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3AT'AJIBHA XAPAKTEPUCTHUKA POBOTH

Axtyanapnicth  Temu.  N(S)-Anin(nponapriiz)3amimeni  ipUMiIAH-2-TIOHH
MPOSIBJISIIOTh  IMMUPOKUM  CHEKTP OI10JIOTIYHOT aKTHBHOCTI, BOJOMIIOTh BaXIMBUMU
TEXHIYHUMHU XapaKTEPUCTHKAMHU Ta BUKOPUCTOBYIOTHCS B SIKOCTI CHHTOHIB B OPraHIYHOMY
cuHTe3l. BBemenHs 10 1iX ckiagy Takoro (Qapmako@opMHOro (Qparmenra, sK
apWITETYPOBOTO 3AJIUIIKY, MOXE CYTTEBO MiABUIIUTH iXHI IIHHI BIACTUBOCTI. OqHUM 3
HaM3pYYHINIUX Ta Hale()EKTUBHIIIMX METOJIB BBEJACHHS apWJITEIypOBOro (parMeHTy 10
CKJIaJly TaKHX CHCTEM € METO]l €JICKTPO(IIbHOI BHYTPIIIHBOMOJICKYJSIPHOT —IMKII3AIl]
(EBII). Bubip B sKOCTI €1eKTpO(UILHUX PEareHTIB 7-aJKOKCU(DEHUITEIYPTPUXIOPHUIIB
0O0YMOBJICHO THM, IO CHOJYKH 3 apUJITETypOBUM (PparMeHTOM BHSBIAIOTH O10JOTIUHY
aKTUBHICTh, 30KpeMa € iHri06iTopamu epMEeHTIB KaTericuHy b Ta nucTein npoteasu. Pazom
3 TUM, B JIITEpATypl OMHCaHI JIMIIIE OKpeMi MPHUKIAAU eIeKTPODUIBHOI reTepoIrKIi3ali
aApWITETYPTPUXIIOPU/IIB 3 HEHACMUCHUMH IUKIIYHUMHU Ta ANUKIIYHUMH CIOJyKaMH 3
nonatkoBuM  O-HyKJI€O(QUIbHUM  LEHTpoM. Peakuii  apuiaTenypTpUXJIOpPUAIB 3
HEHACUYEHUMH CHOJyKaMH, 110 MICTATh (N)S-HykIeo(p1IbHUN LIEHTp, 10 MOYaTKy HaIluX
nocimipkeHs Oynu HeBigomi. [ocmimxenHs EBL] B Takux cucTemMax € akTyalbHUM 1
BIJIKpMBA€ HOB1 CUHTETUYHI MOKJIUBOCTI.

3B’5130K P00OOTH 3 HAYKOBMMHU NPOrpaMaMu, IJIAHAMHU, TeMaMu. J{ocTiKeHHs
MIPOBOJIMJIOCH Y BIJMOBIIHOCTI 3 HAayKOBO-AOCHIJHOK TEMATHKOI Kadeapu OpraHigyHOI
ximii JIBH3 «Y3xropoachkuii HallilOHaJIbHUN YHIBEPCUTET» B MEKaX JEPKOIOHKETHUX TEM
No 82611 «KonaencoBani (pyHKITIOHABHI MOX1AHI TIPUMIIMHY, XiHOJIHY, 1,2,4-Tpra3zony:
CHHTE3 U JOCIIKCHHS XIMIYHUX, (i3nIHUX, OlosoriyHuX BiacTuBocTei» (2013-2014 pp.,
JIP-0113U002360) ta Ne 86511 «HoBi miaxoau IijecHpsiMOBAaHOTO CHHTE3Y O10J0TTYHO
aKTUBHMX crionyk» (2016-2017 pp., IP-0116U004789).

Meta i 3apaui gociaimkeHHs. MeToro poOOTH € 3’sICyBaHHS 3aKOHOMIpHOCTEH
peaxiiif eneKTpoPiIbHOT BHYTPIIIIHBOMOJIEKYJIIPHOT UKJTI3a1i1
N(S)-anin(nmpomapriiz)3aMimieHux — MIPUMIAMH-2-TIOHIB  MiJ JI€K0  A-AIKOKCU(EH1I-
TeyPTPUXJIOPUJIIB, PO3pOOKAa 3PYYHUX METOJIIB CIPSMOBAHOTO KOHCTPYHOBAHHS
a30JI0aHEJILOBAHNUX KOHIEHCOBAHUX CHCTEM Ta HOCIIDKEHHS X XIMIYHUX Ta O10JIOTTYHHUX
BJIACTUBOCTEM.

JI71s1 TOCSATHEHHS TOCTABJIEHOI METH HEOOX1THO OyJIO PO3B’SA3aTH TaKl 3aB/IaHHA:

1) nmocmiautu mnepebir peakiii EBI[ N-ankeHUIbHUX alMKIIYHUX TIOCEYOBUH,
N-aTKeHUI3aMIIeHIX TIOX1JTHUX 0eH30(Ti€HO, 1pa30J10)iPpUMITUHOHIB,
S-ankeH1(aJIKIH1T)3aMIMEHUX MOX1THUX O€H30(TI€HO, MiPa30JI0)MPUMIIUHOHIB MM TI€I0
n-aJIKOKCU(EHINTETYPTPUXIOPUIIB Ta ICHTU(IKYBATH CTPYKTYPU OTPUMAHUX MTPOTYKTIB;

2) BCTAHOBUTH 3aKOHOMIPHOCTI PErioXiMii aHETIOBAHHSI HOBOTO IUKITY 3aJIKHO BiJ
npupoau cyocrpaty (HyKIeo(piIbHOTO IEHTPY, MOJIOKEHHS AJIKEHITBHOTO (DparMeHTy,
HAsBHOCTI 3aMiCHUKa OUISI aromMa HITPOTE€HY, MNPUPOAM KOHJEHCOBAHOTO IMKIY) Ta
MOJISIPHOCTI PO3YNHHHUKA,;

3) po3poOuUTH MpenapaTuBHI METOAUKHU OJIEpKaHHS HOBUX MOJIIUKIIYHUX CUCTEM 3
apUWITEITYPOBUM (PparMeHTOM;

4) pgocmiauTH XiMivHI, (i3M4HI Ta OIO0JOTIYHI BJIACTMBOCTI CHHTE30BaHMUX
TETYPOBMICHHX CITOJIYK.



06’ eckm oocnioxcenns:. N(S)-aninpHi(MpomapriibHi) MOXigHI MPUMITUH-2-TIOHY
Ta 1X a30J10aHEIbOBAHI MOXITHI.

Ilpeomem oocnioxcenns. peakuii enekTpo(iIbHOT BHYTPIIIHbOMOJIEKYISIPHOT
TeTEePOIUKITIZaIi  #-ATKOKCU(DEHUITETYPTPUXJIOPUIIB 3 aliIbHUMU(TIPOTIAPTiIbHIMN)
MOX1THUMH M PUMIIUH-2-TIOHY.

Memoou oOocniodcenns: OpTaHIYHUNA CHHTE3, CIEMEHTHHH aHaii3, CIEKTpalbHI
meromu (Y-, SIMP-cmekTpockorrisi, Mac-CIEKTPOMETPis, TOMOSJCpHA KOpesiiitHa
cnektpockoniss COSY, snmepHa cnektpockomis 3 edexrom Osepxayzepa (NOESY),
reteposiziepHi kopensiiHi cnektpockornii (HSQC, HMBC ta HMBCGP).

HayxoBa HOBH3HA oJIep:KaHUX pe3yJbTaTiB. Bcranosnena
perionanpasieHicth peakiiii EBL 3(5)-N-amin(meranin) ta 2-S-aniin(MeTani, nponaprii)
NOXITHUX  2-TIOKCOMIPpUMIANH-4-0HY, 2-TIOKCOXIHA30JiH-2-OHY, 2-TIOKCOTi€HO[2,3-
d]mnipumigun-4-ony, 6-Tiokcomipazono[3,4-d]mipumiguH-4-oHy b J€10
n-aJIKOKCU(EHINTETYPTPUXIOPUIIB Ta 3’ACOBAHO BIUIMB CTPYKTYpHUX (HaKTOpiB 1
peakIiiHNX YMOB Ha MepeOir MUKIIi3allii.

3HalICHO, IO B3AEMOJIS A-AJKOKCU(PEHIUITENYPTPUXIOPUAIB 3 allUKITYHUMU
N-aJKeHUIbHUMH TIOC€YOBHUHAMU MPOXOJUTH 3 YTBOPEHHSM SIK IPOIYKTIB MPHUETHAHHS,
TaK 1 MNPOAYKTIB LMKII3alii B 3aJ€KHOCTI BIJl IPUPOAMN 3aMICHUKA OIS TEPMIHAIBHOTO
atoma HiTporeHy Tioc€4OBHHH.

3’scoBano, mo EBI[ N-agkeHUIBHHX MOXIAHHUX 2-TIOKCOMIPUMIIUH-4-OHY, 2-
TIOKCOXiHa30J1iH-4-0Hy, 2-TiokcoTieHo[2,3-d]mipuminuH-4-oHy, 6-Tiokcomipasono[3,5-
dJnipuMiguH-4-0HY 7-aJIKOKCU(PEHUITSTYPTPUXIOPUIAMHU TIPOXOIUTh PETIOCETICKTHBHO 3
aHEJIIOBaHHSIM TIA30JIIHOBOTO IIMKJIY JO MipUMIOUHOBOI cucteMu. llokazano, 1110
B3aEMOJIISI  M-alIKOKCU(PEHIITENYpTPpUXIopuaAiB 3 N-amiapHUMH — NOXIAHUMH — 2-
MeTunTioTieHo[2,3-dmipumigun-4-ony ta TieHno[2,3-d]mipumiana-2,4-110Hy TPUBOIUTH
710 YTBOPEHHSI MOJIEKYJISIPHUX KOMILJIEKCIB y CITIBBITHOIIEHHI CyOCcTpaT-enekTpodin 1:2.

Bceranosneno, mo perionanpasieHicth EBL] 2-S(Se)-ajakeHiTbHUX MOXITHUX
nipuMiguH-4-0Hy, XiHA30JiH-4-0HY, TieHO[2,3-d]mipuMinnH-4-0HYy  n-aJTIKOKCU(EHII-
TeyPTPUXJIOPUJIAMHU  3QJICKUTh Bl HASBHOCTI 3aMICHMKAa B TpPEThOMY TIOJIOKEHHI
nipuMiguay.  2-S(Se)-AnkeninbHi  N-1,3-He3amimieHi — MOXigHI  MIPUMIIUHOHY
LHUKITI3YIOThCS  N-JIKOKCU(DEHUITETYPTPUXIOPUIAMUA 3  YTBOPEHHSAM MOJIIUKITYHUX
T1a30J11HO(CEJICHA30JI1HO )IIPUMIAMHOBUX JIHIHHUX cucTeM. HaTomicTh, Mpu HasBHOCTI B
TPETHOMY MOJIOKEHHI MPUMIIUHY (DEHIIBHOTO 3aMICHUKA T€TePOIMKIII3aLlis BIIOYBAETHCS
3a yuacTio eHjorukiaigHoro N(1) atoma 3 yTBOpeHHSM Tia30JIIHOMIPUMIJIMHIB aHTYJISPHOT
Ooymosu. Ilpoayktu 1mmkmizamii  S(Se)-alKeHUTbHMX — MOXIAHUX — MIpUMIAUH-4-0HY,
XiHa301H-4-0Hy, TieH0[2,3-d]mipuMiauH-4-0HY YTBOPIOIOTh MOJIEKYJIAPHI KOMIUIEKCH 3
n-aJIKOKCU(CHIITETYPTPUXITOPUIOM.

