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3AT'AJIbHA XAPAKTEPUCTHUKA POBOTH

Po3pobka MeTo/IB CHHTE3y Ha OCHOBI JOMIHO-PEAKIiii € OJHUM 3 HalOUIbII
LIKaBUX 1 3aXOIUIIOIOYMX HAIpSMKIB OpraHIYHOro cuHTe3y. Bnamum o0’exktom s
JOCHIJDKEHHsT TOAIOHMX B3aemoni € 2,2-mu3aminieHi MipUMiAuH-4-OHU  3aBISIKU
MOTY)KHOMY  CHHTETHYHOMY  TIOTCHINially IS  KOHCTPYIOBaHHS  PI3HOMaHITHUX
reTepolUKIIYHIX cucTeM. [IpuknagoM Takux OaratocTaiiiHUX MEPETBOPEHb € BIIKPUTE
Ha kadenpt TOPOII JIBH3 VIAXTY neperpynyBaHHsi remiHaibHOro asuny 5',6',7'.8'-
teTparigpo- 1 'H-cnipo[ukinorekcan-1,2'-xinazonin]-4'(3'H)-ony mig  fAi€elo  peareHTy
Binbcmaiiepa-Xaaka 3 yTBOPEHHSM CyMIlll ABOX MOXIIHMX LIAHTIAPOBAHUX AKPUIUHIB,
K1 Ba)XXKO CHHTE3yBaTU IHIIUMH crnocoOamu. JlaHa peakiisi cTajia TOIITOBXOM 10
CUCTEMATHUYHOI'0 JIOCTIIP)KEHHS 3aKOHOMIPHOCTEM MaHOI JOMIHO-pEeaKilii Ha MpUKIIaIl
IHIIMX 3aMillEHUX  MipUMIIWH-4-0HIB. MexXl BUKOpPHUCTaHHS Iii€i peakuii He Oyiu
MOBHICTIO BH3HA4YeHI. TOMY TaHMIA HANIPSAMOK JTOCIIKEHB JIMIIAETHCS aKTyaJIbHUM.

KpiM mocaimkeHHs BUIlle 3a3HaU€HOTo neperpymnyBanHsa 5',6',7',8'-terparigpo-1'H-
cripo[uukiorekcan-1,2'-xinazoniu]-4'(3'H)-ony He MeHIMA IHTEpPEC CTAHOBJIATH
OPOJAYKTH, OTPUMaHI Ha OCHOBI peakIliii Ii€i CHIPOCTIONYKH 3 eJIeKTPOPUIbHUMU
peareHTaMM, 30KpeMa i peakTuBOM Binbcmaiiepa-Xaaka. OOMexeHa KUIbKICTb
JITEPaTypHUX JaHUX CTOCOBHO JIOCTIDKCHHS XIMIYHMX BJIACTUBOCTCH OTPHUMAaHHUX
nponaykriB, a came 1,2,3,4,5,6,7,8-okTarigpoakpuaut-4-kapoonitpuny, 4,5-nudopmisi-
2,3,6,7,8,10-rekcarinpoakpunun-8a(1 H)-kapOoHiTprry Ta UKJIOTE€KCAaHOH-2-
KapOoKkcaMmigy Ta iX 3JaTHICTh JI0 IIMPOKOTO KOJIa peakilii poOWTh JaHWUN HAMPSIMOK
JIOCHIIPKeHb TEPCIIEKTUBHUM Ta aKTyaJbHHUM 1 JIO3BOJISIE BIIKPUTU LUISIX JI0 CHUHTE3Y
HOBHUX CITOJIYK.

3B'A30K pPo0OTHM 3 HAYKOBHMMM MpoOrpamMamm, IUiaHamMu, Temamu: PobOota €
YaCTUHOIO JOCHIDKeHb, 110 mnpoBoawmuch Ha Kadenpi TOPDII VYkpaiHchkoro
JEeP>KaBHOTO XIMIKO-TEXHOJIOTIYHOTO YHIBEPCHUTETY 3TiAHO TUIaHiB MiHICTEpPCTBa OCBITH 1
HayKd YKpaiHu 3a JepKO0KETHUMH TeMaMH ‘‘3aKOHOMIpPHOCTi yTBOpeHHs HitporeH- ta
CynsdypBMicHUX TeTepoluukiIiB. HoBi meperpymnyBanHs B yMoBax peakilii Binscmaiiepa”
(Ne mepxpeectpanii 0112U002060) ta “HoBi cunTeTH4H1 MeTOMM nu3aitHy HitporeH- ta
CynbdypBmicHUX 0i070TT4HO-aKTHBHUX crionykK” (Ne nepskpeectparii 0115U003159)

Merta i 3aga4i gocjigkeHHsl. MeToro poOOTH € TOCHIDKCHHS IeperpyrnyBaHHS
reminanbHOi cuctemMu N'-C2-N° noxigHux mipuMinuH-4-0HIB Mif Ii€l0 eneKTpodiIbHIX
peareHTIB Ta BUBYEHHS XIMIYHHUX BJIACTUBOCTEH CITOJIYK, OTpUMaHUX Ha ocHoBi 5'.6',7',8'-
teTpariapo-1'H-cnipo[mukimorekcan-1,2'-xinazomnin]-4'(3'H)-ony.

JIJist MOCSATHEHHS TTOCTABIICHOT METH TIOTPIOHO OYJIO BUPIIIUTH HACTYITHI 3aBIaHHS:

- JIOCHITUTH OCOOJIMBOCTI TEPETPYIMyBaHHS TEMIHAIBHUX MIPUMIANH-4-0HIB TIij
JIE€0 KACTOTHUX PEAareHTIB 3 METOI0 BUSIBJICHHS 3aKOHOMIPHOCTEH BIUIMBY CTPYKTYPHHUX
0COOJIMBOCTEN BUXITHUX CIIOJIYK Ta YMOB MPOBEJACHHS €KCIIEPUMEHTY Ha X1 peakiliil Ta
OyZI0By OTpHMAaHUX MPOTYKTiB;

- JOCHIAWTH peakUidHy 3JaTHICTb aKTUBOBaHOTro moyiokeHHs 4-C B OyaoBi
1,2,3,4,5,6,7,8-okTarinpoakpuauH-4-kapOOHITpUIYy Ta MHOro aHAJIOrIB B pEaKIifax 3
el1eKTpOPUIbHUMU peareHTamu;
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- BU3HAYUTU OCOOJMBOCTI MPOTIKAHHS peakiii Mo METMHOBUM aTomam KapOony
1,2,3,4,5,6,7,8-okTariapoakpuanH-4-kapOookcaMily Ta LHKIOT€KCAaHOH-2-KapOoKcaMmiay 3
COJISIMHM apWJIJIa30HII0 B KMCIOMY CEpPEIOBHILI Ta JOCIIIUTU NEPETBOPEHHS OTPUMAHUX
CHOJIYK;

- JIOCHIIIUTU peakUiiHy 3AaTHICTh (QopMuibHUX rpyn 4,5-nudopmin-2,3,6,7,8,10-
rekcarigpoakpuaud-8a(1 H)-kapOoHiTpuily B peakuisix 3 N-HykiaeopuiamMu 3 METOIO
OTPUMaHHS ocHoB Iludda Ta MaKpOIUKIIUYHOI CHOJYKH, SIK TOTEHIIAIbHUX
MOJIIACHTATHUX JIITAH/IIB;

- 3JIACHUTH TOIIYK Ta BHU3HAYEHHs O10JIOT1YHOI aKTUBHOCTI cepell OTPUMAHHUX

CIIOJTYK.
00’ekT AOCTIIKEeHHSI: MTOX1JTH1 2,2-au3aMIIeHIX NIpUMITUH-4-0HIB,
1,2,3,4,5,6,7,8-okTariapoakpuinH-4-kapOOHITPUII, 4,5-nmudopmin-2,3,6,7,8,10-

rekcarigpoakpuanH-8a(1 H)-kapOoHITpHII, IUKIOTeKCAaHOH-2-KapOoKcamis.

Ipeamer pocaigxenHsi: 3aKOHOMIPHOCTI MeperpynyBaHHs NOXITHUX TeMiHATbHUX
a3WHIB MiA JAi€0  enekTpoduibHUX areHTiB. OcoOJMBOCTI MPOTIKAHHS peakiii 1o
akTuBoBaHUM atomaMm KapOony 1,2,3,4,5,6,7,8-okTariapoakpuanH-4-kapobokcaminy Ta
IIUKJIOTEKCAHOH-2-KapOoKcaMily 3  COJSMHM  apWiia30HII0O B  yMOBax  peakiii
a30CIOJIYYCHHsSI Ta TMEPETBOPEHHsS OTpUMaHMX crnodyk. Peakmiiina 3patHicts — 4,5-
mudopmin-2,3,6,7,8,10-rekcarinpoakpunun-8a(1 H)-kapboHiTpuiny B peakiisix 3 N-
HYKJIe0( JTaMH.

MeTtoau nocaigxennsi: J[Jis JTOCSITHEHHS TMOCTaBJICHOI B AHMCEPTAIliiHIA poOOTI
MeTH Oyld BHUKOPHCTaHI HACTyHmHI METOAM: XIMIYHUH CHHTE3, TOHKOIIApOBa
xpomatorpadis, peHTreHOCTpyKTypHuUii amamis, 14-, SIMP- 'H, 3C, NOESY !'H-'H-
criekTpockorisi, Mac-criektpomeTpisi, GC-MS, LC-MS, enemeHTHHIT aHATI3.

HaykoBa HOBH3HA OTpMMAaHUX pe3yJbTaTiB. B nucepraiii Bnepiie:

- 3HaiIcHO YMOBH ISl CeJIeKTUBHOTO cuHTe3y 1,2,3,4,5,6,7,8-0oKTariapoakpuina-4-
kapOoHiTpuny Ta 4,5-nudopmin-2,3,6,7,8,10-rekcarigpoakpuanH-8a(1H)-kapOonitpuny
npu  neperpynyBanni  5',6',7'.8'-terpariapo-1'H-cnipo[mukinorekcan-1,2'-xiHa30:11H |-
4'(3'H)-ony mig giero pearenty Binbcmaiiepa-Xaaka.

