3oIIMETHIIAMIHIB, 4-mipa3oinTia3oaiguH-4-0HiB, nipa3ouiyi-4-
amMiHOMEeTHI(POCHOHOBUX KHCIIOT, mipono[2,3-d]mipasomni, 5-(mipazon-4-im)-2-
nipa3oniHiB, 4-(5-130kcazonin)mipa3onis, (mipa3on-4-i1)3,4-auriaponipuMianH-
2-0HiB(TIOHIB).

OnTuMI30BaHO B1AOMI Ta pO3pOOJIEHO AJbTEPHATUBHI BUCOKOMPOIYKTHUBHI
METOAM OTpUMAaHHS 4-Mipa3oiKapOOHOBUX, Mipa3oi-4-o1TOBUX, 3-(Iipa3on-4-
UT)IponeHoBUX,  2-(OeH30iaMiHo)-3-1ipa3oia-4-UIMponaHoBuX,  2-aMiHO-3-
(mipa3zon-4-u1)IporaHoOBUX KHUCJIOT Ta BHBYEHO iX XIMIYHI BJIACTHBOCTI 1
HANpsIMKU CUHTETUYHOTO 3aCTOCYBaHHSI.



Bcranoieno, mo mipa3on-4-kapOOHOBI KMCIOTH Ta 4-aMiHOMETHIITIPA30JIU
€ 3py4YHMMH 0a30BUMM CHUCTEMaMU [JIi OTPUMAaHHS BUCOKOPEAKI[IHHUX
eNeKTPO(UIBHUX  peareHriB:  4-i30IlaHaTomipa3oniB,  4-i13011aHATOMETUJI-
mipa3oniB, 4-kapOOHUTI30TIOMIaHATOMIPA30iB, 4-130Ti0IaHATOMETUIITIIPA30ITiB.
CucreMaTnyHO  JIOCHIDKEHO TOBEIIHKY OTPUMAHUX €IeKTpodiTiB  TI0
BIJTHOILIEHHIO JO TUMOBHUX HYKJICO(DITHbHUX PEarcHTIB.

Po3pobneno 3pyuHuit 1 e(peKTUBHMM MIAXiJ JO0 BaXXKOJIOCTYIHHUX
BHCOKOPEAKUIMHUX 4-XJIOPOMETHIINIPA30IiB, HA OCHOBI SIKMX BIEpILE OTPUMaHI
CUHTETUYHO TMEpPCIEKTUBHI peareHTH: 4-mipazoiiameTunrpudeninidocdoHnieni
coui, -TioyH, -Ti0(130Ti0)I1aHATH, -a3UaH, -IMIJIH, -130111aHATH, -I1aH1IH.

3anponoHOBaHO HOBY METOJOJIOTII0 CHUHTE3y O10J0T1YHO aKTUBHUX 4,5-
muriapo-2H-nipaszono[4,3-C|XiHOJIHIB, SKa TIPYHTYEThCA Ha BHYTPIIIHBO-
MOJICKYJISIpHOMY — apwitoBaHHl  N-ankii|3-(2-xmopdenin)-4-mipa3oiii |MeTu-
aMIHIB.

KaouoBi ciaoBa: 4-xkapOoyHKIIOHANIBHI MOXIAHI  Tipasony, 4-
nipa3onkapoanpaeriay, 4-mpa3zonakapOOHOBI KUCIOTH, 4-XJIOPOMETHIIITIPA30JIH,
4-aMiHOMETHIITIIPa30Ju, 4-T1APOKCUMETHINIPa3oiu, 3-(1ipa3oi-4-11)mporneHoBi
KHUCIIOTH.

