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Oxco- Ta Tio3aMillleHI XiHA30JIIHU €
NEPCHEKTUBHUMH  010JIOT14HO AKTUBHUMU
00’ ekramu. Oco0yMBe MiCIIe B PsiIi XiHA30JIiHIB
3aliMalOTh HOro KOHJIEHCOBAHI aHAJIOTH, a caMe
Tia30JI0XIHA30MIHK, SIKI TPOSABISAIOTH  AHTH-
okcumantHy [1], antumikpoOHy [2] Ta mpoTu-
nyxauaHy [3] aktuBHOCTI. EdexkTuBHMM MeTO-
JOM CHHTE3Y KOHAEHCOBAaHMX MOXiJIHUX XiHa-
30JliHy € eNeKTpodibHa BHYTPIIIHBOMOJIEKY-
nsgpua 1ukmzanis (EBII) #oro HeHacHueHHX
moxigaux [4-16]. BuUKOpHUCTaHHS B TaKHX
peakuisix ¢papMakoQOPMHUX XaJbKOTEHOBMIC-
HUX eNeKTpoQiNiB TOCTIIHKEHO HEIOCTaTHHO.
XambKOTEHOPraHIYHI  CIIOMYKH  3apeKOMEHIY-
Bau cede K MEePCIeKTUBHI 010J0TiYHO aKTHUBHI
PEUOBHHU 3 PIi3HOIO (DapMaKOJIOTIYHOI Mi€l0
[17]. Tomy BuBuenus peaxiiii EBI] N(3)-
ATKEHUTBHUX HOX1THUX 2-Tiokco-2,3-
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Sk 00’ ekt BuBYeHHs BHKOpHcTano N(3)-
ANKEHUTbHI ~ TOXimHI  2,3JIMriApOXiHA30IIiH-
4(1H)-ony 1, 2. BukopucTaHHsS TeTparajioreHi-
JIiB CEJICHY Ta TeIypy B peaKilii eneKTpodiabrHOl
nukizanii 3 TioHamu 1,2 mepenbadae
YTBOPEHHSI TOTCHLIHHO O010JOriYHO aKTUBHHUX
ceneno(Teaypo)pyHKIIIOHATI30BAHUX KOHIEHCO-
BaHUX XiHa30MiHiB. TeTparaloreHigu XajibKo-

TCHIMIB  ojepXKyBanu IN  SitU  B3aeMomiero
JIIOKCUIY cejeHy abo Tenypy 3 6-KpaTHUM
HQUTUIIKOM  BIATOBIAHOI ~ TaJlOr€HOBOJHEBOT

KHCIOTH. B3aemopis Ttetpabpomimy Temypy 3
N(3)-ankeHin-2-TiokcoxiHa3omiH-4-onamu 1, 2 B
CEepPENOBHINlI  JILOASHOI  OITOBOi  KHCJIOTH
OpUBOIUTH [0 JIHIHHUX TigpoOpomimiB 2-
[(TpubpomoTenypo)merui]-2,3-murigpo-5H-

[1,3]riazomo[2,3-b]xinazomin-5-00y 3,4
CrekTpalibHi JaHi TiApoOpPOMIiIiB KOPETIOIOTH 13

aurinpoxinazonin-4(1H)-oHy mig i€l TakMX ~— CHIEKTPATbHUMH JTAHUMH XJIOPOBaHUX
eNeKTPodiIbHUX peareHTiB, K TeTparajoreHign  axaimoris [12].
XaJIbKOTCHIJIIB € aKTyaJIbHUM 3aBJaHHSIM.
0 0
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BukopucTtanHs TeTparajoreHiIiB CelIeHY Mg  IHAUBIAYaTbHAM  TEIypPTETPAXJIOPUIOM
Ta TENypy OJAepXaHUX IN Stu B peakmisix  METaJUIBHOTO XiHAa30JIOHy 2 BigOyBaeThCs

eeKTPO(IbHOT HUKII3alll HE T03BOJIIE YITKO
CTBEpI)KYBaTH, M0 IUKJII3alisl BigOyBaeThCA
TIJTBKY 3 BIJTIOBITHUMH TETparajioreHiamMmu, a He
3 TeKCcarajloreHXaJlbKOTCHITHUMU KHUCIIOTaMH.
Jns mocnmipkeHHs 1boro (akTopy B peakiii 3
N(3)-meranin-2-riokco-2,3-1UriApoxiHa3oiH-

4(1H)-oHOM 2 OyJIO BHKOPUCTAHO 1HAWBITyab-
HUW TETpaxJIOpu Tenypy, SKUW OJepx yBaju
NPOITYCKAHHSAM XJIOPY HaJ| PO3IUIABOM TEIypy.
BcraHoBiieHO, 1O TENypoOiHAYKOBaHA IIMKIIi3a-