- HochimkeHo ocoOJIMBOCTI MPOTIKAHHS IMEPErpynmyBaHHs MOXITHUX MIPUMIITHH-4-
OHIB 3 remiHanbHO cuctemor N!'-C2-N° ming miero pearenty Binbcmaliepa-Xaaka; Ha
MPUKJIIAII 1',5',6',7'-Trerparigpocnipo[mukiaorekcan-1,2'-mukmonenrtald JnipumiauH] -
4'(3'H)-ony Ta ¥MOro IlaHETUJIHOBAHOTO AaHAJIOTY TIOKa3aHO, IO TeperpynyBaHHsA
BiIOyBa€ThCS Ta MPUBOJNUTH O YTBOPCHHS MIAHMOXITHMX OiCaHEILOBAHOIO MIPUIAWHY, a
BIJICYTHICTh aKTHUBHOTO IIEHTPY IJsi (GOpMUTIOBaHHS y Bumaakax 7,7-tpumerun-1,5,6,7-
teTparigpoctipo| 1,2-mipono[3,4-dmipumingun-4(3H)-ony, 1'H-cmipo[mukiorekcan-1,2'-
xiHazomia]-4'(3'H)-ony Tta 2,2-mumernn-2,3-nurigpoxinazonin-4(1H)-ony cropsmoBye
peakiiro 70 yTBOpeHHsS |-mukiorekc-1-eH-1-i1-6,7,7-tpumetni-1,5,6,7-teTparigpo-4H-

niponio[ 3,4-d|nipuminun-4-ona, N-1ukiorekc- 1 -eH- 1 -i1-2-(MUKJIOTeKCUIT IS HAMIHO )
OeHzamina Ta N-[(1E)-(mumetunamino )metnex|-2-{[(12)-1-metunnpon-1-en-1-
u1]amMiHo } OeH3aMiza;

- Ilokazano, IO, 6,7,7-tpumetnii-1,5,6,7-terparigpocnipo| 1,2-miposo[3,4-
d]mipuminua-4(3H)-onu neperpynoByroThes mia gieto POCI; 3 yTBOpeHHSIM NOXiTHUX 4-
aMIHOMIPUJIUHY;



- Bmnepme mnposeneno ¢ynkuionanizaniro 1,2,3,4,5,6,7,8-okTarinpoakpuina-4-
kapOouitpuny, 1,2,3,4,5,6,7,8-okrariapoakpuant-4-kapookcaminy ta 1,2,3,4-retpariapo-
9-x10pakpuANHY MO TUITY a3a-€HOBOTO CUHTE3y N-apuii3aMillleHUMHU MajeiMilamu;

Ilokazano, mo 1,2,3,4,5,6,7,8-okTariapoakpuiuH-4-kapOOHITPUI B3aEMOJIIE 3
COJISIMU J11a30H1I0 3 YTBOPEHHSIM a30CMONyK, Tofl sk 1,2,3,4,5,6,7,8-0okTarigpoakpuana-4-
KapOoKcaMiJ] Ta LIUKJIOI€KCAaHOH-2-KapOOKcaMiJl 3a PI3HUMH CXEMaMH Peakili yTBOPIOIOTh
ripa3oHu.

- Tloka3aHo, 110, HE3BaXKalOUM Ha 3HWXKEHY eJIeKTpouIbHICTH, aToMmiB KapOony
dopMminbHuXx rpyn, 4,5-agudopmin-2,3,6,7,8,10-rekcariapoakpunun-8a(1H)-kapooniTpun
JOCHUTD JIETKO BCTyMae B peakiito 3 N-Hykjeodinamu 3 yrBopeHHsM ocHOB Iludda ta
MaKpOITUKJIIYHOT CITOTYKH.

- BusaBneno 3a momomorow TecTyBaHb in vivo, mo 2,3,3-tpumerun-2,3,5,6,7,8-
rekcarigpo-1H-miposo[3,4-b]xiHoniH-9-amiH NposBIIsi€ 3HAYHY HEUPOTPONHY aKTHUBHICTb.
TakoX BCTAHOBJIEHO, WO 7-aMiHO-6-[(4-apwI)ripa3oHo]-7-0KCOTeNTaHOBl KHUCIOTH
IPOSIBIISIIOTH BUCOKHUI piBEHb 010JI0T1YHOI akTUBHOCTI. JlaHu# Martepian 3HaXOIUTHCS Ha
CTa/Iil MaTeHTYBaHHS.

HpaKanHe 3HAYCHHS] OTPUMAHHX pesyanaTiB°

-B xo1i po6oTH po3pobIeHO 3pydHi Ta €KOHOMIYHI METOJUKH CHHTE3Y CIIOJIYK PSAIY
(GYHKIIOHATBPHO3AMIIIICHUX ~ TiIPOBAaHUX  aKPWAHWHIB, TiIpa3oHiB,  IHIONIB,  fKi
NPEJICTABISAIOTH 1HTEpeC AK HOBI O10JOTTYHOAKTUBHI CHOAYKU. B pe3ynbTari mpoBeaeHux
JOCITIJDKeHh OyJI0 BCTaHOBJICHO, IO cepea OicaHenboBaHUX 4-aMmiHOMIpUAWHIB 2,3,3-
TpumeTni-2,3,5,6,7,8-rekcariapo-1H-mipono[3,4-b]|xiHoMiH-9-aMIH  TpOSIBIsE€ BUCOKHUU
pIBEeHb HEHWPOTPOITHOI aKTUBHOCTI. BHsBICHO BHCOKY (apMaKoJOTiUHy aKTHUBHICTH
CHOJIYK Ccepell TiApa3oHIB OKCOTeNnTaHOBHX KHUCIOT. Lli mochimKeHHs 3HAXONAThCS Ha
cTajii maTeHTYBaHHSI.

- Ha ocnosi 4,5-nudopwmin-2,3,6,7,8,10-rexcarigpoakpuaus-8a(1H)-kapOonitpuny
po3pobsieH0 e(EeKTUBHUN METOJ CHHTE3y IIPOCTOPOBO OPraHi30BaHUX MOJICKYJI, SKI
MarTh IIEHTPH 3B'I3yBaHHS MEPEXiIHUX METAIIB, HA OCHOBI SKUX MOXYTh OyTH CTBOpPEHI
BHCOKOC(PEKTHBHI HAHOPO3MIPHI CEHCOPH.

OcoOucTnii BHeCOK 3100yBaya IoJjsarae B aHaji3l Ta CUCTeMaTH3allii JiTepaTypHUuX
JTaHUX, TJIAHYBaHHI Ta BHUKOHAHHI CEKCIIEPUMEHTAJbHHUX JOCTIIKEHb, MPOBEJCHHI Ta
onTUMIi3amii yMOB peakIliid, IHTeprpeTamii CHEKTpaJbHHX JaHUX Ta 1IeHTH}IKAI]
OTPUMAaHUX CTOJYK, HAITMCAHHI IMyOIiKamii, qucepTarltii i aBTopedepary.

[TocTanoBKa 3a/1a4, yuyacTh B 0OTOBOPEHHI Ta y3araabHEHHI OJICpKAHUX PE3yJIbTaTIB
1 GOpMYITIOHHS BUCHOBKIB Ha 1X OCHOBI 3/IIICHIOBAJIUCS CIIUILHO 13 HAYKOBUM KEPIBHHKOM
mpod., 1.x.H. Mapkosum B.1.

ABTOp BHCIIOBIIIOE MIUPY MOJSAKY K.X.H. Bapennuenko C.A. ta k.Xx.H. ®apary O.K.
3a JOTIOMOTY Yy TIPOBEJICHHI OKPEMHUX EKCIIEPHMEHTIB Ta OOTOBOPEHHI iX pe3ysbTaTiB, a
TakoXk K.X.H. Maszemi O.B. (®i3uko-xiMmiunuii iHCTUTYT iM.. A.B. borarcekoro HAHY, M.
Opneca) 3a NpoBeIEHHS] MAaC-CIIEKTPOMETPUYHUX JTOCHIAKEHb.

Anpo0Oauii pe3yJbTaTiB quceprTauii.

