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[lipumigHOH BXOIUTH O CKJIamy Oio-
AKTUBHHX MPHUPOTHHUX CIOMYK, TAKHUX SIK YPAIHI,
TAMIH Ta TUTO3WH. [loXigHI WipUMiIHHOHY
HPOSIBISAIOTH MPOTUNYXJIMHHI [1, 2], aHTUBIpYCHI
[3, 4] ta mcuxorponHi BnactuBocti [5]. Ilpu
TEeTEPONMKITI3ail  HEHACHYCHHX  TOXITHHUX
MIPUMITUHTIOHIB YTBOPIOIOTHCS KOHICHCOBaHI
A30JIOMIPUMINHN, SIKi TaKOX MPOSBISIOTH
IIMPOKHUI CIIeKTp Oionoriynoi akTuBHOCTI [6-9].
BBenenHs 0 CKIaqy TaKHX CHCTEM aroMa
Tenypy MoXxe MiIBUIINTH iX 010aKTUBHICTBH, 60
TEIypOpraHiYHi CHOJIYKH BOJOMIIOTH MPOTH-
nyxauaaoo [10-11], anTwokcumanTHOMO [12],
aHtuOakTepianpHolo [13] BlactUBOCTAMH, a
TAaKOXX  3aCTOCOBYIOTbCA  JUId  JIIKyBaHHS
Helpomarii [14-19].

OmauM 3 HAM3PYYHIIMX Ta HAWIPOCTI-
MIMX METOMIB BBEJCHHSA aTomMa Teiypy 10
CKJIaJly TAaKUX CHCTEM € METOJ eJIeKTPOo(diIbHOI
BHYTPIITHBOMOJICKYJIIPHOI IUKITi3alii. B mitepa-
Typi 3YCTpi4alOThCS BIIOMOCTI MO EIEKTPO-
GbimpHIN UWKTI3anii  aATKEHUTBHUX — MOXITHHUX
OIPUMIIMHY i JI€I0 PI3HUX €ICKTPO(DIIbHUX
peareHTiB.  MpOTOHHMX  Kkuciaor  [20-23],
rajoreHiB [24-29] ta apwicynbh)eHIIXIOPHIIB

COOC,H; H,N

[

[30]. B psaai poOiT omucaHO BHUKOPHCTAHHS
n-aNKOKCU(EHINTETYpPTPUTAJIOTEHIAIB B peak-
mMgx  muKm3ami  adKeHUIBbHUX — IOXIJHHUX
KOHJICHCOBaHMX  mipumiguHTioHiB  [31-38],
tioceuoBuH [39], Tpuaszomnis [40] ta B peakmisx
KOMILIEKCOYTBOpeHHs [41].

BpaxoByroun  3HayHy  OiOaKTHBHICTH
MOXITHUX 2-TIOKCOMIPUMIIUH-4-OHy Ta HasB-
HICTh Y HUX TioypeimHoro (parMeHTy, JOCIii-
KEHHS  TIPOIeCy  eNeKTpo(dinbHOI  rerepo-
LUKITi3amii N(S)-ankeHinpHIX MOX1THUX
TiOypaluiy Mg Ji€ro 7-MeTOKCU(EHINTENypTPH-
XJOPUAY € BaXIMBUM [UI MiATBEPPKCHHS
BUSIBIICHUX 3aKOHOMipHOCTEH perioximii apui-
TENYPOXJIOPYBAaHHS HEHACHYCHHX CIOJYK, IO
MicTaTh Tioypeinauii ¢pparment [31-40]. Tomy
METOI0 pPOOOTH € BH3HAYCHHS perioximii
MIpOLECY eNeKTpodiIbHOT BHYTPIiLIHBO-
MoJIeKyIIsIpHOI rukmizamnii N- Ta S(Se)ankenins-
HUX MOXITHUX 2-TIOKCOMIPUMIIUH-4-0HY IiJ
JI€I0 n-METOKCUPEHIATETYPTPUXIOPHULY.

Cunte3 N-MeTaniabHOro TiOMipUMiAMHO-
Hy 1 mpoBOAMIN KOHIIGHCAITIEI0 aIleTOOIITOBOTO
ectepy 3 N-METaminTIOCEUOBHHOIO B Cepelo-
Bumli JIM®DA.

