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3 nmiTepaTypHHX MJaHUX BiJOMO, WHI0  EK3OLUHUKIIYHUM apHITEIYPOBUM (parMEeHTOM €
Tia30JIOT PUMITUHH 3 CK30IUKIIIYHUM aKTyaJIbHUM 3aBJIAHHSM.
ApUITCIyPOBUM  (ParMEHTOM  MPOSBISIOTH B mamiii  pobGoTi  mms  CHHTE3y
OPOTUMAIIAPIHHY AKTHUBHICTh 10 Hau- (yHKLIOHATI30BaHUX TEMYPOBMICHHUX CIIONYK
CMEpPTOHOCHIIIOrO mTamy Plasmodium  BHKOpHCTaHO pPEaKII0 APUITETYPOXIOPYBAHHS
falciparum [1,2]. CuHTe3 Takux CHONYK  2-aliITiOXiHOMIH-3-KapOanbaeriqy #-METOKCH-
MIPOBOJISATH METOIOM CIEKTPOPINBHOT  QEHUITSITYPTPUXIOPHIOM. Bubip TaKoIo
BHYTpilIHbOMOJNIEKY IsipHOT  1kdiizanii  (EBLY) CHHTOHY MOTHUBYETbCS THM, IO HOXiTHI
aApPWITETyPTPUXIOPUIAMHU AITKEHITEHUX XIHOJNIHY BHUKOPHCTOBYIOTBCS SIK  JIIKApCHKi
TIOCEYOBMH Ta  HEHACHYCHHUX  IOXITHUX 3aco0M TpW JIIKyBaHHI Majspii, a came:
nipumiguay  [3].  PosmmpenHs ~ HabGopy — MeduioxiH, mpumaxiH Ta minepaxiH [4]. CuHTe3
NOTCHUIHHO OIOJNIOTIYHO aKTHBHHUX CHONYK, BUXIJHOTO TioeTepy 3 IPOBOAMIIH 32 HACTYITHOIO
30KpemMa TaKHX, AKi HPOSBIATUMYTH  CXEMOIO:

MPOTUMAJIAPIAHY aKTHUBHICTh B IIOETHAHHI 3

(0) 1) H,N NH 0
| A | =_ |
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) 3) AcOH ) 2 5 A\
CrektpanbHi JaHi Ta (i3UKO-XIMIYHI SK3OIMKIIYHAM apUITSIIyPOBUM (PparMeHTOM.

KOHCTaHTU 2-aJliITIOXiHOMIH-3-KapOanpaeriay 3
KOPEJTIOITH 3 JIITEpaTypPHUMHU JaHUMH [5].
Buxignuii TioeTep 3 MICTUTh JCKiIbKa
HYKJICO(QUIBHUX IIEHTPIB s MPOXOHKEHHS
TENypOiHAYKOBaHOI MUKJIIi3allii, a caMe KpaTHHMA
3B’ 130K aJiIBFHOTO dbparmenTy Ta
SH/IOIUKJIIYHUN aTOM HITPOTEHY XiHOJIHY, IO
MOE IPHUBOJUTH JI0 YTBOPEHHS SK MPOIYKTIB

Tax, B criektpi [IMP cnionyku 5 ciin BiamiTuTH
c1a00IIONIbHE 3MIMIEHHS CUTHANY MYJBTHIIIETY
MeTHHOBOT rpynu 3 6.08 mo 6.73 m.u. Ta
HAsBHICTh JBOX METHJICHOBHX TPYIl MPOTOHIB y
BUTIsiAl ay0sier myOnerHoro curnany npu 4.04
M.4., TpHUILieTHOro mnpu 3.92 M.4. Ta ABOX
OyONleTHHX CcuTHamiB MpoToHiB mpu 3.98 Ta
3.51Mm.4.

