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V/IK 547.(859.2+779.1)

CHUHTE3 TA AJIKIJTYBAHHA 3AMIIIIEHUX ITITPA30JI0O
[3,4-D]IITPUMIINH-6-TIOHIB

Cpaaasul O.B., T'oaoBxko H.I., Oauncrko M.IO., bagor I.M., Jleaaca B.I'.

Vorccopoocoruti nayionanvruil ynieepcumem, 88000, m. Vowczopoo, seyn O. @eounys 53/1

Cepen BEJIUKOI KUTBKOCTI
HITPOTEHBMICHUX  TETEPOLMKIIYHUX  CHCTEM
OJIHI€I0 3 HaHOINBII BaXIMBUX € CHCTEMa
HipUMiAMHY, TOXiIHI KO IIMPOKO MOLIMPEHi Y
TPUPOJI 1 BOJIOAIIOTH BUCOKOIO 010JIOT1YHOIO Ta
(hi310JI0TIYHOIO AKTUBHICTIO.

Konpmencosani moxigai mipasomo [3,4-
d]mipuMiauHy ~— mpHBepTalOTH  yBary  sK
HIepPCIICKTHBHI aHTHOAaKTepiaibHi npenaparu [1],
inribiTopu KiHasu [2], kcanTuH okcumasu [3], a
TaKOX d4epe3 I1X wiHHI ¢yHrinuaHl  [4],
IIUTOKCUYHI [5], aHTUMIKPOOH1 BIIACTUBOCTI.

nipa3ono[3,4-djmipuminnH-6-TioHIB  HEeHacHYe-
HUMH TaJI0T€HOMOX1THUMH.

3 miteparypuux mxepen [10, 11] Bizomo,
mo opmo-KapOeTokciaMiHoTioheHH e(peKTHBHO
KOHJICHCYIOThCS i30(i30Tio)iaHaTAMU B
okcotieno[3,4-d]mipumiana-6-ouu(TiOHH).

3 METOI OTPHMAaHHSI HOBHUX CYOCTpaTiB,
SIKI MICTATh HEHAacW4eHWil (parmeHt, Ui Io-
JTaIBIIOTO JOCIIIIKEHHS ENEeKTPOPiIBHOT
TeTePONMKIII3aIlil, HAMH MPOBEACHO KOHICH ALl
3amimeHux amiHomipazoniB 1-3 3 denimizorio-
miaHatoM. Y BUMNaAKy MiaHomoXigHux 1,3 sk

Opmnak, (GyHKIIOHATI3AIIS TaKHX CHCTEM, pPO3YMHHUK  BUKOpHUCTOBYBayim  JIMDA i
3 METOIO0 oJIep KaHHSI KOHJICHCOBaHUX MPOMIKHI TIOCEYOBMHHM He BuAunum. Ilpm
TPULUKITIYHUX CIOJYK, TMOKH HIO0 HEAOCTATHBO B3a€MOAIl aMiHOMipa3ody 2, SKHH MICTHTh
mocmimkena.  Asropamu  [6-9]  mokasana KapOETOKCHETHIIHHY rpymy, y SIKOCTI
MO>KJIUBICTh AJK1TyBaHHS 3aMIIICHUX PO3YMHHMKA — €TaHOJ, 1 OYJI0 BHAUICHO POAYKT
2a.
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R = H (1,2,28,4,5), C;Hq(3.6) NG /K

X=CN (1,3), COOC_H; (2,2a) H S

Y =NH (4,6), O (5)

(4-6)

JlaHi  eJeMEHTHOTO  aHamizy Ha
Hitporen ta criekTpin SMP*H cnostyku 4-6
CBimYaTh Mmpo yTBOpeHHs 4-iMiHO(OKCO)-5-
denin-4,5,6, 7Terpariapomipasosno[3,4-d]mi-
PHUMIiIUH-6-TIOHIB.

