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ITominukmiyai KOHAEHCOBaHI TOXiJHI XiHA30MIHY € MIHHAMH y OlOJOTIYHOMY BiZHOIICHHI
CIHOJyKaMH, SIKi 3HaWIIIM CBOE BUKOPUCTAaHHS Yy (apMaleBTHUHIA Ta MeanyHid Ximii. [Tpaktuune
BUKOPUCTAaHHS POOUTH TaKi CIOJNYKH I[IKABUMU Ta TEPCIEKTUBHUMH, a IX CHHTE3 — aKTyalbHUM
3aBIaHHAM. Y HaHiii poOOTi JOCHIMKEHHO PErio- Ta CTEPEO-CEeNeKTUBHICTh PEaKIlii TalomuKiIi3amii
MPOMAPTUTHPHAX TiOETepiB 2-TiOKCOXiHA30MiH-4-0Hy OpomoM, HomoMm Ta Opomimom #ony, BIUIHB
TIOJISIPHOCTI PO3YMHHMKA, aKIETITOPHOTO 3aMiCHUKA Y TIOJIOKEHHI 7 XiHAa30JiHY, CTEpUYHOTO BIUIMBY
3amicamka Oims N(3) XiHa3odiHy Ha mepebir mporecy eneKTpo(ilbHOI TeTepOoIrKITi3allii.
BcTaHoBIIeHO, M0 rajJoreHyBaHHs 3-aJKija-2-Tiokco-2,3-auriapoxinaszonin-4(1H)-ouiB y xiaopodopmi
YM JIBOJSHIM OLTOBIM KHUCIOTI BiOYBA€ThCS pErio- Ta CTEPEO-CENEKTHBHO 3 YTBOPEHHSIM
COJICTIOIOHMX TMPOJYKTIB TIa30JI0XiHA30JIIHIA rajoreHinis. HaTomicTh, CcTepeo-CEeIeKTUBHICTD
raJioreHyBaHHA 3-(eH1T 3aMIIIeHOT0 MPOMapPTiIEHOTO TIOeTEPY XiHA30JIHY 3aJIeKUTh BiJl MOJISPHOCTI
pO3UMHHUKA 1 y XIopodopMmi TPHBOAUTH JO YTBOPEHHS CyMilli KOHQIrypamiiiHux i3oMepiB
Tia30J10XIHA30MIHIA TPUOPOMiZy, @ B OLTOBIM KHUCIOTI YTBOPIOETHCS OIMH TE€OMETPHUYHHIA 130Mep,
iMoBipHO. bymoBYy omepkaHWX TONIIUKIIYHUX CHCTEM JIOBEACHO Ha OCHOBI maHux SIMP-
CIIEKTPOCKOTI] Ta EJIEMEHTHOTO aHaJli3y.

KawuoBi cioBa: mpomaprinbHi TioeTepH; TaJoreHyBaHHS; CTEpeo-CeNeKTHBHICTh; perio-

CEJIEKTUBHICTD; T1a30JI0X1HA30JI1HIH raJoreHiIy.

[MonikoHAEeHCOBaHI XIHA30JiHH  JIOBEJICHO PEHTICHOCTPYKTYpHHUM aHaiizom [12].
3apekoMeHIyBaiu  ce0e  TepCreKTHBHHUMH  Pa3oMm 3 muM, JeTaibHi JOCIHIKEHHS BIUIUBY
0l0JIOTIYHO  aKTHMBHMMH  CIIOJIyKaMH, IO  PI3HUX YHHHUKIB Ha peErio- W cTepeo-ximiio

MPOSIBJISIIOTE, ~ MpoTUIyXiuHHy  [1],  aHTH- 3a3HAYEHOr0 MPOLIECY HE MPOBOAWINCE.