Pesynbratt  pobOOTM  NOpeACTaBICHO Ha  MDKHApOJHUX 1  HallOHAJIBHUX
koHPepennsix: VI MixHapoaHa HayKOBO-TEXHIYHA KOH(EpPEHIisl CTYAEHTIB, aclipaHTiB
Ta MOJIOAUX BUYEHUX «XiMis Ta cydacHi TexHojorii» (Juimponetposcrk, 2013), XXIII
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Vkpaincbkiil koH(pepeHwii 3 opraniuHoi ximii (Yepnismi, 2013), VI Mexaynapoanas
Hay4yHO-TeXxHUuYeckass KoHpepeHuus «HoBeiline 53HEpPro- U PpecypcocoXpaHsIoNIne
XUMUYECKUE TEXHOJIOTMU U dKojiornueckue npoodieme» (Onecca, 2013), Beepoccuiickast
KOHpEpEHIUsA C MEXKIyHApOIHbIM y4yacTHeM «COBpEMEHHBIE JOCTHKCHHUS XUMHH
HENPEJENbHBIX COCIWHEHUI: alKMHOB, AJKCHOB, apeHOB M reTepoapeHoB» (CaHKT-
[letepOypr, 2014), XII Bceykpaincbka KoHGEpEeHIII MOJOJUX BUEHUX Ta CTYIECHTIB 3
aKTyaJlbHUX TUTaHb cydacHoi ximii (JuimpometpoBcbk, 2014), VII Mixnapoana
HayKOBO-TE€XHIYHA KOH(MEPEHIlis CTYJEHTIB, acHipaHTIB Ta MOJIOJUX BUEHHX «XiMis Ta
cyyacHl TexHoJorii» (Hduinponerposcbk, 2015), XIII Bceykpaincbka KoH(peEpeHIis
MOJIOAMX BUEHUX Ta CTYJEHTIB 3 aKTyaJbHUX MHUTAaHb Cy4yacHOI XiMii ([JHimponeTpoBChK,
2015), Bceykpainchka CTyJeHTChbKa HayKOBa KOH(EpEeHIlis 3 MDKHAPOJHOK  Y4acTiO
«HaykoBa VYkpaina» (aimponeTtpoBchk, 2015), MixHapogHa MUDKIUCIUIUTIHAPHA
HayKOBa KOH(EPEHIIis CTYACHTIB, aclipaHTIB 1 MOJOAUX BUeHUX «Science and Scientists»
(duinponetpoBebk, 2015), BeeykpaiHchbka HayKOBO-T€XHIYHA KOH(EpEHIIs CTYICHTIB,
acmipaHTIiB Ta MOJIOAMX BYEHUX «3M00YTKH TEOPETUYHOI MEIUIIMHH — B MPAKTUKY
oXopoHU 370poB's». (3amopixkxks, 2016), IX BceykpaiHchbka HayKOBO-TEXHIUHA
KOH(EpeHIIs CTYAEHTIB, acHipaHTIB Ta MOJOAMX BYEHUX 3 MDKHAPOJHOIO  y4YacTio
«XimiuHi mpobOsemu chorojeHHs» (Binaums, 29-30 OGepesns 2016), Bceykpaincbka
HayKoBa KOH(EpeHIlis CTYJEHTIB, acipaHTIB Ta MOJIOAUX BueHHX «XiMiuH1 KapazuHchki
gutaHHsa» (XapkiB, 2016), XIV Bceykpaincbka KOH(MEpEHIlii MOJOAMX BYCHHX Ta
CTYIICHTIB 3 aKTyaJlbHUX MHUTaHb cydacHoi ximii (JnimpomnerpoBcbk, 2016), XXIV
VYkpainceka koHdepeHiis 3 opranigynHoi ximii (IlomraBa, 2016), II Bceykpaincbka
HAyKOBO-TIpaKTHYHA KOH(epeHIlis «AKTyalbHI TpoOjaeMu XiMii Ta XIMIYHOI TEXHOJIOT1I»
(KuiB, 2016), BceykpaiHcbka HaykoBa KOH(EPEHIlisd CTYACHTIB, aclipaHTIB Ta MOJOIUX
BueHUX «Ximiuai Kapasunceki umtanus» (XapkiB, 2017), BceykpaiHchbka HaykoBa
KOH(EpeHIIisl CTYJAEHTIB, aclipaHTIB Ta MOJOJINX BUCHHUX 3 MDKHAPOIHOK YYacCTIO «XiMis
Ta cydacHi Tex"ojorii» (Juinpo, 2017).

Ily6aikamii. Pesynpratn po6oTH omy0JIiKOBaHO y 25 HAayKOBUX MpalsX, B TOMY
9UCIl 2 CTAaTTi y KXypHallaX, 110 BXOJATh JI0 HayKOMETPUYHUX 0a3 NaHWX, 3 CTaTTl y
KypHaJlax 3 Tepesiky HayKoBUX (axoBux BuIaHb YKpaiHu 1 20 Te3 gomoBiaed y
Marepiajlax MDKHApOJHUX Ta BCEyKpPaiHChKHX KOH(PEPEHITIH.

CTpykTypa Ta o0csr auceprauii. {ucepTariis ckiagaeTbes 3 aHOTAIll1, BCTYITY,
TPHOX PO3JILIIB, BUCHOBKIB, CITUCKY BUKOpPUCTaHOi JitepaTypu (153 HaliMeHyBaHHS),
MICTUTB 62 cxemu, 28 prCyHKIB Ta 2 Tabnuii. O6csr qucepTailii CTaHOBUTH 162 CTOPIHKH.

OCHOBHUM 3MICT POBOTH

VY BeTyni oOTpyHTOBaHO aKTyaJdbHICTH POOOTH, CHOPMYITHOBAHO METY Ta 3aBIAaHHS
JOCITIHKCHHSI, BIIOOPAXKEHO HAYKOBY HOBH3HY Ta TMPAaKTHYHE 3HAYCHHS OTPUMaHUX
pE3YNbTATIB.

VY mepumiomy po3aijii HaBeAEHO JITEpAaTypPHUM OTJIs, TPUCBIUYCHUMN JOCIIIKEHHIO
XIMIYHUX BiactuBocted 5',6',7',8'-reTpariapo-1'H-crnipo[uukiorekcan-1,2'-xiHa3071iH |-
4'(3'H)-ony 1. HaliGuipmuii 1HTEpeC NPEACTaBISAIOTh TIAPOBAHI I[IaHAKPUAWUHU —
1,2,3,4,5,6,7,8-oktarinpoakpuaut-4-kapoonitpun 2 Tta  4,5-mudopmin-2,3,6,7,8,10-
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rekcarigpoakpuanH-8a(1 H)-kapOonitpun 3, oTpumaHi B XOJl BIIKPUTOIO paHille Ha
Kadenapi TOPOII JABH3 YIAXTY OaraTtocTaiiitHOTO neperpynyBaHHs
TeTparigpocnipoxiHa3oiin-4-ony 1 B ymoBax peakuii Binscmaiiepa-Xaaka, Ta
[UKJIOTE€KCAaHOH-2-KapOoKcamig 4, sSKkdid € TPOJYKTOM KHUCJIOTHOTO TipOJIi3y
conipocrionyku 1 (cxema 1). Ha ocnHosi cnonyk 2,3,4 MOXyTh OyTH CTBOpPEHI CIOJYKHU
PI3HUX KJIACIB OPraHiyHO1 XiMii 3 I[IHHUMU BJIACTUBOCTAMU (cxemal).

CN CHO ~ CHO
N N
AN
| +
= N
CN
2 (42%) 3 (10%)

Cxema 1

Y npyromy po3aiii po3risiHyTO OAWH 3 HAIpPSMKIB JOCITIIKEHh — BCTAHOBJICHHSI
3aKOHOMIPHOCTEH TeperpyryBaHHsS aHAJIOTIYHUX CcHipaHy 1 TeMiHaJIbHMX CHCTEM B
yMoBax peakilii Binbcmaitepa-Xaaka ta POCl; 3 MeTol0 BUSBIIEHHS BIUTUBY iX OyJI0BU Ha
X1]1 peakiii Ta MOXJIMBICTh YTBOPEHHs OicaHEIbOBaHUX MIPUIUHIB.

Panime mpu 3mimyBani cmipany 1 3  (QoOpMUTIOIOYMM peareHTOM 3aBXKIU
yTBOPIOBAJIACH CyMilll MpoAayKTiB 2 1 3 (cxema 1). B pe3ynbrari qeTaabHOTO AOCIIIKEHHS
neperpynyBanas  5',6',7'.8'-terpariapo-1'H-cnipo[ukinorekcan-1,2'-xinazonin]-4'(3'H)-
oy 1 mim niero peareHTy Binbcmaliepa-Xaaka BCTaHOBJICHO, IO CITIBBITHOIIICHHS
IPOJYKTIB peakilii 2 1 3 3a1eXuTh Bi MOPSAIKY J0JaBaHHS peareHTiB. [Ipu nmoctynoBoMy
noaaBaHHi cripany 1 10 GopMiTo0U0i cyMilli Ta IHTEHCUBHOMY TI€pEeMIllTyBaHHI, BUXI]I
mudopminmoxinnoro 3 3poctae 3 10% no 35%, a KUIbKICTh KapOOHITpHIIY 2 CKJIajae
meHme 2%, 3BOPOTHIM MOPSAOK [OJaBaHHS pPEAareHTiB MPUBOJUTH JO YTBOPEHHS
BUKITIOUHO KapOoHiTpuiy 2 (65%).

Jlns mocipKeHHsT 0COOJIMBOCTEH MPOTIKAHHS JaHOI peakilii 0ysio oOpaHO CIOIYKH
5a-d, 6, 7a,b, 8 a,b, 3 sikux Sa-d Ta 6 cunTe3oBaHo Bepie (cxema 2).

H 1
N H R
N
—N 2
NH R
NH
(0)
O
6 8a,b
Cxema 2

a) RI4+R2= (CHa)s; b) R'=R?=CH3; ¢) R'=CH; R*=C,Hs; d) R'=CH; R2=n-Bu;

2-CrniponoxiiHe NipoJonipuMiinH-4-0oHy Sa B yMoBax peakiii BuibcMaiiepa-Xaaka,
MPUBOJUTE 0 MPOAYKTY perukmizamii 9 (cxema 3), skuit Mictuth HiTporenzamiiieHui
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nipumignH-4-oHoBuil gparment. Ha ocHoBi ananizy manux PCA cnomyku 9 (puc.l)
BUSIBJICHO, 110 UMKIOIN€KCEHOBUM LMKJ PO3BEPHYTUM MalKe OPTOTOHAJIBHO [0
NIPUMIJUHOBOrO Yepe3 HasBHICTh MOPYY ABOX METHJIBHHUX IPYI B MIPOJIHOBOMY LUKIII. B
TAaKOMY BHMAJKy NOJABIMHUN 3B'A30K ILMKIOT€KCEHOBOI'O IMKIY € HEaKTUBOBAHUM,
OCKUIbKM BIJICYTHE HOTO CHpPsDKEHHS 3 HEMOAUICHOI EJIEKTPOHHOK IMapol aToMy
Hitporeny.