/Lo * HN>:S
\\\(CH3

VY pobGorti [21] omucaHO METOAUKY CHUHTE-
3y N-aIiJbHHX MOXIZHUX TiOypamwiy, ajie 3a
JTAHOI0 METOJHMKOI0 YTBOPIOIOTHCS J[BA 130MEpH.
3MiHa PO3YMHHUKA 3 JUMETHICYIb()OKCUAY Ha
quMetuiopMaMis  JIO3BONISIE 3 BHUCOKUM
BHXO0JIOM OTPHUMATH TiJIbKH OJIMH 130Mep, OYI0BY
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(4] H3C
. KOH, IM®A
. CH;COOH | l
Hy ™ NS
H
1

sikoro goseneHo crnektpoM [IMP ta enemeHTHUM
aHaTi30M.

3-Mertanin-2-riokcompuMianH-4-0H 1
Mae JeKigbKa HyKICOQiTbHUX HEHTPIB AN il
TEITYPOBMICHOTO €JEeKTPOQiILHOTO pearcHry —
aJKCHITPHUN 3aMicHHK, atroMu Cynbpdypy Ta
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Oxkcureny. BcraHoBieHO, MmO NpU B3a€EMOJIT
TiOHY 1 3 n-METOKCH(EHIITSIIYPTPUXIOPUIOM B

CEpelIOBHUII OITOBOI KHCIOTH YTBOPIOETHCS
OpOAYKT  LUKMi3amii — rigpoxiopung 2 3
0 ch;h TeCly
N CH;COOH
| o N
H;3C N S 20 °C, 8 rog.
H OCH;  68%

Ckiag Tia3o0J0MipUMIAMHY 2 MiATBEPI-
J)KEHO eJIEMEHTHUM aHali30M, a OyJOoBY KOMII-
JICKCOM CHEKTPalbHHUX OCTiKeHb. B crmekTpi
IIMP criix BiAMITUTH TIOSIBY CHUTHAJIIB TIPOTOHIB
MeTokcu-rpynu npu 3,80Mm.4., 1BoX 1yOJeTiB n-
(heninenoBoro kinpist npu 8,06m.4. Ta 7,12m.4.
Ta YOTUPHOX AYOJETIB MPOTOHIB €K30- Ta EHIO-
IAKIIIYHAX METHICHOBUX Tpym. B IY-cmekTpi
OTPUMAHOTO Tia30JIOMPUMIJUHY CMyra MOTJIU-
nanns C=0 rpymu ckmagae 1705cm™.

Jns  mochmimpKeHHS  PerioCeeKTUBHOCTI
mporecy eIeKTPodUTEHOT ITMKITI3aIii apriITeIyp-
TPUXJIOPHIIOM SIK MOJICIBbHI 00’ €KTH BHUKOPHC-
TaHO S-AIKCHUIbHI MOXiIHI G-MEeTHIIIpUMITUH-
4-0Hy, CHHTE30BaHHX 3a BIIOMOIO0 METOIUKOIO
[42]. Tioetep 4 i3oMepHMii TioHY 1.

Bcranosieno, 110 peaxitis MIX
N-METOKCH(EHIITETyPTPUXIIOPHIOM Ta  TiO-
erepaMu 3,4 B CepEHOBHIN JIBOISHOI OILTOBOI
KHCJIOTH TPHUBOAWTH JIO YTBOPCHHS IPOJYKTIiB

AHCNIBOBAaHUM  Tia30JIIHOBUM  IUKIOM,  IIIO
MIATBEPIKYE 3HAUACHUM HAMpsSMOK peakilii 3a
Y9acTI0 QJIKEHUTPHOTO 3aMIiCHHKAa Ta aToma
Cymsdypy [35-44].

