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KOHAEHCOBAHI INIPUMIIINHOBI CUCTEMM.
6*. CTEPEOCEJIEKTUBHA PELHUKJIISALIA ITPOAYKTIB AJIKIJTYBAHHA
2,3-AUTTAPO-1H-ITIPNAO[1,2-c]IITPUMIANH-3-OHIB 10 ITOXITHUX

1,3-TIA3OJIANHY
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Karouosi cnosa: nipudof 1,2-cnipumiounu; 1,3-miazoniounu; arkinyeanus, peyuxaizayii

MpoagykTn S-ankinysaHHa 2,3-gurigpo-1H-nipngo[1,2-cJnipumignH-3-0HIB o.-6pOMKEeTOHaMu Ta
eTn16pomMaLeTaToM CXWUibHi CTepeocesIeKTUBHO peuukizyBaTuch go noxigHux 1,3-tiasoniguny.

CONDENSED PYRIMIDINE SYSTEMS.

6. THE STEREOSELECTIVE RECYCLIZATION OF THE ALKYLATION PRODUCTS OF 2,3-DIHYDRO-1H-PY-
RIDO[1,2-c]PYRIMIDIN-3-ONES TO THE 1,3-THIAZOLIDINE DERIVATIVES

P.S.Lebed, A.V.Vashchuk, E.B.Rusanov, M.V.Vovk

The products of S-alkylation of 2,3-dihydro-1H-pyrido[1,2-c]pyrimidin-3-ones are prone to
recyclize stereoselectively to 1,3-thiazolidine derivatives by o-bromoketones and ethyl bro-
moacetate.

KOHOEHCUPOBAHHBIE MTUPUMUONHOBbBIE CACTEMBbI.

6. CTEPEOCEJIEKTUBHASI PELUKITN3ALINA MNMPOAYKTOB AJIKWJIMPOBAHUSA 2,3-ANrnMaPO-1H-TNTUPU-
A40[1,2-c]MMPUMULANH-3-OHOB B NMPONU3BOAHBLIE 1,3-TUA3O0JIUANUHA

r.c.Jle6enn, A.B.Bauyk, 3.6.PycanoB, M.B.BoBk

MpoaykTbl S-anknnupoBanuna 2,3-aurngpo-1H-nupugo[1,2-clnupummnamnH-3-oHOB o-6POMKETO-
HaMu n 3TUIGPOMAaLEeTaToOM CKJIOHHbI CTEPEOCes/IeKTUBHO PeLUKIN30BaTbCsl B MPOU3BOAHbIE

1,3-TnasonngunHa.

B omniit 3 momnepenHix myo6Jikamiii [2] Hamu Oyna
MPOJIEMOHCTPOBaHa HOBa peaxiist 2,3-aurigpo-1H-
mipuao[1,2-c]oipuMinuH-3-0HiB — iX CIIOHTaHHE I1e-
pPeTBOpPEHHS Ha 2-ilimeH3amilneHi moxigHi 1,3-okca-
30JIiIMHY TpU Jii o-OpOMKETOHIB. 3aIlpornoHOBaHa
cXeMa TakKol peluKiIizalii Imepemdayaia YTBOPEHHS
MPOIYKTiB MepBUHHOro O-ajKiJyBaHHS, SIKi, OMHaye,
HEe BIAETHCS BUIOUIMTU a00 3adikcyBath (PizMKO-Xi-
MiYHMMU MeToaaMu. BapTo 3a3HauuTH, 1110 TpU cripoOi
3MIUCHUTU aJIKUTyBaHHSI Ha3BaHOI Te€TEePOLUKIIIYHOI
CUCTEMHU IHIIMMU areHTaMu MO3WTHUBHUI Pe3yJbTar
— nponyKT N-MeTWIyBaHHS OyB OTPUMAaHUN TiIbKU
Yy BUIIAJKy MOIMCTOro MeTuUy [2].

3 MeTow 3’SCyBaHHSI 3aKOHOMIPDHOCTEHM peIuK-
JI3alii BUMILE3TagaHUX IiPUMIZUHOBMICHUX CHUCTEM
IO a30JiIMHOBUX Yy MaHiil poOOTi meralbHO Oyna
BUBUEHA B3a€EMOJIisl TioaHAJIOTiB Mipuao-[1,2-c]mipu-
MiIMH-3-0HiB 3 IIMPOKUM PSIAOM AJIKUIYIOUMX areH-
TiB. a9 1IbOTO TiIOHYBAaHHSM BIiAMOBIIHUX ITipH -
o[ 1,2-c]mipuMminuHiB pearenToMm Jloyccona [3] [2,4-
0ic(4-meTokcudenin)-1,3-guria-2,4-mudocperan-2,
4-nucynbdin] B KUTITIOMY TOJIYOITi 3 BUXoAaMU 64-
67% Oymu oTpMMaHi KOHIEHCOBaHi IMipUMIiIWH-3-
TioHu la,0.