H
POCI, N
JIMOA N
—_— NH
Cl
_ POCI,
JIMOA

9 (20%)
Cxema 3

BcraHoBneHHsT  CTPYKTypu — OTPUMAaHOIi
Criolyku 9 3piiicHioBajgoch 3a naHumMu PCA,
AMP 'H, BC, I4 cnekrpockomii Ta Mac-
CIIEKTPOMETPIi. 2,2-/ln3amimieHi
niposionipuminud-4-oau Sb-d, 6 BcTymaroTh B
peakiiito 3 peakTuBoM Binbcmaliepa-Xaaka, aie
yepe3  0araTOKOMIIOHEHTHICTh  OTPUMAaHHUX
CyMilel aHAITHUYHI 3pa3Ku IS 1IeHTH(IKaI]
HE BUILUICHO.

ITokazano, 110 2,2-nu3aMilieH1
xiHazomiHOHM 7a Ta 7b B yMmoBax peakiii
Binbcmaiiepa-Xaaka He MeperpymnoBYHOTHCS 3
YTBOPEHHSAM aHAJIOTiB KapOoHiTpuiiB 2 Ta 3.
[lpu warpiBaHHi 2-cmipoxiHa3ojiiH-4-0oHY 7a B
ymoBax  peakmii  Bigbcmaiiepa-Xaaka B
pe3ynbTaTi  MDKMOJEKYJISPHOI B3aeMOAIi TPOMDKHHUX IHTEpMeEdiaTiB BinOyBaeThCs
yTBOpeHHsT N-IUKIOTeKC-1-eH-1-11-2-(muKiorekcuiinenamino)oen3aminy 10 (cxema 4).
BukopucrtanHs B IKOCT1 BUXIIHOI PEYOBUHHU 2,2-TUMETHI XiHA30J1HOHY 7b 3a TMX caMuX
yMOB peakiii npuBoauth A0 yTBopeHHs N [(1E)-(mumerunamino)metmneH]-2-{[(1Z2)-1-
MeTuinpon-1-eH-1-ut]amino } 6enzaminy 11 (cxema 5).

Pucynok 1— Mounekynspnaa OygoBa
crionyku 9 3a nanumu PCA



QL
AM®A \Ol POCL/IM®A ) NH,
POCl3 A 80°C H
= N +
CN
5 2. H,0 10 (20%)
.
T m/z 296 [M+]
Cxema 4
—_ — Y\CHO
u NH
NH —_— +
ZNH | 5 1,0 NN
Cl o
7b - 11 (45%)
Cxema 5
3a kiMHaTtHOI Temmneparypu npojoBxk 10 mi0 abo mpu HarpiBanHi g0 60-80°C
ITPOJOBK 2-x TOJIUH 1',5',6',7'-rerparigpocmipo[ iukiorekcan-1,2'-

nukionenta[d|nipuminua]-4'(3'H)-or 8a B ymoBax peakimii Binbcmaiiepa-Xaaka
dbopMUTIOETBCS 3 YTBOPEHHSAM TigpokcuMeTwieHy 12, a mpu HarpiBanHi go 100-110°C
BinOyBaeTbcsad po3kpuTTa 3B’ 3Ky C2-N° imTepmeniara C 3 yTBOpEHHSM KapOKaTioHY,
nojanpiie (QOPMUTIOBAHHS Ta TEperpyIlyBaHHs SKOTO TMPHUBOIUTH JO YTBOPCHHS
mudopminy 13 (cxema 6).

H O~y
N H
N
NH -
NH
gq 9O
T IMoA 12 (66%), O
_ POCHL 0
-NHMe,
H \
N )IMd)A 7S
T POCL JIMCDA
CN
.« a T N\,
N\
I+ l
CHO / ]
H +
N NH NH
-
= P -NHMe
CN CN CNN
13 (57%) <N

Cxema 6
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[{ianeTnnpoBaHUM aHanor cnipany 8a 1',5',6',7'-rerparinpocnipo[uukiorekcas-1,2'-
uuknonentald|nipuminui]-4'(3'H)-on 14 npu HarpiBansi go 60-70°C abo 3a KiMHATHOi
TEMIIEpaTypy YTBOPIOE MPOAYKT NEperpymyBaHHs — ILiaHoeTui-2,3,5,6,7,8-rekcarigpo-
I H-timknonenTa[ b |xiHoniH-3-kapOoHitpuia 15 (cxema 7). [HTepmeniat A Mae 3HaXOAUTUCH
y BUIUIAAL 130Mepy 31 30JMKEHUMH y HPOCTOpPl pEaKIIHHUMHU LEHTpaMu, L0 CHpUse
LUKJI3alii, OCKUIbKM Yy 3BOPOTHOMY BHIAJKy croctepiragocss © (GOpMuUTIOBaHHS
[UKJIOTEKCEHOBOTO (PparMeHTy.

|,
N N /N\

Z POCL, z POCI,

+
NH AM®A __NH JIMOA
o Cl
NC NC
14

X ~
P H,0
N -
CN H*
-NHMe,

NC 15 (29.5%)

Cxema 7
BBeneHHs mipoSiHOBOTO MHMKIY B OYJ0BY BUXIAHUX PEYOBUH CHPUSIE TIOSBI
010JI0T1YHOT AKTUBHOCTI B OTpUMaHUX Mpoaykrax. Kpim ymoB peakmii Bimbcmaiiepa-
Xaaka JOCIDKEHO IeperpymyBaHHs MmipojomipuminguH-4-oHiB mig  niero  POCI;
KAM'SITIHHAM Yy TOJYOJi, SKE TaKoXX TMPOXOJUTh 4Yepe3 YTBOPEHHS MPOMDKHHUX
iMigoinxnopuaiB. B pe3ynbrari peakiii oTpuMaHO MOXimHI 4-aMiHOmipuAnHIB 16a-c

(cxema 8).
N
—N | RE @ —
NH

A,tonyon 110°C

NH
o 2
S5a-c 16a-c (45-67%)
CxeMma 8
5a) R'+R?= (CHz)s; b) R1=R2=CH3; c) R1=CH3 R2=C2H5;

16 a) R1+R3: (CH2)49 b) RlZCH3, R3:H; C) }-{1:}-{3ZCH3
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HocnikeHnsimu, nposenenumu Ha 6a31 HJII menuko6ionoriynux npodiem JJMA
MQO3 Vkpainu, BcTaHOBIIEHO, o0 2,3,3-TpumMerun-2,3,5,6,7,8-rekcariapo-1H-nipono[3,4-
b]xiHoniH-9-aMiH 16a nposBIIsiE HEUPOTPOIIHY AKTUBHICTH 3 BACOKUMU MTOKa3HUKAMH.

Tperiit po3ain gucepramiiiHoi poOOTH NPUCBSIYEHO peakiisM MPOIYKTIB,
OTpUMaHUX Ha OCHOBI meperpymnyBaHHs  5'.6',7'.8'-terpariapo-1'H-cnipo[uuknorekcan-
1,2'-xinazonin]-4'(3'H)-ony 1 min agiero enekTpopuibHUX peareHTiB. B miteparypHoMy
OrJIsiAl PO3MJSIHYTO MeperpynyBaHHs crnipany 1 B ymoBax peakiii Buibcmailepa-Xaaka B
pe3ysbTaTl KOO  YTBOPIOETHCSA CYMIII JBOX OKTariipoakpuAMHKapOOHITpUIIB 2,3.
JlocnimKkeHHsl XIMIYHUX BJIACTUBOCTEN TPOBAHUX aKPUJMHIB 2,3 Ta aHAJIOTTYHUX CUCTEM
CTaJIO JIOTTYHUM MPOJIOBKEHHAM MONEPEAHBOTO PO3LTY.

IMiH-€eHaMiHHA TayTOMEpIs B MOJEKYJ OKTarigpoakpuauH-4-kapOoHITpuiy 2 Ta
kapOokcaminy 17 copusie aktuauii nojoxkeHHs 4-C 1, sIK HacIiAOK, MPOXOKEHHIO
eNEeKTPO(UIBHOTO 3aMIUIEHHS COJSIMU apWIIIa30HII0 32 MEXaHI3MOM NpHU€EIHAHHS-

BiJIeruieHHS (cxema 9).
) —
—
N7 ) }N!I
R R
2,17

, 2a,17a

Cxema 9
2 R=CN; 17 R=CONH,

B konmenTtpoBaHiii cynabdaTHii a00 XJOPUIHIM KHUCIOTI KapOOHITpwiI 2 Ta
kapOokcamia 17 3 cosiMu apuiiia30Hi0 YTBOPIOKOTH azocnonyku 18a-c, 19a,b, 20 a,b
(cxema 10).

_ HCL AcOH N
+ ArN;Cl L Ac >
/s
N

R N=N

18a-c, 19 a,b

RV

Cxema 10
18: R=CN a) R'=H, b) R'=CH,, ¢) R'=SO,NH;; 19 R=CONH, a) R'=H, b) R'=CH;

B3aeMopis okrarinpoakpuaun-4-kapOokcamiga 17 3 consiMu  apuiiAia3oHIIO B
KOHIICHTPOBaHIM cynb(haTHI KUCIOTI 0€3 HAJJIUIIKYy HITPUTY HATpPilO0 BiAOYBAa€eThCA 3
yTBOpEHHsIM a3zocnoiiyk 20a,b, a mpu HaAsSBHOCTI HAJIMILIKY HITPO3YIHOUOrO AareHTy,
MPOXOAUTh Yepe3 NPOMDLKHY a30CHONyKy, aMiHa Trpyna sKoi TIAPOTIZYETbCS M0
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KapOOKCUIJIbHOI 32 ME€TOI0M byBO Ta BIAIIEIUIIOETHCS 3a MeXaHi3MoM fAnmna-Kninremana.
B pesynbrati peakiii Bunuieno (apui)rigpaszonu (4E/Z)-2,3,5,6,7,8-rekcariipoakpu/iuH-
4(1H)-ony 21a,b. Ilpu 06poOui azocnonyk 20a,b cymimiint cynbhaTHOI Ta OITOBOI
KHCJIOT TaKO YTBOPIOIOThCA rigpaszonu 21a,b (cxema 11).