PETIOCENEeKTUBHO 3 YTBOPEHHSIM TiApOXIIOPUITY
2-metui-2-[(Tpuxsoprenypo)meTui]-2, 3-nu-
rinpo-5H-[1,3]riazono[2,3-b]xinazonin-5-0ny 5,
SIKHI OyB OTPUMAaHHI 3 BUKOPHUCTAHHSIM TETpa-
XIIOpUIY TeNypy omepranoro in situ [12]. Haii-
OIMBII  ONTUMATFHUMHU YMOBaMH TPOBEACHHS
peaxiiii BUSBHIOCH BHKOPHCTAHHS K PO3YHH-
HUKa XJIOpO(hOpMy Ta IEepEeMINTyBaHHSI BUX1THUX
pearcHTIB IpH KiMHATHIH TeMIepaTypi.
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3 METOI0 JOCTIHKCHHS BIUIMBY TPUPOIN
XaJIbKOTEHY B CIEKTPO(UIEHOMY peareHTI Ha
perioximito nukmizanii B peaxiii 3 N(3)-meranin-
2-riokco-2,3smurinpoxinazomin-4(1H)-omom 2
BUKOPUCTAHO  CEJIeH  TETpaxJopwi,  SKUH
onepxyBanu in Situ. BeraHoBneHo, M0 CelleHOo-
XJIOpYBaHH TIOHY 2 B CEpEAOBUILI XJIOPOhopMy
BIIOYBAETHCS PETIOCEICKTUBHO 3 YTBOPEHHSIM
rizpoxyopuay 2-MeTi-2-[(TpuxiopceneHo)me-

CHCl,

o
CL o
CH,TeCl
g e,
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5

tin]-2,3-murigpo-5H-[1,3]riazomno[2,3-b]xinazo-
niH-5-00y 6. CrekTpaibHi JaHi KOPEIOITh 13
CHCKTPAILHUMU JTAaHUMHU  TPHOIYOPOMETHIIBO-
Bauux anajorie [10]. TIpoBemeHHs peakiiii B
ornroBiii kucinori, TI'® abo ameroHITpHII
MPUBOJTUIIO IO SKCTPY3ii cereHy abo OCMONCHHS
peakuiiHoi cymimn i3 SKOI BUAUIUTH IUTHOBUI
NPOJIYKT HE BJIATOCS.

o)
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/\/ Se0,+6HCl N\ Me
/L Me CHCl, /)\s CH,SeCl,
N
NS
N HC1
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TakuM YHHOM, JOCHIIKEHO PETiOXiMI0
eNneKTpodiIbHOT BHYTPiLTHbOMOJIEKYISIPHOT
mukmizanii - N(3)-ankenin-2-tiokco-2,3-auriapo-
xixazomin-4(1H)-oHiB XaJlbKOreHTeTparaJIoreHi-
IaM{ 1 JOBEIEHO, IO aHEIIOBAHHS Tia30I1HO-
BOTOIIMKIIY BimOYBAa€TbCsI 3 YTBOPEHHSAM Oio-
MEPCIEKTUBHUX TPHUITUKIIYHUX T1ApOTaOTeH/IIB
JiHIAHOI OyI0BU.

EKCl'lepl/IMeHTa.leHa JacTHHA

Crnektpu SIMP BumipsHo Ha CHEKTpoO-
MeTpi Mercury-4003 po6o4or0 94acTOTOO IS
'H 400 MT'u. ToYKH TOILICHHS BUMIpIOBAIH Ha
npunani Stuart Melting Point 30EnemenTHuit
aHaJi3 mpoBoaMIM Ha mpuiani Elementar Vario
MICRO. [Y-criekTpu 3apeecTpoBaHi Ha MpHiami
Jasco FTIR 4700.Monensni TioHun 1,2
OJICPKYBaJIU 32 METOTUKOIO [8].

3arajbHa METOIUKA OJIePIKAHHS

rizpoopominiB TpudpomMoTenypomeru-2,3-
murigpo-5H-[1,3] tiazoma0[2,3-b]xina3zo.ain-5-
ony 3,4

o po3unHy 2 MMOJIb 3-aJIKEH1I-2-TIOKCO-
2,3-turigpoxinazonin-4(1H)-onis 1,2 B 10 mu
JBOJSTHOT OITOBOI KHCJIOTH IO KpPaIuiaM TIpH
MOCTIHHOMY TEpEeMillyBaHHI MPHUKAIYIOTH PO3-
YHMH, OTPUMAaHUH 3 AioKcUay Teaypy (2 Mmonb)

Ta MNIECTHKPATHOI KUIBKOCTI KOHIICHTPOBAHOT
OpoBoMoBonmHEeBOi  kmciotd. Cymim — mepe-
MIIIYIOTh 6 FOIMH HpU KIMHATHIN TeMIieparypi.
Ocan  GinsTPYIOTH, TPOMHBAIOTH  OITOBOIO
KHCJIOTOIO Ta CyIIaTh Ha MOBITPi.