* TNosigomnenHs 5 avs. [1]

Crnonyku 1a,6 B posumui IM®PA npu 20°C B
MPUCYTHOCTI KapOoOHATy KaJjilo TIJagKo pearymTb 3
OeH3miIOpoMinamMu 2a,0, eTWJIOpoMalleTaToM 2B Ta
aMizaMy MOHOXJIOPOLITOBOI KMCJIOTH 2r-€ 3 YTBOPEH -
HSIM TIPOAYKTiB S-aykillyBaHHs 3a-e. B aHaysoriuHux
YMOBax MPU BUKOPUCTAHHI a-OPOMKETOHIB 2€-i Oyau
BUIIEHI He S-apoia(reTepoia)MeTUIoXiaHI 3:X-i, a
cTpyKrypu 1,3-TiazoninuHoBoro tuity 4a-r. OTpumMaHi
pe3y/abTaTu JalTh BaroMi IMiACTaBU ISl BUCHOBKY,
IO YTBOPEHHS CHOJYK 4 KOHTPOJIOETHCS KUCIOT-
HICTIO METHJICHOBOI TPYITH B IIPOAYKTAX S-aJIKiJIyBaH -
Hs 1 y BUITAIKy HAWOUIbII aKTUBHUX 3 HUX (CITOJIYKH
3x-i) Takuii mpoliec BiAOYBAa€ETbCS BXe IMPU KiM-
HaTHil TeMnepaTypi. Crojayku 3B,I 3 MEHII KUCJIOT-
HOIO METWJIEHOBOIO I'PYIOI0 BAAETLCS IMEPETBOPUTU
Ha moximHi 1,3-Tiazomimuny 4n,e Tintbku mpu 18-ro-
JuHHOMY HarpiBaHHi B JIM®MA nipu 90°C B npHCyTHO -
CTi KapOoHarty Kaiito. B Toi1 ke yac S-0eH3MInoxXigHi
3a,0 Ta S-kKapOaMOIIMETUIINOXiAHI 31-€ B TaKNX YMO -
Bax HE IIEPETBOPIOIOTHCSA Ha IoximHi tumy 4. Ilpm
1LIbOMY, OJIHaYe, CIoJIyKa 3€ 3a3Ha€ AeCTPyKIii Mipu -
MiIMHOBOTO LMKITY A0 1,3-TiazoninuH-4-oHy 5 (cxema 1).

V gireparypi [4, 5] Ha mpukiagax 6-TioKco-5-
LiaHOIIPUMIINHY HOCTAaTHHO IETAIILHO IpOaHali30-
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1, Ar=Ph (a); 4-MeC¢Hy4 (6); 2, Ar'=2.,4-Cl,C¢Hjs (a), 3,4 -Cl,CsH3 (6); R=H (1); mmxiio -
CsH7 (1), 3,4-ClhCeHs (e); R'=3-BrCg¢Hy (€), 4-BrCsHy (x), 4-O:NCgHy (3), 5-Br-tienin-2 (n); 3,
Ar=Ph, Ar'=2,4-Cl,C¢Hj (a); Ar=4-MeCgH4, Ar'=3,4-Cl,C¢Hs (0); Ar=Ph (), 4 -MeCcH,4 (T);
Ar=Ph, R=muxno-CsH5 (), 3,4-ClLCcHj; (e); Ar=4-MeC¢Hy4, R=H (€); Ar=Ph,.R*=4-BrC¢Hy4 (),
5-Br-tienin-2 (3); Ar=4-MeCeHy, R*= 3-BrC¢Hy (n), 4-O:NCeHy (i); 4, Ar=Ph,.R*=4-BrC¢H4 (a),

5-Br-tienin-2 (6); Ar=4-MeCgHy, R'= 3-BrCsHy (B), 4-O2NC¢Hy (1); Ar=Ph, R'=EtO (n); Ar=4-

MeCsHy, R'=EtO(e).