NaNO, exBiMOIL. X
- |
AcOH, 0-5°C, NZ
. 15 x8 20 a,b H,NOC N=N
+ ArN; HSO;— (85%) Ar
N? l H,S0,/AcOH
CONH,
NaNO,, Haw. \
17 2 |
H,SO,/AcOH, N
0-5°C, 15 xB

NS
21 a,b NH
(82%) Ar

Cxema 11
a) Ar=n-O,NC H,; b) Ar=0-O,NC/H,

3aJIexXHICTh yTBOpeHHs aszocmoiyk 20a,b a6o rigpasonis 21a,b  Bim ymoB
MPOBEACHHS peakilii okTariapoakpuanH-4-kapobokcaminy 17 3 coissMu apuiaia30HIIO
BUSIBUIIACh €(DEKTHMBHUM IHCTPYMEHTOM JUIS HANpPaBICHOTO CHHTE3y a30CIoNyK abo
riipa3oHiB. 3 METOI BCTAHOBJICHHS OCOOJMBOCTEH TMPOTIKAHHA peakiii cosei
apwIIia30HII0 13 CIOJYKaMH, B SIKUX HYKICO(MUIbHUN IIEHTP TEHEPYEThCS 3a PaxyHOK
TayToMepii, K BUXIAHY PEYOBHUHY Oyio OOpaHO ITMKIOTeKCAaHOH-2-kapOokcamin 4, B
SKOMY aKTHBaIlisl BiIOyBa€ThCs B PE3yibTaTi KETO-€HOJBHOI TayTomepli. 3a mgaHUMU
SAMP'H y JIMCO-d¢ umkiorekcaHoH-2-kapOokcamin 4 mepeBakHO 3HAXOAUTHECS B
€HOJIBHIN (HOpMI, 110 CTBOPIOE MOKJIMUBICTH MPOBEICHHS PEaKIliid 3 ITUPOKUM HaOOpOM
coJiel nia3oHi0. Bmepiie mnpoBeleHO peakililo IHUKIOreKcaHOH-2-KapOokcaminy 4 3
COJISIMM JT1a30HII0, sIKa MMPUBOIAUTH IO YTBOPEHHS MOMi(YHKIIIOHATEHUX N-apHIriapa3oHiB
22a-p 3a mexanizMoM peakiii Anna-Kninremana (cxema 12).

— . _ AcOH, 360
- L ANy 28 36% HCl o }NI
o PAY 0-5°C, 15 xB N~ “Ar
OH
NH NH
4 ? 4a 2 22 a-p
Cxema 12

22: a) Ar=4-MeCsHy; b) Ar=4-CICgHa; ¢) Ar=Ph; d) Ar=2-NO,CsHa; €) Ar=3-NO,CsHy;
f) Ar=2-Me-5-NO,CsH3; g) Ar=4-NO,CsHa; h) Ar=4-BrC¢Ha; i) Ar=2-Br-NO,CsH3; j)
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Ar=2- Cl 4—N02C6H3, k) AI‘_3—N02—4 OMGC6H3, l) Ar=4- SOQNH2C6H4, m) Ar=

o ;n) Ar=

o N

N Il H (o]
H i 0
Wy oRs o
§ 0 H CH;

; 0) Ar= °=; p) Ar=

O=wn=0

JUiss  10IaTKOBOrO  MIATBEPDKEHHS KOHQIrypauii rigpa3oHiB 22a-p  Oyno
npoananizoBano crexktpu NOESY romosneproi kopensuii 'H-"H. Ananiz kopemsuiianx
JAHUX TIATBEPJKYE HASBHICTh BOJHEBOrO 3B’SI3KYy, XapaKTepHoro s Z-izomepy 22b Tta
HasBHICTH Kpoc-miky (12.67 1 7.09), akuil CBIIYMTH OPO BUHUKHEHHS SIEPHOTO €PEeKTy
OBepxaysepa MK aToMoM ['iporeHy rigpa3zoHoBoro (¢parmMeHTy Ta atoMoMm ['imporeny
apOMaTUYHOTO KUIBIIS yepe3 ix mpocTtopoBe HaOmmkeHHs (puc. 2). Ha npuxnani cnonyku
22e 4ITKO MPOCTEXKYETHCS BIACYTHICTh BOJHEBOTO 3B'SI3KY, a HASBHICTh Kpoc-miky (9.97;
2.59) miaTBepIKy€E MPOCTOPOBY HAOIMKEHHICTh MK aToMOM HiTporeHy riapa3oHOBOTO
¢parmenty Ta aromom [imporeny CH,-rpynu, 1mo € MOXIMBUM JIMIIE€ y BUIAIKY
yTBOpeHHs E-130Mepy (puc. 3).

2.44 ppm

(‘\1{7.62 ppn]zq_I e 8.09 ppm N02
. .64 ppm | )
O H HH °N / 7.90 pp
239 - 9 97 ppm
HO O 1.40-1.45 ppm
H H H I\} 12.64 ppm O H H I?I H 7.48 ppm
2.24 ppm ’ ' HO /N;‘ I_IJ
7.09 ppm H H . 7.63 ppm
H ’H 7.57 ppm
2.23 ppm T O I?I
H 7210 153158 ppm 1 698 ppm
Cl

Pucynok 2 — NOESY 'H-'H crmonyku 22b  Pucynok 3 — NOESY 'H-'H cronyku 22e

B mpomeci BcranoBneHHs OymoBH 7-aMiHO-6-[apHIITigpa3uHO |-7-0OKCOTENTaHOBUX
xucior 22a-p 3a ganumu SIMP 'H, sammcanux B JIMCO-ds, BCTaHOBJIEHO, IO BOHU
3HAXOIATHCS BUKIIOYHO y BHrisial E- abo Z- i3omepiB, Toai sk B cnekrpax B CDCls
MPUCYTHI cUrHaiIM 000X i30MepiB. BusBieHo, mo oTpuMani 7-aMiHO-6-[apuIrigpa3uHo |-
7-OKCOTENTaHOB1 KUCJIOTH 22a-p TPOSBISIOTh BUCOKHHA pPiBEHb 010JIOT1YHOI aKTHBHOCTI
(MaTepiany  JOCIIDKCHHS Ha  OiOJOTiYHY aKTHBHICTh 3HAXOIATHCS HA  CTajil
MaTeHTYBaHH).

[ukmnizarmiero orpumanux (apui)rigpazoniB (4E)-2,3,5,6,7,8-rexcariapoakpuanH-
4(1H)-on 21a,b B ymoBax peakiii ®imepa CHHTE30BaHO HOBI MOXimHI 1HAOIY 23a,b
(cxema 13), omHak yepe3 HASIBHICTh CHJIBHO JE3aKTHUBYIOYOI HITPOTPYIU B apHIBHOMY
dbparmMeHTI apuIriIpa3oHiB BUXIiJl 1HIOIUIAKpUIMHIB HEe niepeBuiirye 20%.
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I \ AcOH, HCI(r), ZnC},
_ -
N A, Sron
N"N H N

21a,b 1 23a (16%) .

r R

b (20%)
Cxema 13

a) R=NO,, R'=H; b) R=H, R'=NO,

Peakiis  mporikae npu  kun'aTiHHi - (apun)rigpaszoniB  (4E/Z)-2,3,5,6,7,8-
rekcarigpoakpuaua-4(1H)-onis 21a,b B omnrosiii kucnoTi, HacudeHid cyxum HCI 3
JOJIaBaHHSIM HAJUIMIIKY O€3BOJHOIO XJOPUAY LMHKY. Y aHaJOrYHUX yMOBax Oyio
MPOBEJICHO LHMKIII3alI0 7-aMiHO-6-[apUIIriIpa3uHo |-7-0KCOTeNTaHOBUX KHUCIOT 22a-m 3
YTBOPEHHSM 1HAOIUIMACISIHUX KUCIOT 24a-m (cxema 14).

AcOH/HCI(r)
HO N“'N’Al~ ZnCly A R
H
22a-m
Cxema 14

24: a) R*=Me, R'=R*=R*=H; b) R>=Cl, R'=R*=R*=H; ¢) R>= R'=R*=R*=H;
d) R*=NO,, R'=R>=R’=H; €) R*=NOy, R'=R*=R*=H; f) R'=NO,, R*=Me, R*=R*~H;
g) R2=NO2, R'=R*=R*=H; h) R>=Br, R'=R*=R*=H; i) R*=NO,, R*= Br, R'=R*=H;

NN

j) R*=NO,, R=Cl, R'=R*=H; K) R*=SO,NH,, R'=R*=R‘=H; ) R>= ¢ :

T N
_.ﬁ_N_</ ]
R!=R3=R*=H; m) R>= © % [ R!=R3=R*=H.

Ille omauM mpuknagoM GopManbHOro eaekTpodinbHoro samimenns no 4-C(sp®)-H
3B'SI3Ky Y MOJIEKYyJaX OKTariapoakpuauH-4-kapOoHiTpmia 2 Ta oro aminay 17 € peaxitis
HiTpo3yBaHHs. Hirpomoxinni 25a,b yTBOpIOIOTBECS B pe3yibTaTi OKMCHEHHSI TPOMIKHUX
HITPO30CIIONYK, MPO HASABHICTh SIKUX CBIQYWIO 3€J€HE 3a0apBiCHHS Ha MOYaTKy
J0/IaBaHHS HITPUTY HATPIIO A0 BUXIIHUX OKTariapoakpuauHiB 2 ta 17(cxema 15).
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ACOH |
NaN02
N

2,17 25a(56%),b(17%) 26 (3%)

Cxema 15
2,25a R=CN; 17, 25b R=CONH,

Y BUMNAAKy HITPO3yBaHHS OKTaripOaKpUINH-4-KapOOHITPUITY 2 YTBOPIOETHCS
noOIYHUN TPOIYKT 26, KUl € TUMEpPOM OKTarigpoakpuanH-4-KapOOHITPHUILy, MEXaHI3M
YTBOPEHHS SKOTO 0€3YMOBHO € pajuKaibHUM. [liATBEpIKEHHSIM YTBOPECHHS IUMepy 26
CTaj0 JOCIIKCHHS TEPMIYHOTO PO3KJIaay a30Cmoiyk - 4-apwiniasenin-1,2,3,4,5,6,7,8-
OKTariipoaKpuaNH-4-KapOOHITPUIIIB OTPUMAaHUX paHillle 1 ONHWCAaHWX B JIiTEpaTypi.
HarpiBanasaMm azocnofiyk B Mm-KcujoJii abo aumMetwiianeTramizl 3a pornomororw GC-MS Tta
LC-MS 6yno 3apeecTpoBaHO Macy MOJIEKYJIIPHOTO HOHY 422 CIOJYKH, SKa € MPOAYKTOM
pexkoMOiHaIii JBOX 4-11aHOKTarigpoOakKpUIUMHOBUX paaukamiB. Jumep 26 BuILIEHO B
IHAMBiyalbHOMY BUIIISI Ta MiATBEPIXKEHO Horo OymoBy Ha ocHOBi manux SIMP'H Ta
Mac-CIEKTPOMETPIi.