OKcUAaHTHY [2], mporuBipycHy [3], mportu- MeTor naHOi poOOTH € BUBUEHHS Pi3HHUX
rpudkoBy [4], OonesacmokiinuBy [5], mpoTH- (¢akTOpiB BIUNIMBY HA perio- Ta CTepeo-
3ananeHy [6] Ta mpoTtucynomHy [7] mil. CEJIEKTUBHICTh Tporecy eJIeKTPOPLIEHOT
Henacuyeni moximHi XiHA30JiHY € 3py4YHUMH BHYTPILTHBOMOJIEKYJISAPHOT UKITi3a1ii

BUXIJIHUIMH  CIIOIyKaMW  JUIsi  OJIEp)KaHHSA  NPOMAPTUTLHUX TiOETEepiB XiHA30IIHY: MpPUPOIa
a3areTepPOILMKIIB  METOJIOM  €JICKTPOQiIbHOT HAsBHOCTI 3aMiCHUKA OiIsS eHIOLUKIIYHOTO

BHYTPILTHBOMOJIEKYJISIPHOT [UKITi3anii 3 atoma N(3), mnpucytnicte CF; Tpynu B
aHEJbOBAHUM Tia30JIiHOBMM IMKJIOM [8-15]. TIOJIO’KEHH] 7 XiHA30JiHY, MPUPOAH TaJIOTEeHy Ta
Panime Oymo  fgocmipkeHO Ta  OMUCAHO MOJIIPHOCTI PO3YMHHUKA.

TEJIYPOreTePOLIMKII3AIII0 PONaprijIbHUX BuxigHUMU CIIONyKaMH I MIPOBEICHHS

TiOETEpiB, 3 OJAEPKaHHAM Tia30J0XiHA30JIHIB  JOCHi[KeHHS Oyno oOpaHo 3-ankin(denin)-2-
aHrynspHoi OyZoBM y  BUIJISAI  OJHOTO (mpom-2-iH-1-inTio)xina3onin-4(3H)-oun  6-10,
KoHirypamiliHoro i3omepy [10]. TI'pymoro  sKki ojepKyBany amkidyBaHHAM 3-ankiyi(QeHin)-
aBTOpIB OyJI0 BHUBYEHO TajOrCHOIMKIII3AI[i0 2-Tiokco-2,3-auriapoxinazomin-4(1H)-ouis  1-5
IHTepHATBHUX NpONapriIbHUX TioeTepiB OponapriiopomMiioM B CHHPTOBO-IYKHOMY
XiHa30iHy OpOMOM Ta HOJOM 3 OJIEPXaHHSM  CEPEOBHIIIL.

Tia30JI0X1Ha301iHIB E-KOH}Irypaliii, 1110 HaaiiHO
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15 6:R=H,R'=CH; 8:R=H, R'=C,H, 6-10/
7:R=H, R'=Ph 9:R=CF,, R'=CH, 7

10:R=CF3, R'=Ph

Bynosy TioerepiB 6-10 Oyno moBeneHo Ha
OCHOBI cHeKTpanbHuX Aanux SIMP 'H Ta C.
HasBHicTh HYKIICO(INBHOTO IEHTPY KpPaTHOTO
3B’SI3KY ANKIHITBHOTO (dbparmeHTy Ta
nonatkoBoro N(1)-HykneodinbHOrO HEHTPY B
MPOMAPTUTBHAX TiOETEepPax XiHA30IJIHY CTBOPIOE
NEepeayMOBH IJISl AHENIOBAHHS a3areTepPOLIUKITY

JO OCTOBa XiHAa30JiHY 3 EK3OIHKIiYHAM
[OABIMHUM 3B’ SI3KOM 3 (hiKCOBaHOIO
TEOMETPIEI0.

3 JiTepaTypHHX IaHUX BiJOMO, IO NPHU
OpoMyBaHHI Ta MOAyBaHHI MPONAPTIIBHUX

TiOETEepiB B OLTOBIf KHCIOTI PETiOCEIEKTHBHO
oJleprKaHi Tia30JI0XIHA30JIHU y BUTIISAII OZHOTO
KoH]irypamiliHoro izomepy [15]. AxTyanbHuUM
OyJI0 BHBYMTH BIUIMB €IEKTPOQLIBHOT MPHPOIU
TaJloTeHy Ha  perio- Ta  CTepeo-Ximiio
rerepormkiizanii. s nporo O6yno IocmiIKeHo
peaKIiro TaJlOMUKITI3aLii 3-¢penin-2-
npomnapriirio-2,3-aurigapoxinazonin-4(1H)-ony

