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XimivHi TIEPETBOPEHHS MTOX1THUX
tieno[2,3-dJmipuMiguHy T0CHTH m100pe BHUBUEHI
[4]. Cepem Bemukoi KUIBKOCTI OTpHMaHUX
CIOJIYK  YMMajO  pEYOBMH 3  BHCOKOIO
Oiomoriunoro  aktmBHicTIo  [1-3].  Tloximmi
tiazono[4,5-djnipuminuHiB  BHBYEHI  3HAYHO
MEHIIE, X04ya B JITEpaTypi € BiIOMOCTI Tpo Te,

pilajbHOIO, IIMTOTOKCHHHOK, (DYHIIIHMIHOI Ta
IMYHOCTHMYJTIOIOUOIO JIETO.

CunTe3 MoXigHOTO Tia30dy 2 MOXKIIUBHA 3
(dheHLTI30TIONIAHATY, MOPOLIKOIOIIOHOIO CYIIb-
bypy Ta miaH aneraminy [4-5]. BukopucToByro-
4K 3amimieHui riananeramia 1 a-d mMu posmim-
PHIIH MOXITMBOCTI JaHOTO METOAY 1 OTpUMANu

IO Taki CIONYyKM BOJOIIIOTH aHTHOaKTe-  CTiMKi moximHi Tiazomy 2 a-d (Cxema 1).
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Cxema 1.

Jiroun Ha BUXiAHI cnonyku 2 a, b xiop-
areTui  XJOpHIOM  ab0  XJIOPaHTiAPUIOM
XJIOPMACTISIHOT KHCIIOTH, OTPUMAaHO TIPOJIYKTH
3aMillleHi 1O TepBUHHIA amiHo-rpyni 3 e, f
BoHu BUSBWINCH TOBHICTIO CTIHKHMH TIpH
KIMHATHIN TeMIlepaTypi i CTaHOBJIATEH IHTEPEC B
SIKOCTI TPOMDKHUX CHONYK JJIsl CTBOPECHHS
HOBHX KOMOIHATOpPHUX O0i0JiOTeK 3 MOXiTHOTrO
TiapoJly 3 PI3HOIO JOBXKHHOIO KapOOHOBOTO
nanmora [6].

Cnonmyku 3 e,f Oymm iHAMBiZyadbHO
BHiIeHi Ta inentrdikoBani SIMP *H crektpamu
Ta TAHWUMH €JIEMEHTHOTO aHaIli3y.

I[lpu nii Ha cHUHTE30BaHWA 3aMilllCeHUN
Tia3on 2a JBOKPATHUM HaUTHIIIKOM
CIpKOBYTJICITIO Ta EKBIMOJIAPHOI  KUIBKOCTI
CIOHPTOBOTO PO3UMHY JYTy OTPUMAaHO KaJlie€By

Citb tiazono[4,5-d]nipuminuny, SIKY
IHIUBIyaIbHO BUIUINTH HaM HE BAAJIOCH Yepes
ifi BHCOKY TITPOCKOMIYHICTh, TOMY  IICJIS
JlolaBaHHsl 710 peakmiiHoro cepenosuma 10 %
pO3UMHY OUTOBOi KHCJOTH, Oyna BuAiICHA
tionHa ¢opma Tiazomo[4,5-dlmipuminuay 4 a,
sIKa BUSIBHJIACH CTIHKOIO Ha moBiTpi. OTprMaHmii
OPOAYKT OYyB OUMILEHHH MEPEeKpUCTATI3aIi€l0 3
JTHOISTHOT OITOBOI KUCIOTH Ta iIeHTH(IKOBAaHUH
SIMP 'H criexrpamu (Cxema 2).

Tak B SIMP 'H crmextpi cromyku 4a
CITOCTEPITaloThCSI PO3MHUTI CHTHAJIM TPOTOHIB
mBox NH rpym mipuMigpHOBOTO KiJbITT OIS
6.74 ta 7.10 Mm.u., a cuUrHaJIM apOMATUYHOTO
KUTBIISI CHIOCTEpiraloThest ayonetom npu /.38 ta
KBaApyIuIeToM mpH 7.60m.4.
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Ilicns ouncTKY TioHY 4 a IPOBEIEHO HOTo
ANKITyBaHHS EKBIMOJIIPDHOIO KIUIBKICTIO — ajijl
OpoMimy B crupToBOoMy cepemoBumti. ITicios 1
TONWHHOTO HArpiBaHHS pPeakIiiHOI cyMimri, OyB
BUAUICHUH MPOAYKT 5 a, y Burisaai Oinmx
TOJIKOMIOTIOHNX KPHCTAJIIB. Otpumanuit
MPOIYKT HE MOTPeOyBaB J0MAaTKOBOiI OYHUCTKH i

1) KOH.

s—< :\l)\,l\ 2) CH=CH CH:E;

4a

OyB HaMHM BHKOPHCTaHUU 0€3 mepeKpucTaizamii
B TIOJIAJTBIITUX CUHTE3aX.