Busisneno, mo EBI] 2-S-mpomaprin-6-metunmipumiana-4-oHy 7n-aakoKcU(eH1I-
TENYPTPUXJIOPUAAMU  TPOXOJUTH CTEPEOCEIICKTUBHO 3  YTBOpEHHsM  (Z)-7-MeTwi-
3-{[nuxstopo(4-ankokcudenin)-Temypo [meTuiaeH } -2,3-nuriapo-5H-[ 1,3]riazom0[ 3,2-a]-
MipUMIIUH-5-0HY. 3’COBaHO BIUIMB MPHUPOAH TAJIOTCHY B €IEKTPOQIILHOMY peareHTi Ha
EBI] N-ankeHUIbHUX MOXIJHUX IMPUMIIUHIB 1 BCTAHOBJICHO, IO PErioCHpsMOBaHICTh
[UKJTi3amii He 3MIHIOETBCSA TPHU TEPexXoi BiA #-aJKOKCU(DEHIITETYyPTPUXIOPHUIIIB 10
n-eTOKCU(PEHIITENypTPUOPOMIY, OJJTHAK BUXOAM IUILOBUX MPOIYKTIB LIMKIi3allii MEHIIII.



[lokazaHo, IO B3a€EMOJisl APUIATETYPAMXJIOPUIHUX TMOXIIHUX OHIEBHX COJEH
T1a30JIIHOMIPUMIIMHIB 3 CyJIb(}ITOM HATPIIO TO3BOJISIE OACPKYBaTH, B 3aJEKHOCTI BiJ
CHIBBITHOIIICHHSI PEareHTiB, BUIbHI OCHOBH 3 YOTHPHU- a00 JBOKOOPAMHOBAHUM aTOMOM
Tenypy.

IIpakTnune 3HaveHHsi. Ha OCHOBI eneKTPOQUIPHOT BHYTPIITHHOMOJEKYIISIPHOT
[UKIT3aMlii #-aJIKOKCU(EHIITENYPTPUXIOpUIAMU PO3po0ieH! e(EeKTHBHI METOAU CHHTE3Y
HOBHX a30JI0aHENThOBAHUX TOXITHUX MIPUMIMHOHIB JHINHOT Ta aHTYJIAPHOI OyIOBU.

3anponoHOBaHO  MPEMapaTUBHO  3pyYyHMM  MiAXi A0  (PyHKIIOHATI30BaHUX
TIQ30JIOMPUMITMHOBUX TOMIIMKITYHUX CTPYKTYP, K1 MICTATh JCKUIbKa (hapMako()OpMHUX
IIEHTPIB B OJHIM MOJIEKYI, 1110 BIIKPHUBAE HOBI MOXJIMBOCTI YIS IILJIECIIPSIMOBAHOTO CHHTE3Y
010J10rYHO aKTUBHUX CIIOIYK.

BusiBneHo nporumMaisipiiHy Ta  MPOTUTPUOKOBY  aKTHBHICTH  CHHTE30BAHUX
TEITYPOBMICHUX TETEPOLMKIIB 3 €K30LMKIIUYHUM apUiITeIypAUraIoreHITHUM (parMeHToM, a
3Hal/IeHa 3alIEeXKHICTh «CTPYKTYpa-aKTUBHICTHY JIO3BOJISIE BECTU TMONIYK OUTBII AKTUBHUX
MOXIJHUX B PATY TEIYPOBMICHUX T1a30JIIHOTIEHOMIPUMIIMHOHIB.

Iy0aikanii 3a TeMor0 aucepramii. 3a TemMoro auceprallii omyonikoaHo 10 crateit y
(haxoBUX KypHaJIaX Ta TE3U & NOMOBIJCH HA HAYKOBUX KOH(EPEHITISIX.

Anpobaunisa podoru. Pe3ynpraTt poO0OTH OyiM IMpeIcTaBlIeH] Ha HAIIIOHAJIBHUX Ta
MiKHapoaHux KoHpepenuisax: “Chemistry of Nitrogen Containing Heterocycles” CNCH-
2015 (m. XapkiB, 2015p.), XXIV VYkpaiHcbka KOH(EpEeHIls 3 OpraHiyHOi Ximii (M.
[TonraBa, 2016 p.), JIeBiBchki xiMiuHl uuTaHHs (M.JIeBiB, 2017 p.), YkpaiHncwpka
koH(pepenmist «{omOpoBcbki XimiuHi umtanHs 2017» (m. Spemue, 2017 p.), [Xth
International chemistry conference “Kyiv-Toulouse”. (M. Kui, 2017p.), Mixnapoana
KoH(epeHIist cTyZeHTiB Ta acnipanTiB «CydacHi npoosiemu ximii» (M. Kuis, 2018p.), XIII
Bceykpaincbka KOH(pEpEHIiss MOJIOJUX BYCHUX Ta CTYACHTIB 3 aKTyaJIbHUX MUTAaHb XIMii
(m. Xapkis, 2018p.).

Ocobuctuii BHecok. OmnpaltoBaHHs JITEpaTypHUX JaHUX 32 TEMOKO JUCEpTAaIlii,
OCHOBHMI 00CST €KCHNEPUMEHTANIbHUX JOCHIIKEHb 3 CHHTE3y Ta BHUBUEHHIO (13HKO-
XIMIYHUX XapaKTEPUCTHUK OTPUMAHUX TETEPOLUKIIUHUX CHCTEM, OOpOOKa OTpUMaHUX
pe3yabTariB, (HOPMYIIOBaAaHHS OCHOBHUX TIOJIO)K€Hb Ta BHUCHOBKIB pPOOOTH 3po0jeHi
0COOUCTO JTUCEPTAHTOM.

[TocTanoBKa 3aiadi Ta OOTOBOPEHHS PE3yJIbTATIB POOOTH MPOBEJAEHI 3 HAYKOBUM
KEpIBHUKOM K.X.H., goil. M.FO. Onuckko ta k.x.H. mpod. Jlenaenom B.I'. KBantoBo-
XIMIYHI pO3paxyHKM BUKOHAHO B cmiBmpaii 3 K.X.H. jgor. ®Dizepom M.M. SIMP-
CrnexTpaibHi JOCTIKEHSI BUKOHAHI CIUIBHO 3 K.X.H. CBamsgBuHoM O.B.CuHTE3 BUXITHHX
cyOcTpaTiB IPOBOIWIM CIIIBHO 3 K.X.H. 1011 Pycunom 1.®., cr. I'eBmi T.O., ct. CtebiBKa
JI.B., cr. TloBimatiunk M.B. JlocmimkeHHS 01070T1YHOI aKTUBHOCTI OJICP)KaHMX CHUCTEM
MIPOBEJICHO Y CHIBIpaIli 3 JOLEHTOM JICTIAPTAMEHTy MPUPOJHUYNX Ta TYMaHITAPHUX HAYK
Ponpiro Kynes B bpazumii m. Can-Ilaomo Ta k.60.H. B.B. IlanTho, mouientom kadeapu
MIKpO010JIOT11, BIpyCOJIOTIi Ta €miIeMiojorii 3 KypcoM 1HPEKIIHHNX XBOPOO MEAUIHOTO
¢dakynprery JABH3 « YKHY».

Crpykrypa i o0csar podoru. [[uceprallisi CKJIaIa€ThCs 13 BCTYITY, TPhOX PO3ILIIB,
BHCHOBKIB, TiepeiiKy BUKopucTaHux jpkepen (193 naiimMeHyBaHHS) Ta JOAATKiB. 3MICT
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nucepTalii BUkiagaeHuit Ha 173 cTopiHkax MalIMHOMMMCHOTO TEKCTY 1 MICTUTh 42 PUCYHKH,
3 TabmuIi Ta 2 JOIaTKH.

VY mepmioMmy po3aiiai y3aradbHEHO Ta CHCTEMAaTH30BAaHO JIITEpaTypHi JaHi, IO
CTOCYIOTBCS PEaKIIiil eneKTpo(IbHOT BHYTPIITHHOMOJIEKYJISIPHOT IUKJITi3a11ii HEHACHYSHUX
CyOCTpaTiB pI3HUMH €JIEKTPOPLUILHUMHU PeareHTaMH.

VY npyromy po3miii BUKJIaEeHI pe3yJbTaTH BIACHUX JOCIHIKEHb aBTOPa CTOCOBHO
EBLl  N(S)-amin(mporapriy)3aMilieHuX — HTIPUMIIAH-2-TIOHIB 3 n-aJIKOKCU(EHII-
TEIypPTPUXIIOpUIAMU Ta OIONOTIYHUX BIACTHUBOCTEH CHHTE30BAHHX TEIyPOBMICHUX
TETEPOIUKJIIB.

Tpetiii po3ain BMILIye METOAMKHA CHUHTE3y Ta (PI3MKO-XIMIYHI XapaKTEPUCTUKH
OTPUMAaHHX CIOJYK.

OCHOBHMI 3MICT POBOTH

Bukopucranns apUITETYPTPUXIIOPUIIB B peaKIisax eNeKTpoPIbHOT
BHYTPIIIHHOMOJIEKYJISIPHOI LHMKII3alli BHBYEHO MaJlo 1 OOMEXKYEThCS JAEKIJIbKOMa
npukianamu EBI] HeHacHMueHMX IUKIIYHMX Ta AUKIIYHUX CHOJYK 3 J0JaTkoBuM O-
HyKJI€opUIbHUM HeHTpoM. llomupeHHss Takoro miAXoAy Ha I1HIII CUCTEMH €
MEePCIEKTUBHUM JIJISI TIOMIYKYy TPOCTUX Ta €QEKTUBHUX METOMIB CHHTE3y HOBUX
TeTePOLMKIIYHUX CHOAYK 3 MPAKTHYHO KOPHUCHUMH BiacTuBOCTAMU. Came TOMy
BHUJIAaBAJIOCH ~ OOTPYHTOBAHUM  JIOCHIIUTA  MOKJIMBOCTI  peakUld  eneKTpoPiIbHOI
BHYTPIIIHHOMOJIEKYJIsIpHOT  mukizanii  N(S)-anin(mponaprui)3aMileHux MmipyuMiIdH-2-
TIOHIB 3 A-alIKOKCU(EHIITEIYPTPUXIOPUIAMHU ISl KOHCTPYIOBaHHSI a30JI0aHEIbOBAHUX
KOH/ICHCOBAHUX CHCTEM Ta IMPOBECTH OIIHKY iX 010JI0TYHOI aKTUBHOCTI.

