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Y CUHTE3l ®YHKIIOHAJIBHO3ZAMIIIEHUX 2-MEPKAINITONNIPUAWHIB *

Konnencamiero erokcuMerminigeHnoxigaux CH-kucnot 3 2-(4-deninriazon-2-in)rioaneraMiioM y MPUCYTHOCTI €TH-
JaTy HATPI0 CHHTE30BaHO 3aMimieHi b-(4-deninriazon-2-in)-2-MepKanTOMipuANHY, SAKi 3AaTHI JO aiKiTyBaHHS 32

MEPKANTOrpynow Ta MOJAAJBIIOTO aHCIyBaHHS.

SK mipuAWHOBHMN, TaK 1 Tia30JbHHUHI HHUKIH BXO-
ITh 0 CKiamy 0araTboX MPUPOTHUX Ta CHHTETHY-
HUX JIIKIB, CIIEKTP OI0JIOTIYHOI Jii SKUX BEIbMHU IIU-
POKHH — IMCUXOTPOITHI, CHOMIMHI Ta MPOTUOAKTEpi-
aJbHI MpenapaTy, XOJIHOJITHKH, aHTHOKCHUIAHTH,
Helipomeniatopu ta iH. [1]. Crnosykd nux Kiacis
JaBHO MPHUBEPTAIOTh yBAary XiMiKiB-CHHTETHKIB, MPO
IO CBiAYaTh OTJISIOBI poOOTH, OMyOMiKOBaHI OCTaH-
HiM 4acoM [2, 3]. B Toii ke yac HAsSBHICTH TioaMil-
HOT TpyNH B MIPUIUHOBOMY KUIbIl O3BOJSAE TpaH-
chopMyBaTH OJICpKaHi CIIOJYKH B IHIN TMOXiJHI, B
TOMY YHCIIi — aHelboBaHi [4].

3 MEeTOI0 TMONTYKY HOBHX METOIIB CHHTE3y 4-He-
3aMileHnx 2-mipuIUHTIOHIB [D] MU mocmigumu B3ae-
Moniro erokcumeruiigernoxiguux CH-kucaor | a,0

ta |l 3 2-(4-¢eninriazon-2-in)rioaneramizom Il y mpu-
CyTHOCTI eTmiaty Hatpito (cxemu 1 ta 2). Peakiist po-
XOJIUTh, IMOBIPHO, 3 YTBOPECHHSM MPOMDKHUX MPOJIY-
KTIiB HYKJ1e0(UTbHOTO BiHIIBbHOTO 3aMimeHHs (SyVin)
BianoBigHo 1V Ta V. OcTaHHI 3a3HaI0Th perioceny-
(iuHOT BHYTPIIIHBOMOJEKYJISIPHOI TeTepOLUKIIi3aril
y BignoBigui 4-uesamimieni 3-(4-deninTiazon-2-in)-
nipuaue-2-rionu VI a,6 ta VII. BynoBy mponykris
HiATBEPHKEHO CHEKTPAJBHUMU Ta IHIMKUMU (Hi3HUHU-
MH IOCHiDKCHHSIMH. ANKITYBaHHS OJIep)KaHUX CIIO-
nyk ajnkinranorenizamu VIII 6— BinOyBaeThes perio-
cenu(iyHO O S-aTOMy 3 YTBOPEHHSM BiJMOBITHUX
tioetepiB | X ta X a—B.

[Tonanbiie aHeTyBaHHS OJEP)KAHUX CIOJIYK MPH-
BEJIO JI0 HECHOJIBaHUX pe3ynbTaTiB. Ilpu mii Tpuerwi-