npuegHanas [6, 7] tak i mwmkimizamii [8-22]. Ha  ocCHOBI  CHeKTpaJdbHHX  JaHHX
Bzaemogito Tioetepy 3 3 n-mMeToKcHU(EHINI- TenypodYHKI[IOHATI30BAaHOT'O Tia30JI0XIHOIIHY 4
TENyPTPUXIOPUIOM TMPOBOJAWIN B JIBOASHIA  BHUABWIOCH, 10 B  pe3yibTaTi  peakil
OIITOBIH KHCIIOT1 Ta 8-ronuHHOMY YTBOPIOETHCS  KOMIDIEKC Tia30JIOXIHONIHY 3
MEepEeMIIlyBaHHI  pPEarcHTiB TNPH  KIMHATHIN n-METOKCH(PEHIITETypTPUXIOPHIOM. IIpo
Temreparypi. BcTaHOBIEHO, IO  TeIypo- ~ YTBOPEHHsS KOMIUIGKCY cBiguaTh pani [IMP
IHAyKOBaHA LUKIi3aWig 2-aJiNTiOXiHOMIH-3-  CHEKTPY CIONYKH 5, B IKOMY HasBHI XapaKTepHi

kapOanpaeriny 3 apuirenyprpuxiopumom 4
MIPUBOJIUTH JI0 aHTYJISIPHOTO Tia30JIOXIHOMIHY 5 3

CHUTHAQJIM TIPOTOHIB BOX #-(DEHIICHOBUX sIEp Y
BUTIIAAl map ayOseriB mpu 7.98 ta 7.02 m.u.,
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8.31 ta 7.11 M.4., a TakoXX JBa CHHIJIETHI
CUTHAJM MNPOTOHIB MeTokcurpyn npu 3.79 Tta
3.78 m.u. Ciix 3a3HAYUTH, IO JAHWUH KOMILIECKC
YTBOPIOETbCA ~ HABITH MpPU  CIHiBBIIHOLICHH]
TiOETEP-apIITEITyPTPUXIIOPH 1:1. [Ipu
BUKOPHUCTaHHI IBOKPATHOTO HAJUTUIIKY €IeKTPO-

TeCl3

"
+
N" s

Ha ocHOBiI oTpUMaHHX EKCIIEPHUMEHTAb-
HUX JIaHUX MOJKHA 3alpoIOHYBaTH HACTYITHUI
MEXaHI3M peakinii, SKuii HaBeJeHo Ha cxemi. Ha
mepmriii  cramii peakiiii  BimOyBaeThCS araka
APUITENyPTPUXJIOPUIY HA aTOM HITPOTCHY
XIHOJIIHOBOTO MWKy Ta TIOABIHHHUNA 3B’ 30K
ajgimpHOrO  ()parMeHTa 3  yTBOPEHHSAM  TI-
KOMIUICKCY,  SIKUH  TEpPETBOPIOETBCS  Ha

i
| AN MeO O TeCl:,
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Cl Tc

OTQCI3

¢igpHOTO peareHTa BUXIA — Tia30JIOXiHOMIHY
30uIbIyeThess 3 23% mo 56%. AHasoriusi

3aKOHOMIPHOCTI TIPOXOJIKEHHS TeIypo-
iHAyKOBaHOI eJIeKTpPOQiNbHOT nuKii3amii Ha
IHITAX TETEPOITUKITITHUX cUCTEMaX

crocTepiranocs B poborax [23].
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TenypoHieBUi kaTioH. Hemopinena mapa aTtoma

HITpOreHy XiHONiHY arakye kapboH C(2)
TEJypOHIEBOTO  KaTiOHa 13  3aMHUKaHHSIM
Tia3oJiHOBOTO  IWKIy. Jlpyra  Mojekyna
ApUWITEITYPTPUXIIOPUAY YTBOPIOE KOMIUIEKC 3
SHIOIMKTIYHAM aTOMOM Cympsdypy
Tia30JTIHOBOTO KiJIBIIA.
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Jnsa  OIiHKM MOTEHIIHHOI  0i0JOoTiYHOT
AKTUBHOCTI Tenypo yHKIIOHai30BaHOTO
Tia30JI0XIHOJIHY MPOBEICHO HOTO TEOPECTUIHHUI
CKpUHIHT 3a JIONOMOTOI OHJIAHH-pecypcy
Way2Drug [24].AHani3 6i0aKTUBHOCTI CIIOTYKU