EnexTpodinbaa nukiizamis N-ajJKeHIJIbHUX MOXITHUX AIMKJIIYHUX TIOCEYOBUH
n-AJIKOKCHUPEeHIITeTyPTPUXJIOPUIAMU

JocnikeHHs: peakuid eneKTpopiIbHOI BHYTPIIIHBOMOJIEKYJISIPHOI  LUKJII3AIlll
n-aKOKCU(EHUITETYPTPUXJIOPUIAMU MU PO3MOYAJIA 3 TIOCEUYOBHUH, SKI MICTSTh Pi3HI
3aMICHUKH B aJKEHUIbHOMY (parMeHTti Ta Ounsg atoma Hitporeny. BcraHoBneno, mio
TIOCEYOBUHHM 3 AaKLUENTOPHUM (EHITbHUM 3aMICHUKOM OUIsl TEpMIHAJIBHOIO aToma
Hitporeny pearytoTh 3 n-aJIKOKCUPEHIITETypTpUXjiIopugamMu 2a,0 B xJyopodopmi 3
YTBOPEHHSIM MPOAYKTIB IIUKIIi3aIlii 3a-B.

TeCly /Te
@NHW NH¥ CHC, \Q
S R! 20 °C, 8 ron. N HN HCl
‘ 3a-B
1a,6 65-69% P
3a: R=CH;, R'=H
Ll 23,6
1a: R'=H 36: R=C,Hs, R'=H
16: R'= CH 2a: R= CHj; )
BT 26: R= C,Hj; 3B: R=CHj3, R'=CH;j;

HaTtomicTh BBemeHHs 10 iX CKJIaay JAOHOPHOI METHJIBHOI Tpynu abo aroma
[aporeny mnpuBOAWTH 10 TPOAYKTIB mpueaHaHHs 4a-e. [Ipo yTBOpEHHS TPOIYKTIB



yKI3aiii 3a-B CBIAYWTH CHJIBHOIIOJBHE 3MIIICHHS CUTHaMIB KapOoHy C-S rpymm y

criextpax SIMP °C.

R*~NH_ nj CHCI, =
—% + S Rl /Te
| 0 Cl
S R | 20 "C, 8 ropn. 4a-e
1B-r OR 61-67%
18: R'=R’=H 20 P
B: 1‘ - , 4a: R= CH;, R'=R’= H 4r: R= C;Hs, R'= CH3, R’=H
.R'= = 2a: R=CH
1r: R'=CHj;, R"™=H 2o R G I; 46: R= C,Hs R'=R = H 41: R= CHs, R=R2%= CH;
1x: R'=R*=CH;, PR 2ls

4B: R= CH;, R'= CH3, R%=H  4e: R= C;H;, R'=R’= CH,

YTBOpeHHsT caMe MpPOAYKTIB  «MapKOBHUKOBCHKOTO»  MNpHUEAHAHHS  4a-e
MiATBEPIKEHO TaHUMH cIeKTpiB IMP, B TOMy 4MCIli KOPEISIIHHUMU CIIEKTPAMHU.

HMBC

9.57
10.04
3.95 al
3

H,N
NH Ho.oa
.84 /
4.65
S H /Te
.
H
NOESY
O‘\
Puc. 1. 'omo- Ta reTeposiepHi Kopesilii crnotyku 40

Takum 4YMHOM, NpUpOAAa 3aMiCHMKa Ol TepMmiHanbHOro artoma Hitporeny
AJIKEHIJIbHOT TIOCEYOBUHU CYTTEBO BIUIMBAE HA PE3YNbTAT PEAKIII].

Eaexrpodinbua nukiaizanisa N-ajqkeHiibHUX MOXiTHUX 2-TioKcONipuMiIUH-4-0HY
n-MeTOKCH(EHIITeypTPUXJIOPHAOM

HactymHuM eramom Hamioro JgOCHIKEHHS OyJ0 BUKOPUCTAaHHS CHHTETUYHO
JIOCTYITHOTO TIOKCOIIPUMIUHOHY 9, KM MICTUTh JOJATKOBUN S-HYKICO(DUIBHHUM HIEHTD.
3a3HauyuMoO, 10 TOXIiJHI TIOypaluily BUKOPHUCTOBYIOTH B SKOCTI (hapMakoJOTI4HO
AKTUBHUX PEYOBHUH, 30KpeMa CIIOJYK, SKI MPOSBISIOTH ICUXOTPOMHI BIACTHBOCTI.
BcranoBieHo, 10 B CEpPEOBUIN JIBOJASHOI OITOBOI KHCJIOTH pEakIlisi TIOHYy 5 3
n-METOKCU(EHUITeTYPTPUXIOPUIOM  MPUBOJUTH  JO  NPOAYKTY  HMKJII3aIli  —
rigpoxyopuay 2,7-mumetni-2-{[auxiaopo(4-metokcudenin)-renypo|mernn }-2,3-1uriapo-
5H[1,3]ria3omo [3,2-aJnipumianH-5-0Hy 6 3 aHEIBOBAHUM Tia30JIHOBHM IIMKJIOM Ta
eK30LUKIIYHIM apHITETYPOBUM (parMeHTOM, IO TiATBepuKeHo crektpamu SIMP 'H.
HasiBaa B IU-criekTpi crodyku 6 cMyra moriauHaHHS kapGouinbHoi rpymu (1710 cm™)
CBIIUUTH, IO aJbTEPHATHUBHA CcXxeMa IuKIi3amii 3 3anydeHHsM rpynu C=0 He
peani3yeThes.



o CHy TeCl, 0
Nﬁ CH,COOH HLNS/CHS
H;C~ N~ § 20°C,8ron. H;C N ,

HC e
s OCH,  68% c @\
6

Otxe, enekTpodiibHa BHYTPINTHEOMOJICKYJISIPHA IUKIII3AIlSA 3-MeTaIii-6-MeTm-2-
TIOKCOMIPUMITUHOHY S 3 N-METOKCH(PEHUITEITYPTPUXIOPUIOM 3AIMCHIOETHCA 3a y4acTi
TKEHITLHOTO ()parMeHTy Ta I0JaTKOBOTO S-HYKJICO(THHOTO IEHTPY.

OCH,

Enextpodinbaa nukiizamis N-ajJKeHiJIbHUX NOXITHUX XiHA30JI0HY
n-aJKoKCU(eHIITeTyPTPUXJIOPUIAMHU

HactynHuM etanoM Hamioi poOoTu Oyino AOCHIIKEHHS MOKIMBOCTI PO3LIMPEHHS
3HAWIEHOTO HAMPAMKY T€TepOIMKIII3allii Ha TIOMIPHUMIIMHOHY, aHEThOBaH1 apuiIbHUM a0o0
reTapuiibHUM 3aMiCHUKOM. HasiBHICTh Takoro parMeHTy MOXE BIUIMBATH Ha aKTUBHICTb
cyOcTpaTy Ta perioHanpaBlIeHICTh Ipoliecy. B SKOCTI BUX1IHUX CYOCTpaTiB BUKOPUCTAHO
N-ankeH1JIbHI TOX1/1HI 2-TIOKCOX1HA30JI0HY 7a,0. BCcTaHOBIIEHO, 110 CUHTETUYHO JOCTYIIHI
3-aJKeH1IX1HA30MH-2-TIOHU 74,0 IUKII3YIOThCS A-ATKOKCHU(PEHIUITETYPTPUXIOPUIAMU
22,0 3 aHEIIOBAHHSM T1a30J1IHOBOTO LIUKIY 3 YTBOPEHHSM JIIHIMHUX TPULMKITYHUX CUCTEM
9a-r 3 EK30UMKIIYHUM apWITETypoBUM (parMeHToM. /[l TOpIBHSUIBHOI OLIIHKU
AKTUBHOCTI apWITEIyPTPUXJIOPHU/IIB B peaklli HUKII3alii 3 TIOHaMu 7a,0 AOCIiHKEHO
TETPaxJIOpUJl Tedaypy. BcTaHOBIEHO, IO perioxXiMmis MpPOUECy eIeKTPOPIIbHOL
BHYTPIIIHHOMOJIEKYJISIPHOT ITUKJII3AIl] TETPaxJIOPUAOM TEeIypy HE 3MIHIOEThCS, alie
BUXOJMU CIOJNYK 8a,0 TpOXM MEepeBULIYIOTh BUXOIM MPOIYKTIB apHIITEITYpPOXJIOPYBaHHS
9a-r. YTBOpEHHS Tia30J11HOX1HA30IIHOBOI cucteMu 9a miarBepxeHo PCA.

o) 1 0
R! o) R N R
. /*s/\ a TeCl, N 2a,6 NS .
Te CH;COOH .
Ha o’ a  CH;COOH N/&S 3 HCl Cl
20 °C, 8 ron. H 20 °C, 8 roa. OR
S0 63-68% 78,6 52-56% 9a-r
8a: R'=H . 9a: R= CH;, R'=H
1 7a: R'=H 1
86: R'= CH, . 96: R=R'= CH;
76: R'= CH;

98: R= C,Hs, R'=H
9r: R= C,Hs, R'= CH;

Enexrpodinbua nukaizanisa N-ajJkeHiIbHUX NOXIIHUX TIEHONipUMIINMHY
n-aJKOKCU(EHINTe TyPTPUXJIOPUIAMHU

JInst  BUSBIICHHST MOSKJIMBOCTI BHYTPIIIHBOMOJEKYJISIPHOI reTepornumkimzai N-
AJIKCHUIPHUX 2-TIOMIPUMIAWHOHIB, aHEJIbOBAaHUX 3 TETEPOIUKIIYHUM TiO(hESHOBHM
(dbparMeHTOM, B SIKOCTI MOJIETbHUX 00’ €KTIB BUKOPHUCTAHO TieHO[2,3-d|mipuminnan 10a-e.
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BcranoBneno, 1mo enekTpodinpHa IMKII3aIisg Yy BKa3aHMX YMOBax BiJ0yBaeThCs
aHajoriyHo N-aJKeHUTPHMM XiHa30JiHaM 7a,0 1 BIIKpHUBAE€ MUIAX 10 CHUHTE3Y paHIIIe
HEBIJJOMHX T1a30JIIHOTIEHOMIpUMIIMHOHIB 11a-1 JIiHiy“IHO'l' 6yI[OBI/I.

