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CHUHTE3 TA AJIKILTYBAHHSA N-®EHIJI(AJILT)-4-OKCOIIPA30JIO-
[3,4-D] HIPUMIAUH-6-TIOHY

O.B.CBaassun, H.I. 'oaoBko, M.IO.Ouuckko, B.I'.Jlenaea

Vorceopoocoruii nayionanvruil ynisepcumem, 88000, m. Yorceopoo, eyn O. @eounys 53/1

Po3pobxa METO/IIB oJIep KaHHS
KOHIECHCOBAaHMX  TOXigHHMX mipa3050[3,4-d]
MiPUMIJIUHIB € aKTyaJIbHOKO 33]1a9€l0, OCKLITBKHI
i CHOOJAYKH, MAKYM HU3bKY TOKCHYHICTB,
BOJIOIIOTH IIIMPOKHM CHEKTPOM (i310JI0TTUHUX
aKTUBHOCTEH. IX Gionoriuna s NposBIAETHCS
B 3HAYHUX AHAJIBICTHYHHUX 1 MPOTU3AMATBHHUX
BJIACTHUBOCTSIX, a BBEJICHHS HOBHUX
(hapMakopOpHUX TPyl PUBEIIO JI0 OJCP KAHHS
PEYOBHMH, [0  TMPOSBWIM  BIACTHBOCTI
JIETIPECaHTiB HEPBOBOI CHCTEMH, 3aCIIOKIHINBI,
IMYHHOCTHMYJTIOI0Y1, (DYHTIITMIHI BIIACTUBOCTI.

Sk aHanorm mypuHy, mipa3ono[3,4-
dlmipumiauan  MarTh  aHTHOYXJiamHY  [1],
anTHOaKTepianpHy [2] i anTHIElKeMiUHY mifo [3,
4]. Takox BigoMo, IO [OeAKi 3aMilneHi
nipa3ono[3,4-djmipumiauHu MaroTh (QYHTIHIHI
BIacTHUBOCTI [5-7]. ToMy MHOIIYK HOBHX ITiAXOIIB
B CHHTE31 TaKWX TETEPOIUKIIYHUX CHCTEM

IPE/ICTaBIIsIe€ HAYKOBUH 1HTEpEC.
3 miteparypHux kepen [8, 9] Bimomo,
mo opmo-KapOeTokciaMmiHoTioheHn e(EeKTUBHO

KOHJIEHCYIOThCs  130(i30Tio)IliaHaTaMi B OKCO-
tieno[3,4-dJmipumigua-6-oHu(TioHMN).

Jns ojepikaHHST KOHICHCOBAHOI CHCTEMH
nipa3o:o[3,4-djmipumiauay MPOBEICHO
KOHJICHCAITif0 aMiHOIipa3ony 1, SKuif MiCTUTh B
OpmMOo-TIONIOKEHHI KapOEeTOKCI-TpyIy, 3
¢eninizoTiomianaroM  (amidi3oTiomiaHatoM) i
HAaCTYITHOIO  TETEPOITMKIII3AMIECI0  OJepKaHOi
TIOCEYOBUHH JBOKPATHUM HAJIJIUIIKOM JIyTy. B
pobori [10] B sKOCTI pO3YMHHHUKA IS
KOHJICHCAIlii ~ BUKOPUCTOBYBaBCS  KHUIUISTYNN
eranon. AsropamMu [11l] BHKOpHCTaHO CyMIiIIl
JAM®A 3 TimpokcHIOM Kajito, BHACTIIOK YOTO

OIHOCTAIIfHO  CHHTE30BAaHO KANi€BY  Cilib
mipasouno[3,4-d]mipumiauH-6-TioHa.
Hamm  mpoemeno  cunTe3  5-N-