Cxema 1

BaHi KOHJIeHcallil IIPOAYKTIiB iX S-aJKiTyBaHHS Y Bil -
noBigHiI 5-amiHotieHo[2,3-d|nipuMmignau. B posris-
HYTHMX HaMHW KOHJEHCOBaHUX 2-aJIKiITiO3aMillleHUX
3-miaHOMipMMIiAMHAX TaKa B3a€EMOJisl MEHII MOBIp-
Ha 3a paxyHOK 3HIKEHHSI eJIeKTpOdiIbHOCTI HIiT-
PWJIBHOI TPYIU, BUKJIMKAHOTO JOHOPHUM BILUIMBOM
HEMOJIEHOI €JIEKTPOHHOI Mapy aroMa a3oTy JWTIM-
ponipuMigAMHOBOTO HUKIY. HaToMmicTh peasidyeTbcs
aJbTepHATUBHUI BapiaHT, IKUIA OOYMOBJIEHUIA CXWIb-
HICTIO IO PO3KPUTTS MipUMiIMHOBOTO IIMKIY B Kap0-
aHioHax MpoOAyKTiB S-ajkinmyBaHHs 3. CaM mpoliec
pelLuKiIi3alii iHTepMeaiaTiB A, SIKWid, HalliMOBipHIillIe,
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BimOyBa€eThcd 3a €JIEKTPOLMKIIYHUM MeEXaHi3MOM, €
3BOPOTHIM i Yepe3 aHiOH-CcTa0LIi30BaHi iHTepMemiaT
b npuBoAUTH 10 CMOAYK TUMY 4, 1110 MIiCTSTh Y CKJIai
Tia30/IiIMHOBOTO LIMKJTY JBa HETOTOXHI XipaJibHi LIEHT-
pu. Ataka KapbaHioHa Ha eJeKTpodiTbHUI a30MeTH -
HOBUI 3B’S130K B iHTepMeniaTax b € crepeocenekTus-
HOIO 3 TepeBaXXHUM yTBOopeHHsIM (>80% 3a manuMu
cnekTpiB AMP PF peaxiliifHoi cywillli) ogHOro 3
JIBOX MOXJIMBUX JiacTepeoMepiB croayk 4 (cxema 2).

KoHdirypaliisi ocHOBHOTO AiacTepeomepa Ha Mpu -
KJani croinyku 41 BcraHoBineHa MerogoM PCA. Bu-
SIBUJIOCh, 10 BIH SIBJISIE COOOI0 TEPMOAUHAMIYHO
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Cxema 2

OLIBII BUTiTHWI TpaHCi3oMep. 3araJibHUM BUTJISII MO -
JIEKYTU HaBeNeHWU Ha puc. 1. Y MoJeKysi CIoTyKu
451 neHTpanbHU W saTnwieHHuid Tuki C' °N'S’ mo-
MIiTHO BMKPMBJIEHUI — MaKCUMAaJIbHE BiIXUJICHHS
aTOMIB Bill CpeNHbOKBaJAPATUYHOI TUIOLIMHU CSITaE
0.088(1)A°. Josxuun 38°s3kis C'-S! 1,773(4) i C3-8!
1,806(5) HeekBiBaJeHTHI BHACIIIOK CIPSDKEHHS He -
TMOiJIEHHOI €JIeKTPOHHOI ITapy aToMa CipKU 3 Tt-CHCTe-
MOIO TIOIBIHOTO 3B’SI3KY C'N'. Atomu O ,C°,0
€TOKCUKApOOHTBHOI TPYITM PO3TOPHYTI BITHOCHO Cé€-
PeAHBOKBAIPATUYHOT IUTOIIMHU T’ ITUYJIEHHOTO LMK -
JIy IPaKTUYHO OPTOTOHAJIBbHO (BiAMOBIMHUI TBOTPAH -
HUM KyT ckiamae 89.2), a ¢eHinbHe Kijbile C “-C
PO3rOpHYTE BITHOCHO MaHOI IUIOIIUHY Ha 44,9°.
DparMeHT MOJIEKYJISIPHOT YITAKOBKU CITOJYKH 4711 3
MpoeKIIi€l0 Ha TUolnHy 0Xz moka3zaHUit Ha puc. 2.
B Toi1 ke yac pe3ynbTaTr yTBOPEHHS CIOJYKU 5 MU
MOB’SI3YEMO 3 MOXJIUBICTIO PO3KPUTTS MipUMIiIUHO-
BOTO ILIMKJIY B CHoayli 3€ 3a 3arajJibHOI CXEMOIO
YTBOpPEHHs iHTepMediaTy Tuily b B skoMy, omHaue,
MEeTWJIEHOBA Tpyna He BOJIOJIE JOCTAaTHbOIO KUCJIOT-
HICTIO JIJIs1 aTakKu Ha eJIeKTpOMiIbHUN a30MEeTUHOBUI
3B’s130K. B maHOMy BUMangKy B pe3yJjbTaTi OaraToro-
JUHHOTO HarpiBaHHsI OCTAHHINM TiAPOJII3YEThCS Mif
JII€I0 BOJIOTH, 1110 3HaxoauThes B IM®PA, no S,N-ke-
TEHAIETaI0, KW 3aTUM TIOAIOHO O pPE3YNbTaTiB
po6ori [6] 3amuKkaeTbes y 1,3-TiazonmignH-4-0HOBUIA
uuki. Crnektp AMP 'H MPOAYKTY 5 B PO3UMHI
AMCO-dg xapakTepu3yeTbCSI HEEKBIBAJIEHTHUM 3a