0
L5
o a
H;¢~ N S Te
a’
HCI \©\
2 OCH;

mukmizamii  5,6. Hamu miarBepmkeHo, 110
HAIPSMOK MPOIECY eNeKTPOMIILHOI BHYTPIII-
HBOMOJICKYJISIPHOI LMKJi3amii BigOyBaeTbes 13
3amydeHHsM atoMa HitporeHy B TpeThoMy
nmoJiokeHHl  mipuMiguay. CIeKkTpanbHI  JTaHi
SAMP  cmektpockomii aHaNOTiYHI  JTiHIHHUM
tiazomiHoTieHomipuMiaHam [38]. Cmyra noriu-
HaHHSA KapOOoHUTBbHOI TpymH B [Y-cmekTpi Timpo
XJopuaiB 5, 6 BiAMOBiAae MiHIAHUM Tia3o0JiHO-
TIEHOMIpUMIIMHAM Ta Tia30MOMmipuMiguHy 2 i
cknamae 1710 cm™. Crmig Bigmituta, o,
HE3aJIXKHO BiJl CIIBBIJIHOIICHHS pPEarcHTiB, B
mporeci  peakuii  yTBOPIOETBCS  KOMIUIEKC
JOJIATKOBOT MOJICKYJIH eJEeKTPOPLITLHOTO
peareHTy 3 CHIOLMKIIYHHUM aToMoM Cyinbdypy
Tia30JiHOMIPUMIAKMHY, IO HE CIOCTEepiraiocs
Opyd YTBOPEHHI 130MEPHOr0 Tia30MiHOMIPHMi-
IuHy 2. YTBOPEHHS TaKHX aayKTiB CIOCTEpi-
ramock B poborax [36, 37].

TeCl;
TeCl,
fL )\ JJ: + 2 CH;COOH fL /g\Te’Cl
20 0C, 8 roa. )\
OCH;  63-65%
3,4 ) OCH,;
3,5:R=H H;
4,6:R'= CH;

Jliss BHBYCHHS BIUTMBY XaJbKOTCHY Ha
PETiOCENIEKTUBHICTh MPOLIECY  €IeKTPODiIIbHOT
MUKTi3alii B peakiii 3 #-METOKCU(EHLI-
TENYPTPUXIIOPHIOM BUKOPUCTAHO celeHoeTep 7.
YMOBH IPOBEIEHHS peakilii aHAIOTIYHI THUM, SKi
BUKOPHUCTOBYBAJIM B peakiisx 3 Tioerepamu 3, 4.

Hamu BcTaHOBIEHO, IO perioXiMis Mpo-
1mecy MHKII3amii celeHoerepy { n-METOKCH-

(heHUITeyPTPUXIOPUIOM He 3MiHI€eThCs. Cltifg
BIIMITHTH, III0 CMyTa MOTJIMHAHHS KapOOHIIEHOT
rpynu B [Y-criekTpi cionyku 8 cioctepiraerbest
npu 1703 cm™?, mo 106pe KOopemoe 3 cMyraMu
MOTJIMHAHHS KapOOHUIFHOI TPy B Tia30JIiHO-
mipuMmiguHOoHax 2, 5, 6 Ta Tia3omiHOTiIEHO-
nipumiguHoHax [38].
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TeCly
CH3 TeCl;
CHy CH;COOH
J\Ax =2 3 Te’c'
20 0C, S roa.
OCH 64%
H;
BucHoBkH 1, po3uunenoro y 20 M1 OLITOBOT KUCIIOTH, MIPH
MOCTIHHOMY TIEpEeMIIIyBaHHI MO Kparuiax Jofa-
Orxe,  enexTpodimpbHa  BHYTPIIHBO-  1oTh po3uuH 0.0017 Momb n-MeToKcudeHin-

MoJieKyisipHa nukiizanis N-meranin 2-riokco-
MipUMiTUH-4-0HY 1-METOKCH(PEHITETypTPUXJIIO-
pPHUIaMHU IPOXOAUTH PETIOCETIEKTUBHO 32 y4aCTIO
atoma Cynbdypy 3 aHEITIOBaHHSAM Tia30J1iHOBOTO
OUKIYy [0 [ipuMiguHOBOI cuctemu. Bcra-
HOBJEeHO, M0 2-S(Se)aminbui(meraminbhi) N-
1,3#e3amimieni NOXiHi HipUMiAMHOHY
OUKTI3YIOTBCSL  apUITENYPTPUXJIOPHUAOM 3
YTBOPEHHSM Tia30IiHO(CEeIeHa30TiHO) T pHMIIH-
HOBUX cucteM. [Ipupona XaibKoreHy B IIOJIO-
JKeHHI 2 MpUMiJUHY HE BIIMBA€E HA PETIOXIMil0
MpoIecy Ta BUXOMW TMPOMYKTIB ITHKJII3aIlii.
BukopuctanHs celeHOeTepiB B peakilii Terypo-
IUKJTi3allii J03BOJSIE OTPUMYBATH TIOTEHIIIITHO
010aKTHBHI TETEPOLMKIN 3 EHAOUUKIIYHUM
atomoM CeneHy Ta EK30LMKIIYHUM aTOMOM