* PobGora BHKOHaHa 3a ¢iHaHCOBOI MIATPUMKH rpaHTa [IpesmpeHta YKpaiHM HayKOBHX JOCIHIIKEHb MOJOJIUX

yuenux GP/F26/0039.
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oproarerary Ha Tioerep X B Yy IpH-
CYTHOCTI TPUKPAaTHOT'O HAaJJIHIIKY
OIITOBOTO aHTIAPHAY HE crocrepi-
Ta€ThCsl XapaKTePHOTO B TAKHX BU-
najkax [6] 38’s3yBaHHI METHHOBUM
MICTKOM JBOX aMiHOTPyIM. 3aMicTh
YTBOpPEHHS Ha MepIiif cranii peak-
wii cioayku X, iMoBipHO, mepebi-
ra€ BHYTPUIIHBOMOJEKYISIPHE IIe-
peaMiHyBaHHS, SIKE CYIPOBOJDKYE-
ThCsl (POPMYBAHHSM TOXITHOTO Tia30-
no[3,2-a|nipuauny Xl (cxema 3). Oc-
TaHHIN B yMOBaXx peakIlii B3aeMoaie
3 TPHETUJIOPTOALETaTOM 13 YTBOPEH-
HsM crionyku X111,

B cnektpi IMP n oJIepxKaHoi
cnostyku X111 BigcyTHi xapaktepu-
CTHYHI curHamu npoToHiB SCHo-,
NHo> ta NH-rpyn. Curnan nporo-
HiB rpynu CH 3 3HaX0quThCs y HE3BU-
yaiiHo cnabkomy momi — 4.21 m.4.,
10 MOYKHA MOSICHUTH HASIBHICTIO Ya-
CTKOBO MMO3UTHBHOTO 3apsily Ha KO-
BaJICHTHO 3B'S3aHOMY 3 HEIO aTOMi
KapOoHy.

Temnepatypu TOIUICHHS CHH-
TE30BaHUX CIOJYK OyJIM BHUMIpSHI
Ha 6noui Kodnepa. Mac-cnekrpu 3a-
nucaHi Ha crnekTpoMerpi Crommas
GC/M S-Hewlett-Packard 5890/5972
kosionka HP-5M S (70 eB). IY-criek-
Tpu 3apeectpoBaHi Ha mpmwiaaxi UK
C-40 y BazeninoBomy Mmacii. Criek-
pu SAMP Iy PO3YHHIB CIOJIYK B
DM SO-dg oxepkani Ha mpuiiagax

C(Me)OEt
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Gemini-200 (199.975MTu) (cmonyku X a,6), Bru-
ker AM-300 (300.13MTu) (cmonyku VI a6, 1X),
Varian Mercury-400 (399.9601 MT'1t) (criosryku VI,
X B, XIII), Buytpimuiii craugapt TMC. Konrpois
3a XOJ0M peaKIlii Ta IHAUBIIYaJbHICTIO OJepXKaHUX
PEYOBUH 3[iHCHIOBAJIM METOJOM TOHKOMIAPOBOI
xpomarorpagii Ha mracrunkax Slufol UV-254,
emoeHT — cyMim aneroH—TekcaH (3:5), mposBHUK
— napu Hony.

Buxinni erokcuankenu | a,6 oxepxysanu 3 Bif-
noBigaux CH-KHCIOT 3a BiIOMOK METOIMKOK [7].
HietunerokcuMmeruienManonatr I — koMmepuiiHui,
¢bipmu Aldrich. Tioamizg 111 6yB onepxanuii 3a MeTo-
IuKoio [8] mpu BHUKOPHUCTAaHHI 3aMiCTh MAJOHOMIM-
HiTpuity (4-peHinTiazon-2-ia)aneroHiTpuiy.

2-A mino-3-gpeninkapoamoin-5-( 4-peninmiazon-2-
in) -nipuoun-6-mion (VI a) . Y 30 ma 6e3BomHOTO eTa-
Hosty posunHsuin 0.231 (10 Mmmons) HaTpiro, gona-
Bamu 2.34r1 (10 mmoub) 2-(4-deninriazon-2-im)rioa-
neraMmigy |11 1 mepemimyBaiu 10 TOBHOTO PO3YMHEH-
Hi. JJonmaBamu 2161 (10 mmounb) eroxcuosiediny I
a i mepemimryBanu mie 10 XB 0 YTBOpPEHHS oOcany.
Cywmim 3anumanu Ha 1rox, ocax BindineTpoByBamy,
MPOMHUBAIIA €TAHOJIOM Ta TekcaHoM. Buxig 3.51r
(87 %), T.Tomn. 259—260°C. IU-crektp, N, cM =
3336, 3422 (NH,), 1650 (C=0). Cnextp SIMP H,
d M.u.. 6.87 (IH, m.c, NHy); 7.27-7.71 (M, 6H,