Peakitiero okrarigpoakpuauH-4-kapOoHITpmIy 2 Ta 9-xmoprerpariapoakpuauay 27
3 N-apunManeimigamu 06e3 3actocyBaHHs KatamizatopiB y JMCO Oyno otpumaHo
aJTyKTH €EHOBOTO CMHTE3y 28a-c Ta 29a-c¢ (cxema 16).

)
R 1 [:NQ
2 OR R

1 2

0
NZ 3 o
I 120° IMCO N
28a-c, 29a-c
2,27 0
(60-75%) O g! 2
Cxema 16
27 - R=Cl, R'=H; 28a-c - R=H, R'=CN;
29a-c - R=Cl, R'=H;
a R'=R=H; b R'=NO, ,R>=H; ¢ R'=H, R>=NO Pucynok 3 —“Monexyispha
? 2 OynoBa croiayku 29¢ 3a
nagumu PCA

CtpykTypu OTpUMaHUX CHOJIyK 28a-¢ Ta 29a-¢ MmIATBEPMKEHO  KOMILIEKCOM
criekTpadbHux gaHux. Kpim Ttoro, OymoBy (3S/3R)-3-[(4R/4S)-9-xmnopo-1,2,3,4-
TeTpariapoakpuan-4-in]-1-(3-wiTpopenin)niponiiud-2,5-11o0y ~ 29¢  J0BElleHO 3a
nonomoro merony PCA (puc. 3).
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Bcranogsneno, 10 peakilis 3
BUKOPHUCTaHHAM y AKOCTI cyOctpary
OKTarizipoakpuanH-4-kapookcamigy 17 nportikae
3 YTBOPEHHAM MPOJYKTIB NOJANbUIOT
peuukizanii  30a-c. Pymiiinoro  cuiioro
OpOTIKaHHSA  peakuii  mnepeamigyBaHHA €
EHTPONIHHUN (PaKTOp, OCKUIBKH YTBOPEHI aMilu
30a-c MarOTh MEHILIE CTYNEHIB CBOOOAM 1 MEHITY
BHYTPIIIHIO E€HEPril0 CHUCTEMH HIK MPOMIXKHI
anayktd C. 3anponoHOBAHO CXeMy peakilii
dbyHKII0HATI3a11{ OKTariipoakpuanH-4-
kapOokcaminy 17 (cxema 17) .

Pucynok 4 —Mounekynsipaa OygoBa
crionyku 30b 3a nanumu PCA

H
30a-c (77-87%) o)

Cxema 17
30: a) Ar=Ph; b) Ar=0-NO,Ph;¢) Ar=n-NO,Ph

Ha ocHoBi 4,5-nudopMinrekcariipoakpuanH-8a-kapOoHITpuiy 3, HaBITh MPHU JIEIIO
3HIDKEHINM peakiiiHii 34aTHOCTI anbAeTiAHUX rpyn, orpumaHo ocHoBu ludda 3la-j 3
HE0OX1HOIO OYI0BOIO /I KOMIUIEKCOYTBOPEHHS 3 MEePEXiIHUMHU MeTanamu (cxema 18).

CN CN

CHO

3 31a-j
Cxewma 18
R=: a) Ph; b) H—C6H4OCH3; C) H—C6H4CH3; d) H—C6H4C1; e) H—C6H4BI'; f) C6H11; g)
3-mipuaun; h) 2 - mipuan; i) 0-CsHsCHs; j) n-CsHaNO>
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TennatHuM  cuHTe30M  AudoOpMUIreKcariipoakpuaun-8a-kapOouitpuny 3 3
TIPa3uHTIIPATOM CHUHTE30BAHO BICIMHAALSTUWICHHY MAaKpPOIUKIIYHY CHOJYyKYy 32
Mpe/CcTaBlIeHy ABOMa i3oMepamu 32a,b.

CHO

31a 31b

Cxema 19

Otpumani crnonyku 3la-j ta 32a,b 3aBOSKd CBOIM CTPYKTypl NPEICTABISIOTH
1HTEpeC K TOJIEHTATHI JIraH/Iu.

BUCHOBKH

VY pe3ynbTari NpoBEICHUX JOCIIKEHb BCTAHOBIIEHO OCOOIMBOCTI MIEPEeTrpyyBaHHsI
2,2-nu3aMIIeHuX TIpUMITHUH-4-0HIB i €0 eNeKTpodUIbHUX peareHTIB, AKi KpUTUYHUM
YUHOM 3aJieKaTh Biax iX OymoBH; B XOJi POOOTH AOCHIIKEHO XIMIYHI BJIACTHBOCTI
IPOJYKTiB, OTpUMaHMX Ha ocHoBl 5'.6',7'.8'-terparigpo-1'H-crnipo[nukiorekcan-1,2'-
xiHazonin]-4'(3'H)-ona.

1. TleperpymyBanHs 2,2-Au3aMillleHUX MIPUMIAUH-4-OHIB TiA MI€I0 pearecHTy
Binbcmaiiepa-Xaaka ~ Ha — mpuKiIani 1',5',6',7'-Terparigpocnipo[iukiorekcan-1,2'-
nukionenTa [d] mipuminua]-4'(3'H)-oHa Ta Horo miaHETHIILOBAHOTO aHAIOra MPHUBOJIUTH
70 YTBOPEHHS I[IaHMOXIMHUX OicaHeNbOBAHUX MIPUIWHIB, & y BUMAAKY 6,7,7-TpuMeTni-
1,5,6,7-terpariapocnipo[ukiorekcas- 1,2-mipomno[ 3,4-d Jnipuminuna-4(3H)-ona, 1'H-
cripo[mukiorekcan-1,2'-xinazonin]-4'(3'H)-ona Tta 2,2-muMeTwii-2,3-IUriapoXiHa30 IiH-
4(1H)-ona, B KOHJICHCOBAHOMY IIMKJI1 SKHUX BIACYTHIM aKTUBHUN ULEHTP JJIs
dopmimoBaHHss - g0 1-mmkiorekc-1-eH-1-im-6,7,7-tpumetnn-1,5,6,7-tetparigpo-4H-
nipono| 3,4-d|nipuminun-4-ona, N-1ukiorexc- 1 -eH- 1 -i1-2-(1UKI0TeKCUITI ICHAMHO ) -
OeHzamina Ta N-[(1E)-(numetunamino )metunex|-2-{[(1Z2)-1-metunnpon-1-en-1-
ut]amino } OeH3amifa.

2. BcranosneHo, 110 6,7,7-rpumetun-1,5,6,7-terpariapol 1,2-miposo[3,4-
d]mipuminnu-4(3H)-onu neperpynoBytothes nia aiero POCI; 3 yTBopeHHsIM moxigHux 4-
aMIHOMIPUJIUHY.
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3. OkrarinpoakpuuH-4-kapOokcami, B HACHiJIOK IMIH-€HAMIHHOI TayToMepii
B3a€EMOJIIE 3 COJIIMHU apwJII1a30HII0 3 YTBOPEHHSIM, B 3aJ€KHOCTI BiJ] YMOB MPOBEACHHS
peakiiii, 4-[apunpgiazenin]-1,2,3,4,5,6,7,8-okrarinpoakpuauH-4-kapOoKkcamiziB abo
apwirigpa3zoniB  (4E)-2,3,5,6,7,8-rekcarinpoakpunun-4(1H)-ony. [{uknorekcaHoH-2-
KapOoOKcamil B peakilii 3 COJSIMU apwuiI1a30HII0 3aBXKIU YTBOprOE€ N-apuiriipa3oHu-7-
OKCOI'€NTaHOBOI KUCJIOTH.

4. Taponizauist apunrigpasoniB (4E)-2,3,5,6,7,8-rekcarinpoakpunun-4(1H)-ony Ta
N-apuirigpa3oHis-7-0KCOrenTaHOBUX KHUCIOT 3a MetogoMm Dimepa npuBoguTh 110
YTBOPEHHS MEHTAUMKIIYHUX CHOJYyK — HIiTpo-6,8,9,10,11,13-rekcarinpo-5SH-innomno[3,2-
clakpununiB Ta 3amitieHux 1H-i1011-3-151-0yTaHOBUX KHUCIIOT.

5. B pesynbrati B3aeMojii 3aMIIIEHUX T1APOBAHUX aKpPUAMHIB 3 N-3aMIlIEHUMHU
MajeiMilaMd B peakuii a3a-€HOBOrO CHHTE3y YTBOPIOWOThCS  4-(2,5-miokco-1-
deninmipponinun-3-i1)-1,2,3,4,5,6,7,8-okrarigpoakpunaun-4-kapoonirpunu ta (3S/3R)-3-
[(4R/4S)-9-xn0po-1,2,3,4-TeTparigpoakpuant-4-i1]-1-beninmiponaigua-2,5-110HU. v
BUMAJKY OKTarigpoakpuanH-4-kapOoKcaMmily peakilisi He 3YNUHAETbCS Ha YTBOPEHHI
NPOJIYKTIB TPUEAHAHHS 3a peakiicro Mixaens, a TpoTiKae Aaii 3 YTBOPEHHSIM OUIBII
ctiikux 2-[(4S,4'S /4R, 4'R)- 2', 5'-niokco-2,3,5,6,7,8-rekcarinpo-1H-cnipo[akpuaun-4,3'-
niposiauH]-4'-11]-N-apui-aneramizais.