2-TpuoépomoTeaypomMeTni-2,3-Iuriapo-
5H-[1,3] riazoeur0[ 2,3-b] xiHa3oin-5-0on  rigpo-
opomin 3. Buxig 60%; T, 137-138C.
I4 cniektp, v, cM™: 1718¢ (C=0).'H SIMP (400
MTI'u, IMCO-d6): 6 (m.u.) 4.14 {1, J= 12T,
1H); 4.33 ¢, J= 9.2T'u, 1H); 4.52 fn, J= 10.0,
4.0Tu, 1H); 4.88 fi, J= 12.4T'y, 1H); 4.99 f4,
1H), 7.44 ¢, J= 8.0l'u, 1H), 7.51 {, J= 7.6I'l,
1H), 7.77 €, J= 8.0I'u, 1H), 8.07 {, J= 7.6I'l,
1H). Bupaxysano qis C;Hi0BrysN,OSTe, %: C,
19.85; H, 1.51; N4.21; S, 4.823naiigeno, %:
C, 19.79; H, 1.40; N, 4.16; S, 4.73.

2-MeTuii-2-TpudpomoTresypomeTni-2,3-
aurigpo-5H-[1,3] riazos0[ 2,3-b] xinazoxin-5-on
rizpoopomin 4. Buxin 63%; T, 140-141C.
4 crextp, v, cM: 1708¢ (C=0).'H SIMP (400
MTI'u, IMCO-d6): 6 (m.u.) 2.02 ¢, 3H), 4.24 ¢,
2H); 4.29 {1, J= 13.2I'y, 1H), 5.26 4, J= 12.8
I'u, 1H), 7.43 §, 2H), 7.75 f, J= 8.0I'u, 1H),
8.06 @ J= 8.0 ', 1H). BupaxyBano mis
CiH1BryN,OSTe, %: C, 21.21; H, 1.78; N,
4.12; S, 4.723naiineno, %: C, 21.15; H, 1.70;
N, 4.06; S, 4.63.
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Tiapoxsiopun 2-meTna-2-[(Tpuxyop-
Tesurypo)Merua|-2,3-aurigpo-5H-[ 1,3] riazoJio
[2,3-b]xinazoain-5-ony 5. Jlo po3unny 3-MeT-
aniin-2-riokco-2,3-1uriapoxinazonin-4(1H)-ony
2 (4mmons) B 10Mim  xjopodopmy, mpu
MOCTIHHOMY  TEepeMIlTyBaHHI  TNPUKAMYIOThH
PO3YHH 1HIWBIIYAIILHOTO TETPAXJIOPHAY TEIypY
(4 mmonp) B 15 M1 xsopodopmy. Cymimn mepe-
MIIIYIOTh 6 FOIWH HpU KIMHATHIN TeMIieparypi.
Ocan QinbTpy0Th, IPOMHUBAIOTH XJIOPOGOPMOM
Ta cymath Ha mositpi. Buxin 70%; T,,,, 181-
183%C. M crektp, v, cMY 1714 ¢(C=0). H
SMP (400 M, IMCO-d6): 6 (m.u.) 2.08 ¢,
3H), 4.23 ¢, 2H); 4.31 {1, J= 10.0l'y, 1H), 5.28
(m, J=10.00w, 1H), 7.43 €, J= 7.2I'y, 1H), 7.49
(n, J= 7.6I'u, 1H), 7.75 ¢, J= 7.2I'y, 1H), 8.06
(m, J= 7.6 T'm, 1H). BwupaxyBaHo mis
Ci2H1:CIN,OSTe, %: C, 28.73; H, 2.41; N,
5.58; S, 6.393naiineno, %: C, 28.64; H, 2.34,
N, 5.51; S, 6.31.