AHHOTAIUA
Bbparenko ML.K. 4-Kap0o(yHKIIHOHATM3MPOBAHHBbIEC TUPA30JIbI - PyKOnHCh.
Juccepraiisi Ha COHMCKaHHME HAyYHOW CTENEHU JOKTOpa XUMHYECKUX
Hayk 1o cnenuanbHocTu 02.00.03 - opranuyeckass xumus. - HarmoHanbHbIN
yHuBepcureT “JIbBoBCcKkas nonurexuuka’’, JIbBos, 2010.
Juccepranmsi  MOCBSIIEHA  CO3[IaHUIO  KOMIUIEKCHOTO  TMOJXO0Ja K
L EJIEHAIPABIICHHON TpaHchopmaIuu KapOOPYHKITMOHATU3UPOBAHHUX
IPYNIHPOBOK B MOJIOKEHUU 4 MUPA30JIBHOTO SIpa C UEIbI0 KOHCTPYUPOBAHUS
OMONOTUYECKH AaKTUBHBIX AIUKIWYECKUX U TETEPOLUKINYECKHUX CHCTEM.
Pa3zpaboTana MeTOMONOTHSI CHHTETUYECKOTO MPUMEHEHUs 4-(hOpMIIITAPA30II0B
U MPOAYKTOB UX KOHJEeHcauu ¢ psagoM N- u C-Hykaeo(puIoB sl CO3JaHUS
CIOKHBIX M TEPCIEKTUBHBIX OHOJIOTMYECKH AaKTHUBHBIX MOJEKYJI: a3UHOB,
MEPBUYHBIX, BTOPUYHBIX, TPETUUYHBIX 4-MUPA30JIUIMETUIAMUHOB, MTUPA30JIHII-4-
aMUHOMETWIPOCHOHOBBIX  KHUCJIOT,  N-(4-mUpa3oduaIMeT1)cyib(haMuios,
YETBEPTUYHBIX aMMOHMEBBIX COJIeH; aHCcaMOJiel TeTepOIUKIMYECKUX CUCTEM —
2-(4-nMpa3ouia) THA30IUI0HOB-5,  S-(mHupa3oni-4-ui)-2-nupa3oanHoB,  4-(5-
M30KCa30JIMI)TUPa30JI0B, (Tupazoi-4-ui)-3,4-1uruAponupuMuanH-2-0HOB(THO-
HOB), 1,3-au(4-nupa3oIuIMe T ) MMUAA30TUINHOB, 1,3-nu(4-nupazonui-
METHJT)FeKCATUAPONTUPUMUIUHOB,  (MHpa3zoi-4-ui)2,3-nuruapodeHaacHOHOB;
KOHJCHCUPOBAHHBIX  TIETEPOLUKINYECKAX  CUCTEM - nupazono|3,4-
dJmupunazunoB, nmpasono|3,4-dJokcazuHoB, mHposao[2,3-d|nmupaszonos, 4-
okcodeHaneHo[2,3-c|nupasonos, 6en3o[h]mupaszono[4,3-c|U30XUHOTMHOB,
TtreHo[2,3-d|nupa3oos.
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OnTUMU3HPOBAHBI HU3BECTHBIE U pPa3pabOTaHbl aIbTEPHATUBHBIE BBICOKO-
POU3BOUTEIBHBIE METOJbl TONy4YeHHsS 4-TTUPa30JIKapOOHOBUX, NUPa30Ji-4-
VKCYCHBIX, 3-(Tupa3osi-4-ui)IporneHoBbIX, 3-(Mupa3oi-4-ui)IpoOnuHOBBIX, 2-
[(6eH30MIIaMIHO ) TUPA30JI-4-1JI |TPOTTAHOBHX, 2-aMUHO-3-(TTupa3oi-4-wmi)mporna-
HOBUX,  3-(mHpa3zosi-4-ui)-2-0KCOMPONMAHOBBIX  KUCIOT.  M3yueHbl  ux
XUMUYECKUE CBOMCTBA U MyTH CUHTETUYECKOTO MPUMEHEHUSL.

VYcraHoBIIEHO, 4YTO MHUPa3o0J-4-KapOOHOBBIE KHUCIOTHI W 4-aMUHOMETHII-
MUAPA30JIbl  SIBISIIOTCA  YJIOOHBIMU 0a30BBIMM CHUCTEMAaMH JUISl TIOJyYEHUS
BHCOKOPEAKIIMOHHBIX E€JIEKTPODUIBHBIX PEareHTOB: 4-W301IMaHATONMUPA30JIOB,
4-M301IMaHATOMETIIIIUPA30JI0B,  4-KapOOHUIM30TUOIMAHATONMPA30JIOB,  4-
U30TUOLIMAaHATOMETUIITIMPA30Ji0B. CHUCTEMAaTUYECKH MCCIIEJOBAHO TIOBEICHHE
MOJIyYEHHBIX €JIEKTPO(HUIOB MO OTHOIICHUIO K KIIACCHYECKUM HYKJICO(UIbHBIM
peareHTaM.

Pa3pabotan ymoOHBIE W BBICOKOIPOU3BOJUTEIBHBIN TMOAXO0 K CHHTE3Y
TPYAHOJIOCTYITHBIX BUCOKOPEAKIIMOHHBIX 4-XJIOPMETHINHPA30JIOB, HCIOJIb30Ba-
HUE KOTOPBIX MO3BOJWJIO BIEPBBIE MOJYYUTh CUHTETUYECKU IMEPCIEKTUBHBIC
peareHThl:  4-mupaszonmIMeTuI-TpueHmIPpocPoHneBbIe  COJMU,  -THOJBI,
-TUO(U30THO)IIUAHATHI, -a3UJIbl, ~-UMHU/JIbI, ~-U30LIMAHATHI, -IIUAHU]IBI U U3YUUTh UX
XUMHYECKUE CBOMCTBA.