7 mix miero TIOpUAHOTO TajoreHy Opominy Homy,

o
_Ph
N
I-Br
—_—
N/)\s AcOH

Jnst  moCHiKEHHS. BIUIMBY OJIAPHOCTI

pPO3UMHHMKA Ha  Ipolec  eleKTpoduIbHOT
BHYTPIIIIHBOMOJNIEKYJISIPHOT ~ IUKJI3alii MU
NpOBENM  OpOMOIMKIIIZAII0  MPOMAPTUTEHOTO

tioetepy xiHazoniny 10. Peakmito 3-¢enin-2-
(npomn-2-in-1-inTio)-7-

(TpudyopomeTmin)xinazonin-4(3H)-ony 3
OpoMoMm mpoBomwiIM y  xyopodopmi, TIpU
KIMHaTHIH ~ Temmeparypi Ta  JBOKPaTHOTO

HQUTUIIKY TaJOreHy, HIUIAXOM IepeMilryBaHHS
peareHTiB MpoTAroM 8 roauH. BcTaHoBjCHO, 1110
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SAKHH OJIEpKYBAJIM 3MIIIYBaHHSAM E€KBIMOJISIPHUX
KUTbKOCTEH OpoMy Ta HOIy B OLITOBI KHCIIOTI.
l"ayoreHOUKITI3AINIIO TPOBOIMIHN IIIIXOM 12-TH
TOJIMHHOTO TIEPEMIIITyBaHHS PEareHTiB B OITOBIH
KHACJIOTI 13 CHiBBiZHOIIGHHsIM peareHtiB 1:1.
BcranoBneHo, 1m0 TpHpoAa TaloOreHy —HE
BIUIMBAE HA PErio- Ta Cepeo-CeNleKTUBHICTh
npolecy TalolMKIi3alii, B pe3ynbTaTi 4Yoro
oJIepKaHO HOIOMETHITI IeH3aMIITICHHH
Tia3010XiHa30MiHii Opomin 11 y Burmsiai ogHOTO
reOMETPUYHOTO  i30Mepy,  OdeBHAHO K-
KoHpirypamii. Jloka3oM yTBOpEHHsS TiJIbKU
OIHOTO TIPOMYKTY PEaKIlii TaJouuKiizamii €
XIMIYHHHA 3CYB CHTHAIIy HOIOMETHIIiIEHOBOTO
npotony B crektpi IMP 'H cmomyxu 11 y
BUTIIAAI cuHTIETY npu 7.82 m.u. CrekrpaibHi
XapaKTEPUCTUKHN aHETbOBAHOTO a3areTePOIUKITY
YiTKO KOPENIOITh 3  Tia30JI0XiHA30JiHAMHU
OTKMCAaHUMHU B JiiTepatypi [15].

OpoMoreTepoLKITi3ais Tioetepy 10
BiZIOyBa€eThHCA perio-CeNeKTHBHO, 3
AQHETIOBAaHHAM  TIa30JILHOTO  IHKIYy  JIO
X1Ha30JIiHy, TPOTE CTEePEO-HECENIEKTUBHO, 3

YTBOPEHHSIM CyMIilIl KOHQIrypamiiHux i3oMepiB
coneit  (1-OpomomeTruiineH)-5-okco-4-¢penin-8-
(Tpudmyopomernn)-1,2,4,5-
TeTpariapoTiazoiol3,2-a]xiHa3oiHii
Tpubpomiznis 12 a, b. Crexrpanshi nani IMP 'H
BKa3yIOTb Ha CHiBBiAHOWICHHS i30oMepiB E:Z sx
1:1.
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(o]
Ph
N/
2 Br,
2\
F3C N~ s CHCI;  FyC

OTxe, 3HIMKEHHS MOJIIPHOCT] PO3UYNHHUKA
NPU3BOAUTH 10 BTPATH CTEPEO-CEIEKTUBHOCTI
MpOIeCy  TaJOreHOIHAYKOBAaHOI  ITUKJIi3arlil
MPOMAPTUTbHEX  3-(DeHUI3aMIIIEHNX TiOETEpiB
xinazomniny 7, 10.

HacTtynaum etanom Hamoro J0ciiIKeHHs
OyJ0 BWBYEHHs BIUIMBY Ha pErio- Ta crepeo-
CEJIEKTHBHICTh raJIOTeHOTeTePOIINKITI3alTi i
MPOMAPTIBHUX TIOETEPiB MPHPOAN THTYIHLHOTO
TeTepONHKIy. 30KpeMa, SK BHUXIJHI CIIONYKH
Oyio pociimkeHo 3-ankin-2-mpomnaprinrio-2,3-
aurinpoxinazonin-4(1H)-onu 6, 8, 9 3 pi3HoIO
JIOBXXKUHOK JIKIIBHOTO 3aMICHHUKA B ITOJIOYKEHHI
3 ta CF3 rpymnu B MOJNIOKEHHI 7 XiHA30JHIY Mif
Jiero Opomy, Homy Ta TIOpUIHOTO TaJIOTEHY.