Finpoxiopux  2-metnia-2-[(Tpuxaopo-
cesqeHo)meTmi]-2,3-quriapo-5H-[1,3] tiazoo0
[2,3-b]xinazoain-5-ony 6. JTo po3unHy 2 MMOIIb
3-MmeTtanin-2-riokco-2,3-1uriApoXiHa30iH-
4(1H)-ony 2 B 15 ma xsopodopMy N0 Kparuisim
MIpH TIOCTIHHOMY TEepeMINTyBaHHI MPUKAMYIOThH
pO34MH, OTPUMAaHUH 3 MJIOKCHIY CeJICHY
(2mmomp)  Ta  mIECTHKPATHOI  KUIBKOCTI
KOHIICHTPOBAHOI XJOPUAHOI KHCIOTH. CyMirm
MePEMIITYIOTh 4 TOAWHN TIPpH KIMHATHIA TeMIIe-
patypi. Ocan  QiIBTPYIOTH, NPOMHUBAIOTH
xjopoopMoM Ta CymaTh Ha TMOBITpi. Buxin
60%; T.on, 126-127€. T4 criektp, v, e 1697
¢(C=0). 'H sMP (400 Mu, AMCO-d6): &
(m.u.) 1.68 €, 3H), 3.38 ¢, 2H); 4.24 {1, J= 12.8
I'u, 1H), 4.49 f, J= 12.8[', 1H), 7.45 1, 2H),
7.75 @ J=7.6I'u, 1H), 8.04 f, J= 7.6I'u, 1H).
BupaxyBano mms  CpHioCIN,OSSe, %: C,
31.81; H, 2.67; N, 6.18; S, 7.08uaiineno, %:
C, 31.76; H, 2.59N, 6.09; S, 6.68.
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CHALCOGENATION OF N-ALKENYL DERIVATIVES
OF 2-THIOX0-2,3-DIHYDRO QUINAZOLINE-4(1H)-ONE

Kut D., Kut M., Onysko M., Balog |., Lendel V.

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

Oxo- and thio-substituted quinazolines are prorgidinologically active objects. A special
place in a number of quinazolines is occupied bg itondensed analogues, namely
thiazoloquinazolines, which exhibit antioxidant,tiamcrobial and antitumor activity. An effective
method for the synthesis of condensed quinazolieavatives is electrophilic intramolecular
cyclization of its unsaturated derivatives. The gesaof pharmacoformic chalcogen-containing
electrophiles in these reactions has been inseffii studied. Organochalcogen-containing
heterocyclic compounds are the promising biologjcahctive substances with different
pharmacological action. Therefore, the study o€tieas of electrophilic intramolecular cyclizatioh
N(3)-alkenyl derivatives of 2-thioxo-2,3-dihydrogaizolin-4(H)-one under the action of chalcogen
tetrahalides is an urgent task.

N (3)-alkenyl derivatives of 2,3-dihydroquinazoifiH)-one were used as the object of
study. It was found that the interaction of tellun tetrabromide with N(3)-alkenyl-2-
thioxoquinazolin-4-ones in glacial acetic acid kedd linear hydrobromides of 2-[(tribromotelluro)
methyl]-2,3-dihydro-85-[1,3]thiazolo[2,3b]quinazolin-5-one.

In the reaction with N(3)-methallyl-2-thioxo-2,3kgidroquinazolin-4(#)-one, individual
tellurium tetrachloride was used, which was obtdilg passing chlorine over the tellurium. It is
proved that halotellurium-induced cyclization ofethallyl quinazolone with tellurium tetrachloride
occurs regioselectively with the formation of 2-mgt2-[(trichlorotelluro)methyl]-2,3-dihydro43-
[1,3]thiazolo[2,3b]quinazoline-5-one hydrochloride of linear struetur

In order to study the influence of the nature chlcbgen in the electrophilic reagent on the
regiochemistry of cyclization in the reaction with(3)-methallyl-2-thioxo-2,3-dihydroquinazolin-
4(1H)-one, obtainedn situ selenium tetrachloride was used. The selenoclatioim reaction of N(3)-
methallyl-2-thioxo-2,3-dihydroquinazolin-4)-one in chloroform gave a linear hydrochloride2ef
methyl-2-[(trichloroseleno)methyl]-2,3-dihydrd45[1,3]thiazolo[2,3b]quinazolin-5-one.

Thus, the regiochemistry of electrophilic intranwlar cyclization of N(3)-alkenyl-2-thioxo-
2,3-dihydroquinazolin-4#)-ones by chalcogentetrahalides was investigateditawas proved that
the annulationof the thiazoline cycle occurs whbk formation of bioperspective bundles of tricyclic
heterocycles of linear constitution independentiyrf nature and origin of electrophilic reagent.

Keywords: electrophylic heterocyclization; chalcogentetradiedi; N(3)-alkenyl-2-thioxo-2,3-
dihydroquinazolin-4(H)-ones; hydrohalides; 2-[(trihalogenotelluro)metkR3-dihydro-3-
[1,3]thiazolo[2,3b]quinazolin-5-one; 2-methyl-2-[(trichloroseleno)rgl]-2,3-dihydro-3-
[1,3]thiazolo[2,3b]quinazolin-5-one.
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