B crmextpi SIMP 'H cmomyku 5 a
CITOCTEPITa€ThCS YiTKa 00JIACTH CHUTHAJIB, IO €
XapaKTepHUMH IS alliIbHOTO (pparMeHTy npu
5.24, 5.34 mynprumery 5.92ta 6.47 m.4., 110
3aCBiTUy€ HASBHICTh AQTUJILHOTO (PparMeHTy B
Mosekyai (Cxema 3).
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Cxema 3.

BHKOPHCTOBYIOUH BIIOCKOHATICHY METOJIH-
Ky TIPOBEICHHS peakiliii BHYTPIITHHOMOJIEC-
KyJISIpHOI LUKMi3amii M [Ji€ro enxekTpodinty
(6pom, ifom, TeTparaJoreHigM XallbKOTEHIB,
(deHinceneHifTpuragoreHiqn) MM IPOBEIH
B3a€MOJIIO CIIONYKH 5 a 3 HaIJUIIKOM OpoMy B
cepenoBuILi 6e3BoaHOrO XJ0podopmy. Ilicas 20
TOAWHHOTO TEpEeMINTyBaHHSA, TIPH KiMHATHIN
TEMITepTaTypi, 3 PEAKIIHHOTO cepenaoBHIa OyB
BUAUICHUH TpOAYKT 6a, MO NpencTaBisaB

co0OI0 TBEpLy Macy OpaHXEBOTO KOJIbOpY,
CTIKY Ha aTMOC(EepHOMY ITOBITPI.
Hns Horo ounctku OyB BHKOPHCTaHHI

METO] MepeocapKeHHsT 3 JOTIOMOT010
JIIETHUIIOBOTO eTepy 3 HAaCHUYEHOTO
XJIOPOOPMHOTO ~ PO3YMHY.  3amporOHOBaHA

CTPYKTypa MiATBEP/KEHA TaHUMH SIIEMEHTHOTO
ananizy Ha Hirporen ta orpumanmm SIMP ‘H
crnekrpoMm (Cxema 4).
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Cxema 4.

B pesynbpTaTi IpOBENEHOTO JOCIIHKCHHS
MOXKHa  3pOOMTHM Taki y3araJbHCHHS Ta
TPUITYLIICHHS.

1) IlnsixoM CHHTE3y HOBHX 3aMill[CHUX
MOXITHUX IliaHaneTraMminy 1 Ta BHUKOPHCTAHHSIM
ix B peakuisx 3 (¢eHimizoTIONiaHATOM Ta
CyIb(QypoM MOXXHa OTpUMAaTd HOBI MOXiTHI
Tiazony 2.

2) MOXJIMBICTh OTPUMAHHS CIIONYK 3 3
Maike TIpemapaTUBHUM BHXOAOM, JO3BOJISIE
3HAYHO PO3MIMPUTH MOKJINBOCTI CHHTE3y HOBHX
KOMOIHATOpHUX 010710TeK Ha X OCHOBI.

3) Cunre3 Ttiazono[4,5-djnipumianHOBOI
CHUCTEMH 5 103BOJISIE TPOBOANUTH AOCIIIPKEHHS B
MOPIBHSJILHOMY pakypci 3 Tieno[2,3-
d]mipuMmiguHamu, 10 BXKE IOOCHTH  J00pe
JociipKkeHi Ha kadenpi opraniunoi ximii JABH3
«YxHY».

4) CuHTe3 Ta MOXIHUBICTD BHIIJICHHS
NPOAYKTY 6 J03BOJISIE POSLIMPUTH MOMKIUBOCTI
eNeKTpodiIbHOT BHYTPiLTHbOMOJIEKYIISIPHOT
IIUKJTI3aIlii He TUTBKW Ha adiIpbHUHN (parMeHT, a
TaKO)X Ha MPONAPTUIbHUIA, METANIBHUA Ta
[MHAMIJIbHUH (parMenTH [7-8].

EkcnepuMeHTaana JacTuHa

N5-2-(penin-4-amino—3-amino-2-tiokco-
2,3surigpo-1,3-riazon-5-kapéokcaminy (2 a).