\
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IHTEHCHUBHICTIO ITOJBOEHHSIM CUTHAJIIB YCiX IIPOTOHIB,
110 MOB’SI3aHO 3 MOXJIMBICTIO iCHYBaHHSI IJIsI TO-
JiOHUX CHCTEeM B pO3YMHi ABOX i30MepHUX (DOpPM a Ta
6. @opMa, sIKa BiIMOBiZa€E TEOMETPUIHOMY i30Mepy a
Ipy LLOMY MPUCYTHS B OUIBLIIN KiTBKOCTI 3aBIOSIKU
crabiiizallii BHACAiZ0K YTBOPEHHS BOJHEBOTO 3B’ SI3KY
MiX aMiTHOIO TPYITOI0 Ta aTOMOM a30TYy IipUANHOBO -
ro Kibug (cxema 3).

Ckiag Ta CTpPYKTypa CHMHTE30BaHMX CIIOIYK 3-5
MiATBEPIKEHI pe3yJIbTaTaMW €JIEMEHTHOTO aHasi3y
(tabm. 1), I4, AMP '"Hra F crneKTpockorii (TabJ. 2),
a TaKOoX JUISI CIIOJIYK TUITY 4 i JaHUMU CIIEKTPOCKOITil
AMP 13C (Tabn. 3). XapakTepHUMH O3HAaKaMu, IO
JIOBOISTHE OyIOBY IPOAYKTIB 4, € HasIBHICTb B iX
cnektpax AMP "H nybsety o-nmpoToHYy apoMaTUYHO-
ro mipuaAMHOBOTrO Kinbld (8,55-8,62 m.u. B AMCO-de
ta 8,29-8,30 m.u. B CDCl3, J = 5,0 I'n) Ta cuHriery
Y BiTHOCHO CWJILHOIIOJIbHI JJI1 apoOMaTUYHUX MPO-
TOHIB obmacti (5,24-6,41 m.u. B IMCO-d¢ Ta 4,81-
5,71 m.u. B CDCIl3). Ilepmuii i3 BKa3aHMX BUILE
CUTHAJIIB CBIIUUTH MIPO MOPYILICHHS ITiPUMIiTOKOH -
JIEHCOBAHOI CTPYKTYPHU BUXITHUX CIIOMYK i3 PO3KPUT -
TSIM IiPUMIIWHOBOIO KiJIbIIS, a APYTUil, BOUYEBUIb,
Binnosigae nmporony H” TiazomiguHoBoro mukiy. 14-
CIEKTPU TMPOAYKTIB 4 XapaKTepU3YIOTbCSI CMYyraMu
TMOTJIWHAHHS €K30LUKIJIIYHOI KapOOHIIbHOI Tpynu
(1680-1685 CM_l) (crtonykw 4a-r), eTOKCUKapOOHIIb-
Hoi rpynu (1755 CM'l) (crmonyku 41,€) Ta HITPAJIBHOL
rpymu (2205-2212 CM'I). V cnekrpax SAMP F cur-

Puc. 1. 3aranbHunm Burnag Monekynu 4a Ta_ii OCHOBHI reOMeTpUYHI NapameTpu: c-N"1,306(5), c' c*1,422(6), C' &
1,773(4), C> N' 1,453(5), C? C3 1,575(6), C> 5" 1,806(5), C* C° 1,421(6), C* C° 1,435(7), C° N 1,158(6) A>; N' ' c*
124,7(4), N'C's'116.9(4), c* c's"118,4(4), N' % € 108,7(4), ¢? € 51106,2(3), C° C* C'123,6(4), C® C* C° 119,4(4),

c'c* c 116,9(4), N> ¢ Cc* 178,4(6)°.
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Cxema 3

Hamu rpyn CF3 3HaxonaThed B mianasoHi -74-77, 110
MATBEPIXKYE 11 3B’SI30K 3 sp3 -TiOpUIN30BaHUM BYTJIC-

eBuM atoMoM y Tpiagi N-C-C [6]. Y cnexTpax AMP
Bc CHOJIYK TUITY 4 HAlOIJIbIII TTOKA30BUMU € CUHIJIE -
i C° (50,38-51,82 m.u.), C? (165,92-166,82 m.4.) Ta
KBapTeT ct (80,57-84,22 m.u., J = 28 I'1) ByrJielieBux
aTOMIB Tia30JIiTMHOBOTO ITUKITY.
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EKCHEPVIMEHTaﬂbHa YyacTUHa

EnemMeHTHiI aHayli3M BMKOHAHiI Ha MiKpoaHai3a-
topi Perkin-Elmer CHNO/S Ser.I1 2400. I4Y-cnekTpu
CHMHTE30BaHUX CIOJYK 3amucaHi Ha CHeKTpodoTo-
meTpi UR-20 B Tabnerkax KBr. Cnektpu AMP 'H i