B crekrpi SIMP'H mastBHI xapakTepHi
CUTHAJIM MPOTOHIB (DEHUILHOTO 3aMICHUKA Ta
amigHoi Tpynu y ciaboMy 1o, IO
CBIJTYUTH TIPO KOHJICHCAIiI0 Tipa3oms 1-3.
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AJNKUTyBaHHSIM Tipa3ononipuMignHiB 4-6

oliepxano tioerepu 7-9.

y  IOYy)XHOMY  CEpPEIOBHINI  aJIOpPOMiIOM
M N
74 N
N ] i Br/\/ KOH / EtOH % | )N\
N N S \N =
/ H ! N S
R R —
(4-6)
(7-9)
R=H(4,5,78,), CiH; (6,9)
Y =NH (4,6,7,9,), O (5,8,
A 8 AL
o 1o Dm'.u 50 Ga.'uw - :’.ID B.TU "_STD 4IDW Tan 20 10 0o
Puc. 1. Cnextp [IMP 4-imino-6-(2-nponeninrio)-5-¢enin-1H-nipa3ono[ 3,4-d]mipuminuny 7
Cknan i OynoBa pedoBHHH 7 OBEICHI [Mpu anximyBanHi mipa3ono[3,4-d]mipu-
eJIeMCHTHUM aHaimizoM Ha Hitporen Tta MIJUHTIOHIB ~ MOXXJIUBE YTBOPEHHS  JIBOX
CIIEKTPaMH SIMP'H ta °C. B cnektpi [IMP mpoaykrie: N- Ta S-ankinyBanas. Jlus

(puc.1) BincytHiit curnan npotony NH-rpymu
mpu 11,8 M.4. HATOMICTh MPOSBIAIOTHCS
XapakTepHi CUTHAIW aliIbHOTO 3aMiCHHKA Yy
BUTTISIAI  MYJBTHIUIETY IPOTOHY METiHOBOI
rpynu npu 5.97 m.4., n1Ba ay0ieTH MpOTOHIB
MetmieHoBoi rpymu =CH,, Ta mybnety npwm
3.81 M.4. TPOTOHIB METWICHTIO-TPYIH.
AHanoriyHa KapTHHa CIIOCTEepiraeTbcs 1 B
crieKTpax croiyk 8,9.

3'SICyBaHHS HAampsIMKy aJKiUTyBaHHS — OyJo
MPOBEJICHO BIJHECEHHS CHUTHAIIB CIICKTPY
SAMPYC. XapakTepHUM Ha Halll MO €
CUTHAJI MeTwiIeHoBoro TmpoTtoHy CH,, sxwmii
Mae 3HaxoauTucs B iHTepBasi 25 mo 40 m.u.
JUTSL TIOTOX1AHOTO, a Y BUnaAky N-3amimieHoro
Bix 50 mo 65 m.u. V crexrpi SIMP*C (puc.2)
nelt curaan 3Haxomuthes npu 33,31m.4., 1m0
CBIJTYUTH TIPO YTBOPEHHS TIOETEPY.
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Puc. 2. Cnextp AMPSC 4-imino-6-(2-nponeniario)-5-¢enin-1H-nipa3zono[3,4-d]mipuminuny 7

Takum uwHOM, CcHHTe30BaHO HOBI N-
3amimeni  iMiHO(oKco)mipa3ono[3,4-djmiprmi-
IuH-6-TioHu. [IpoBeneHo ankiayBaHHS TiOHIB, B
pe3yNbTaTi 40TO OTPUMAHO TIOETEPH SIK 00  EKTH
TUTS JTOCITI KEHHS €IeKTPOQiIBbHOT
TeTePOIMKITI3AIIii.