Ph _Ph

N N
Br3- Br3-
+ 2

12 12b
I?I\%—\/ Br\%\/

Br H
BHUKOPHUCTAHHSAM  PI3HUX 32  IOJISIPHICTIO
pO3UMHHUKIB. BCTaHOBIEHO, 110 B pe3yJbTaTi

peakii perio- Ta CTEPEO-CEICKTUBHO
YTBOPIOIOTHCS MPOJTYKTH aHEIIOBaHHS
Tia30JIBHOTO IUKIY Yy BHDJISNI conei: 1-

(onomeTuiineH)-4-metui-5-okco-1,2,4,5-
TeTpariaporiazono[3,2-a]xiHazoninii  OpoMingy
13, 1-(6pomomeTwitiieH )-4-0y THiT-5-0kco-
1,2,4,5-terparigpotiazono| 3,2-a]xiHa30iHil
opominy 14, 4-Oyrun-1-(fiomomeTwmiifeH)-5-
okco-1,2,4,5-terparinporiazono[3,2-
a]xiHa30JiHIH wonumy 15 Ta 1-
(opoMomeTuiiieH)-4-MeTrI-5-0kco-8-
(rpudmyopomernin)-1,2,4,5-

TeTpariaporiazonol3,2-a]xiHa3omniHid  OpoMiry

Peakuiro raJIOreHyBaHHSA MIPOBOIAITN 3 16.
(o]
R1
N/
1_Hal2
)\ __Hal'-Hal* _ +/)\ Hal2,-
S CHC|3 or AcOH R N S
6, 8, 9 13-16
4 7
13:R=H, R'=CH; Hal'=l, Hal?>=Br, n=1 Hal’
14:R=H, R'=C,H, Hal'=Hal?>=Br, n=3
15:R=H, R'=C,H,y Hal'=Hal?=I, n=3
16: R=CF;, R'=CH; Hal'=Hal?=Br, n=3
bynoBy omepxanumx comeit  13-16 CBITYUTH TIPO CTEPEO-CENIEKTUBHE YTBOPEHHS

BCTaHOBJIEHO HA OCHOBI CIIEKTPaJbHUX JaHUX
AMP 'H ta °C. Tak, y cnekrpi SIMP 'H 1-
(HiomomeTwmiieH)-4-meTnin-5-okco-1,2,4,5-

TeTparigporiazono[3,2-a|xiHa3omniHiii Opomiry
13 curHanm TPOTOHY METHIEHOBOI TpYIH
aHEJIbOBAHOT'O Tia30J1iHOBOTO LUKITY
NpPOSIBISIETECS Y BUTIAAL cuHriety npu 4.70
M.4. [IpoToHM (EHITBHOTO KiJbIlsl XiHA3OIIHY
NPOSIBIIIOTECSL Y BUTIISNL JIBOX JyOINeTiB Ta
JIBOX TPHUIUIETIB y Aiamazoi Bix 7.75 mo 8.30
M.4., a curHan mnporoHiB CHj rpymm sk
cuarier npu 3.62 m.4. CHHIJIET TPOTOHY
HogomerwiineHoBoi Tpynu npu 7.71 MU
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OJIHOTO KOH]irypamiiHOro i3omepy
HOJIOMETHITIICHTIa3010X1HA30MIHIH  OpoMmiTy
13, imoBipHO E-KOH(]iryparii, XiMi9HUN 3CYB
SIKOTO KODPEJIOE 3 JaHuMu aBTopiB [15]. Otxe,
HaMH BCTaHOBJICHO, IO HASIBHICTh aJKiJIEHOTO
3aMiCHHKAa B TIOJNIOKEHHI 3 XiHA30IiHY, SK i
NpUpOAa TaJloTeHy HE BIUIMBAaE Ha mepeoir
eJIeKTPOUILHOI  IUKIII3AI]  IPONMapriTbHIX
tioetepiB  3-ajkinxiHazomuie 6, 8, 9.
HasBHicTh TpUTOPOMETHIIFHOTO 3aMiCHHKA B
MOJIOXKEHHI 7 XIHAa30JiHy HE BIUIMBAa€E Ha
pe3ysibTaT TaJOLUKIi3aIii, Xoua BBEICHHS
Takoro (apMakoQOpHOro 3aMiCHHUKa MOXKe
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CYTTE€BO MiABHINUTH Oi0aKTUBHICTH coOJel
Tia30JI0X1HA30MIHIIO.