Tenypy.
ExcnepuMeHTaJbHA YACTHHA

Cnektpu SIMP BuMIipsSHO Ha CHEKTpO-
MeTpi Mercury-4003 po6o4or 4acToTO s
'H 400 MI'u. TOYKH TOILICHHS BHMIpIOBAIH Ha
npunani Stuart Melting Point 30EnemenTHuit
aHaji3 mpoBOMWIN Ha mpumani Elementar Vario
MICRO.
6-MeTuit-3-(2-meTuanpon-2-eu-1-ix)-2-
Tiokco-2,3-aurigponipumigun-4(1H)-on 1. JTo
0.5 monp N-meraminriocedoBUHUM 100aBISIOTH
0.5 monp ameroonroBoro ecrepy i 0.5 momnb
KOH B 10 mn JM®A. Cymim HarpiBawmTh
npotsroM 16 rogun. Ocax, 10 yTBOPHUBCS
PO3YMHSIOTH Y BOAL 1 MiAKUCIIOTH BOJHUM
pO3UYMHOM  OILITOBOi  KHCJIOTH. ITponyxt
KPUCTATI3yIOTh 3 CTHJIOBOTO CHHUPTY. Buxin
68%, T,,. 183T. 'H SIMP (DMSO-d6):5 1.70
(c, 3H), 2.11 ¢, 3H), 4.41 ¢, 1H), 4.72 €, 1H),
4.77 ¢, 2H), 5.83 ¢, 1H), 12.51 ¢, 1H).
2,7-TumeTna-2-{[nuxaopo(4-merokcigenin)-
Teqypo]meTni}-2,3-qurinpo-5H-[1,3] riazomno
[3,2-a]mipuminuu-5-00 rigpoxaopua 2. o
0.0017 monp 3-MeTamin-2-TiOKCOMPUMIIUHOHY

tenyptpuxiopugy.  Cymim  mepemimyioTh
nporsroMm 8 roamH. Ocan, IO YTBOPHUBCH
(GIABTPYIOTH 1 IPOMUBAIOTH OLTOBOIO KHCIOTOIO.
Buxix 68%; T,,. 135-136€. 'H IMP (DMSO-
d6): 6 1.90 ¢, 3H), 2.15 ¢, 3H), 3.80 ¢, 3H),
4.22 @@, J= 11.9Tu, 1H), 4.31 {, J= 11.9Tw,
1H), 4.41 f, J= 5.9I'y, 1H), 4.85 {, J= 5.9Tn,
1H), 6,04 ¢, 1H), 7.12 fi, J= 8.0’u, 2H), 8.06
(m, J= 8.0T'y, 2H).

3arajbHa MeTOMKA OJePKAHHA TioTepiB
34,7

Jo 0.005wmonb TioHYy(CENeHOHY), pO34H-
HeHoro B 20 mut eranony, nogatote 0.005momns
KOH, po3unHeHOTO y MIHIMAIBHIA KITBKOCTI
Bomu (3 mum). Cywmimn HarpiBaioTh 10 IIOBHOTO
PO3YHMHEHHS, MICIIS YOr0 JOJA0Th CKBIMOJSIPHY
KUIBKICTh aiin(Meranin)rajgoreniny. Peakiiiny
CyMilll HarpiBaroTh npotsarom 2 roaumH. Ocan
(bIABTPYIOTH, IEPEKPUCTATIIZOBYIOTh 13 €TAHOITY.
6-Metni-2-tio(mpon-2-en-1-im)nipumiann-
4(3H)-on 3. Buxinx 59%;T,, 133T [42].
6-Metni-2-tio(2-meTnimnpon-2-en-1-in) mipn-
minun-4(3H)-on 4. Buxig 59%; T,,. 146-147€C
[42].
6-MeTuJ1-2-cesieHo(2-MeTHInpon-2-en-1-i)-
nipuminna-4(3H)-on 7. Buxig 32%; T,,. 141-
142°C. 'H SIMP (DMSO-d6): 5 1.72 ¢, 3H),
2.11 ¢, 3H), 3.76 ¢, 2H), 4.91 ¢, 1H), 4,88 ¢,
1H), 5.90 ¢, 1H), 12.39¢, 1H).