ExcnepumeHTaNBbHA YacTHHA
CuHre3 TioceuoBUHH 28
Ho 0,0129 wmoms  5-amino-1H-4-mipa3on-
kapOoHiTpwiy pomaiote 10 ma eraHomy i
HarpiBaroTh JIO IMOBHOTO PO3YMHEHHS, JOJAI0Th
0,0155 monp (eninmizotionianaty. Peaxmiitny
cymim HarpiBaioTh 4 roguHu. OXOJOIKYIOTh,
ocaa BiAQUIBTPOBYIOTH 1 TEPEKPHUCTAII30BYIOTh
3 era”ony. Buxig 2a 2,67 (85%). Ton: 168-
170%C (eranoun).
CunTe3 mipa3oJionipuMiaux TioHis 4,6:
Mo 0,17 monp mipazony 1,3 momarote 50 mi
JIM®A, 18 wmn (20,36 r, 0,205 wmonb)
¢eninizotiomianary i 9,6 r (0,17 monb) cyxoro
KOH. PeaxmiifHy cywmim HarpiBalOTh MPOTITOM
2,5 romun. OXOJOMKYIOTh,  0OpPOOJISAIOTH
OLITOBOIO KUCIJIOTOIO 10 pH 5, po3BonsTs BoAoIO.
Ocan  GinsTPYIOTh, TPOMHBAIOTH  OITOBOIO
KHCJIOTOIO.

Buxin 4: 25,08r (60,7 %)T,on, = 280 °C

Buxin 6: 36,50r (67,3 %)T;on, = 180 °C
Cunre3 nipasoionipuMianay 5 i3
Tioce4oBHHHM 2a.

Mo po3uuny 0,0052momb TioceyoBunu 2ay 10
mn eranonmy nomatote 0,0104 mome KOH i
KHIT ATATh 2 rof. OXOJ0IKYIOTh, 0Jal0Th
0,0104 monb onroBoi kucinotu i 50 mMa Bomu.
Ocan ¢inbrpyrots. Buxin: 1,181 (93%) Tromn
300-302€C (IMDA)

Cunres3 Tioetepis 7-9:

Ho 0,012 monw Tiony 4-6 momatore 0,784 r
(0,0144wmomp) KOH i 30 Myt €THIIOBOTO CIIUPTY
ta 5 M Boau. ITicis po3yrMHEHHs 10Aal0Th 1,22
min (1,74 r, 0,0144 wmonp) amiaOpomify.
YTBOpeHy cymim HarpiBaioTh mpoTsrom 1
roguad. OXOJOKYIOTh, ocan (GiIBTPYIOTh,
MIEPEKPUCTATI30BYIOTh 13 €TAaHOITY .

Buxin 7: 1,53 (45,1%) Tion, = 192-195 €
Crextp AMP 1H, 8, m.a., J (m): 3.80 (A, x,
CH,), 5.07 (H, o, =CH,), 5.26 (H, 1, =CH,),
5.97 (H, m, =CH), 7.11 (H, 1, GHs), 7.37 (H,
T, CeHs), 7.78 (H, n, CHs), 8.19 (H, ¢, CH-
nipazon), 10.19 (H, ¢, =NH). Cnextp SIMP

B, 5, mur: 33.31, 98.62, 117.76, 121.84,
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124.04, 129.13, 133.07, 134.76, 139.27, 153.76Q'Sullivan, T. J.; Schostarez, H. J.; Sih, J. C,;

155.91, 167.39.

Buxig 8: 1,531 (45,1%) T,on, = 145-148 €
SMP 1H, o, m.a., J (): 3.77 (H, n, CH,), 5.13
(1H, x, =CH,), 5.33 (H, 1, =CH,), 5.90 (H, Mm,
=CH), 7.37 (H, 1, CHs), 7.58 (2, 1, CHs),
7.78 (H, n, GHs), 8.19 (H, ¢, CH-mipason),
Buxig 9: 1,53 r (45,1%) T = 92-95 T
Crextp SIMP H, 5, m.a., J (Tm): 3.92 (AH, n,
CH,), 5.15 (H, n, =CH,), 5.32 (H, 1, =CH,),
5.99 (H, m, =CH) 7.08 (H, T, GHs), 7.38 (8,
M, GHs), 7.77 (H, ¢, CH4mipason, CsHs), 7.87
(1H, ¢, =NH).
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SYNTHESISAND ALLKILATION OF SUBSTITUTED PYRAZOL O[3,4-D]-
PYRIMIDINE-6-THIONES

Svalyavin O.V., Golovko N.I., Onysko M.Yu., Balog .M., Lendd V.G.

4-Imino(ox0)-5-phenyl-4,5,6,7-tetrahydro pyrazold[3 d]pyrimidine-6-thiones had been
synthesized and allkilation of them had been stldie