BucHoBku

TakuM YHHOM, TIPH TAJTOIMKJII3aIii
TEpMiHAIFHUX  MPOMAPTiIBHUX  TIOETEPiB
XiHA30JIIHy PETiO-CENeKTHUBHO YTBOPIOIOTHCS
TAJIOTEHIAN  Tia30JOXIHA30JIHIIO HE3aIeKHO
BiJl BHIYy 3aMICHUKIB y TOJOXeHHI 3 Ta 7
X1Ha30J1iHy, TPUPOJIU TAIIOTEHY Ta MOJIIPHOCTI
po3unHHUKa. CTepeo-CeIeKTHBHICTh IMPOIECy
3QJICKATh BiJl TOJSIPHOCTI PO3YMHHHKA B
3aJI)KHOCTI BHJy 3aMiCHUKA B TIOJIOKEHHI 3
X1Ha30IiHY.

EKCHepI/IMeHTaJIBHa yacTuHa

Crektpu SAMP BAMIPSIHO Ha
cnektpoMeTpi  Mercury-400 3 poGouoro
gactororo urs "H 400 M. Touku ToruieHHs
BUMIproBanu Ha mpwiani Stuart Melting Point
30.

3-Anxin(denin)-2-Tiokco-2,3-
aurinpoxinazonin-4(1H)-ouu 1-5 oxepkano 3a
BiJIOMOIO0 METOAUKOIO [16] 3 BUKOpUCTaHHIM B
AKOCTI PO3YMHHUKA TpueTuiaminy. CHHTE3
nponapriibHux — Tioerepie 6, 7, 9, 10
MPOBOAWIMN 3TigHO ommcaHux meromuk [10,
15].

MeTtoanka CHHTE3Y
nponapriiTioxinazomiH-4-ony 8

Ho BomHo-cimpToBoro po3uuny 0.01
MOJb BHXiHOro TioHy B 10 Mn eraHody
JIOJIAI0Th  TIponapriiopomia  kinekictio  0.01
MoIlb. PeakriiiHy cymimr mepeMinnyroTbs Tpu
KiIMHATHIA TeMIriepaTypi HpPOTATOM 2 TOJUH.
Ocan, 10 YTBOPHBCH, GITBTPYIOTH,
NPOMMBAIOTh  CYMILIIIIO  COMPT-BOJA Y
cmiBBimHOmEeHHI  1:1,  KpucTamizyloTh 3
€THJIOBOTO CIIHPTY.

Buxin 66%. T,, 93-94 °C. 'H sIMP
(AMCO-ds): 6 8.07 (d, I =7.8 Hz, 1H), 7.79 (t,
J =7.6 Hz, 1H), 7.55 (d, J = 8.0 Hz, 1H), 7.46
(t, J = 7.5 Hz, 1H), 4.15 (s, 2H), 4.04 — 3.96
(m, 2H), 3.31 (s, 1H), 1.70 — 1.60 (m, 2H),
1.41-1.31 (m, 2H), 0.92 (t, J = 6.8 Hz, 3H).

3-0yTui-2-

3arajibHa  MeTOAMKA  OJep:KaAHHS
rajorenigis tiazonoxinasoainy 11, 13.

Jlo po3unHy BuxigHoro tioerepy 6, 7 (3
MMOJIb) po3umHeHoro B 10 ™M mpomstHOL
OLTOBOI KHCJIOTH TNPHUKanyrTbh 60 M
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pO3uuHy OpOMily MOy B OITOBIN KHCJIOTI
(C(IBr)= 0,05 monw/m) mpu mnoctiiHOMY
repeMinTyBaHHI. Peaxiiiny cyMmimr
MepeMilIyoTh ~ TpoTsiroM 12 rom mpum
KiMHaTHIH Temneparypi. Ocaj, 10 BHUMaB,
BiA(QINbTPOBYBANIM, TPOMUBAIN  JIHOJISHOIO
OIITOBOIO KUCIIOTOIO Ta CYIIVIJIA Ha TOBITPI.