F ta 13C oTpyMMaHi Ha mpuiani Varian-Gemini B

Puc. 2. ®parmMeHT MONeKynfpHOI yNnakoBKM CNONyky 44 3 npoekLieio Ha naowmHy 0xz.
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Tabnuus 1
Xapaktepuctukn cnonyk 1a,0; 3a-€, 4a-e, 5
Cronyka dopmyna Bripaxysaro, % T, °C Buxin, % 3ranaerio, %
C H S C H S
la CieH10F3N3S 57,65 3,02 9,62 234-235 64 57,67 3,07 9,59
16 Ci7H18F3N302S 58,19 3,48 9,23 236-237 67 58,24 3,75 9,19
3a C23H142CIF3N3S 56,11 2,87 6,51 104-105 51 56,21 2,77 6,50
36 Co4H16Cl2F3N3S 56,93 3,18 6,33 172-173 83 56,91 3,25 6,47
38 CooH16F3N302S 57,27 3,85 7,65 149-150 55 57,14 3,90 7,51
3r C21H18F3N30,S 58,19 4,19 7,40 145-146 74 58,34 4,22 7,44
34 Co1H17F3N40OS 58,60 3,98 7,45 157-158 58 58,89 4,01 7,44
3e Co4H15ClaF3N40S 53,84 2,82 5,99 167-168 87 53,55 2,94 6,00
3e Ci9H15F3N40S 56,43 3,74 7,93 165-167 81 56,70 3,53 7,99
4a C24H15BrF3N30S 54,35 2,85 6,05 134- 136 63 54,27 2,87 6,19
46 C22H13BrF3N30S2 49,26 2,44 11,96 223-224 46 49,21 2,40 12,00
4B CosH17BrF3N30S 55,16 3,15 5,89 173- 175 19 55,32 3,57 6,04
4r CosH17F3N403S 58,82 3,36 6,28 167-168 30 58,80 3,29 6,27
4n C20H16F3N302S 57,27 3,85 7,65 134-135 67 57,14 3,40 7,41
de C21H18F3N402S 58,19 419 7,40 173-174 72 58,34 4,05 7,36
5 CioH7N30S 55,29 3,25 14,76 225-227 67 55,36 3,28 14,77
Tabnuus 2
14, AMP 'H ta °F cnekTpw cnonyk 1a,6; 3a-¢, 4a-e, 5
[4-cnekTtp, KBr, v, v’ 1 Cnektp AMP
Cnonyka Cnektp AMP 'H, OIMCO-ds (*- CDCR3), 8, M.u., J (W) 19
C=0 ]| N-H C=N F, 8, M.4.
1 2 3 4 5 6
" 3200 | 2295 | 670 M (1H, Har), 7,13 & (H, Har, J = 6,8 Tu), 7.21 A (H, Har, J = 8,5 Tw), 75.30

7,54-7,77 m (6H, Har), 10,17 (1H, NH)

2,41 ¢ (3H, CH3), 6,717 (MH, Har, J = 7,3 Tu), 7,14 a (1H, Har, J = 6,8 Tw),
16 3200 | 2220 | 7,214 (MH, Har, J = 8,8 Tw), 7,38 o (2H, Har, J = 8,0 Tw), 7,55 1 (2H, Har, -75,35
J=28,0Tu), 7,74 o (1H, Har, J = 8,0), 10,14 (1H, NH)

4,30 M (2H, CH2), 6,88 T (1H, Har, J = 6,9 Tu), 7,13 A (1H, Har, J = 8,5 Tw),

*
3a 2212 7,19 o (1H, Har, J = 8,3 Tu), 7,29-7,60 M (8H, Har), 7,74 1 (1H, Har, J = 7,8 W)

-73,81

2,33 ¢ (3H, CH3), 4,21 m (2H, CH2), 6,86 T (TH, Har, J = 7,1 Tw),

36 2210 7,12-7,29 m (6H, Har), 7,47-7,58 M (3H, Har), 7,73 1 (1H, Har, J = 7,3 Tw)

-73,72

1,02 1 (3H, COOCHxCH3, J = 7,2 Tu), 3,79 m (2H, CHz), 3,89 m (2H,
3B 1755 2210 | COOCHyCH3) 6,86 T (1H, Har, J = 6,6 Tw), 7,15 o (2H, Har, J = 8,7 Tu), -74,07
7,37-7,55 m (6H, Har), 7,74 1 (1H, Har, J = 8,4 W)