5 moka3zas, 10 JaHa CIOJIyKa MOXE MPOSIBISATH
AHTUOKCHUIAHTHY aKTHBHICTh Ta OoyTu

N
cr
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inriditopom  docdarazm 1 Tainepodocdop-
TpaHcdepasu. [Ipu omiHmi aHTHOaKTEpiaIbHOT
aKTHBHOCTI  BHSIBIUIOCS IO  CHOJyKa 5
NOTEHLIHHO Mae iHri0yrounii BIMB Ha OakTepii
9yMHOI TajdM4Ku 3 poay Yersinia pestis.
IlikaBuM BHSBWIOCH T€, IO OTPUMaHHUI
TenypoYHKI[IOHATI30BaHUH Tia30I0XIHOMIH 5
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Moxe OyTH iHribiTopom Bipycy JleHre apyroro
TUIY, TEPEHOCHUKaMHM SIKOro € kKoMmapu. lleit
(hakT poOHUTH CIONYKY D NMEpCIEeKTUBHOK s 11
JOCHIHKEHHS HA TPOTUMAJISIPIiHY aKTUBHICTb.

BucHoBKH

Takum uYmHOM, B pe3yJbTaTi
IHAYKOBaHOI  IMKI3amii  7-METOKCH(EHII-
TETYPTPUXIOPHIOM 2-aminrioxiHomiH-3-
KapOalbJeTiy  PEriOCeIeKTUBHO  OJEPKaHO
AHTYJISIPHUHA XITOPH]T 1-((muxsaopo(4-
MeTOKCU(EHLI)-Teaania)meTa)-4-popmin-1,2-
aurinporia3ono[3,2-a]xinomiH-10-0 y BUrIAl
KOMIUIEKCY 3 n-METOKCU(EHLITEeIyp-
TpuxiopusioM. I[IpoBeneHO HOro TEOpEeTUUHUM
OlOCKpHMHIHI Ta TMOKa3aHO, IO OTPUMAaHUI
TenypodyHKITIOHATI30BaHUN Tia30JI0X1HOMIH
MOXe HPOSIBIIATH AHTHOKCHJAHTHY,
aHTHOAaKTepiaJbHy Ta MPOTHUBIPYCHY aKTHBHICTb.

Temyp-

EKCl'lepl/IMeHTa.leHa YacTHHA

Crnektpu SIMP BumipsHo Ha CcHEKTpoO-
MeTpi Mercury-4003 po6o4or 4acToTO s
'H 400 MT'u. To4KH TOILICHHS BUMIpIOBAIH Ha
npunani Stuart Melting Point 30.
2-Xnopoxinoain-3-kapéaasaerin 1 [25].
2-Tioxinomin-3-kapéanbaeria 2 [26].
2-AninTioxinomin-3-kap6anbaeria 3 [5].
n-Metokcudeninrexyprpuxiaopua 4 [27].

MeTonuka  OJepiKaHHA  KOMILIEKCY
XJIOPUAY 1-((muxaopo(4-meTokcudenin)-
TeJaHi)MeTH)-4-popmin-1,2-qurinpo-
tiazouo[3,2-a]xinoain-10-il0 3 n-MeTOKCH-
(deninTeypTpUXIOPHAOM 5.

Metox A. Jlo po3uMHYy aJiIbHOTO
tioetepy 3 (0.005 monp) B 15 mu apoxasHOT
OIITOBOT  KWCJOTH  TpPUKANyBald  PO3YUH
n-metokcudeninrenyprpuxiaopunxy 4 (0.005
Monb) B 10 M JIbOJSIHOT ONTOBOI KHCIOTH.
PeakiitHy cyMmiIn mepeMilnyBaid 8 ToauH Ipu
KiMHaTHIN Temmeparypi. Ocam, 10 BHIIaB,
BiQIIBTPOBYBAIM Ta MPOMHBAIH JIHOISHOIO
OLITOBOIO KUCJIOTOIO.