1-(MonomeTnJinen)-5-oxco-4-heni-
1,2,4,5-Terparigporia3osio[3,2-a]|xina3ominii
opomin 11. Buxin (93%) T,,. 201-202 °C. 'H
SIMP (IMCO-d): 6 8.32 (d, J = 7.9 Hz, 1H),
8.19 (d, J = 8.5 Hz, 1H), 8.11 (t, J = 7.9 Hz,
1H), 7.81 (d, J =8 Hz, 1H), 7.82 (s, 1H), 7.72
(d, J =33 Hz, 2H), 7.71 (s, 1H), 7.64 (d, J =
2.9 Hz, 1H), 7.63 (d, J = 3.1 Hz, 1H), 4.57 (s,
2H). Bupaxysano, % mist C17H13BrIN,OS: C,
40.82; H, 2.62; N, 5.60; S, 6.41. 3naiineno, %:
C, 40.75; H, 2.57; N, 5.53; S, 6.37.

1-(MoxomeTn.ainen)-4-MeTHii-5-okco-
1,2,4,5-Terparigporia3oio[3,2-a]xina3ominiii
opomin 13. Buxin (88%) T,,. 200-201 °C. 'H
SIMP (AMCO-dg): 6 8.29 (d, J = 8.0 Hz, 1H),
8.10 (d, J = 8.4 Hz, 1H), 8.04 (t, J = 7.9 Hz,
1H), 7.77 (t, J = 7.6 Hz, 1H), 7.71 (s, 1H), 4.70
(s, 2H), 3.62 (s, 3H). BupaxyBano, % mns
Cy2H1;BrIN,0S: C, 32.90; H, 2.53; N, 6.39; S,
7.32. 3naiineno, %: C, 32.84; H, 2.49; N, 6.32;
S, 7.28.

3arajgpHa  MeETOAUKA  OJep:KaAHHSA
OpominiB Tiazonoxinazomainy 12, 14-16.

Jlo po3umny BuxigHoro tioerepy 8-10 (2
MMOJIb) PO3YHHEHOTO B 15 M xyopodopmy
a00 JHOSIHOT ONTOBOI KHUCIOTH, MPUKAMYIOTh
4 mmons ranoreny B 10 mi ximopodopmy abo
JIOJISTHOT OILITOBOI KHCJOTH 1 MEPEeMIIIyIOTh
npHu KiMHaTHI Temmnepatypi (Opom — 8 rox,
wonq — 24 rTom). Ocaxg, 1O BWIAaB,
BiIiTbTPOBYBAM, TIPOMHUBAIIA POZYUHHHKOM
Ta CYIIWJIN Ha TOBITPI.

1-(bpomomeTuiiieH)-5-okco-4-deni-
8-(rpudayopomerni)-1,2,4,5-
TeTparigporia3zoso|3,2-a]xina3oinii
Tpubpomin 12 a, b . Buxin (77%) T,,. 128-
130 °C. 'H SIMP (JIMCO-dg): 5 8.31 (s, 1H),
8.24 (d, J = 8.1 Hz, 1H), 7.68 (s, 1H), 7.65 (d,
J=8.4 Hz, 1H), 7.50 (t, J = 7.5 Hz, 2H), 7.44
(t, J = 7.3 Hz, 1H), 7.34 (d, J = 7.4 Hz, 2H),
7.17 (s, 1H), 3.84 (dd, J = 14.5, 8.4 Hz, 1H),
3.51(dd, J =14.5,8.9 Hz, 1H), 3.22 (t, J = 8.7
Hz, 1H). Bupaxysano, % JUIs
CigH12Br,F3N,0S: C, 31.75; H, 1.78; N, 4.11,
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S, 4.71. 3natineno, %: C, 31.70; H, 1.73; N,
4.07; S, 4.66.