1,04 7 (3H, COOCH2CH3, J = 7,2 Tw), 2,33 ¢ (3H, CHs), 3,81 m (2H, CHa),
3r 1750 2210 | 3,92 m (2H, COOCHCH3) 6,88 T (1H, Har, J = 7.3 W), 7.15-7,30 ™ (5H, Har), 74,17
7,56 a (1H, Har, J = 6,7 Tw), 7,75 1 (1H, Har, J = 7,3)

3,65 M (2H, CHz), 6,88 T (1H, Har, J = 7,0 Tw), 7,16 A (1H, Har, J = 8,3 Tw),
34 1670 | 3310 | 2212 | 7,39-7,52 m (6H, Har), 7,59 o (1H, Har, J = 7,0 Tu), 7,74 1 (1H, Har, J = 7,7 Tu), -73,74
8,03 4 (1H, NH, J = 3,8 Tu)

3,93 M (2H, CH2), 6,88 7 (1H, Har, J = 7,0 Tw), 7,17-7,56 M (9H, Har),

3e 1695 | 3250 | 2209 19737 90 w (2H, Har), 10,34 ¢ (1H, NH) 37
2,33 ¢ (3H, CH3), 3,71 M (2H, CH2), 6,89 T (1H, Har, J = 7,0 Tu), 7,10-7,18 m (2H,
36 1690 | 3430 | 2205 | Hy), 7,28-7,47 w (5H, Har), 7,60 & (1H, Har, J = 7,0 Tw), 7,76 1 (1H, Har, ) = 771w) | 737°
5
43 1690 | 3150 | 2202 6,41 ¢ (1H, CH’), 7,15-7,48 M (7H, Har), 7,72-8,05 m (6H, Har), -74.59

8,62 4 (1H, a-Hpy, J = 5,2 Ty), 13,92 c (1H, NH)

6,26 ¢ (1H, CH®), 7,777 (1H, Har, J = 6,5 Tw), 7,33-7,53 m (7H, Ha),
46 1680 | 3130 | 2205 | 7,99 7 (H, Har, J = 7,2 Tu), 8,27 o (2H, Har, J = 7,2 Tu), 8,60 A (H, a-Hpy, -74,82
J =5,0Tu), 13,98 c (1H, NH)

2,30 ¢ (2H, CH3), 5,67 ¢ (1H, CH>), 6,99-7,09 M (3H, Har), 7,20-7,33 m (3H,
4p* 1685 | 3150 | 2205 | Har), 7,48 n (1H, Har, J = 8,0 Tw), 7,61-7,77 m (4H, Har), 8,29 & (1H, a-Hpy, -76,89
J =5,0Tu), 13,31 ¢ (1H, NH)
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IIpodosucenns maba. 2

1 2 3 4 5 6
2,28 ¢ (3H, CHs), 5,71 ¢ (1H, CH), 7,00-7,06 M (3H, Har),
4r* 1685 | 3150 | 2205 | 7,23-7,27 m (2H, Har), 7,48 A (1H, Har, J = 8,5 Tu), 7,73-7,79 M (3H, Har), -76,99
8,19-8,25 m (3H, Har), 13,60 ¢ (1H, NH)
0,757 (3H, CH3, J = 7,0), 3,53-3,78 M (2H, CHy), 5,24 ¢ (1H, CH’), 7,14 T (1H,
45 1755 | 3140 | 2205 | Har, J = 6,2 Tu), 7,37 o (1H, Har, J = 7,3 Tu), 7,47-7,63 M (5H, Har), 7,97 T (1H, -75,13
Har, J = 7,3 Tu), 8,55 o (1H, a-Hey, J = 5,0 Tu), 14,02 c (1H, NH)
0,86 T (3H, COOCHCH3, J = 7,05ru), 2,37 c (3H, CH3), 3,69-3,84 m
(2H, COOCH,CH3) 4,81 ¢ (1H, CH’), 7,011 (H, Har, J = 6,5 Tu), 7,21-7,26 m
* . £ ' ' r ! 4 ' L ' -
ae 1755 1 3130 1 2210 1 (514" ), 7,41-7,48 M (3H, Ha), 7,73 1 (H, Har, J = 7,9 Tu), 8,30 77,54
(1H, a-Hpy, J = 5,2 Tu), 13,19 ¢ (1H, NH)
bopma a 4,10 ¢ (2H, CH2), 7,29-7,41 m (2H, Hpy), 7,96 o (1H, Hpy, J = 7,2 Tu),
P 1670 8,59 a (1H, a-Hpy, J = 5,1Tu), 13,44 c (1H, NH)
5 3100 | 2207 -
tdopma 6 1700 3,83 c (2H, CHp), 7,19-7,30 m (2H, Hpy), 7,85 1 (1H, Hpy, J = 7,2 Tu),
P 8,53 o (1H, a-Hpy, J = 5,1 W), 11,94 c (1H, NH)