Meton b. Jlo po3uwHy amijapHOTO
tioerepy 3 (0.005 momp) B 15 mim meomsHOI
OLUTOBOi  KHCJIIOTH  TIPHKAIyBAIM  PO3YUH
n-Metokcudeninrenyprpuxmopuny 4 (0.01
MOab) B 15 MiI JBOASHOI OLITOBOI KHCIIOTH.
Peakuiitny cymim nepeminryBanu 8 roguH npu
KiMHaTHIH Temmeparypi. Ocazn, mo BHIaB,

BiAQIIBTPOBYBAIM Ta MPOMHBAIH JIHOISHOIO
OLITOBOIO KHCJIOTOIO.

Buxin (metom A 23%)T1a (Metox b 56%),
Tur 129-130€C. 'H SIMP (IMCO-de): & 10.26 ¢,
1H), 9.71 ¢, 1H), 8.54 4, J= 8.0I'y, 1H), 8.31
(m, J= 8.0I'y, 2H), 8.27 1, 2H), 7.98 f, J= 8.0
I'u, 2H), 7.11 f§, J= 8.0l'y, 2H), 7.02 4, J= 8.0
I'u, 2H), 6.73 {1, 1H), 4.06 fn, J= 6.8T'u, 2H
1H), 3.98 {1, J= 10.0ry, 1H), 3.92 ¢, J= 9.60 1,
1H), 3.79 ¢, 3H), 3.78 ¢, 3H), 3.51 f1, J= 9.6
I'u, 1H).

Bupaxysano, % mis Cy7HosClNOsSTe:
C, 35.58; H, 2.76; N, 1.54; S, 3.52uaiineno,
%: C, 35.49; H, 2.68; N, 1.47; S, 3.43.
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TELLURO-INDUCED CYCLIZATION OF
2-ALLYLTHIOQUINOLINECARBALDEHYDE

Sabo T., Kut D., Kut M., Onysko M., Lendel V.

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

It is known that thiazolopyrimidines with an exotigaryl tellurium moiety exhibit antimalarial
activity against the deadliest strain of Plasmoditattiparum. For expanding the number of
potentially biologically active compounds with amoeyclic aryl tellurium moiety, a study of
tellurium-induced heterocyclization of 2-allylthigigoline-3-carbaldehyde with p-
methoxyphenylteltur trichloride was performed. ™&ection of this synton is motivated by the fact
that quinoline derivatives are used as drugs irrtfement of malaria.

The starting compound 2-allylthioquinoline-3-cadetlyde contains several nucleophilic
centers for passing tellurium-induced cyclizatioamely the multiple bond of the allyl moiety ané th
endocyclic nitrogen atom of quinoline. Thus cydii@a reaction can lead to the formation of both
addition and cyclization products. The reaction dhe allyl thioether with p-
methoxyphenyltelluriumtrichloride was performedgiacial acetic acid and under stirring the reagents
at room temperature for 8 hours. It was found ttie tellurium-induced cyclization of 2-
allylthioquinoline-3-carbaldehyde with p-methoxyplgiellurium trichloride leads to the formation of
angular thiazoloquinoline with an exocyclic anfitieium fragment— 1-(dichloro(4-methoxyphenyl)-
tellanyl)methyl)-4-formyl-1,2-dihydrothiazolo[3,4guinolin-10-ium chloride. Based on the spectral
data, it is proved that the reaction produces a pbexn of 1-(dichloro(4-methoxyphenyl)-
tellanyl)methyl)-4-formyl-1,2-dihydrothiazolo[3,Jeuinolin-10-ium chloride with p-
methoxyphenyltellturium trichloride with compositid.: 1. It should be noted that the formation and
composition of this complex does not depend onrdkie of starting reagents.

In order to evaluate the biological activity of dighloro(4-methoxyphenyl)-tellanyl)methyl)-4-
formyl-1,2-dihydrothiazolo[3,2-a]quinolin-10-ium kdride, the theoretical bioscreening was
performed using online resource Way2Drug. Analydighe obtained bioactivity data showed the
potential antioxidant, antibacterial and antivitivity of exotellurofunctionalized thiazolo[3,2-
aJquinoline-10-ium.

Keywords:  2-allylthioquinoline-3-carbaldehyde; p-methoxyphenyltellurium  trichloride;
electrophilic heterocyclization; annulation, thigg8,2-a]quinolinium chloride.
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