3amimeHux 4-oxcomipaszono(3,4-d]mipuminnH-6-
TioHiB 3,4 SK 3 BHAUICHHSIM TNPOMIDKHHX
Tioce4oBMH 23,0, Tak 1 ogHOCTaLifiHO.
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aHl  EeJIEMEHTHOTO  aHalI3 Ha CBITUUTH ITPO KOHJEH AL mipa3oiy 1.
. y P . pasoly
Hitporen ta cnektpis AMP H cnonyku 3,4 AJIKiTyBaHHSAM Mipa3oaomipuMiaunay 3y
CBim4aTh  IPO  yTBOPEHHA  4-0kco-5-  JIYKHOMY  CEPENOBHINI  IPOIMAprizOpomizom
denin(anin)-4,5,6,7veTparimpomnipazorno- ozepxano  mioerep 5. Bubip  Takoro
[3 4'd]HipI/IMiI[I/IH'6‘TiOHiB. AJTKUIYIOYOr'0 arcHTy MOTUBYETHCA MOKIIMBICTIO
B CrIeKTpi IMPH HasBHi JTOCITI JKEHHS reoMerpii MIPOJTYKTIB
XapakTepHi CUTHAJIN MPOTOHIB, eNeKTpOQiNbHOT IzKizalii.
¢eninmpHOrO(aiIPHOr0)  3aMiCHHKa  Ta
amimHoi Tpynu y ciaboMy 1o, IO
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Puc. 1. Cnextp [IMP 4-okco-6-(2-nponininTio)-5-¢penin-1H-nipa3zono[3,4-d]mipumizuny 5

Cknax i OynmoBa pedoBHHHM S AoBejaeHi
eeMEHTHUM  aHaimizoM Ha Hitporen Ta
cunektpom IIMP. B cmektpi IIMP (pumc.l)
BifcyTHiK curHan nporony NH-rpymu npu 11,8
M.4.  HATOMICTh  MPOSIBJISIOTHCS  CHTHAIH
MIPOIAPTUTFHOTO 3aMiCHUKA Y BHUTIISAII TyOneTy
npotoHiB MeTwiaeHoBoi (CH,-) rpymm npu 3,92
M.4. Ta CHUHIJIETy MPOTOHIB METHHOBOI TPYITH
(CH-) 3,19m.4

IIpu ankimyBaHHI TioHY 4 HEHACHICHUMH
ANKIIraJoreHilaMi  CTBOPHUTBCA  MOJACTBHUIN
00’eKT, 1m0 MICTUTh JBa HEHACUYECHUX

ANKITPHUX (parMeHTH Ta [Ba HYKJICO(iIbHI
neHTpu (enpoumkiniyHuii atrom Hitporeny Ta
eK30IMKIigHni atom OKCUreHy), o poOHTH
TaKy CIOJYKYy HaJ3BUYaifHO TEPCIEKTUBHOIO

JUTSL  JOCHIJDKCHHST ~ PETiIOCENCKTUBHOCTI i
eNeKTPO(IIbHUX PearcHTiB
Takum uymHOM, cuHTe30BaHO HOBI N-

3aMilleHi okcoripazono[3,4-d]jmipumianH-6-
TioHu. IIpoBeieHO anKiayBaHHS TiOHYy 3, B
pe3ynbTaTi 4Oro OTPUMAHO TioeTep 5K 00’ €KT
Ul JOCHIIKEHHA  eJIEKTPOQiNbHOI  TreTepo-
LMKJII3aLii.
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ExcnepumeHTajbHA YaCTHHA
Cunre3 TioceuoBuH 2a,b:
o 0,0129 wmons  5-amino-1H-4-mipa3on-
kapOoHiTpwiy pomatoth 10 ma  eraHomy i
HarpiBaroTh 10 TOBHOTO PO3YMHEHHS, JOAAIOTH

0,0155 w™momp  BIAMOBIAHOIO  130TiOLIAHATY.
Peakuiiiny cymim HarpiBaiotb 4 TOIWHH.
Ox0moKyIoTh, Ocag  BiadinbTpoBYIOTH i