ta 1H, NHy); 807 (4H, M, Hapow); 815 (1H,
c, C?H tiazony); 8.86 (1H, ¢, C H) 1011 (1H, mr.c,
CONH); 1046 (1H, m.c, NH). Mac-criektp, m/z
(I gige %0): 405 [M+1] (100), 373 (10).

3naiineno, % C 6249, H 4.19,N 13.69. C»H 1N AOS,.
O6uncieno, %:. C 62.35, H 3.99, N 13.85.

6-A mino-3,5-6ic( 4-peninmiazon-2-in) nipuoun-2-
mion (V1 6) ma emunosuii ecmep 2-oxco-6-miokco-5-
(4-peninmiason-2-in) -1,2-ouzioponipuoun-3-kapbono-
6oi kucromu (VI1) omepyBann aHAJOTIYHO CITOJIYIN
VI a 3 onedinis | 6 ta ll.

VI 6: Buxig 3.55r (80 %), T.TomN. 274—275°C.
I9-cekrp, N, cM™ L 3108, 3272 (NH»). CHeKTp SAMP
M, d, m.u.: 7.20—8.21 (14H M, Hapon € °H Tiasonis
ta NH»); 8.87 (1H, ¢, C H). Curnan HPOTOHY IPYHHU
NH He peecTpyeTbest BHaCHiIOK AeTepooOMiny. Mac-
cnekTp, MVZ (| iy, %0): 446 [M +2] (20), 445 [M +1] (100).

3uaiigeno, %: C 6248, H 359, N 12.79.
CogH 16N 4S3. O6umcneno, %: C 62.13, H 3.63, N 12.60.

VII: Buxin 3 181 (89 %), T.Tomn. 279—281 °C.
I49- -CrIeKTp, n, cm % 3362 (NH,), 1698 (C=0). Cnektp
SIMP H, d m.u.: 1.40 (BH, 1, CH3 J=7.1); 4.33
(2H, x, CHp); 7.25 (1H, 1, Hypop JI= 75) 7.41 (2H,
T, Hapow 745 (1H, ¢, CH T1a3ony) 7.95 (2H, &,
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Hapow J=7.9); 9.14 (1H, ¢, C*H); 11.37 (IH, wm.c,
NH). Curuan nporony rpynu OH He peecTpyerbest
BHACIIIOK JelTepooOMiHy.

3naiineno, % C 57.21, H 429, N 7.59. CyH 1N 055,
O6uncneno, %:. C 5696, H 394, N 7.82.

6-A mino-3,5-6ic( 4-peninmiazon-2-in) -2-6enzo-
iimemunmionipuoun (1X). Ho cycmensii 4451 (10
mMmoutb) mipuauaTiony VI 6 B 30 Mi eranony mnpu
po3mimyBanHi gogasaigu 5.6 ma (10 mmous) 10 %-ro
BoaHoro po3unny KOH. Jlo po3uuHy, 10 yTBOpH-
Best, nogaBanu 1.99r (10 mmons) ¢enanundpominy
i mepeMimyBanu npotsroMm lrox. Ocan BindinbT-
POBYBaJIM, MPOMHBAJIA €TAHOJIOM Ta MEPEKPUCTAITIZ0-
ByBall 3 JbOJSIHOI OuTOBOI Kucmotu. Buxig 4.38 r
(78 %), T.romn. 158—162°C. IU-crektp, N, cM =
3112, 3298 (NH,), 1680 (C=0). Cnextp SIMP H,
d, m.u.: 494 (2H, ¢, SCH); 7.35-8.17 (M, 15H, C
2H, NH,, 2H, CSH tiazonis); 8.33 (1H, ¢, C H)
Mac-cniektp, MWz (| gy, %0): 563 [M+1] (100), 443 (48).

