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Cepen BenmuKoi KUIBKOCTI HITPOT€HOBMICHMX TE€TEPOLUMKIIYHMX CIOJNYK OJHUMHU 3
HANOUIBII BAXKITMBUX Yy O10J0TIYHOMY BIJIHOIICHHI € MOHOITMKJIIYHI Ta KOHJCHCOBAaHI a3uHH,
MOX1/IHI SKUX € MPUPOJHIMH CIIOJIYKaMH Ta TMPHHUMAIOTh ydacTh y 0ararbox O10J0TIYHUX
nporecax. OcoOmBe MicIe cepell HUX 3aiiMaroTh KOHJIEHCOBaHI TMOXIJHI XiHA30IiHY, SKi €
CUHTCTMYHUMH aHAJIOTAaMU MPUPOJHUX PEUOBUH 3 BUCOKOIO O10JIOTIYHOI AKTHBHICTIO, IO
pOOHUTH iX MOTEHIIMHUMHU 00’€KTaMHu JJIsi MOUIYKY HOBHX Oi0aKTHBHHX CIIONIYK B JaHOMY
psaay. OnHuM 13 Halle(heKTUBHIIINX Ta 3pyYHUX METO/IIB OJCpKAHHS a30J710(a31HO)X1HA30I1HIB
€ enekTpodiTbHa BHYTPINTHROMOJICKYJSIpHA mHKmi3amis N(S)-HeHACHYCHUX TOXiTHUX
XiHA30JIIHIB 3 BUKOPUCTAaHHSM PI3HMX TaJOTCHOBMICHUX €IIEKTPO(MUIBHUX arcHTIB.
AHENMOBaHHS T'ATH a00 WISCTHWICHHOTO IMKIY B TMpoLeci peakmil eaekTpodisbHOi
TeTepOLMKIII3aIli 3aJeKUTh Bil TakuxX (aKTOpiB SK MpuUpoJa TajloreHy, MNOJISIPHICTh
PO3UMHHMKA, YMOBH NpPOBEIEHHS pPEaKiii Ta CTPYKTYPHHUX OCOOJIMBOCTEH CyOcTpary 4Yd
peareHTy. Meroro gaHOi POOOTH  SBIAETHCS CHUHTE3 OIOJNOriYHO MEPCHEKTUBHUX
KOHJICHCOBAaHUX XIHA30JIIHIB Ta JOCIIIKEHHS perioxiMii mpouecy enekTpodiibHOT UKITi3amii
TEPMIHAJIBHUX Ta THTEPHAJIBHUX AJIUIBHUX TiOETEpiB TPU(PTOPOMETHUII3AMIIIICHOTO XiHA30JIiH-
4-oHy T[] Ti€l0 TAJIOTEHIB (OpoM, HO).

Sk 00’€exkTH MOCTIIHKEHHS TAJIONUKIII3AIli BUKOPUCTAHO TEPMiHAIBHI Ta IHTEpHAIbHI
2-aninrio-3-metwin(penin)-7-rpupropomernnxinazonin-4-onn  3-10, sgxi  oTpumaHo i3
CUHTETHYHO JNOCTYITHUX 3-metun(denin)-2-tiokco-7-(Tpudayopomeri)-2,3-
nurigpoxinazonin-4(1H)-onie 1, 2 ji€l0 aJIKCHUITAJIOTEHIAIB B  CHHPTOBO-JIYKHOMY
cepenouii (Cxema 1).

Cxema 1
1) KOH o
0
R R' R? R
N/ 2) B J\I\
Hal RS =
FsC NAS EtOH-H,O FsC N S
3 H T2 3110 R{__
1,2
R2 R’

1: R= Me; 2: R=Ph

3: R=Me, R'=H, R?>=R3=H 7: R=Me, R'=H, R?= H,R3= Ph

4:R=Ph, R'=H,R?=R%=H 8: R=Ph, R'=H, R?= H,R3= Ph

5: R= Me, R'= Me, R?2=R3= H 9: R= Me, R'= H, R?=R3= Me

6: R= Ph, R'=Me, R?=R®=H 10: R= Ph, R'= H, R?=R3= Me

Hal= CI, Br
Peaxmito ramorenyBaHHs TioeTepiB 3, 4 IPOBOIMIN B CEPEAOBUIII XJIOPOPOPMY TpH