MIEPEKPUCTAII30BYIOTh 3 eTaHoy. Buxin 2a 2,67
r (85%). Tton 168-170€ (eranon). Buxin 2b
2,13r (65%).TTorut 120-123€C (eTanomn)

CunTte3 nipa3ojonipuMianHiB 34 i3
TioceuoBUH 23,b.
o poszumny 0,0052 wmons  BiAMOBigHOI

tioceuoBuHn y 10 mi etanony gomarots 0,0104
mosib KOH 1 xumt’ satate 2 roga. OX0J0KYIOTS,
nonaroTh 0,0104Mmois orrroBoi kuciotu 1 50 M
Boau. Ocan ¢ineTpyroth. Buxin 3: 1,181 (93%)
Tromm 300-303C (JIM®A). Buxix 4: 0,93 r
(86%).TTomn 184-186€ (ouroBa kuciora)
Cunre3 mipazononipuminuuis 3,4 i3 mipazouy
1

o 0,0129 MOJIb 5-amino-1H-4-
nipaszonkapOoHiTpwiIy AomaloTs 5 ma [JM®A,
0,015540mp  BimmoBimHOTO i30TiOIliaHaTy i
0,0258 monne KOH i HarpiBaroTh 2,5 roauHH.
OXO0JOIKYIOTh, TOAAIOTh OLTOBOI KUCIOTH MO
pH 5 1 po3Bogsars Bomoro. Ocan ¢inbTpyroTh 1
IIPOMHUBAIOTH OLITOBOIO KKCI0TOM. Buxin 3: 1,98
r (63%) Tromn 300-303C (IM®A). Cnoekrp
SMP 1H, §, m.a.: 7.37-7.68 (B, m, GHs), 8.21
(1H, ¢, CHripason), 11.8 (H, ¢, NH), 13.90
(1H, ¢, NH-mipason). Buxin 4: 1,26 r (47%).
Trorm 184-186€ (omroBa kuciora). CoekTp
SMP 1H, o, m.a.: 4.01 (H, n, CH,), 5.23, 5.35
(2H, n, =CH,), 6.07 (H, m, =CH), 8.12 (H, c,
CH-mipason), 12.1 (H, ¢, NH), 13.72 (H, c,
NH-mipazom).
5-(penis1-6-(2-nponenisario)-4,5-auriapo-1H-
nipa3ouo[3,4-dnipuminnn-4-on (5).

Jdo 1,65 r (0,0068 momb) 4-okco-5-peHin-
4,5,6,7xerparigpo-1H-mipa3zomno[3,4-
d]mipuminua-6-riony momarote 15 M eraHoiy,
0,38r (0,0068mo0:16) KOH, pozunHeHoro y 2 Mit
Bogu. Cymim  HarpiBaloTb JO  TIOBHOTO
pozunnenns, momatote 0,9 ma (0,008 monb)
80%-+o0ro pO34HHY nponapriadpominy.
Peakuiitny cymim HarpiBatotb 1 roxm. Ocap
(UIBTPYIOTH, IEPEKPUCTAITIZ0BYIOTh 13 €TaHOIY.
Buxin 5: 1,551 (81%). Ttomn 215C (eranomn).
Cmextp SIMP 1H, 6, m.x.: 3.19 (H, ¢, =CH),
3.92 (H, ¢, CH), 7.42-7.56 (H, m, CHs), 8.21
(1H, ¢, CHrpason), 13.90 (H, c¢, NH-
mipason).
Buatizeno %N 20,12. GHoN,OS. Obuuciaeno
%N 19,85
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SYNTHESISAND ALLKILATION N-PHENIL(ALLYL)-4-OKSOPYRAZOLO[3,4-d]-
PYRIMIDINE-6-THIONE

0O.V.Svalyavin, N.I. Holovko, M.Yu.Onysko, V.G.Lendel

4-Oxo-5-pheny(allyl)-4,5,6,7-tetrahydro pyrazolo[3,4- d]pyrimidine {@igne had been synthesized

andallkilation of it had been studied.