(0] TeCl3
R1 /K N/\/ Cl
J»\ L .\ CH;COOH l // S/¥?e©
RN 7N S 20 °C, 8 ron. OR
H H

. c1
OR 70-74% 11a-u
10a-e 20.6
10a: R'=R’= CH;, R>=H
106: R'=R?=R*= CH, 11a: R= CH3, R'=R’= CH;, R’=H 1le: R= CH;, R'R’= (CH,),, R*= CH;
108: R'R?= (CH,),, R*= H 116: R=R'=R’=R’= CH; 11e: R= C,Hs, R'R’= (CH,),, R’=H
10r: R'R’= (CH,),, R’= CH, 11B: R= C,Hs, R'=R’= CH;, R®*=H  11x: R= C,Hs, R'R*= (CH,),, R’= CH;
101: R'R’= (CH,)s, R*=H 11r: R= C,Hs, R'=R?=R’= CH, 113: R= CH;, R'R?= (CH,)3, R’= CH;
1p2 3

10e: R'R’= (CH,);, R’= CH 111: R= CH3, R'R’= (CHp);, R’=H  11m: R= C;H5, R'R’= (CHy)3, R'= CH;

Enextpodinbna nukaizanisa N-ajJdkeHiIbHIX NOXITHUX Nipa3osonipuMianny
n-MeTOKCH(EHIITeTypTPUXJIOPHAOM

HactynHum etanoM Hamoi poOOTH OyJi0 BUSBIEHHS MOKIMBOCTI T'€TEPOLIMKII3aLlil
QIKEHIJIbHUX TIOMIPUMIIMHOHIB 3 IHIIUM aHEJIbOBAHUM I’ ATHYJIEHHUM (papMakoPOpMHUM
TETEPOLMKIOM — Tipa3ojioM. B skocTi MoaenbHUX 00’€KTiB BUOpaHO N-alKeHIIbHI 6-
Tiokcormipaz3ono[3,4-dmipuminuna-4-oau  12a-B. APWITSIYPTPUXJIOPUAH B PEAKIIAX 3
TaKMMHU cyOcTpaTaMyd MOXYTh YTBOPIOBAaTH TEIYPOBMICHI O10JOTYHO aKTHUBHI aHAJIOTH
nypuny. Peakuiro mipazosonipumiguHiB 12a-B 3 n-METOKCU(EHUITETYPTPUXIOPUIOM
MIPOBOJIMJIM B CEPEOBUIII JILOASHOI OITOBOI KUCIOTU. B pe3ynbrari peakiiii oTpuMaHO
rigpoxsiopunu  13a-B  TETypOBMICHUX TOMNIIMUKIIYHUX CHUCTEM JIiHINHHOI OynoBu 3
CK3OLMKIIYHUM apWITEIIyPOBUM (PparMeHTOM, OyAOBY SKHX JOBEIACHO KOMILIEKCOM
CIIEKTPAIBHUX JIOCTIKEHb.

TakuM 4MHOM, mpuUpoAa TETEPOLMKIY, KOHIEHCOBAHOIO [0 MIPUMIIUHOBOI
CUCTEMH, CYTT€BO HE BIUIMBAa€E Ha  MpOIEC  ENeKTPO(UIbHOI  IUKII3aIli
apUITENyPTPUXIOPUIOM.

TeCl, R
N N Cl
j N . CH;COOH L Sy
S ) /
N 20 °C, 8 ron. N Cl @\oem
" OCH;  70-75% gt HE 13as
12a-B
1 2
12a: R'=CH;, R”*=H 13a: R'=CH3, R*= H
1 2
126: R'=R*= CH; 136: R'=R’= CH;
1_ 2_
128: R'= H, R>= CH; 138: R'= H, R>= CH;

3a3Haunmo, 1m0 IWKimi3amis Bceix N-aakeHUIbHUX — 4-OKCOMipUMIIUH-2-TIOHIB
3IIACHIOETHCS 13 3aITyUYEHHAM S-HYKJIEO(P1IbHOTO HEHTPY.
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Peakuisi N-aisii-2-meTnitio(2-okco)TieHomipuMiguHoOHIB
3 n-MeTOKCU(EHIITeTyPTPUXJIOPHIOM

{06 mocmiguTH MOKJIMBICTh IUKII3allli Ha 1HIIUKA HYKICO(UTFHUN LEHTP — aToM
Oxcureny, w™u 3a0J0KyBamu S-HYKJICO(QIIbHUI IEHTP LUIAXOM  aJKUTyBaHHS.
BcranoBneno, mo MeruntionoxigHe 14 pearye 3 n-METOKCHUGEHIITEIYPTPUXIOPHUIOM
HE3aJIe)KHO BiJI CIIBBIIHOIIICHHS PEareHTIB 3 YTBOPEHHSIM MOJEKYISPHOrO KOMIUIeKCcy 15
y CHIBBIJTHOIIEHHI cyOcTpar-enekTpodina 1:2, ToOTO aHEeIOBaHHS OKCA30JI1HIEBOTO ITUKITY
y BKa3zaHWX yMoBax He BigOyBaeTbcs. MOXINBO, 1€ CHPUYMHEHO MEHIIOIO
HykieoduibHICTIO aToMa OKcUreHy B mopiBHAHHI 3 aToMoM Cynbdypy.

¢ 7 o ﬁ/ TeCly
N H3CO©TeCl3
N
< \ N/)\SCH;; I\ J~scn, 2
S CH;COOH s~ N
14 20 °C, 8 ron. 15 OCH;

56%

BapiroBanHs yMOB IIpOBEICHHSI peakilii (4ac, pO3UMHHUK, MIABUIIICHHS TEMIIEpaTypH)
HE MPUBEIU 10 YTBOPEHHS MPOYKTY MPUEIHAHHS UM IUKIII3aIli. Y BUIIAJIKy HarpiBaHHS
peakiiiftHoi cymimn BiIOYBaJIOCS PYWHYBaHHSI KOMIUIEKCY 3 €KCTPY3I€I0 €JIeMEHTapHOIO
Tenypy. Mu npuiyckaemo, o oJHa MOJIEKyJia apHITETyPTPUXIOPULY KOOPIUHYETHCS T10
KapOOHUIBbHIN Tpyml Ti€EHOMIpUMIIUHOHY, a 1HImA 1o N-1 atomy mipuminuny. CyTTeBe
3MIIIEHHS CMYTH TIOTJIMHAHHS KapOoHUIbHOI rpynu B [Y-criekTpax nmpu nepexo/i Bix 14 no
15 (Av 50 cM™") Y3romKyeThes 3 TAKUM MIPUITYICHHSIM.

J{1s1 BUSIBJIICHHST MOKJIMBOCT1 IUKJII3a1lii Ha aToM OKCUTEHY Yy IPYrOMY MOJIOKEHHI
nipuMiguHy Mu 3aminuin atom Cynbdypy Ha atomM OkcureHy. BeranoBieHo, 1o peaxiris
TIEHOMIPUMIIUHANOHIB 3 A-METOKCHU(EHIITEIYPTPUXIOPUAOM TaKOXK MPUBOAUTH [0
YTBOPEHHsI KOoMIUIeKkCiB 17a,0, TOOTO Ha BIAMIHY BiJl BIAMOBIIHUX TIOHIB, IUKJII3AIis 13
3anmydeHHsIM O-Hyki1eo(IbHOTO IEHTPY HE B110YBA€THCA.

o R! o R TeCl,
N& H3CO®TeCl3 N&
I\ J=~o TN = 2
s~ N CH;COOH s~ N
162: R'= H " 16a,6 20°C, 8 ron. 17a,6 " 1 OCH,
: 46-48% i 17a: R'=H
166: R'= CH; 176: R'= CH;4

Enexrpodinbna mukiaizamis S-ajakeHiJIbHUX NOXiTHUX XiHA30JIHOHY
n-MeTOKCH(EeHIITeypTPUXJIOPHAOM

JUist  mocniJKEHHsT  perioximii  mpouecy TeaypoUuKIizauli MU —HepeMiCTUIH
ankeHUIbHUN (pparmMeHnt Bij atoma Hitporeny mo aroma Cynbdypy, 110 MOXE CYTTEBO
BIUIMHYTH Ha Xia mpornecy. B sikocti cyOctpariB s EBIL] gocmimxeno 3-enin-2S-
AJIKEH1JIbHI MOX1JH1 X1Ha30J0Hy 18 a-r. B 1ipomMy Bumnajaky mukiizaiis Moxe Bi10yBaTHUCh
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3a y4acTi HykieodinpbHOrOo atoma Hitporeny rereponukiy. BecraHoBieHo, 1o Tioetepu
18a,6 3 HesamimeHUM TepMiHAIbHUM artomMoM KapOoHy 3a3HaOTh eIeKTpOodiIbHOT
BHYTPIITHROMOJIEKYISIPHOI [UKTI3aIlil 7-METOKCU(PEHUITEIYPTPUXIOPUAOM 3 YTBOPEHHIM
Tia3oiHOX1Ha30/0HIB 19a,0 anrymsapuoi OymoBu. OcTaHHI YTBOPIOIOTH MOJIEKYJISIPHI
KOMIUIEKCH 3 apWITETyPTPUXJIOPUIOM. 3a3HAUMMO, IO TaKi KOMIUIEKCH YTBOPIOIOTHCS
HaBITh NP TIPU CIBBIAHOIIEHHI cyOcTpaT-enekrpodin 1:1. Ilpu nBokpaTHOMY HaUTHILIKY
enexTpodina Buxoau 301UmbmryroThes Ha 25-30%.

HasiBHICTh J1BOX METHJIBHUX 3aMICHUKIB a00 ()eHUIBHOI IpynmH 10 TEPMIHAIBHOTO
ankeHuIbHOro atoma KapOoHy y Tioerepax 18B,I 3MiHIO€ HAIIPSAMOK peakIlii 1 IPUBOAUTH
JI0 YTBOPEHHS MOJICKYJISIpHUX KoMmIuiekciB 20a,0 He3aJlekHO BijJ CIIBBITHOIICHHS
peareHTiB. BiJicyTHICTh ITMKIII3allii B IIbOMY BHIIAQJKy MOXKE OyTH 3yMOBJICHA CTEPUUYHUM

CKpaHyBaHHSM PEaKIIHOTO IICHTPY.
2 L) e
N

=
Q /J\Cl_ P
R=H, CH, NN g _
1_ 2 R
R'=R"=H >/ OCH;

66-70% /T\*?OOCHs
c1 Cl
0
192,6  195: R=H

= N 196: R=CH;
g L 1 H;CO~_)~TeCl, :

N S R
3:< CH;COOH
18a-r

R R  a6oTro

-H
20 °C, 8 roa. 1
18a: R=R'=R’=H R'=H, CH3 ? TeCl;
N

2_
186: R= CH;, R'=R’=H R’= CH3, Ph N
188: R= H, R'=R’*= CH, 62-64% A S
1 2 _
18r: R=R'=H, R"=Ph ,
20a,6 R OCH;

Rl

20a: R'=R*= CH,
206: R'= H, R*= Ph

EnexTpodinbHa nukiizamis S-ajJKeHiJIbHUX NOXiTHUX TiEHOMipUMiTUHY 3
n-MeTOKCH(EHIITeTyPTPUXJIOPHIOM

3aMiHa aHENbOBAHOTO A0 MIpUMITUHY (EHITHHOTO KiUTBI B XiHa3oimoHax 18 Ha
TiOpEeHOBUH UK TPUBOIUTH JO TOTO, IO TIEHOMIPUMIAUHOH 21a mpu B3aemomii 3
n-metokcudeninrenyprpuxiopuagom (AcOH, 20 °C, 8 roamH) cHo4aTtky YyTBOPIOE
MOJIEKYJIIPHUNA KOMIUIEKC 22, KM MPHU MOJANbIIOMY MEPEMIIIyBaHHI 3 €KBIMOJISIPHOIO
KUIBKICTIO ~ #-METOKCU(EHUITENYPTPUXJIOPUAY 3a3HA€  IMKJI3alii 3  yTBOPEHHAM
Tia3oJiHOTIEHOMpUMiIUHOHY 23a. Crnonyku 23a,0 MOXXHA TaKOXX OTpPUMAaTH B OJIHY
CTaAil0 Tpu OUIBII JOBTOTPUBAIOMY TEPEMIINTyBaHHI TIEHOMIPUMIIUHOHIB 21a,0 3
n-MeTOKCU(EHINTENypTpuxjaopuaoM. B Tol ke dac, BBeneHHsA 10 TepMmiHaimpHOTrO C-
aTOMY aJIKeHUIBHOTO 3aJIMIIKa JBOX METHJIBHHX a00 (eHUIbHOI TPYyNU MepenIkopKae
nuKiizamii.  BcTaHoBIEeHO, IO NHMHAMIIBHUM Ta METHJIKPOTHIIBHHUH TiO€Tepu B
aHajoriyHuXx  ab0  HaBITh  OUIBII  JKOPCTKUX  yMOBaX HE  pearyotb 3
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Nn-METOKCU(EHIITENYPTPUXIOPUAOM, 10 MOXKE OyTH OOYMOBIIEHO CTEPUYHHMM BIUIMBOM