pozunHax JIMCO-de¢ Ta CDCI3 (poboua uyacTtoTa i
BHYTpilIHIN ctaHmapT BigmosigHo 300 MIu, TMC,;
175,25 MT', CFECl3; 125,75 MTI'u, TMC).
PeHTreHOCTpYKTYpHE OOCTiIKeHHSI MOHOKPUCTA-
any cnonyku 4n C2o0H16F3N302S 3 niHiiHUMU po3Mi-
pamu 0,35 x 0,32 x 0,25 MM mpoBeIeHO IIpHU KiMHAT -
Hill TemIlepaTypi Ha aBTOMAaTHYHOMY YOTHUPUKPYTO-
Bomy audpakrometpi Enraf-Nonius CAD-4 (MoKa-
BurnpoMiHeHHs1, A=0,71073 A°, BimHOILIEHHS IIBUJI-
KOCTell cKaHyBaHHS 20/m 1.2, ®©Makc=25°, cerMeHT
cdepu 0<h<17, 0<k<10, -18<I<17). Kpucranu cony-
KU 41 MOHOKJIMHHI, a = 15.003(5), b = 8,681(5),.c =
15,733(5) A°, B= 106,442(5), V = 1965,3(14) A°3, M
= 419,42, Z =4, dpup = 1,418 r/em®, 1= 0,214 mm ™",
F(000) = 864, mpocTtoposa Tpyma P 2/c. Bcvoro 6yio
3iopaHo 3599 BimoGpaxkeHb. CTpyKTypa po3mudpo-
BaHa TIPSIMUM METOJOM Ta YTOYHEHA METOIOM Hal -
MEHIIINX KBaAPaTiB Y MTOBHOMATPUIHOMY aHi30TPOTI -
HOMY HaOJMXEHHi 3 BUKOPUCTAHHSIM KOMILIEKCY
nporpam SHELXL97 ta SHELXS97 [8, 9]. B yrou-
HEHHi BUKOpuCcTaHO 3459 He3aJexXHUX BimoOpaxkeHb

(1622 Bimo6paxenusa 3 I > 2o (I), 262 yroyHeHUX
napaMeTpiB, YHCIIO BigoOpaxkeHb Ha TapaMmeTp 6.2).
ITonoxeHHST aTOMiB BOAHIO OyJNM MiApaxoBaHi Teo-
METPUYHO Ta BKJIIOYEHI B PO3PAaXyHKU T10 TUITY “BEpIII-
Huka”. Ilpu yrouHeHHi Oyla BMKOpHCTaHa BaroBa
cxema, po3paxoBaHa 3a PiBHSHHSIM:

w=1/[\sX(F0?)+(0,072P)?],

e P=(Fo?+2Fc?)/3.

KiHieBi 3HaueHHs1 (paKTOpiB PO3XOMKEHHS R =
0,0667 i Rw = 0,1391, GOF = 1,006. 3anuiukoBa
€JIEKTPOHHA TYCTHHA i3 psAxy pisHuIb Pyphe cKamae
-0,4110,21 e/A°3. OO61iK MOTJIMHAHHS Y KpUCTaJli OyB
BUKOHAHUI 3a JOMOMOIOI0 METONy a3UMYTaJbHOTO
ckanyBaHHS Txg — 0,8494, Tyake — 0,9395. IToBHMIA
Ha0ip peHTreHOCTPYKTYPHUX JaHUX ISl CIIOJYKM 47
3amenoHoBaHUil B KemOpimKcbKoMy OaHKy CTpYK-
typuux ganux (N CCDC 604055).

1-Apua-3-tiokco-1-TpudTropomerni-2,3-auriapo-
1H-mipuno[1,2-c]nipuminun-4-kapooniTpuau 1a,0.
0,0077 Monb BinnosigHoro 1-apui-3-okco-1-tpudrop-

