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Cepen BenuKOi KUTBKOCTI HITPOTEHO-
BMICHUX TETEPOIUKIIYHUX CIIONYK OIHIEIO 3
HaWO1IBII BOKITUBUX y OioyorigHOMY
BIJTHOIIICHHI € CHCTEMa MPUMIINHY, ITOXiTHI
SIKOT TIOMITUPEHI Y TIPUPOJII Ta MPUUMAIOTh YIacTh
y Oaratpox Oioyoriuaux mporecax. OcoOnmBe
Miclle B IIbOMY DSy HAJISKUTh IypHUHY Ta HOTO
NOXIIHUM, 30KpeMa  Iipa30JomipHUMiIuHAM.
Cepen HUX BWSIBIICHI iHTIOITOpH (DEepMEHTIB Ta
KapIioNpOTEKTOPU [1-6], AJIOITYPiHOT
BUKOPHUCTOBYETBCSI TPU JIIKYBaHHI IIOJArpH.
Toximui mipazono[3,4-djnipumignmy €
e(DeKTUBHUMH TIpH ITUTOCTATHUYHIA  Teparii
OyXJWH, I[copia3i, iHTEHCHBHIH  Tepamii
KOPTHKOCTEPOITHUMH ~TIperiapaTaMu  Ta IpH
KOMITJIEKCHOMY JTIKYBaHHI €mijencii y mitei 3a
paxyHOK OiocuHTe3y  ceporoHiHy [7-13].
3amimeni mipa3ono[3,4-djnipumiauH-4-oHu €
iHribiTopaMu KcaHTHH okcumasu [14-16] Ta
BOJIOIIIOTH IHHAMA (yHTIIUIHUMA
BJIACTHUBOCTSIMU [17-20]. CtpykTypHUit
(dhparmMeHT TiPa30JIOIi PUMIiTUHIB IITUPOKO
BUKOPUCTOBYETBCS Ui PO3POOKH  HOBHX
epeKTHBHUX  (apMaleBTUUYHUX  IPENaparis.
HoBuM nepcrieKTHBHIM HaNpsIMKOM B MOOYIOBI
MOJIIUKIIYHAX CHCTEM € METOJI €ICKTPO(iIbHOT
rerepouukiizamii [21].

Panime Oyno mocmimxeHo enekTpodiibHy
reTepouukiizami;o  N- Ta  S-aIKeHUIBHHX
noxigaux mipa3ono[3,4-dlmipuminuay mig miero
pi3HEX enekTpodinbHUX areHTiB [22-28]. Jlane
JOCITIDKEHHST TIPUCBIYECHO BHUBUYCHHIO peaKIliit
B3aeMoii rajoreniB (ifox, 6poM) Ta n-METOKCH-
¢deninTenyprpuxiopuay 3 S-meranin-6-riokco-

nipa3ono[3,4-dmipuminnH-4-oHy. Buxinuuit
mipazono[3,4-djmipuMmianH 2, CHHTE30BaHO i3
(YHKI[IOHAIBHO 3aMillieHoro Imipasoiay 1 Ta
METANIITI30TiONiaHaTy B CIIUPTOBO-TYKHOMY
cepenouiii. bynoBy mMoaenbHoro S-merain-6-
tiokcomipa3oino[3,4-djmipuminna-4-ony 2 moBe-
neHo cmekrpockomiero SIMP wa sapax H. B

cnektpi I[IMP HasBHI cuTHanM TPOTOHIB
METaJILTHBHOTO dbparmenty Ta CUTHAIT
TIOAMIZHOTO  MPOTOHY, IO  MiATBEPAKYE
3allpONIOHOBAaHY  CTPYKTYpPY  CIOJIyKH 2.