3naiineHo, %: C 66.01, H 409, N 9.75. C31H N 40S;.
O6uucneno, %: C 66.17, H 394, N 9.9.

Emunosuit ecmep 6-(memuamio) -2-0xco-5-(4-
@eninmiazon-2-in) -1,2-ouzioponipudun-3-kapb6onoeoi
kuciomu (X a), emunosuti ecmep 6-(2-(4-xnopge-
HiN) -2-0Kkcoemunmio) -2-okco-5-( 4-gpeninmiazon-2-in) -
1,2-0ouzioponipuoun-3-kapbonosoi kuciomu (X 6) ma
emunosuti ecmep 6-(2-amino-2-okcoemunmio) -2-ok-
co-5-(4-gpeninmiazon-2-in) -1,2-oucioponipuoun-3-xap-
6010601 kucromu (X 6) OIepKyBalH aHAJIOTIYHO
cioayui VIl a, Bukopucrosyroun 3.58 T (10 MmmouIb)
nipuauaTiony VIl ta 10 MMOIB BiIMOBIAHOTO anKi-
JYIOYOr0 areHTa.

X a: BuXiA 264r (71 %), T.romr. 145—146°C.
I9- -CIIeKTp, n, cm % 3118 (NH), 1668 (C=0). Cuextp
SIMP M, d, mou: 142 (3H, 1, CH,CH3, J=7.1); 2.62
(3H ¢, SCHy); 440 (2H, «, CH2) 7.33 (H, n.xm,

Hopow J= 70) 745 (2H, n.n, Hgpoy J=7.7); 8.02
(2H, n, a o 8.06 (1H, c, C§H Tiazony); 8.48
(1H, ¢, C H) 11.85 (1H, m.c, NH).

3naiineHo, % C 5551, H 479, N 1202 CidH 1N 05,
O6uucneno, %. C 5804, H 433, N 7.52

X 6: Buxig 373r (73 %), T.Torm1. 153—155 °C.
IY-cnektp, N, CM 1 3360 (N H), 1700, 1644 (C=0).
Cnekrp SIMP M, d mu: 131 (3H, T, CH2CH3,
J=7.1); 3.53 Ta 3.70 (2H, o6unBa 1, SCHo, J%=12. 4);
4.24 (2H, x, CHp); 7.31-7.47 (6H, M, H,p00); 7.78—
8.01 (3H, M, Hypop); 805 (1H, ¢, COH iasony): 848
(1H, c, C4H) Curnan nporony rpynu NH He pee-
CTPYETHCS BHACIIIOK JEUTEpOOOMIHY.

3uaiineno, %: C 58.56, H 3.69, N 5.29.
CofH 1LCIN JO4S,. Obuncneno, % C 5876, H 375, N 5.48.
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X B! BHXiZ 357r (86 %), T.rorr. 210—212°C.
I9-cnextp, N, cm - 3408, 3273 (NH NH,), 1730,
1715, 1693 (C=0). Cuekrp SIMP M, d mu: 125
(3H, T, CHLCHg, J=7.1); 369 (2H, ¢, SCH,); 420 (2H,
K, CH,CHjg); 6.99 (1H, m.c, NHy); 7.35 (1H, T,

Hapow J=7.9); 7.46 (2H, 1, H,p,); 7.86 (1H 1II.C,
NHy); 792 (1H, ¢, C T1a30ﬂy) 8.02 (2H, 1, Hypon
J=7.9); 8.09 (1H, c, C H) CurHan mpoToOHY TPyNd
NH He peecTpyeTbcs BHACHIIOK OeWTEpOOOMIHY.

3uatineno, %: C 5459 H 437; N 10.32.

CigH 1N 30,4S,. O6uncneno, %: C 54.92; H 412
N 10.11. Mac-cnektp, Mz (I, %): 416 [M +1]°
(100), 400 (12), 357 (24), 138 (10), 929 (8).