3aMICHHUKIB.
TeCl
we ()1
21a
HSCN N .
CH;COOH S PN
N~ S \
20 °C, 8 ron. 2 O\ OCH;
(1}
e o © 65%
3 TeCl,
) N CH;COOH a6o TI'®
H,C B H3CO~()-TeCl, o
20 °C, 20 roxa.
S N ’
N S¥ 20%
21a,0 R OCH,4
21a: R=H
216: R= CH, He O Q TeCl,
e T Y
Ré\/ OCH;,
CH3COOH a6o TT'®
T OCH
20 °C, 20 roa. 238 ¢ zr@ 3
- 0,
68-72% 23a: R=H
236: R= CH,

Eaexrpodinbua nukiizanist 1,3-He3amimeHux S-adiibHUX(MeETATIIbLHUX)
MOXiTHUX TIEHOMIPUMIiINH-4-0HY n-MeTOKCU(EHINTeTyPTPUXIOPHIOM

HasBHicTe nBOX He3aMilleHWX HykJIeodinbHUX aromiB Hitporeny B S-
AMUIbHUX(METATUIBbHUX) TOXITHUX TIEHOMIPUMIAMHOHIB 24 CTBOPIOE TEPEIyMOBHU IS
nepediry EBI 3 3amyuennsm N-1 abo N-3 aromiB mipumiivHYy 1 YTBOPEHHS CIOJYK 3
JHIMHO a00 aHTYJISIPHO aHEJFOBAHUM T1a30J1HOBUM ITUKIIOM.

% Q/j\/i g .
ST>NT S
R' )L\/, al @
T

|
€ —
| OCH
o = cl rom 3

A=

STONTTS CH;COOH
2420 20 °C, 8 ron.
1

24a: R'=H 0 Iﬁ\ a TeCl,

246: R'= CH; /N Te Cl

—_— P U~
64-66% HCI‘{ S

OCH
252,6 OCH3 3

25a: R'=H
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BcranoBneHno, 110 B3aeMOis KOHJEHCOBAHMX TIEHOMIPUMIJIUHOHIB 24a,0 3
Nn-METOKCU(EHINTETYPTPUXIOPUIAOM TMPUBOAUTH, HE3JICKHO BiJ  CITIBBITHOIICHHS
pearceHTiB, N0 YTBOPEHHS MOJIEKYISIPHUX KOMIUIEKCIB eleKTpodisa 3 MpOoAyKTaMu
nukm3anii 25a,0.

JIist miATBEpIIKEHHS YTBOPEHHS CIONyK 25a,0 came 3 JIHIMHO aHEeIbOBaHUM
Tia30JIIHOBUM ITMKJIOM TIPOBEJICHO aHAI3 CIIEKTPIB TOMO- Ta TETEPOSACPHUX Kopemsiii. B
cnektpax BusBieHa nanbHsa KCCB 17.9 't Mk mpoToHOM TpeTuHHOTO atroma KapOoHy
T1a30J1IHOBOTO LUKy Ta amigHUM atoMoM KapOoHy, 110 XapakTepHO JJis BiACTaHI B TpU
3B’SI3KU JJISI JIIHIMHOT CTPYKTYPH, a He JIJIsl BIJICTaHl B I’ SITh 3B’SI3KIB JUIsl aJlbTEPHATUBHOT
anrynspaoi crpykrypu (Furrer, J. Concepts Magn. Reson. Part A. 2012, 40, 101-127).

Enexrpodinnna mukiizamisa N(1,3)-ne3amimennx S(Se) aJikeHIIbHAX MOXiTHHX
NipUMIiIMHY 7-MeTOKCH(EHIITETYyPTPUXJIOPHIOM

Bceranosneno, mo temypouukiizamis moHouukimuHux NH-mipumiauHoHIB 26,0
B1IOYBA€ThCS aAHAJOTIYHO, 3a ywacTi aroma HiTporeHy B TpeTbOMy MOJIOKEHHI
NIpUMITUHY. 3HalieHa HUKIi3alisd MoKe OyTH MOIIMPEHa Ha CEJIEHOBUN aHaior 268, 110
BIJIKDUBA€E 3PYYHUH IUISAX 0 CUHTE3Y KOHAEHCOBAHMX TETEPOLMKIIB 3 €HIAOLMKIIYHUM
atomMoM CeJeHy Ta €K30LUMKIIYHUM apuiTerypoBuM (parmeHToM. [Ipupona xanbKoreny
HE BIUIMBA€E HA HANPSMOK I'€TePOLIMKIII3ALlii.

0

1
R! it R Cl TeCl
NH H;CO TeCly [ C 3
/‘\ By f | i/; Te
X = .
H;¢~ N X

HyC N CH,COOH
26a-8 20 °C, 8 ron. HCI
26a: R'=H,X=S§ 63-65% 27a-8 OCH; OCH,

266: R'=CH;, X =S

27a:R'=H,X =8
268: R'= CH3, X = Se

276: R'=CH;, X =S
278: R'= CH3, X = Se

Enexrpodinbna nukiizanis S-nponaprijisHUX NOXiTHUX
2-TiOKCONIPUMIINH-4-0HY 1-AJIKOKCH(EHIITETYPTPUXJIOPHIAOM

BukopucranHs TpomapruibHUX —TIOETEPIB  BIIIKPUBAE JIOJATKOBI CHHTETHYHI
MOXJIMBOCTI.  BcTaHoBieHo, 110  IMKII3alis  MpomapriibHOro  Tioetepy 28
n-ankokcudeHinTeayprpuxiopugamu - 2a,6  BigOyBaetbes 3a  ydacti  N(3)-atroma
MIPUMITUHY 3 YTBOPEHHSIM OJHOIO T'eOMeTpuyHOoro izomepy 29a,0 Z-koHdiryparii.
Burignicte yTBOpeHHsI Z-i30Me€pa MOXKHA TIOSICHUTH BHYTPIITHBOMOJICKYJISIPHOIO
koopauHaiiero  aroma  Oxkcureny Ha  arom  Temypy. Jlpyra  moJekyna
apWITENyPTPUXIIOPUY KOOpAUHYEThcsl 1o atoMmy Cynbdypy, sSK 1 Mg OPOAYKTIB
[UKJIII3aMli aJIKeHUILHUX aHaJIOr1B.
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RO

0]
NH \ /Cl

/
Té—Cl
N ROOTeCh ¢ TeCls
N 8 O /JTH

H;C
3 %\\ N 29a: R= CH,4
28 CH;COOH \ g 296: R= C,H;
20 °C, 8 roa. N//\ OR
H;C
76-80% 3 HCI

29a,0

Beenennst 3amicHuka 10 N(3)-aToma mipuMiTuHOBOTO IUKITY IO3BOJISIE 3MIHUTH
periocnpsMOBaHICTh LUKII3AIlii, 10 BIJIKPUBAE NUIIX 10 MPOAYKTIB aHTYJISAPHOI Oya0BU
31. 3a3HauynMo, MO B IbOMY BUMNAAKY PEAKIlisl HE € CTEPEOCETEKTUBHOIO 1 MMPUBOIUTH JI0
YTBOPEHHS CyMilll reoMeTpuyHuX 13oMepiB 31a ta 310 y cmiBBigHomIeHH] 1:1.

CH;COOH f
o Cl. f H _a
30 20 °C, 8 ron. T\e H a JTe
61% /©/ Cl
H;CO

31a 316 OCH;

o 3 [
Q{\j\s HSCO@TeCh /S \N+/>\S cr . /S/\ N+/>\S cr
s” N R /
N

Enexrpodinbua nukiizanis N-ajkeHiIbHUX 2-TIOKCONIPUMiAMHOHIB
n-etokcueHiaTeypTpudpOoMizom

BB atoma ranoreHy B apuiTeNypTpUrajoreHifax JOCHiKeHo Ha mpukiamai N-
ATKCHUIMETHIBHUX  TOXIAHUX  XIHA30JIOHy 7a Ta  TieHOomipumiauHOHIB  10B,I.
BcranoBneHo, 1o perioHampaBlieHICTh enekTpodiipHol nukmzamii N-aminpHux 2-
TIOKCOMIpUMITUH-4-0H1B 7a, 10B,I 7-€TOKCU(DEHLITETYpTPUOPOMIIOM TaKa X, 5K 1 JIJIs
n-aJIKOKCU(EHINTETYPTPUXIOPUIIB, alle BUXOAW IS apWITETYyPTPUXJIOPUIIB KpaIlli.
HameBHo, 1e 3ymMOBI€HO OUIBIIOI CTAOUIBHICTIO IMOBIPHHMX IHTEPMEIIaTIB IPOIECy —
XJopoTenypoHieBux  karioHiB  (AG= 3,8 kkain/mMoib) <y  TOpPIBHAHHI 3
opomotenyponieBuMu (AG= 0,9 Kkaji/mMoJib), 10 Y3TOJIKYETHCS 3 KBAHTOBO-XIMIYHUMU

po3paxynkamu (mporpama ORCA 4.0, metox MP2).
Rl

/ TeBry
N

N CH;COOH
20 °C, 8 rop.
OC,H; 43-67 %
7a, 10B,r 32 33a: Rl= H,
e, ~3. 0y

33s: R'= CH;, S
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XiMi4HI BJIACTHBOCTI TeJIYPOBMiCHUX Tia30/iHONiPUMIiIMHOHIB

Comi TiazomiHomipuMiguHy 11 B 3BHYaliHUX yMOBax € CTaOlIbHUMH PEUYOBHHAMH.
[Tpu nii exBIMONSIPHOT KIJIBKOCTI BIJHOBHUKA, CYIb(ITY HATPit0, BOHU MEPETBOPIOIOTHCS Y
BUTbHI OCHOBH 34,0, a HaJIJTMIIIOK BIJIHOBHHUKA JTO3BOJISIE OTPUMATH T'ETEPOIUKIN 35a-B 3
CK3OMMKIIYHIM JIBOKOOPJAMHOBAHUM aToMoM Temypy. Pi3Ha enekTpoHHa mpupona
YOTUPHU- 1 JABOKOOPAMHOBAHOTO aroma Temypy mposiBisieTbes y crektpax [IMP y
CWJIBHOIIOJIbHOMY 3CYB1 CUTHAJIIB IPOTOHIB ApOMAaTUYHOTO s/Ipa Ta MPOTOHIB METUJIEHOBO1
rpynH, 3’ €HAHOI 3 aToMOM Tenypy, IpU NMEePEXoAl Bl apUATENyPOAUXIOPUIHUX CIIOIYK
11 no apunTenyponoxigHux 35.

o 3
R! 2N R a 0 R
N L ) R! Cl
jk //LSN/Te @ lexs. NaSO; NTe
5 > \
HCl 0 S
20 °C, 2 roa. 34a,6
11a-r, &

70-73%

JIMCO
20 °C, 2 rog.
70-71%

1 Q R’
) {\N/\k
Te —
RZ/ZS\ N/)vs @OR

3 exB. Na,SO;

35a- o 1_p2_ 3_
34a: R= C;Hs, R'=R?= CH;3, R’=H 35a: R= C1H3’2R ‘3R = CHy, R=H
346: R= C;Hs, R'R’= (CH,),, R’= CH; 356: R=R'=R"=R"= CH;
358: R= C,Hs, R'=R’=R’= CH;,
Temypun 36 OTPHUMAaHO aHAJIOTTYHUM YUHOM npu B3a€EMO/TIT

Tia3oJiiHoNipazononipuMiauay 130 3 TpUKpaTHUM HAJJIMIIKOM HaTpid cyiabpIiTy B
cepenouii JIMCO-Boza.