1-(bpomomeTuitinen)-4-6yTuia-5-okco-
1,2,4,5-Terparinoria3zomno[3,2-a]riazominiit
Tpuépomin 14. Buxin (87%) Ty, 132-134 °C.
'"H SIMP (IMCO-dg): & 8.27 (d, J = 8.0 Hz,
1H), 8.11 (d, J = 8.0 Hz, 1H), 8.04 (t,J =75
Hz, 1H), 7.76 (t, J = 7.3 Hz, 1H), 7.71 (s, 1H),
4.73 (s, 2H), 4.09 (t, J = 6.4 Hz, 2H), 1.73 (m,
2H), 1.40 m, 2H), 0.92 (t, J = 6.2 Hz, 3H).
Bupaxysano, % mis CysH17BryN,OS: C, 30.38;
H, 2.89; N, 4.72; S, 5.41. 3naiigeno, %: C,
30.34; H, 2.85; N, 4.66; S, 5.36.

1-(Monomerninen)-4-6yrni-5-oxco-
1,2,4,5-Terparinoriazo.io[3,2-a]riazoinii
Tpuiiogua 15. Buxin (84%) T, 149-150 °C.
"H AMP (JIMCO-ds): & 8.29 (d, J = 7.6 Hz,
1H), 8.09 (d, J = 8.4 Hz, 1H), 8.04 (t, J = 8.2
Hz, 1H), 7.76 (t, J = 7.5 Hz, 1H), 7.69 (s, 1H),
4.69 (s, 2H), 4.10 (t, J = 7.4 Hz, 2H), 1.74 (m,
2H), 1.41 (m, 2H), 0.93 (t, J = 7.3 Hz, 3H).
Bupaxysano, % mia Ci;sHi71,N,OS: C, 23.07;
H, 2.19; N, 3.59; S, 4.11. 3uaiineno, %: C, 23.
02; H, 2.13; N, 3.53; S, 4.07.

1-(BpomomeTuitinen)-4-MeTHII-5-0KCc0-
8-(rpudayopomernin)-1,2,4,5-
TeTparigporiazosno[3,2-a]xina3oinii
Tpudpomix 16. Buxin (90%) T,,. 176-177 °C.
'H SIMP (IMCO-dg): & 8.12 (d, J = 8.1 Hz,
1H), 8.02 (s, 1H), 7.51 (d, J = 8.2 Hz, 1H),
7.09 (s, 1H), 4.09 (d, J = 13.7 Hz, 1H), 3.54 (d,
J=13.5 Hz, 1H), 3.28 (s, 4H). Bupaxysano, %
IJIs ClngoBr4F3NQOS: C, 25.23; H, 1.63; N,
4.53; S, 5.18. 3naiineno, %: C, 23.18; H, 1.59;
N, 4.50; S, 5.14.
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STUDY OF REGIO- AND STEREO-SELECTIVITY OF HALOGEN-INDUCED
CYCLIZATION OF TERMINAL PROPARGYL THIOETHERS OF 3-
ALKYL(PHENYL)QUINAZOLINE-4-ONES

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

Uzhhorod National University, Pidhirna St., 46, 88000 Uzhhorod, Ukraine
e-mail: dianakut@uzhnu.edu.ua

Polycyclic condensed quinazoline derivatives are biologically valuable compounds that have
found their application in pharmaceutical and medicinal chemistry. Their practical use makes such
compounds interesting and promising, and their synthesis is an urgent task. In the present work, the
regio- and stereo-selectivity of the halocyclic reaction of propargyl thioethers of 2-thioxoquinazoline-
4-one with bromine, iodine and iodine bromide, the effect of solvent polarity, acceptor substituent at
position 7 of quinazoline, and the steric effect of the substituent at N(3) of quinazoline on the course
of the electrophilic heterocyclic reaction were investigated. It was found that the halogenation of 3-
alkyl-2-thioxo-2,3-dihydroquinazoline-4(1H)-ones in chloroform or ice-cold acetic acid proceeds
regio- and stereo-selectively with the formation of salt-like thiazoloquinazoline halides. On the
contrary, the stereoselectivity of halogenation of the 3-phenyl substituted propargyl thioether of
quinazoline depends on the polarity of the solvent and in chloroform leads to the formation of a
mixture of configurational isomers of thiazoloquinazoline tribromide, while in acetic acid,
presumably, one geometric isomer is formed. The structure of the obtained polycyclic systems was
proved on the basis of NMR spectroscopy and elemental analysis.

Keywords: propargyl thioethers; halogenation; stereo-selectivity; regio-selectivity;
thiazologuinazoline halides.
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