ITipazono[3,4-dJmipuMiguH 2 MICTHTH IEKiTbKa
peakIifHUX IEHTPIB IS [ii eNeKTPodiIbHUX
peareHTiB i MOXE YTBOPIOBATH SIK HPOLYKTH
MpUEIHAHHSA, TaK 1 TPOMYKTH UWKIi3amlii Ha
SK30IMKJIIYHI aTOM CyJbPypy UM OKCHUTECHY.
Bzaemomiro N-MeTaniisHOro ipa3oo-
mipuMiguHy 2 3 JBOKpaTHUM HaJJIMIIKOM
ramoreniB  (bpoMy Ta #omy) NpOBOAMIM B
CEpEIOBHIII ONTOBOI KHCIOTH TPH KiMHATHIM
Temreparypi. B pesynpraTi peakuiii orpuMaHo
TipOTaJIOTCHI I 3,4 3 aHETHLOBAaHUM
Tia30JiHOBUM ITUKIIOM. OmepikaHi TrajgoreHian
3,4 o0poOwim HagmumkoM 5%T0 pozunHy
Hatpiil cynbdity B cepenosumi JIMCO-Bona, B
pe3ynbpTaTi  Woro  BimOyBaeTbCs  ETiIpO-
rajJoreHyBaHHs Ta JerajoreHyBaHHs 3,4 3
YTBOPEHHSIM cronyk 5, 6. Cmig BiAMITHUTH, IO
CITeKTpaTbHI XapaKTEPUCTHKHU Tia30J1iHO-
mipa3oJIompuMiauHiB 5,6  KOpearoTh 3
ONHMCaHUMU B miTepartypi rajoreH-
[UKITI30BaHMMK  5-aimin-6-Tiokcomipaszoso[3,4-
d]mipuminna-4-onamu [22].
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OTxe, BHACHIIOK TaJlOTCHYBaHHSI O5-
MeTaiii-6-riokcomnipasono[3,4-djnipumiaua-4-
OHy 2 BiIOYBA€THCSl aHEIOBAHHS Tia30JIIHOBOTO
UKy 3 YTBOPCHHSAM JIHIMHUX TMOMISIACPHUX
cucreM 5, 6.

s nmochipkKeHHS BIUIMBY — HPUPOAU
eNEeKTPOUILHOTO  peareHTa Ha  HampSIMOK
eIeKTPOdiNbHOT BHYTPIIITHbOMOJICKYJISIPHOL
HMKJII3amii 5-meranin-6-riokcomipaszono[3,4-
d]mipumiauH-4-0Hy B SKOCTI  eneKTpodina
BUKOPHUCTAHO 7-METOKCU(PCHINTETYPTPUXIOPHI.
[IpoxykTamu B3aeMoAii MOKYTh YTBOPIOBATHUCS
010JIOTiIYHI  aKTHBHI TEIYPOBMICHI aHAJIOTH
mypuHy. 3 JTEpaTypHUX MaHWX BiAOMO, IO
ApWITEYPTPUTATIOTCHIZIM BUKOPUCTOBYIOTH, SIK
eNeKTpodiIbHI peareHTy B peakuisx 3 S -ta O-
HykJeopintamMu, B pe3yiabTaTi dYOro MoOXKe
npoxomuTH abo mwmkmizamis  [29-39], abo
YTBOPEHHS MOJCKYISIpHUX KomruiekciB  [40].
Peaxkriiro 5-meranin-6-tiokcomipasoo[3,4-
d]mipuminna-4-0Hy 3 n-METOKCU(DEHIITETYPTPH-
XJIOPUJIOM TIPOBOJMIJIM B CEPEJOBHII OITOBOT
KACIOTH, B  Ppe3yidbTaTi dYOro OTPUMAHO
TPUITUKIIIYHY KOHICHCOBaHY CHCTEMY / JIHIHHOT
OymoBH 3 EK3OIUKIIYHAM apUITCIYPOBUM
¢parmenToM. BynoBy riapoxmnopuny 7 1oBeaeHO
cnekrpamu SIMP Ta enemenTHuUM aHamizom. Tak,
B crnektpi [IMP HasBHI XapakTepHi CHTHAIH
MPOTOHIB aHEIHOBAHOTO TiA30JIIHOBOTO IUKITY Ta
CUTHAJI apUITEIyPOMETUIBHOTO 3aMiCHHKA.