CH; /Cl
;feﬂ 3 exB. Na,SO;
Cl OCH; N,
AMCO
20 °C, 2 rox.

1%

JocaigxeHHs1 0i0J10TiYHOI AKTUBHOCTI

Hamu nocnimxeHno O10J0TiYHI BJIACTUBOCTI JESKUX 13 CHHTE30BAaHUX B POOOTI
CroJiyK. BcTaHOBIE€HO, 110 TETypOBMICHI CHOJIYKA TI€HOMIpUMIAMHOBOTO psiny 11B-1
MPOSIBIIAIOTH MPOTUTPHOKOBY aKTHBHICTH Ha TpuOKu ciMmerictBa Aspergillus i Penicillium.
[lepBuHHI JOCHIIKEHHS JO3BOJISIOTH MPOCTIIKYBAaTH 3aJ€KHICTh aKTHUBHOCTI BIJ
CTpyKTypHu. Tak BBEJICHHS METWJIHHOTO 3aMICHHKA B Tia30JIIHOBHM IUKI criomyku 11r
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NPUBOJIUTH 10 3MEHILICHHS AaKTHBHOCTI, a aHEIIOBaHHS IMKJIOT€KCAaHOBOTO LUKIY [0
TioeHy MPUBOJIUTH A0 TOTO, 10 croiyka 111 mposBiise MPOTUTPUOKOBY aKTUBHICTD SIK
no rpuoka Aspergillus, Tax i Penicillium.

Jocnimxenns IPOTUMAIIAPIHHOT aKTUBHOCTI TEITYPOBMICHUX CIOJIYK
TIEHOMIPUMIJMHOBOTO Ta XIHA30JIIHOBOTO psAy TMOKAa3ald iX BHUCOKY AaKTHBHICTH M0
30ymHuKa TpomiyHoi mamsipii Plasmodium falciparum. Busmneno, mo cmomyka 356 €
MEPCTIIEKTUBHOIO SIK MPOTUMAJISAPIitHUI 3aciO.

BUCHOBKHA

Y  naucepramiiiHiii  poOOTI  BCTAHOBJIEHI  3aKOHOMIPHOCTI  €NeKTpOQLIBLHOI
rerepoumkmizamii  N(S)-anin(mponapria)3amillieHux — MIPUMIAWH-2-TIOHIB MM i€
n-aKOKCU(EHUITeTyPTPUXJIOPUIIB Ta PO3POOJICHI METOJIM CHHTE3y Teaypo3aMileHuX
T1a30JIIHOBUX ITUKJIIB aHETLOBAHUX JI0 MIPUMIJUHOBUX CUCTEM.

1. ITokazaHo, IO PEriOCHPSMOBAHICTh PEAKLIN 71-aIKOKCU(EHUITETYPTPUXIOPUIIB 3
N-aJKeHUITIOCEYOBUHAMU 3JIEKUTh Bl MPHUPOAM 3aMICHHKA Ol TEPMIHAJIBLHOIO aroMma
Hitporeny TiocedoBuHH. B pe3ynbTari yTBOPIOIOTHCS NPOAYKTHM ULHUKM3alli abo

MIPUETHAHHS.
2. Bcranosneno, mo N-ankenin-2(6)-TiokcompumianH-4-oHu  (XiHa301iH-4-0HH,
tieHno[2,3-d|mipuminanH-4-0HH, nipaszono|3,4-d]mipumianH-4-0HK) LHUKITI3YIOThCS

n-aJIKOKCU(EHIITETYPTPUXIOPUIAMHU 32 YYACTIO HYKJICO(PIIBHUX IEHTPIB AJKEHUIBHOTO
3aMmicHUKa Ta TioHHOTO aroma Cynbdypy, IO NPUBOAUTH JO YTBOPEHHS JHINHO
KOH/ICHCOBAHUX T1a30JIIHOBMICHUX I€TEPOLIUKIIIB MIPUMIAUHOBOTO PATY.

3. 3'sicoBaHO 3aKOHOMIPHOCTI €JIEKTPO(DUILHOT BHYTPIIIHBOMOJICKYJISIPHOT IIMKTi3allii
2-S-aTKeHUITIPUMITUH-4-0H1B (tieno[2,3-d]mipuminnH-4-0HiB) i1 TIET0
n-aJIKOKCU(EHINTETYPTPUXJIOPUIIB. BcTaHOBIEHO, 10 HANpPSIMOK TETEPOIMKIII3AI]
3QJICKHUTH BiJl HASBHOCTI 3aMICHHKA B TTOJIOKECHHI 3 MIPUMITAHOBOTO KIJIbIIA.

4. TlokazaHo, 110 B3a€EMOJISl APWITETYPOAUXIOPUIHUX TMOXIJHUX OHIEBUX COJIEH
T1a30JIIHONIPUMIAMHIB 3 CYyJIb()ITOM HATPiIO JO3BOJISIE ONEPKYBaTH, B 3aJE€KHOCTI Bij
CHIBBIAHOILIEHHSI PEareHTiB, BUIbHI OCHOBHU 3 YOTHUPHU- a00 ABOKOOPAMHOBAHUM aTOMOM
TEypy.

5. BcranoBneHo, mo enekTpodiabHa MUKITI3AIlisS MOXITHUX MiPUMIIUH-2-TIOHIB 3
apWITeTypTpUXJopuaaMd  ab0  apuITeTypTPUOPOMiTaMyd  MPUBOIUTH IO  CXOXKHX
CUHTETHYHHMX PE3YJIbTATIB, @ BUXOIH MPOIYKTIB IIUKIII3allii BUII IS XJIOPHUIIB.

6. Ha ocHOBi enexkTpodiibHOI TeTepOIUKIIi3aIli MOXITHUX MIPUMIIAH-2-TIOHIB 3
apWITETyPTPUTATIOTCHIIaMUA PO3POOJICHO 3PYUHUHN MIAXiA 0 KOHACHCOBAHUX IMOXITHHUX
T1a30JIIHOMIPUMIUHIB 3 EK3OIMKIIYHUM apUITEITypAUTraJoreHiTHUM (parMeHTOM, SKi
MOKa3aJIl aHTUMAJISIPIAHY Ta MPOTUTPUOKOBY AKTUBHICTD.

CIIMCOK MYBJIKAIIIM 3A TEMOIO JIMUCEPTAIIII
1. T'eui, T.O. T'ereporukimizarist 5-anin-6-tiokco-1-merunmipasonol3,4-d|oipumiaun-4-
oHy n-metokcipeninrenyprpuxaopuaom / T.O. I'epui, M.M. Kyt, M.}O. Onucsko, B. T.
Jlennen. // Hayk. BicHuk Yxkropoa. yH-Ty (Cep. Ximis). — 2015. — No2(34). — C.67-70.
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(Ocobucmuii snecok 3000ysaua: MTEPATypPHUI TOIIYK, IPOBEACHHS SKCIIEPHUMEHTAIBHOT
YaCTUHU pOOOTH, aHATI3 OTPUMAHHUX EKCTIEPUMEHTAILHUX JTaHUX, BCTAHOBJICHHS OY0BU
CUHTE30BaHUX CIIOJIYK)

2. Kyr, M.M. XiMiyHi BIACTHUBOCTI TiIpOXJIOpHIIB 6, 7-mu3amimenux 2-{[muxiopo(n-
ankokcidenin)-renaypo]mernn }-2,3-auriapo-5H-[1,3]ria3zomno[3.2-a]rieno[2.3-
d]mipuminua-5-oniB / M.M. Kyt, M.IO. Onuceko, B.I'. Jleanen // Hayk. BicHUK YKropos.
yH-Ty (Cep. Ximis). — 2016. — Ne2(36). — C.57-59. (Ocobucmuii enecox 3006ysaua:
IPOBEJICHHS CUHTETHYHO1 YacTUHU  poOOTH, IHTepHIpeTalis OTPUMAHUX
EKCIIEpUMEHTAJILHUX JIaHUX, BCTAHOBJICHHS OYJJOBU CUHTE30BaHUX CIOJIYK)

3. Kut, M. Heterocyclization of 5, 6-disubstituted 3-alkenyl-2-thioxothieno [2, 3-d]
pyrimidin-4-one with p-alkoxyphenyltellurium trichloride / M. Kut, M. Onysko, V. Lendel
/I Heterocycl. Commun. — 2016. — 22 (6) . —P. 347-350. (OcobucTuii BHecok 3100yBaya:
JiTepaTypHUH TMOIIYK, TPOBEACHHS OCHOBHOI YaCTMHH POOOTH, aHaJi3 Ta 1HTEpIIpEeTallis
OTPUMAHUX E€KCIIEPUMEHTAJILHUX JIaHUX, BCTAHOBJICHHS OYJJOBM CUHTE30BaHUX CIIOJYK)

4., Kyr, M.M. Tenyporukmizamis KOHJACHCOBAHUX S-aJKCHIIbHUX IOXITHUX 4-
okcomipumiauH-2-Tiony / M.M. Kyr, M.}O. Onuceko, B.I'. Jlenmen // Hayk. BiCHHK
Vxropoa. yu-ty (Cep. Ximisg). — 2017. — 1(37) . — C. 86-88. (Ocobucmuii énecox
3000y6a4a: BUKOHAHHS EKCIEPUMEHTAJIbHOI YaCTUHU POOOTH, aHali3 Ta IHTEpIpeTalis
OTPUMAaHUX EKCIIEPUMEHTAILHUX TAHUX, BCTAHOBJICHHS OYJOBM CHHTE30BAaHUX CTIOJYK)

5. Kyr, M.M. Komrmuiekcu n-MeToKCHPEHINTENypTPUXJIOpUaY 3 N-aliIbHUMHU TOX1THUMU
2-okco(metmirio)tieHo[2,3-d Jmipumiaun-4-ony / M.M. Kyr, M.FO. Ownuceko, B.T.
Jlennen // Hayk. BicHuk Yxropona. yH-Ty (Cep. Xiwmis). — 2017. — 2(37) . — C. 103-106.
(Ocobucmuii snecox 3000ysaua: MTepaTypHUil TOIIYK, POBEACHHSA €KCICPUMEHTAIBHOT
4acTUHU poOOTH, aHali3 Ta IHTEpHpeTalis OTPUMAHUX EKCHEPUMEHTAIbHUX JaHUX,
BCTAHOBJICHHS 0yJI0BU CHHTE30BAHHX CITOJIYK)