6. ITlokazano, 1o  4,5-mudopmin-2,3,6,7,8,10-rekcarinpoakpunun-8a(1H)-
KapOOHITPWII, HE3BAXKAIOYM Ha 3HIDKEHY elleKTpodiuipHICTh aToMiB KapOony GopMiibHUX
rpyMm, JErKO BCTYIA€ B PEaKIlil0 3 aMiHAMH 3 YTBOPEHHSIM IPOCTOPOBO OpPraHi30BaHUX
ocHoB Illudpda Ta MaKpOUMKIIYHOI CIOJYKH 3 LEHTPaMH 3B'I3yBaHHS MEpPeXiTHUX
METAIB.

7. HocmimkeHHs: 610710TTYHUX BJIACTUBOCTEH BUSBHIIO Cepell CHHTE30BAHUX CIOIYK
2,3,3-tpumeTnn-2,3,5,6,7,8-rekcarinpo-1 H-niipono[3,4-b|xiHomiH-9-aMiH 3 BUPaXEHOIO
HEHPOTPOITHOIO aKTUBHICTIO Ta N-apuiTiapa3oHu-7-0KCOTeNTaHOBOT KUCIOTH 3 BHUCOKHM
piBHEM 010JIOT1YHOT aKTUBHOCTI.

CIIMCOK ONMYBJIKOBAHUX MPAILb 3A TEMOIO TUCEPTAILIII
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K. ®apar, H. 0. I'opoben, B. 1. Mapxkos, P. U. 3ybatiok, A. B. Masemna, E. B. Bamenko
// XuMHus reTeponMKIndeckux coenuHeHuit. - 2015. - T. 51, Ned. - C. 327-333. OcHosnuii
6HecOK  3000ysaua:  y4acmb 8  NIAHYBAHHI  eKChepuMeHmy, BUKOHAHHL
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002080peH I pe3yIbmamie ma HanUCAHHi Cmammi.
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B. Benukas), 1O. I1. Ctpoes // Boripockl xumuu u xumudeckou texuonoruu. — 2015. -T. 2,
Ne 100. - C. 53-64.

OcHosHuil  8HecoK 3000y8aua: y4acmv y BUKOHAHHI eKCNepUMEeHmMAIbHO20
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hexahydroacridine-8a(1H)-carbonitrile with  N-nucleophiles / E. V. Zalizna (E. V.
Velikaya) T. P. Polishuk, S. A. Varenichenko, O. K. Farat, V. I. Markov // Journal of
Organic and Pharmaceutical Chemistry. — 2016. - Vol. 14, Ne 55. - P. 38-42. Ocnognuii
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OKTaruapoakpuanHa ¢ coiasamu apuiauazonus / B. M. Mapkos, B. C. Apnanoa, C.A.
Bapennuenko, O. K. ®apar // VI MikHapoiHa HAyKOBO-T€XHIUYHA KOH(MEPECHIIis
CTYJIICHTIB, acIipaHTIB Ta MOJOAUX BYEHUX «XiMig Ta Cy4dacHI TEXHOJIOTIi»,
Juinponetrposcek. - 2013. -C. 24.
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3aimsnas), C. A. Bapennuenko, O. K. ®apar / VI MikHapogHa HayKOBO-TEXHIYHA
KOH(EpeHIIisl CTYeHTIB, acIpaHTIB Ta MOJOJUX BUCHHUX «XiMis Ta Cy4acHI TEXHOJIOT1I»,
JuinponetrpoBcek. - 2013. - C. 42.

3ammsHas, E. B.) Cunres u peakiuu 2,2-1u3aMeieHHbIX THpUMHINH-4-0H0B / B. W.
Mapkos, E. B. Bemukas (E. B. 3amusnas), C. A. Bapenunuenko, O. K.dapar / VI
MixHapoaHa HayKOBO-TeXHIUHA KOH()EPEHIIIs CTYACHTIB, aCIipaHTIB, Ta MOJIOJUX BUYCHUX
«Ximis Ta cydacH1 TexHoJjorii», J{ninponerpoBebk - 2013. - C. 46.

9. Bemuka, K. B. (3amizmas, K. B.) Asocmomyuenns 4-mian-1,2,3,4,5,6,7,8-
OKTariIpoaKpuANHy 3 coysiMu aia3oniro / Mapkos, B. 1., ®apar, O. K., Benmuka, K. B.
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nudopMuII-TeKcaruapoakpuana-8a-kapoorautpuna / E. B. Benukas (E. B. 3anuznas) B. U.
Mapxkos, C. A. Bapennuenko, O. K. @apar / VI MexayHnapoaHas Hay4HO-TEXHUYECKas
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KOH(EpeHIIisl CTY/ICHTIB, aCHipaHTIB Ta MOJOJANX BUYCHUX 3 MIKHAPOIHOI y4aCTO «XiMis
Ta cCydacHi TexHosoriin, JJuinpo. - 2017. -C.27.

AHOTAIIA

3anizna K. B. Peakuii Ha ocHoBI mpoaykriB mneperpymyBanb 5',6',7'.8'-
terpariapo-1'H-cnipo[uukiorekcan-1,2'-xina3ouin]-4'(3'H)-ony. - Pykomnuc.

Juceprartis Ha 3700yTTS HAyKOBOI'O CTYNCHS KaHAWAATa XIMIYHUX HayK 3a
cremianphicTio  02.00.03 - opraniyHa Ximis. — JlepkaBHUM BHUINWA HaBYaJIbHHI
3aKan « YKpaiHChKHUIM JIepKaBHUN XIMIKO-TEXHOJIOTIYHUIN YHiBepcuTeT», Jnimpo, 2018.

VY nucepTarii po3riasHyTO eJeKTpodUTbHE MeperpynyBaHHs MOXTHUX MIpUMITUH-4-
OHIB 3 reminanbHOI0 cucteMoro N!-C2-N3, gxe yepe3 0coGIMBOCTI CTPYKTYpH BUXiTHHX
CIOJIYK TPUBOAUTH JO YTBOPCHHS I[IaHMOXITHUX OiCaHEeNbOBAHMX MIPUAUHIB  a0o0
MPOAYKTY PEIUKITI3aIi TPOMDKHUX IHTEPMEIIaTiB Ta allUKITYHUX IMOXITHUX OCH3aMidy.

B pesynbrari iMmiH-eHaminHOi TayTomepii B 1,2,3,4,5,6,7,8-0KkTarinpoakpuana-4-
KapOOHITpUil 1 KapOOKcaMili, Ta KETO-€HOJIBHOI TayToMepii B IMKJIOTEKCAHOH-2-
KapOoOKcamifl 3'ABISIETHCA MOXJIMBICTh B3a€MOJIi 3 €lIeKTPOPUIBHUMHU peareHTamHu.
[lokazano, o0 peakiis BiAOYBAETbCS 3a CXEMOK €JIEKTPODIBHOIO MPUETHAHHS -
BiJIILIETUICHHS a00 a3a-€HOBOTO cUHTE3y. OTpUMaH1 NPOAYKTH PO3IMIUPUIIN Psi IPUKIIA/IIB
XIM19HOT MoAu(IKaIli MOXITHUX TAPOBAaHUX aKPUAMHIB, T1JPa30HIB Ta THIOJIB.
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[lokazaHo, MO0 HE3BaXKalOUM Ha 3HMXKEHY eJeKTpouibHICTh aTtomiB KapOony
dbopmutbHux Tpyn 4,5-gudopmin-2,3,6,7,8,10-rekcarinpoakpunun-8a(1H)-kapooniTpun
JOCUTD JIETKO BCTyMNae B peakiito 3 N-Hykineodinamu 3 yrBopeHHsM ocHOB Lludda ta
MaKpOILMKIIYHOT CIIOJIYKH, SIK MOTCHIIAIbHUX TOJIIICHTATHUX JIITaH IiB.

Metonamu JOCIIIKEHb in Vivo, BUABIIEHO CIOJIYKH 3 BUCOKMM piBHEM 010J0TTYHOT
AKTUBHOCTI.

Kuarwuosi caoBa: IlipononipumianH-4-oHU, XiHA30J1H-4-0HH,  IMIIOLIXJIOPUI,
peareHT Binbcmaiiepa-Xaaka, 1,2,3,4,5,6,7,8-oktariapoakpuand-4-kapoonitpun, 4,5-
mudopmin-2,3,6,7,8,10-rekcarinpoakpunun-8a(1 H)-kapoonitpun, a30CIMOJIy4YeHHs, 7-
aMIHO-6-[apUAT1APa3uHO |- 7-0KCOTENTaHOBl KUCIOTH, 1HIOJUIMACISHI KHUCIOTH, OCHOBH
Mudda, TennaTHuil CUHTES.

AHHOTALIMSA

3aam3nas E.B. Peakunu Ha ocHOBe MPOAYKTOB meperpynnuposku 5',6',7',8'-
Terparuapo-1'H-cnupo[uuxiorexkcan-1,2'-xuna3zonun]-4'(3'H)-ony. — Pykonucs.

Huccepraiiis Ha COUMCKaHWE YYCHOM CTENEeHM KaHIHWJaTa XUMHYECKHX HayK IO
cnenuanbHoctu 02.00.03 — opranuyeckast xumus. — ['ocynapcTBeHHOE BBICIIee yueOHOE
3aBe/ieHne «YKPauHCKUU TOCYHapCTBEHHBIM XHUMHUKO-TEXHOJOTUYECKUN YHUBEPCUTETY,
Huenp, 2018.