3arajbHa MeTOMKA OJlep:KaHHA 3-
{[nuxnopo(4-MeTokcudenin)-Temypo]MeTni}-
2,3-murigpo-5H-[1,3] riazosio(cesenasono)[ 3,2-

alnipumiaun-5-onis 5,6,8.

Jo 0.0017 monp BiamoBimuux Tio(cene-
Ho)eTepiB  posumHeHnx y 20 Mo  omnroBoi
KHCIJIOTH, TIpU TIOCTIHHOMY IIEpEeMIITyBaHHI TIO
KpaIUIIX 0JAl0Th ABOKPATHUI HA/UTMIIOK /-Me-
TokcupeHinrenyprpuxiopuny. Cymim nepemi-
urytoTh npotsirom 8 rogun. Ocall, Mo yTBOPUBCS
(GIABTPYIOTH i MPOMHUBAIOTH OLITOBOIO KHUCIIOTOIO.
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7-Metna-3-{[ nuxsiopo(4-meTokcudeni)-re-

aypo]merui}-2,3-guriapo-5H-[ 1,3]-Tiazo.to-

[3,2-a]mipumiguu-5-on 5. Buxix 63%; T, 121-
122C. 'H sIMP (DMSO-d6): 5 2.38 ¢, 3H),
3.80 ¢, 6H), 3.91 f, J= 11.6Tu, 2H), 5.7 {4,
1H), 6.10 ¢, 1H), 7.04 {1, J= 8.0T1, 2H), 7.13
(m, J= 8.0T'w, 2H), 8.06 f, J= 8.0T'y, 2H), 8.33
(1, J= 8.0 'y, 2H). °C sIMP (DMSO-d6): §

5. Kodonidi I.P., Oganesyan E.T., Glushko A.A.,
Turenkov I.N., Bagmetova V.V., Zolotykh D.S.,
Pogrebnyak A.V. Molecular design and targeted
synthesis of N-substituted derivatives of 4-oxo-1,4
dihydropyrimidine on the basis of inhibitory
transmitters.Chem.- Pharm. J. 2010, 43(10), 32—-39.
Doi: 10.30906/0023-1134-2009-43-10-32-39.

6. Baba M., Shigeta S., Tanaka H., Miyasaka T.,
Ubasawa M., Umezu K., Walker R. T., Pauwels R.,

172.4, 168.1, 161.8, 160.8, 153.5, 144.3, 135.¢De Clercq E. Highly potent and selective inhibitiain
124.8, 115.4, 113.8, 108.3, 61.6, 56.0, 45.1HIV-1 replication by 6-phenylthiouracil derivatives

34.2, 235, 21.5, 19.3.