TakuM 4YMHOM, HAPSAMOK €IeKTPOPiTbHOT
BHYTPILIHBOMOJIEKYJIIDHOT ~ LUKMi3amii  mpu
apUITETypOraloTeHyBaHHI S-MeTaiin-6-Tiokco-
mipazono[3,4-djmipuMmianH-4-0Hy — aHAIOTIYHMIA
raJOreHyBaHHIO 3 YTBOPEHHSAM KOHJICHCOBAHOI
CHCTEMH JIiHIiHOI OyZ0BH.

EKCﬂepHMeHTaﬂbHa JacTHHA

Crnektpu SIMP BUMIPSHO Ha
cuektpomerpi  Mercury-400 3 poGouoro
yactororo mias ‘H 400 MT'. Touku TOTICHHS
BUMIiprOBaJM Ha mpwian Stuart Melting Point
30. EneMeHTHMI aHai3 MPOBOIMIN Ha IPUIaI
Elementar Vario MICRO.
5-Meradin-4-tiokcomipa3zosio[ 3.4-d] mipumi-

auH-4-on 2. Jlo 0.02 wmonp 3-amiHo-4-
kapOerokcimipazony 1, posumHeHoro y 10 mn
etwnoBoro  coupty gojarote  0.02  monb
MeTajinizomiaHary. Peaxuniitny CyMiII

HarpiBaroTh npotsaroM 8 romud. Jlo yrBopeHol
tiocedoBuHn goxaote 0.04 wmomsr KOH,
po3unHeHOro y eraHomi. Cywmim kum STs1h 2
TFOJIMHH, ocaa QUIBTPYIOTh, PO3UHHAIOTh Y 15 M
eTaHoiy, noaarth 10 M1 BOAM 1 MiJKHUCIIOIOTH
OIITOBOKD  KHUCIOTOKD  J10  CIabOKHCIIOTO
CepeIoBHUIIIA. Ocan oiy10ro KOJIBOPY
(UIBTPYIOTH, IEPEKPUCTAIII30BYIOTh 3 €TaHOIY.
Buxin 48%.; Trons 167-170€. 'H NMR: § 13.08

(s, 1H), 8.34 (s, 1H), 4.92 (s, 2H), 4.68 (s, 1H),
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4.37 (s, 1H), 1.73 (s, 3H)Bupaxysano mis
CoH10N4OS, %: C, 48.63; H, 4.53; N, 25.21; S,
14.43. 3naiineno, %: C, 48.56; H, 4.48; N,

25.14; S, 14.32.
3arajibHa MeTOMKA O eP:KAHHSA CHOJIYK 5, 6
Jdo 0.0009 monp MeramimipasoJo-

HipUMiAMHTIOHY 2, PO3YMHEHOT0 y 5 MJT OITOBOI
kucnotd, nponatote 0.0018 mome ramoreny,
pozunHeHoro y 10 M3 oNTOBOI KHCIOTH.
Peakuiiiny cymimn mepemimyoTh OpoTsiroMm 4-x
(opom) wm 24  (iom) rommH. Ocan
BiA(QIIbTPOBYIOTh,  IPOMHUBAIOTH  OITOBOIO
KHCJIOTOI, pO3uuHsA0TE y 20 ™M cymimn
JAMCO-Boga i 1o1ar0Th HaIUIHIIOK 5% BogHOrO
PO3UNHY HaTpii cyapdiTy. Cymimm
MIEPEMIIITYIOTh 10 3HEOApPBICHHS Ta BUITAJIaHHS
6imoro ocaxmy. Ocax QineTpyloTh 1 CymaTh Ha
MOBITPI.
7-opomomMeTHI-/-MeTHII-1,4,6,7-TeTpariapo-
nipa3ouo[3,4-d][1,3] ria3om10[ 3,2-a] nipumigns-
4-on 5. Buxin 52%; Trons 217-219C. *H NMR:

8 13.56 (s, 1H), 7.99 (s, 1H), 4.50 (d, 1H), 4.17imidazole,

(d, 1H), 3.92 (d, 2H), 1.73 (s, 3HBupaxyBano
s CoHoBrN4OS, %: C, 35.89; H, 3.01; N,
18.60; S, 10,68naiineno, %: C, 35.83; H, 2.93;
N, 18.52; S, 10.57.

7-iiomomeTu- 7-metmii-1,4,6,7 TeTpariapo-
nipasouio[3,4-d][1,3] riazoesro[ 3,2-a] mipumiguH-
4-on 6. Buxin 47%; Trons 223-225C. *H NMR:
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ELECTROPHYLIC HETEROCYCLIZATION OF 5-METHYL-6-
TIOXOPYRAZOLO[3,4-d]PYRIMIDINE-4-ON

Povidaychyk M., Kut M., Svaljavyn O., Onysko M., Lendel V.

Derivatives of pyrazolo[3,4-d]pyrimidine have vable biological activity. The structural
fragment of pyrazolopyrimidines is widely used tevdlop new effective pharmaceuticals. A new
promising direction in the construction of polydgckystems based on pyrazolopyrimidine is the
method of electrophilic intramolecular heterocyielition.

The halogenation of 5-methyl-6-thioxopyrazolo[8}yrimidin-4-one was carried out in acetic
acid medium at room temperature with twice the sga&f halogen. It was found that halogenation
(with bromine and iodine) of 5-methyl-6-thioxopima[3,4-d]pyrimidin-4-one results the annelation
of the thiazolinic cycle with the formation of liae polynuclear systems of a salt-like structure. 7-
Halogenomethyl-7-methyl-1,4,6,7-tetrahydropyraz8}é{d][1,3]thiazolo[3,2a]pyrimidin-4-one was
obtained via the action of sodium sulfite in the B®Fwater medium.

To study the effect of the nature of the electriipiheagent on the direction of the electrophilic
intramolecular  cyclization  of  5-methyl-6-thioxopy@o[3,4-d]pyrimidin-4-one  the p-
methoxyphenyltetrachloride was used (tested). Elpbilic heterocyclization take place under similar
conditions (room temperature, glacial acetic acatiimm), with the formation of the tricyclic system
with an exocyclic aryltellurium moiety — 7-(dichtm(4-methoxyphenyl) telluromethyl)-7-methyl-
1,4,6,7-tetrahydropyrazolo[3@}{1,3]thiazolo[3,2a]pyrimidin-4-one.  Thus, the direction of
electrophilic intramolecular cyclization of 5-met8¢thioxopyrazolo[3,4d]pyrimidine-4-one using as
electrophilic agents of halogens (bromine, iodiaedl p-methoxyphenyltetrachloride does not depend
on the nature of the electrophile and takes plat® the participation of the exocyclic sulfur atom
the second position of the pyrimidine and leadhte formation of a condensed system of linear
structure — halogenomethyl or aryl telluromethylrigktives of pyrazolo[3,4][1,3]thiazolo[3,2-
a]pyrimidin-4-one. The composition and structure aif synthesized compounds were proved by
elemental analysis artiti-NMR spectra.

Keywords: electrophylic heterocyclizatioq-metoxyphenyltellurium trichloride; pyrazolo[3,4-
d] pyrimidine; 7-(dichloro-(4-methoxyphenyl) telbmethyl)-7-methyl-1,4,6,7-
tetrahydropyrazolo[3,4][1,3]thiazolo[3,2a]pyrimidin-4-one; dehydrohalogenation, dehalogeorati