Konpencamueinr  4-mMepkanTOMETWINUPA30JIOB € MOHOXJIOPYKCYCHOM
KHCJIOTOM CHUHTE3MpPOBAHI PAHEE HEU3BECTHBIC 4-MHPa30IUIMETHICYIb(aHNI-
YKCYCHBIC KHCJOTBI, JUIsI KOTOPHIX OTpaOOTaHbl ONTHMAJIbHBIE YCJIOBHS
npeBpalieHus B 4-MeTWICYIb(OUHUIYKCYCHbIE U 4-METHICYIb()OHMITYKCYCHBIC
KHCJIOTBI.

[IpennokeHa HOBasi METOMOJOTUSI CUHTE3a OMOJIOTUYECKH AKTHUBHBIX 4-
nurunpo-2H-nupaszono[4, 3-C]XWHONMHOB, KOTOpas Oa3upyercs Ha BHYTPH-
MOJIEKYJIApHOM  apuiupoBaHuu  N-ankwi[3-(  2-xmopdenwmn)-  4-nupazo-
JIAJ [METUIaMUHOB.

Cpenu CUHTE3MPOBAHHBIX COCIMHEHUMN BBISBICHBI BEIIECTBA C BHICOKOMU
AHTUMHUKPOHOM, MEMpPaHOCTAOWIM3UPYIOLIEH, CHEPMATOIMAHON a TaKxKe
repOMIUIHON U POCTPETYJINPYIOIIEH AKTUBHOCTBIO.

KuaioueBbie cioBa: 4-kapOo(dyHKIIMOHATU3UPOBAHHBIE TMPOU3BOJAHBIC
nupasofia, 4-nupazonkapOoanbAeruibl, 4-mupa3zoaKapOOHOBBIE KUCIOTHI, 4-
XJIOPOMETUIIIUPA30JIbI, 4-aMUHOMETUIUPA30JIbl, 4-TUAPOKCUMETUITUPA30JIbI,
3-(nmupa3oi-4-1i1)porneHOBbIE KUCIOTHI.

ANNOTATION
Bratenko M.K. 4-Carbofunctionalized pyrazoles. — Manuscript.
Dissertation for a Doctor of Sciences Degree in Chemistry by speciality
02.00.03 — Organic Chemistry. — Lviv Polytechnic National University, Lviv,
2010.
The dissertation deals with issues of developing an integrated approach to
the purposeful transformation carbofunctionalized groups with the pyrazole



nucleus position 4 in order to design biologically active acyclic and heterocyclic
ensembles and condensed systems. The following methodology of the use of
synthetic 4-fomylpyrazoles and products of their condensation with a N and C
nucleophiles for the construction of complex and promising biologically active
molecules has been developed: pyrazolo[3,4-d]pyridazynes, primary, secondary,
tertiary, 4-pyrazolylmethylamines, 4-pyrazolyltiazolydin-4-ones, pyrazolyl-4-
aminomethylphosphonic acids, pyrollo[2, 3-d] pyrazoles, 5-(pyrazol-4-yl)-2-
pyrazolines, 4-(5-isoxazole)pyrazoles, (pyrazol-4-yl)-3,4-dihydropyrimidine-2
(thiones). Optimized known and developed alternative methods of obtaining
high-performance 4-pyrazolecarboxylic, pyrazol-4-acetic, 3-(pyrazol-4-yl)
propenoic, 2-[(benzoylamino)pyrazol-4-yl] propanoic, amino-3-(pyrazol-4-yl)
propanoic acid. Their chemical properties and the direction of synthetic
applications has been studied. It has been established that pyrazole-4-carboxylic
acid and 4-aminomethylpyrazoles are convenient systems for basic highly
reactive electrophilic reagents: 4-isocyanatopyrazoles 4-isothiacianatomethyl-
pyrazoles, 4-carbonylisothiocianatopyrazoles, 4-isothiocianatomethylpyrazoles.
A systematic study of the behavior obtained elektrophyles in relation to the
classical nucleophyles has been performed. A convenient and highly productive
approach to the synthesis of highly reactive 4-chloromethylpyrazoles, the use of
which has allowed for the first time to obtain synthetically promising reagents
has been developed: 4-pyrazolylmethyltriphenylphosphones salts, -thiols, thio-
(isothio)cyanates, -azido, -imides, isocyanates, -cyanides. A new method for the
synthesis of biologically active 4-dihydro-2H-pyrazolo[4,3-c]quinolines which
is based on the intramolecular arylation N-alkyl [3-(2-chlorophenyl)-4-
pyrazolyl]methylamine has been developed.

Key words: 4-carbosubstituted derivatives of pyrazole, 4-
pyrazolecarbaldehydes, 4-pyrazolecarboxylic acid, 4-chloromethylpyrazoles, 4-
aminomethylpyrazoles, 4-hydroxymethylpyrazoles, 3-(pyrazol-4-yl)propenoic
acid.
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