MOCTIHHOMY TIepeMilyBaHHI peareHtiB (Opom — 8 roauH, Hox — 24 roauHU) Ta KIMHATHIN
TeMreparypi. BcTaHOBIIEHO, IO TaJOTeHOTETEPOIMKIIi3allia 2-aminTioXiHa3onin-4-oHiB 3, 4
BIIOYBA€ThCS PETIOCENIEKTUBHO 3 aHEJIIOBAHHSAM Tia30JIIHOBOrO IWKIYy (cxema 2). VY
pe3ynbTaTi peakiii BHUIIIEHO Ta 1AeHTHU(}IKOBAaHO TpuramoreHian 1-(rajoreHoMeTnn)-4-
METHII-5-0KC0-8-(Tpuduryopomernn)-1,2,4,5-rerparigporiazono[ 3,2-a|xinazomin-10-ir0 11-14
aHryJIsIpHOT OyIOBH.
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3HalIecHUi HANPsIMOK peakilii TaloreHyBaHHs TEPMIHAJIBHO HE3aMILCHUX aTUTbHUX
TioeTepiB OyB YCIIIIHO peali30BaHUK TaKoX 1 Ha METAJIUIbHUX Tioerepax /-
(Tpudnyopomermin)xinazonin-4(3H)-ony 5, 6. BusBieHo, mo y BHIIE3raJlaHUX yMOBax
METaJIUIbHI TIOETEPH PETIOCEIICKTUBHO aHEIIOITh Tia30JiHOBUH IHMKJI 3 YTBOPECHHIM
aHTyJIIPHUX TPUTAJIOTeHIHUX cotieit thiazolo[3,2-a]quinazoline 15-18 (Cxema 2).

Cxema 2
R
a2 k 3
Hal
4*\ CHCly

FsC N S
11-18 R1

o'

R1
R= Me, R'= H, Hal=Br
R= Me, R'= H, Hal=I
13: R= Ph, R'= H, Hal=Br
14: R= Ph, R'= H, Hal=I

HasiBHicTh 3amicHMKa Oisi TepMiHAIbHOIO aromMa KapOOHY aliabHOro (parMeHTy
MO’KE CyTTE€BO BIUIMHYTH Ha HANpPSIMOK TajoreHONuKIizamii. J{is 3’ scyBaHHS BIUIMBY IIHOTO
dakTopy Ha mepelir peakiii eaeKTpoiabHOI MHKTI3alii MPOBEIEHO TajJOreHYBaHHS
nuHaMUTBbHEX 7, 8 Ta mpeHinbHUX TioeTepiB 9, 10. BeranoBiieHo, MO TIpH il ABOKPATHOTO
HAJTMIIKY TaJOTeHIB B CEpeOBHILI XJI0po(opMy Ha IMHAMIIBHI TioeTepu 7/, 8 BiOyBaeThCs
AHENOBaHHS Tia3WHOBOTO IMKIY 3 YTBOPEHHSIM Tia3WHOXiHa3omiHIB 19-21 anrynsphoi
Ooynosu (Cxema 3). 3 nmitepaTypH BiIOMO IO TaJOT€HOLMKIII3AIl MPEHUILHUX TIOETEPIB YU
€TepiB TeTePOIMKIIB NMPUBOJNUTH J0 AHEIIOBAHHS Tia30JbHOrO0 a00 Tia3WHOBOTO ITUKIIIB.
Pi3Ha perioceneKTUBHICTh MOSICHIOETHCS BIUIMBOM MPUPOIN TETEPOIMKIY. Mu Jociiauinu
B3a€EMO/II0 MPEHUTBHUX TioeTepiB 7-(Tpudyopomerni)xinazonin-4(3H)-ony 9, 10 3 6pomom
Ta HOIOM B aHANOTIYHUX YMOBax, IO 1 AN TEPMIHATBFHO HE3aMIIIEHUX aliIbHUX Ta
[MUHAMUTBHHX TioeTepiB. BCcTaHOBIIEHO, MO PerioXiMisl MPOIeCy TajJoreHyBaHHs TioeTepiB 9,
10 BigOyBaeThCS aHAJOTIYHO 0 AIUTPHUX MOXIAHUX 3 aHEIOBAHHSM Tia30JIIHOBOTO KiJbIlS
JI0 OCTOBA XiHA30JiHY 3 YTBOPEHHSIM TPUTAIIOTEHOHIEBHX coned 22-24 (Cxema 3).

Cxema 3

HaI
15: R= Me, R'= Me, Hal=Br
16: R= Me, R'= Me, Hal=I
17: R= Ph, R'= Me, Hal=Br
18: R= Ph, R'= Me, Hal=I

11:
12:

o
R
s

N
1= 2_ =
R'=H, R*= Ph FsC N+J\S

DS
o 19-21

Hal

Halz™

2 Hal,
CHCI3 o

C

R TR2 Z Hals
R'=R2= Me FaC N+J\s ’
19: R= Me, R'= H, R?= Ph, Hal=Br 22: R= Me, R'=R?= Me, Hal=I 22-24 My\/
20: R=Me, R'=H, R?= Ph, Hal=I  23: R= Ph, R'=R?= Me, Hal=Br Me Hal
21: R= Ph, R'= H, R?= Ph, Hal=Br  24: R= Ph, R'=R2= Me, Hal=I
Takum  YMHOM, HampsSAMOK  TAJOr€HOLMKII3alii  aliIbHUX  TioeTrepiB  7-
(Tpudnyopomermin)xinazonin-4(3H)-oHy  3alieXuUTh  BiJl ~ HAsBHOCTI 3aMiCHUKa  Oins

TEpPMIHAJIBHOTO aToMa KapOOHY ajiIbHOTO (parMeHTa. BapitoBaHHS BUIy 3aMiCHUKaA Oinis
TEPMIHAJILHOTO KapOOHY aJijia J03BOJISE YIPABIATH HAIPSIMKOM TaJIOIMKII3aLli.
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