6. CrebiBka, JI.B. Bzaemomis mnponeHumbHMX moxigaux 1,2.4-tpuazony 3 4-
ankokcupenunrenyprpuxiopugamu / JIL.B. Cre6iBka, M.M. Kyt, 1.®. Pycun, M.IO.
Onwmceko, B.I'. Jlennen // Hayk. Bicauk Yxkropoa. yH-Ty (Cep. Xiwmis). — 2017. — 2(37) . —
C. 112-115. (Ocobucmuii snecok 3006ysaua: MiTepaTypHUI MOIIYK, MPOBEICHHS OCHOBHOT
JaCTHUHU POOOTH, aHAJI3 OTPUMAHHUX CKCIIEPUMEHTAIBHHUX JaHWX, BCTAHOBIICHHS OYIOBH
CUHTE30BAHMX CIIOJIYK)

7. Kut, M. The Influence of Condensed Cycle on Regiochemistry of Electrophilic
Heterocyclization of 3-Alkenyl-2-Thioxopyrimidin-4-One by pAlkoxyphenyltellurium
Trichloride / M. Kut, M. Onysko, V. Lendel // J. Heterocycl. Chem. — 2018. — 55(4) . —P.
888-892. (Ocobucmuii  enecox 3000ysaua: NITEPaTypHUN TONIYK, BHUKOHAHHS
EKCIIEpUMEHTAILHOT YaCTUHU POOOTH, IHTEPHpEeTallisi OTPUMAHUX EKCIEPUMEHTAITbHUX
JaHUX, BCTAHOBJICHHS 0y/I0BU CUHTE30BaHUX CITOTYK)

8. Kut, M. Reactions of N-alkenyl Thioureas with p-alkoxyphenyltellurium Trichlorides /
M. Kut, M. Fizer, M. Onysko, V. Lendel // J. Heterocycl. Chem. — 2018. — 55(10) . — P.
2284-2290. (Ocobucmuii snecox 3000ysaua: MPOBEIACHHS OCHOBHOI YaCTHHH POOOTH,
aHaii3 Ta IHTepIpeTalliss OTPUMAHUX €KCIEPUMEHTAIbHUX JaHUX, BCTAHOBJIEHHS Oy/10BU
CUHTE30BAHUX CIIOJIYK)

9. Kyr, M.M. BB rajoreHy B apwiITeTypTPUTAJIOTEHIII HA PEAKINIo eIeKTPOdUIbHOT
rukITizanii N-aJKeHUTbHUX MTOX1THUX 2-Ti0KCOOeH30(TieHO)mipuMinnH-4-oHis / M.M. KyT,
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M.M. ®izep, M.IO. Onuceko, B.I'. Jlennen // Hayk. BicHuk Yxkropox. yH-Ty (Cep.
Ximist). — 2018. — Ne 1 (39) . — C. 62-65. (Ocobucmuii sénecox 3006y8aua: BUKOHAHHS
OCHOBHOI YacTHHH pPOOOTH, IHTEpIIpEeTallii OTPUMAaHUX EKCICPUMEHTAIbHUX JIaHUX,
BCTAHOBJICHHS Oy/I0BM CHHTE30BaHHX CITOJIYK)

10. TloBimaituuk, M.B. EnexTtpodinbHa mnukmsaiis S-meTanii-6- Tiokcomipasono|3,4-
d]mipuminua-4-ony / M.B. ToBigaitunk, M.M. Kyt, O.B. CBanssun, M.IO. Onuceko, B.I'.
Jlennen // Hayk. Bicauk Yxropona. yH-Ty (Cep. Ximis). — 2018. — Ne 1 (39) . — C. 66-70.
(Ocobucmuii  6necox 3000ysaua: TTEPaTYpHUH TIOIIYK, MPOBEACHHS CHUHTCTUYHOI
yacTUHU poOOTH, aHali3 Ta IHTEepHpeTalis OTPUMAHUX EKCHEPUMEHTAIbHUX JaHUX,
BCTAHOBJICHHS OY/IOBU CUHTE30BaHUX CIOJYK)

11. Kut, M.M. Heterocyclization of N-Alkenyl Derivatives of
Thiothieno(pyrazolo)pyrimidinono by Aryltellurium Trichloride / M.M. Kut, M.Ju.
Onysko, V.G Lendel // VII International Conference CNCH-2015.— Kharkov. — 2015. —
C. 33.

12. Ky, M.M. ['eTepoumkizartis N- Ta S-alnKeHUTLHUX MMOX1JHUX
TIOKCOTIEHO(MMIPA30J10)MPUMIJIMHOHIB  apuirenyprpuxiopuaom / M.M. Kyr, M.IO.
Onuceko, B.I'. Jlennen // XXIV Vkpainceka koH(epeHiis 3 opradiynoi ximii. — [Tonraga.
—2016. - C. 53.

13. Kyr, M.M. Tenyporukmizamiss N- Ta S-aJKeHUIbHHX TOXITHUX aIllAKIIYHAX Ta
reTePOLUKIIYHUX TIOCEYOBHH apuirenyprpuxiopunamu / M.M. Kyt, M.IO. Onucsko,
B.I'. Jlennen // Kondepennis «JIbiBebki XiMiuHi unTanua-2017». — JIsBiB. — 2017. — C.
VY51,

14. Kut, M. Tellurocyclization of N-alkenyl thioureas by p-alkoxyphenyltellurium
tricloride / M. Kut, M. Onysko, V. Lendel // 1Xth International chemistry conference
“Kyiv-Toulouse”. — Kuis. — 2017. — C. 146.

15. Kyr, M.M. EnekrpodinpHa rerepornukiizaiis N- Ta S-HEHACHYECHUX IOXIJTHHX 4-
OKCOMIpUMIINH-2-TioHY apuitenyprpuxiopuaamu / M.M. Kyrt, M.}O. Onwuceko, B.I'.
Jlennen // VII Vkpainceka koHdepeHuis «JloMOpoBChki XiMiuHI 4MTaHHA-2017» . —
Spemue. — 2017. — C. JI-25.

16. CrebiBka, JI.B, B3aemonis 4-anin-5-(2-rigpokcudenin)-1,2,4-tpuazon-3-tiony 3 4-
ankokcudeninrenyprpuxiopugamu / JL.B. Cre6ika, M.M. Kyt, [.®. Pycun, M.IO.
Onuceko, B.I'. Jlennen // VII Ykpainceka koHpepeHuis «{oMOPOBChKI XIMIYHI YHTAHHS -
2017». — SApemue. — 2017. — C-92.

17. TloBimaituuk, M.B. TamorenyBanHs Ta TeIypOTaJOr€HYBaHHS S-MeTai-6-
Tiokcoripasono|3,4-dJmipuminun-4-ony / M.B. TloBimaitunk, M.M. Kyt, M.IO. Onucsko,
B.I'. Jlennen // Mixxnaponna koH(epeHilisi CTyAeHTIB Ta acmipaHTiB «CydacHi mpobieMu
ximii». — Kuis. — 2018. — C. 90.

18. Kyr, M.M. EnektpodinpHa TeTepOIMKITIZaIisi apUITENYPTPUXIIOPUAAMU
ankeHinTiomipumianaonis / M.M. Kyr, M.IO. Ownuceko, B.I'. Jleamen / XIII
Bceykpainchka koH(bepeHIliss MOJIOUX BUCHHUX Ta CTYACHTIB 3 aKTyaJbHUX MHUTAHb XIMIi.
— Xapkis. — 2018. - C. 25.
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AHOTAIIS

Kyr M.M. EaexkrpodisibHa rerepouukJizanis N(S)-anui(nmponaprii)3zamMimeHnx
nipuMiauH-2-TioHIB apuiITeypTpUXJIOopHIaMu. — Pykomnuc.

Huceprariss Ha 3100yTTS HAyKOBOTO CTYIEHS KaHAWJAaTa XIMIYHUX HayK 3a
cnemianbHicTioO 02.00.03 — opraniuna ximist. [HcTuTyT opraniunoi ximii HAH VYkpainu,
Kwuis, 2019.

Hucepraiiitna poboTra MOpuUCBSYEHA CUHTE3y  KOHJCHCOBAaHUX  TOXIJTHUX
T1a30TIHOMIPUMIIMHOBOTO  PSIIY 3  CK3OLUKIIYHUM  apUITEIypOBUM  (pParMeHTOM,
BUBYCHHIO XIMIYHHUX Ta OIOJOTIYHMX BJIACTUBOCTEM OJIEp)KAHUX  IOJISICPHUX
TETYPOBMICHUX CHUCTEM.

Po3po6ieni edekTuBHI METOAM CHHTE3Y HOBHUX a30JI0aHEJIbOBAHUX IMOX1THUX
MIPUMIIMHOHIB JIIHIMHOT Ta aHTyJspHOi OyJOBM Ha OCHOBI peakiii enekTpodiibHOT
BHYTPIIIHBOMOJICKYJIIPHOT  IMKIIi3amii  n-ankokcupeninrenyprpuxiaopuaamu  N(S)-
AMTBbHUX(MPONAPTIIPHUX) TMOXIJAHUX MIPUMITUH-2-TIOHIB, BCTAaHOBIEHO perio- Ta
CTEpPEOCEJICKTUBHICTh MPOIECY IMKII3allli B 3aJ€KHOCTI BiJ] HAsBHOCTI 3aMICHHKA B
TPETHOMY IOJIOKEHHI MIPUMITUHOBOTO LIUKITY.

Bussneni 3aKOHOMIPHOCTI BILJIUBY Ha polec eJeKTPO(PIbHOI
BHYTPIIIHbOMOJIEKYJISIPHOI ~ IIMKJII3alii  3aMICHHKIB B  QJIKEHUIbHOMY  (parMeHTi,
MOJIOKEHHSI AJIKEHUIBHOTO 3aMICHUKA, MPHUPOAA HYKICO(PUIBHOIO LEHTPY, rajoreHy B
eNeKTpo(UIBHOMY areHTi Ta YMOB IIPOBEJCHHS peakiii, mo € 0a3or0 s
L1JIECTIPSIMOBAHOTO CUHTE3Y TETYPOBMICHUX FE€TEPOLMKIIB 0aXaHOi CTPYKTYPH.

3anponoHOBaHO  MpenapaTUBHO 3pYyYHUM MAXi A0  (PYHKIIOHAII30BaHUX
T1a30JIOMIPUMIIMHOBUX MOJIIUKIIYHUX CTPYKTYp, SKI MICTATh OJpa3y JACKiUIbKa
bapmakoopMHUX LIEHTPIB, MO POOUTH AKTYyaJIbHUM MOJAIBIINNA CUHTE3 MOXIJHUX IHX
CTPYKTYP 1 IOCHIPKEHHS iX 010JI0T1YHOT aKTUBHOCTI.

[IpoBeneni OiojoriyHi AOCHIPKEHHS OTPUMAHUX CHOJYK. EkcrnepuMeHTalbHO
BCTAHOBJICEHO, IO psAJ TEIYPOBMICHUX TETEPOLMKIIB TIEHOMIPUMIIUHOBOTO Ta
X1HA30JI1HOBOTO Ay MPOSBISIOTH NPOTUMAISPIIHY Ta IPOTUTPUOKOBY AaKTHUBHICTb.