3,7-Dumernit-3-{[ anxsaopo(4-meTtoxcudenin)-
Tesypo]merna}-2,3-quriapo-5H-[ 1,3] riazoso-
[3,2-a]mipuminun-5-on 6. Buxix 65%; T, 127-
128C. 'H SIMP (DMSO-d6): 5 1.91 ¢, 3H),
2.14 ¢, 3H), 3.81 ¢, 6H), 4.224, J= 11.9TT,
1H), 4.31 fi, J= 11.9Tu, 1H), 4.41 f, J= 5.9
I'u, 1H), 4.85 f, J= 5.9y, 1H), 6,21 ¢, 1H),
7.12 (@, J= 8.0T'1;, 2H), 7.16 f, J= 8.0T'1, 2H),
8.04 (, J= 8.0T'w, 2H), 8.35 f, J= 8.0T'1;, 2H).
3,7-Iumernia-3-{[anxaopo(4-meroxcudenin)-
Tesaypo]merui}-2,3-quriapo-5H-[1,3] cenena-
30410[ 3,2-a|mipumigun-5-on 8. Buxinx 64%; T,
131-133C. 'H SIMP (DMSO-d6): 5 1.90 ¢,
3H), 2.10 ¢, 3H), 3.80 ¢, 6H), 4.19 4, J= 11.9
I'm, 1H), 4.28 f, J= 11.9Tn, 1H), 4.35 4, J=
59T, 1H), 4.81 g, J= 5.9Tu, 1H), 6,17 ¢,
1H), 7.07 f1, J= 8.0T';, 2H), 7.11 f, J= 8.0T1,
2H), 7.11 f, J= 8.0T';, 2H), 8.01 f, J= 8.0T1,
2H), 8.32 f1, J= 8.0T'1;, 2H).
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ELECTROPHILE CYCLIZATION OF N (S, Se)-ALKENYL DERIVATIVESOF
PYRIMIDINONE WITH
p-METOXYPHENYLTELLURIUM TRICHLORIDE

Kut M., Onysko M., Lendd V.

Uzhhorod National University, Pidhirna ., 46, 88000 Uzhhorod, Ukraine
e-mail: kutmykola@ukr.net

Pyrimidinone is a component of bioactive naturainpounds such as uracil, thymine
and cytosine. Pyrimidinone derivatives exhibit @mtior, antiviral and psychotropic
properties. The heterocyclization of unsaturatedinpyinetione derivatives produces
condensed azolopyrimidines, which also exhibit @ewrange of biological activity. The
introductiona tellurium atom into such systems can increase theactivity. One of the most
convenient and straightforward methods for intradga tellurium atom is the electrophilic
intramolecular cyclization method.

The interaction between synthesized for the firsiet 3-methyl-2-thioxopyrimidin-4-
one and p-methoxyphenyltellurium trichloride wasrieal out in glacial acetic acid at room
temperature. It has been established that therepdulic intramolecular cyclization of N-
methallyl 2-thioxopyrimidine-4-one p-methoxyphemjliirium trichloride takes place with
the participation of a sulfur atom with the anealatof the thiazoline cycle to the pyrimidine
system. As a result of reaction received 2,7-Dinyle2-{[dichloro(4-methoxyphenyl)-
tellurolmethyl}-2,3-dihydro-5H-[1,3]thiazolo[3,2-p}rimidine-5-one hydrochloride.

The regioselectivity of the process of electroghili cyclization with
aryltelluriumtrichlotide was investigated on 2-&eyl derivatives of 6-methylpyrimidin-4-
one. It is shown that the reaction between aryitelm trichloride and 2-thioalkenyl
derivatives of 6-methylpyrimidin-4-one results metformation of cyclization products with
the involvement of a nitrogen atom at the thirdippms of the pyrimidine. It is revealed that
tellurofunctionalized thiazolinopyrimidines are ffioed in the form of complexes with
aryltellurium trichloride. To study the effect ohalcogen on the regioselectivity of the
process of electrophilic cyclization in reactiontlwp-methoxyphenyltellurium trichloride, a
metalyl selenoether of 6-methylpyrimidin-4-one wased. It has been proved that 2-Se-
methallyl N-1,3-unsubstituted pyrimidinone is cyeld by aryltellur trichloride to form a
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selenazolinopyrimidine system, which in turn allowsobtain potentially biologically active
heterocycles with an endocyclic Selenium atom anéxcyclic Tellurium atom. The nature
of chalcogen does not affect the direction of eggatiilic intramolecular cyclization. The
structure of obtained compounds were proved by N§pBctroscopy, IR spectroscopy and
elemental analysis.

Keywords: electrophilic cyclization; p-methoxyphenyltelluriuntrichloride; 6-methyl-2-
seleno(2-methylprop-2-en-1-yl)pyrimidin-4(3H)-oneanelination;  3-{[dichloro(4-methoxyphenyl)-
telluro]methyl}-2,3-dihydro-5H-[1,3]thiazolo(seleralo)[3,2-a]pyrimidin-5-one.
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