PaccMOTpeHO BMSHHE CTPYKTYPhl HCXOJHBIX Te€MHUHANbHBIX cucreM N!-C2-N3
OPOU3BOAHBIX  MNUPUMHUAMH-4-OHOB Ha HAaNpaBlI€HUE pEaKIUu  MOJA JCHCTBUEM
ANEKTPOUIBHBIX peareHToB. B  pe3ynbrare 0Oojee JeTalbHOrO  HCCIEAOBAHUS
neperpynnupoBKU 5',6',7',8"-Terparunpo- 1 'H-cnupo[uukiorekcan-1,2'-xuHa301uH |-
4'(3'H)-ona noj neiictBueM peareHTta Bunbcmaliiepa-Xaaka, HaliJIeHO, UTO NMPU U3MEHECHUU
nopsiika A00aBJIEHUSI PEareéHTOB MOHO HANpPaBUTh PEAKIMIO B CTOPOHY OOpa3OBaHMS
UCKJIIOUYUTEJIBHO  OJHOTO W3  TUJPUPOBAHBIX  HMaHakpuauHoB  1,2,3,4,5,6,7,8-
OKTaruapoakpuanH-4-KapOOHUTpHIIA WIIH 4,5-mudopmin-2,3,6,7,8,10-
rexkcarunpoakpuauH-8a(1H)-kapbonutpuina. IlenHocTs 23TOro (akra COCTOMT B
MOATBEPKJICHUN MPOTEKAHUS JAHHOW MEPEerpyNImUpOBKU Yepe3 OOLIUM MPOMEKYTOUHBIN
uHrepMmenuar. MccneqoBaHusMU 3TOM MEPErpynmnupoBKH, NpoBeAaeHHbMU Ha 1',5',6'7'-
TeTparuapocnupo [mukinorekcan-1,2'-muknonenta [d] mupumuaun]-4'(3'H)-one u 3-(4'-
okco-3',4',6',7'-reTparunpocnupo|uukiorekcan-1,2'-nuxnonenrald jnupumuaun|-4a'(5'H)-
WI)OpOINaH HUTPUIIE, NMOKA3aHO, YTO PEaKUus UJET ¢ 00pa30BaHUEM IIMAHMPOU3BOIAHBIX
OucaHeTUpPOBaHOTO  NUpHUAWHA. ['emMuHanpHBIE  a3uHbl  6,7,7-TpumeTnn-1,5,6,7-
TeTparuapocnupo|nukiorekcan-1,2-nmuppono|3,4-djnupumuaun-4(3H)-oH, 1'H-cniupo
[uukinorekcan-1,2'-xunazonun|-4(3'H)-on u 2,2-numetun-2,3-guruapoxuHazonun-4( 1 H)-
OH B KOHJCHCUPOBAaHHOM IMKJIE KOTOPHIX OTCYTCTBYET AaKTHUBHBIM UEHTp s
dbopMuUTUpOBaHU, B YCIOBHSIX peaknuu Buibcmaiiepa-Xaaka o0pa3yloT MPOIYKTHI
pEeLMKIN3alluM  TPOMEXKYTOUYHBIX HWHTEpMEAUaToB -  l-nmkiorekc-l1-en-1-umn-6,7,7-
tpuMetui-1,5,6,7-retparuapo-4H-uppono [3,4-d] nupumMuauH-4-0oH W alUKIMYECKUE
MIPOU3BOIHBIEC OEH3aMU/IA.
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[lokazaHo, uto 2,2-nu3amenieHnusie 6,7,7-tpumeTtuin-1,2-nmuposo[3,4-d jnupumMuauH-
4(3'H)-onsl neperpynnupoBbiBatoTcs noa aeiictsueMm POCI; ¢ oGpazoBaHueM 0xKuaeMbIX
MPOU3BOIHBIX 4-aMUHOMUPUIUHA.

YcTaHOBIEHO, YTO 3a CYET HMHUH-€HAaMHUHHON Taytomepun B 1,2,3,4,5,6,7,8-
OKTaruapoakpuanH-4-kapOOHUTpUIIE, 1,2,3,4,5,6,7,8-okTaruipoakpuant-4-
KapOOKcamMuJie U KETO-€HOJBHOM B IUKJIOIE€KCAaHOH-2-KapOOKcaMuJe CTaHOBUTCS
BO3MOKHBIM MPOXOKJICHHE B3aUMOJEHCTBUS C JEKTPODUILHUMU peareHTaMu (peakiuu
C COJNAMHM  apWIAWa30HUs, HUTPO3UPOBAHUS, XJIOPUPOBAHUSI) IO MEXaHU3MY
MPUCOECIMHEHUSA-OTIIEIUICHUsT WJIM a3a-€HOBOro CHHTe3a (B3aumojencTtBue ¢ N-
3aMelIeHbIMU apiIMaJeuMUuaMu ¢ oO0pa3oBaHUeM alaykToB Mmuxasms). MccnemnoBaHsl
OCOOCHHOCTU JaHHBIX PEAKIUW, HAMpPaBICHUE KOTOPBHIX 3aBHCUT OT BIUSHUS CTPOCHUS
3aMECTUTEISI B AKTHBHOM IIOJIOKEHMH HCXOJHBIX COCAUHCHUM. Huxnuzamuert N-
apUITHAPA30HOB  MOJY4YEHHBIX B  peakumn  1,2,3,4,5,6,7,8-okTaruipoakpuann-4-
KapOoKcamMuja ¥ ILMKJIOTeKCaHOH-2-KapOOoKcaMusia ¢ COJSIMH apUJIIUA30HUS TTOJYYEHO
HUTPO-6,8,9,10,11,13-rekcaruapo-5SH-unnomno[3,2-clakpuaux u WHJOJUIMACIISTHBIC
KHCJIOTBI, COOTBETCTBEHHO.

[TokazaHo, 94TO HECMOTpsI Ha MOHWKEHHYIO €JIeKTPOPUILHUCTh aTOMOB yTJiepojaa
(bOpMUITEHUX rpynn 4,5-mupopmun-2,3,6,7,8,10-rekcaruapoakpuant-8a( 1 H)-
KapOOHUTPWJI JOCTaTOYHO JIETKO BCTyMaeT B peaknuto ¢ N-HykieodpuiamMu ¢
o0pa3oBaHUEM IMOJUECHTATHBIX JIMTAHJIOB .

C mnomompo TECTOB in Vvivo, oOHapyxeHo, 4Tto 2,3,3-tpumermi-2,3,5,6,7,8-
rekcaruzipo-1 H-niupposo[3,4-b | xuH0NUH-9-aMUH MPOSIBIISIET 3HAYUTEIbHYIO
HEHPOTPOIIHYIO aKTUBHOCTh, a TakKXKe YCTAHOBJICHO, 4YTO 7-aMUHO-6-[(4-apwi)
TUJPa30HAMU |-7-0KCOreNTaHOBbBIC KHUCJIOTBI MPOSIBJISIIOT BBICOKH YPOBEHb
OMOJIOTHYECKON aKTUBHOCTH.

Kiawuesbie cJioBa: [TupononupuMuauH-4-0HBI, XUHA30JIMH-4-0HBlI,
UMMJIOWIXJIOpHU, peareHT Bunbcmaiiepa-Xaaka, 1,2,3,4,5,6,7,8-okTaruapoakpuany-4-
kapOonutpui, 4,5 nudopmmi- 2,3,6,7,8,10- rexcaruapoakpuans-8a (1H) - kapObonutpuin,
a30COUYEeTaHUE, 7-aMUHO-6-[apUATUIPa3UHO |-7-0KCOT€ITAHOBBIC KHUCJIOTBHI,
WHIOJIMJIMACIISTHBIE KUCIO0THI, ocHOBaHMs [1Indda, TernnmaTtauii cuHTE3.

ABSTRACT

Zalizna, K. V. Reactions based on the products of the 5', 6',7',8'-tetrahydro-
1'H-spiro[cyclohexane-1,2'-quinazoline]-4'(3'H)-one  rearrangements. - The
manuscript.

Thesis for obtaining the scientific degree of Candidate’s Degree in Chemistry on
speciality of 02.00.03 — organic chemistry. State higher educational establishment
Ukrainian State University of Chemical Technology, Dnipro, 2018.

In the dissertation, an electrophilic rearrangement of derivatives of pyrimidine-4-
ones with a heminal system of N!'-C2-N? is considered, which, due to the peculiarities of
the structure of the parent compounds, leads to the formation of cyanderivatives
bisanilated pyridines or the product of recycling of intermediate intermediates and acyclic
benzamide derivatives.
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As a result of the imine-enaminal tautomerism in 1,2,3,4,5,6,7,8-octahydroacridine-
4-carbonitrile and carboxamide, and keto-enol tautomerism in cyclohexanone-2-
carboxamide, the possibility of interaction with electrophilic reagents. It is shown that the
reaction takes place under the scheme of accession-splitting or aza-yen synthesis. The
obtained products expanded a number of examples of chemical modifications of
derivatives of hydrogenated acridines, hydrazones and indoles.

It has been shown that in spite of the reduced electrophilicity of Carbon atoms,
formaldehyde groups of 4,5-diformyl-2,3,6,7,8,10-hexahydroacridine-8a(1H)-carbonitrile
are readily reacted with N-nucleophiles to form polidentate ligands .

By methods in vivo studies, compounds with high levels of biological activity have
been identified.

Key words: Pyrrolopyrimidine-4-ones, quinazoline-4-ones, imidoylchloride,
Wilsmeier-Haack reagent, 1,2,3,4,5,6,7,8-octahydroacridine-4-carbonitrile, 4,5-diformyl-
2,3,6,7,8,10-hexahydroacridine-8a(1H)-carbonitrile, azo-combinations, 7-amino-6-
[arylhydrazino] -7-oxoheptanoic acids, indolyl-butyric acids, Schiff's bases, and teplate
reaction.
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