KuarouoBi cioBa: enexkTpodiibHa BHYTPIIIHHOMOJEKYJSIPHA TE€TEPOLMKIII3ALlis,
ApUNTENYPTPUXIIOPHU/I, 2-TIOKCOTIpUMiTUH-4-0H, 2-TI0OKCOX1HA30J11H-4-0H, 2-
TiokcoTieno[2,3-d]mipumiauH-4-oH, 6-Tiokcomipasono[3,4-d]mipumianH-4-oH,
aHEeJIOBAHHS, T1a30IIHOIIPUMIIUHOH.

AHHOTAIUA

Kyr M.M. DaexkrpopuibHas rerepouukansanus N(S)-aummi(nmponaprui)
3aMellleHMUX MUPUMUIMH-2-THOHOB APWITE/UIyPTPUXJIOPUAAMHU. — PyKomuce.

Juccepranys Ha COMCKAaHHWE YYEHOW CTENEHM KaHauJaTa XMMHYECKHMX HAyK IO
cnenuanbHocT 02.00.03 — oprannueckast xumusa. UuctutyT oprannueckoit xumun HAH
VYkpaunsl, Kues, 2019.

JuccepranrionHas paboTa MOCBSIIEHA CUHTE3Y KOHACHCHUPOBAHBIX MPOU3BOIHBIX
THA30JIMHOMUPUMHUIMHOBOTO Psfla C €K30UUKIMYECKUM apUIITEINIypOBHUM (PparMeHTOM,
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U3YYEHUI0 XHUMHYECKUX M OHOJOTHYECKHMX CBOMCTB TMOJYYEHHBIX MOJHUSIACPHBIX
TEJUTYPOCOAECPIKAIINX CUCTEM.

Pa3paboTansl MeTOABI CHHTE3a HOBBIX a30JI0aHEIIMPOBAHHBIX MPOU3BOIHBIX
MAPUMUINHOHOB JIMHEWHOTO W  aHTYJIAPHOTO CTPOCHHS HA OCHOBE PEaKIIHi
ANEKTPOPHITbHON BHYTPHUMOJICKYJISIPHOM [TUKJIA3AITIT n-aKOKCU(EHUII-
teruryprpuxiaopuaaMbl 1 N(S)-aJuTuTbHBIX (IPONAPTHIIBHBIX ) TIPOU3BOAHBIX ITHPUMUIHH-
2-THOHOB, YCTAHOBJICHA PEruo-(CTepeo-)CeIeKTUBHOCTh IIpollecca IUKIU3alud B
3aBUCHUMOCTH OT HAJIMYHUS 3aMECTUTEISI B TPETHEM IMOJI0KEHUH MTUPUMHUIUHOBOTO ITUKJIA.

DnekTpodribHas BHYTPUMOJIEKYJISIpHAs [AKIA3AIHS N-aJIKeHUITBHBIX
IIPOU3BOJTHBIX 2-TUOKCOTTMPUMUINH-4-0Ha, 2-THOKCOXMHA3011H-4-0Ha, 2-
THOKCcOTHEHO[2,3-d[mupumuann-4-oHa, 6-Trokcomnupaszoio[3,5-dmupumuaun-4-ona
n-anKOKCU(SHUITEITYPTPUXIOPHUIAMHU OCYIIECTRIISICTCS PErHOCEICKTUBHO c
aHEJIMPOBAHUEM THA30JIMHOBOTO IMKJIAa. B TO ke BpeMs peruoHamnpaBiIeHHOCTb
muKiau3anun  2-S(Se)-alKeHUIbHBIX POU3BOAHBIX MHUPUMHUIANHA 3aBUCHT OT HAJIHYHUS
3amectutenss  Bosiae N(3) aromMa NHPUMUIAMHOBOTO IHMKJIA C  00pa3oBaHUEM
KOHJICHCHPOBAHHBIX CUCTEM JIMHCHHOTO WJTU aHTYJISIPHOTO CTPOCHHUS.

Hatineno, 94To cTepeOCEeIeKTUBHOCTD ITUKIU3ANNH 2-S-TIPOMAPTHIIBHBIX THOA()HUPOB
MTPOU3BOTHBIX MUPUMUANH-4-0Ha apWITEIUTYPTPUXIOPUIAMHI 3aBUCHUT oT
pervoHanpaBiIeHHOCTH Tmporecca. Luxmmszanus 2-S-mpomapru-6-MeTHIMUpUMUINH-4-
OHa N-aJTKOKCH(PEHUITESILTYPTPUXIOPUIAMA  OCYIIECTBIIIETCS  CTEPEOCETICKTUBHO €
obpazoBanueMm  (Z)-7-metii-3- {[ auxsiopo(4-aaKokcu(eHM )-TeJUTypO |METUITHICH } -2, 3-
auruapo-5H-[1,3]tuazomno[3,2-aJnupuMuUIMH-5-0Ha, a TMPOIECC TEUTYPOIMKIM3AUNA 2-S-
nponaprui-3-peHunTueHo[2,3-dnupumMuanH-4-0Ha HECTEPEOCEICKTUBHBINA U MTPUBOIAMT K
00pa30BaHUIO CMECU T€OMETPUUECKUX U30MEPOB.

BrIsiBIIeHBI 3aKOHOMEPHOCTH BIIMSIHUSI 3aMECTUTEIICH B aJIKEHUIILHOM (pparMeHTe 2-
S-aTMIIBHBIX TIPOM3BOJIHBIX TMHUPUMHANHA B PEAKIUAX C apUITSIUTYPTPHUXIOPHIAMH.
TepMuHAIBHO HE3aMEIICHHBIE 2-S-aJTUIBHBIC POU3BOHBIC MUPUMHUTUHOHA B PEAKIIUN C
apWITEIUTYPTPUXIOPUIAMHU o0Opa3yroT TIPOTYKTHI [TUKJTA3AITIT -
THA30JIMHOTTUPUMHTHHOHBI, a TEPMHUHATHHO 3aMEIICHHbBIE 2-S-aJUTATbHBIC
MAPUMUINHOHBI B aHAJIOTMYHBIX YCIIOBHUSX OOpa3ylOT MOJICKYJSPHBIE KOMILIEKCH WA
BOBCE HE PEarupyror.

W3yyeHo BIMSHHWE TIPUPOALI TaJOreHa B JJICKTPOPUIBHOM peareHTe Ha
AMEKTPOPHIbHYI0  MUKIM3anui0  N-aUIMIBHBIX — MPOW3BOIHBIX  MHUPUMHIAHOB U
OOHapy>K€HO, YTO PETHOHANPABICHHOCTb [UKIIA3AIUU  N-3TOKCU(PEHUITEITYp-
TPUOPOMUIOM B CPAaBHEHHUH C 1-ATKOKCU(DEHUITEIUTYPTPUXIOPUIAMU HE U3MEHSIETCSI, HO
BBIXO/IbI POAYKTOB IIMKJIN3AIUNA YMEHBITIAIOTCA.

[TokazaHo, 4TO B3aUMOJEHCTBUE APUITEIUTYPIAUXIOPUAHBIX MPOU3BOTHBIX
OHHMEBBIX COJIEM THA30JIMHONMUPUMUIUHOB C CYJIb(UTOM HATPHsI TO3BOJISIET TOJydaTh,
CBOOOJHBIC OCHOBAaHHS C YETHIPEX- WU JABYXKOOPJAMHMBAHHBIM aToMOM Temtypa, B
3aBUCUMOCTH OT COOTHOIIICHHS PEareHTOB.

IIpenioxen yIOOHBIH IIpENapaTUBHbIN MOJIXO/ K [OJIy4YEHUIO
(YHKIIMOHATU3UPOBAHHBIX — THA30JONMUPUMHUINHOBBIX  MOJUIIUKINICCKAX  CTPYKTYP,
coJiep KalnX HECKOJIbKO hapMako()OPMHBIX IIEHTPOB B OJTHOM MOJIEKYIIE.
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ITpoBeneHbl ~ OMOJOTMYECKHE  MCCIEAOBAHUS  IOJYYEHHBIX  COCIUHEHUI.
OKCIIEpUMEHTAIBHO  YCTAHOBJIEHO, YTO psAl TEILUIyPOCOAEPIKAIIMX T'eTEPOLUKIIOB
THEHONIMPUMHUINHOBOIO M XHMHA30JIMHOBOTIO pPsJa MNPOSBILSIIOT IPOTUBOMAISPUKHYIO U
MIPOTUBOTPUOKOBYIO aKTUBHOCTb.

KiroueBbie cioBa: 3ekTpoduibHAsS BHYTPUMOJICKYJSApHAS TETEPOIUKIM3AINS,
aApPWITCIUTYPTPUXIIOPH,  2-THOKCOMUPUMHUANH-4-OH,  2-THOKCOXWHA30JWH-4-0H,  2-
THOKCOTHEHO[2,3-d[mupumuanH-4-0H, 6-Truokcomnupaszoio|3,4-dmupumuauH-4-oH,
aHeJTMPOBaHUE, THA30JIMHOTTMPUMHUIUHOHBI.

SUMMARY

Kut M.M. Electrophilic heterocyclization of N(S)-allyl(propargyl)substituted
pyrimidine-2-thione with aryltellurium trichlorides. - Manuscript.

The thesis for obtaining the degree of a Candidate of Sciences in Chemistry (PhD)
in the specialty 02.00.03 - Organic Chemistry. Institute of Organic Chemistry, National
Academy of Sciences of Ukraine, Kyiv, 2019.

The dissertation is devoted to the synthesis of condensed derivatives of the
thiazolinopyrimidine series with the exocyclic aryltellurium fragment, the study of the
chemical and biological properties of the obtained polynuclear heterocyclic tellurium-
containing systems.

Effective methods for the synthesis of new azole-annelated derivatives of linear and
angular structures of pyrimidinones, based on the reaction of the electrophilic
intramolecular cyclization of N(S)-allyl(propargyl) derivatives of pyrimidine-2-thione,
have been developed. Regio- and stereoselectivity of the cyclization process has been
determined, depending on the presence of the substituent in the third position of the
pyrimidine cycle.

The revealed regularities of the effect of substituent in the alkenyl moiety, the
position of the alkenyl substituent, nucleophilic center, halogen in the electrophilic agent,
and the reaction conditions form the basis for the purposeful synthesis of tellurium-
containing heterocycles of the planned structure.

A preparatively convenient approach for the synthesis of functionalized
thiazolopyrimidine polycyclic structures that contain several pharmacophoric centers in
the same molecule was proposed.

Biological studies of the obtained compounds have been carried out. It has been
experimentally established that a number of tellurium-containing heterocycles of the
thienopyrimidine and quinazoline series exhibit antimalarial and antifungal activity.

Keywords: electrophilic intramolecular heterocyclization, aryltellurium trichlorides,
2-thioxopyrimidin-4-one, 2-thioxoquinazolin-4-one, 2-thioxothio[2,3-d]pyrimidin-4-one,
6-thioxypyrazolo[3,4-d]pyrimidin-4-one, annelation, thiazolinopyrimidinone.
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