Emunosuii ecmep 2-(1-emoxcuemunioen) -3,5
Oiokco-8-(4-peninmiazon-2-in) -3,5-0uciopo-2H-miazo-
210[ 3,2-a] nipuoun-6-xapbonosoi kucnomu ( XIII) . Pos-
g 2.08 1 (5 mmons) mipumony X B y 1.43ma (10
MMOJIb) TpueTrnopToarerary Ta 1.42 mia (15 Mmmois)
OIITOBOTO AHTIAPUAY KHII'SITWIH i3 3BOPOTHUM XO-
noquabHUKOM 1roa. BurpumyBanu mnpu KiMHATHIM
temnepatypi 1 100y, ocan BindinsTpoByBamH, Mpo-
MHBaId eraHoioM. Buxig 2.62r (56 %), T.TOILI.
238—240°C. ILI -cniekTp, N, cM 1700 (C=0).
Cuextp SIMP M, d, M. 165 (3H, T, C(O)OCH »-
CHy); 1.78 (3H, T, =C(CH3)OCHCHy); 3.10 (2H,
K, =C(CH3)OCH,CHy); 4.21 (3H, ¢, =CCHy); 4.71
(2H, x, C(O)OCHCHy); 7.76 (4H, M, H,,,); 792
(2H, M, Hypoy Ta C°H tiasoiy); 8.27 (1H, ¢, C H)

3naiigeno, %: C 59.06; H 4.17; N 5.64. Cy3H o

N,05S,. O6uucneno, %: C 58.96; H 430 N 5.98.
Mac-cniektp, Mz (I, %): 469 [M +1]* (100), 138
(10), 99 (32).

Jlyrancekuii HamioHanbHUH yHiBepcureT iM. Tapaca IlleBuyenka

VK 547.736 + 547.792.9 + 547.859
O.M. Yepuiok, B.C. ToamauoBa, M.B. Bosk

PE3IOME. KonzaeHcamueil 3TOKCHMETHUINACHIPOU3-
BoaHbIX CH-kucnor ¢ 2-(4-peHuntuazon-2-ui)TnoaeraMu-
JIOM B TPUCYTCTBUH OCHOBAaHHS CHHTE3UPOBAHBI 3aMEICH-
Hele b-(4-¢pennnrnazon-2-un)-2-THOKCOTTMPUANHBI, CIIOCO0-
HBI€ K JIKHJIMPOBAHMIO IO THOAMHJIHOM IpyIIe U AadbHEH-
[IeMy aHHETHUPOBAHHIO.

SUMMARY. By condensation of etoxymethyliden
derivatives of CH-acids with 2-(4-phenylthiazol-2-yl)thio-
acetamide in presence of basis synthesized substituted
b-(phenylthiazol-2-yl)-2-thioxopyridines, that can to al-
kylating on thioamidic group and next annelation.
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2-3AMIIIEHI 8 9-IIUKJIOAJKLITIEHO[3,2-¢][1,2,4]TPUA30JIO[1,5-c]-MIIPUMJIUH-5(6//)-OHU

Po3po0iieHo 3pyuHHii MeTo] cHHTe3y 2-3amimeHux 8,9-numknoankinrieno[3,2-€][1,2,4]rpuazono[l,5-c]nipumi-
: . . 1 . X . : .
nuH-5(6H)-0HiB, KUl IpYHTYyETbCS Ha KOHAeHcanii 3-miaHo-(4-R™-5-R°-rien-2-in)deninkapbamarie 3 rigpasu-

JaMu Kap60HOBI/IX KHUCIOT.
Cepen MOXiTHMX KOHACHCOBAHOI TeTepOIMKIi-

9yHOi cucremu tieHo[3,2-€]-[1,2,4]rpuazono[1,5-Cluipu-
MiINHy BUSBJICHI PEYOBUHH 3 BUCOKUM OaKTEPHUIUA-

© O.M. Yepnwok, B.C. Tonmauosa, M.B. Bosk , 2009
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HUM edexToM [1], HPOTHBIPYCHOIO Ta MPOTHUITYXJINH-
HOKO aKTHUBHICTIO [2], a TaKOX MPOTHU3ANMAIBHOO €0
[3]. Oaun i3 ommcanux B miTepaTypi CHHTETHYHUX IIifl-
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