(0,1 moip) miaHameTaminy pO34MHSIOTH B
20 mn JIM®A, micns 4oro a0 OACPKAHOTO
pozunny moxaroTh (0,1 Momb) ocamkeHoi CipKH i
(0,1 momb) ¢enimizoriomianary. Jlo omepxanoi
Macu JOJar0Th JCKUIbKOMa TOpIisMu 6 mi
TPUETHIIAMIHY, CHEpPTiHO IEePEMINTyIOYH IPH
IIbOMY BMICT KOJIOM Ha MarHiTHIA MiIIajaii 1o
MOBHOTO PO3YMHEHHSI BCiX KOMITOHEHTIB 1 I
MIBrOAWHM TMmichs 1boro. OgmepikaHy Macy
BHJIMBAIOTh y BoxAy. Ilicims 3aTBepmiHHSA oOcan
BiQIIBTPOBYIOTh Ta KPUCTANI3YIOTh 13 CyMimIi
eraHon-JIM®A  (1:1). Buxiz  KiHIEBOro
MPOAYKTY ckiagae 68%.

3HalIeHo (%) N 16,69C10H9N3082.

Bupaxysano (%): N 16,72

Cnextp SIMP 1H B IMCO-D6 (5, m.u.)
(2ay 6.72m (2H, NHy); 7.08m (2H, CONH,);
7.37m (2H, Ph); 7.5% (3H, Ph).

Cnexktp AMP 1H B IMCO-D6 (3, m.4.)

(2 b): 6.95M (2H, NHy); 7.07t (1H, Ph);
7.31t (1H, Ph); 7.42m (2H, Ph); 7.63x (5H,
Ph); 9.32x (1H, NH).

Cnekrp AMP 1H B IMCO-D6 (3, m.4.)

(2 c): 4.36 1 (2H, CH,Bz); 6.73m (2H,
NH,); 7.27m (2H, Ph); 7.3 (7H, 2Ph); 7.58t
M (2H, Ph); 8.1 (1H, NH).

3-®enina-2,3aurigpo[1,3]riazono[4,5-
d]mipumigun-7-on-2-rion-5-rionary (4 a).

Momimarore (0,5 ™onp)  BHXiTHOTO
tiazony 1 B 0,51. kpyrinogoHHy Konly, 10AaI0Th
(2,0mo518) cipkoByritero. /1o yTBOpeHOi cymilti
npunuBatoTh (0,5 Moib) rimpokcuay kamito B 20
MJI €TWJIOBOTO CIIUPTY. BMicT peakuiiiHOi K0JI0U
HarpiBaloTh y BUTDKHIA madi. Harpisaiotsh
nporsaroM 24 roauH (06epekHO BHIIIAETHCS
H,S). Jlo yTBOpEHOro CHHPTOBOTO pPO3YUHY
npuwiuBaiote 20 M 10% ouroBoi KHCIOTH.
IMicns 30 XBWIMHHOTO  IEPEMIIIyBaHHS
YTBOPEHHUH Oinmit ocaj Tiomy 3
BiZQIIBTPOBYIOTh, NPOMHBAIOTH ETAaHOJIOM Ta
IMCTHIBOBAHOI BOIOK0, cymars mpu 60 °C.
Buxin xinneBoro npoaykty cknanae 88%.

3uaiineno (%): N 14,15C;;H;N3;0S;.

Bupaxysano (%): N 14,32.

Crextp SIMP 1H B IMCO-D6 (3, m.1.)

6.74wm (1H, NH); 7.10m (1H, NH); 7.38n
(2H, Ph); 7.601 M (3H, Ph).

5-Adiario-6-denina-2-riokco-2,3, 6,7-
terpariapo[1,3]riazomno[4,5-d| mipuminun-7-00
(5a).

Pozumustiors (0,5 Moms) KamieBoi couri
tiazonomipumianny 4 y 20 mn eranomy. Mo
yTBOpeHOro po3unHy poxaiotk (0,7 Mosb)
aminOpomimy. YTBOpEeHy CyMIIll HarpiBaroTh
npotsirom 40 xB. YTBopeHuii Oinmuii  ocaj
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INTERACTION OF DERIVATIVES TIOETERIV THIAZOLO [4,5-D ] PYRIMIDINE
ELECTROPHYLIC REAGENT

Kut M.M., Sani-Szabo E., Kryvov'yaz A.A., Lengyel V.G.

Through the synthesis of new substituted derivatitganatsetamidu fenilizotiotsianatom in
reactions with sulfur and a number of new thiaztdevatives. From the preparative yield the parent
compound synthesized combinatorial libraries teeatsubstituted thiazoles. Highlight thiazolo[4,5-
d]pyrimidine system to react with carbon disulfided potassium hydroxide, and a comparison of
thieno[2,3-d]pyrimidine, which is already well sted at the Department of Organic Chemistry
UzhNU. An alkylation him.

Retrieved intra molecular cyclization product alisdgment in excess of bromine. The product
obtained suggesting the possibility of intramolacuglectrophilic cyclization not only the allyl
fragment, as well as proparhy- , metalyl- and cynyidragments.