Ta6nuus 3
AMP 3C crektpw cronyk 4a,6,r-e [AMCO-ds (* - CDCl3), 8, m.u., J (Tw)]
C”Kc;”y c? c* | coN| =N CF3 0 Chr(Het) Cry CHyCH3 | CHaCH3 | CH3
126,49, 127,36
Dl e | 17,14, 18,86
83,80 k8 125,36 k8 128,05, 128,43, ot 116,95 i i i
da 166,82 (155 ry) | °0-38| 70,021 19,38 | (1790 ry | 19105 | 12881, 128,90, 139'?52'213471'34'
133,45, 134,13 '
124,45, 127,28
Do SheS | 116,91, 118,80
84,22 8 125,65 k8 128,35, 128,90, Db B ) )
46 |166.821 ((—yg ) | 2081 69771 95T (380 ) | 18479 | 13268, 133,35, | 12288, 1146
140,18, 144,00 '
123,75, 127,04
o2 LS 117,78, 119,90
81,94 k8 125,33 k8 129,30, 129,45 e
are 16592 | (o0 | 51,82 | 74,23 | 119,25 | (2200 R 1190,89 |02 2ol 138,31(;',31312,65, 20,99
140,31, 150,40 '
117,99, 119,56
80,62 k8 125,33 k8 126,52, 128,54 i
An* |166,02 | (“hg | 51:29 | 7430 | 19,45 |\ T00 by | 167,28 | 158703 13156 137,9155,4141113,86, 62,18 | 13,41
118,03, 119,59
80,57 k8 125,37 k8 126,26, 129,40 Db
. . , 26, 129,40,
de* 1166,09| ([Zou [ | 51.27 | 74,33 | 19,46 | (300 1y [ 16730 | 0y 1T 137,912,417133,86, 62,18 | 13,39 | 21,09
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MeTua-2,3-aurigpo-1H-mipuno[1,2-c]nipumianH-4-
kapooHiTpuiy Ta 0,0077 Moab peareHty JloyccoHa
KUIT ATAIN Y 25 M Toayony Ha npotTs3i 10 rox. I1po-
JYKT, SIKUI BUIIAB TIPU OXOJIOIKEHHI, Bil(iIbTpoBY-
BasIv, QiIbTpaT MpoMUBAJIM Bomaoo (3x50 M), cylum-
Jm Han 0e3BogHUM NaSO4, poO3UMHHUK BUIMIApPIOBa-
JIK, a 3aIMIIOK TMepeKpUCTATi30ByBald 3 €TaHOIy.
OO6uaBI OTpUMMaHi MOPIIil MPOAYKTY O0’€MIHYBalUu Ta
TePEeKPUCTATi30BYBaIN 3 alleTOHITPUITY.
3-Askiario-1-TpucdropomeTn-1-denin-1H-nipuao
[1,2-c]nipumigun-4-kapooniTpuin 3a-€ Ta [4-apui-5-
apoiia(rerepoin)-4-rpudropomerni-1,3-tiazomianH-2-
irinen] (mipumun-2-it)aneronitpuin 4a-r. J1o po3unny
0,0012 Moub crionyku 1a,6 B 4 M IM®PA 110CJ1i10B -
Ho gomaBanu 0,0012 Mob BiglTIOBIZHOTO aJKUTYyIOUYO -
ro arenra 2a-u ta 0,25 r (0,0018 Momn) K2CO3 i
MepeMilllyBaJIM MpU KiMHATHIM TeMmepaTypi Ha Mpo-
Ts3i 5 ron (y BUIIamKy crmoiyk 3a-€) Ta 15 rom (y
BUMAAKY CIIONYK 4a-r). PeaxiiiiHy cyMilll BUIMBaIn
y 40 mu1 Boau, ocan BiadiabTpoBYBasu i MepeKprucTati-
30BYBaJid 3 €TaHOJy. Y BUIMAAKY 3€ TEepeKpUCTaTi-
3alIi€I0 OIEPKYBAIM 13 CyMIllli TeKcaH-TIpornaHoi-2, 5:1.
Etun 4-apun-4-tpugropomerii-2- [ uiaHo (mipuamH-
2-in)mernien]-1,3-TiazoninuH-5-kKapookcuiaatu 4i,e.

o po3unny 0,001 Mo:ab criosiyku 38,1 B 4 M1 IM DA
npomasanu 0,18 r (0,00126 Moaw) K2CO3 i mepemiiry-
Basiu 1ipu 80-90°C mpotsarom 18 roa. Peakiiiliny cy-
Mitn BunmuBanu y 40 MJ1 Boau, ocaj BiagiIbTpOBYBaIN
i TepeKprCTai30BYBaIM i3 eTaHOJY (CITojyKa 41) a0o
CyMIlII TrenTaH-mpomnanoi-2, 2:1 (croayka 4e).
4-0kco-1,3-TiazoimuH-2-iinen(mpuauH-2-it)ane-

toHiTpua 5. JIo po3uuny 0,2 r (0,0005 Mosnb) croy-
ku 3e B 3 mu1 IM®A nonasanu 0,104 r (0,00075 MoJb)
K2COs3 i nepemimyBanu npu 80-90°C mpotsirom 28
ron. Peaxuiitny cymimn BuinmBamm y 30 M Bomu,
BindinbTpoBYBaU, DiNnbTpaT MigKMCIIOBaIN PO30aB-
nenoo HCI no pH 5. Ocan, skuit yrBopuBCs, Bil-
(inbTpOBYBaAIM, CYIIMIU i MEPEKPUCTATI30BYBaIU i3
aleTOHITPUITY.

BucHoBkM

1. 3HaiiieHa HOBa CTepeOCEJeKTUBHA PEIUK-
Jlizaliss mMpoayKTiB S-ankimyBaHHS mipuao[l,2-c]-mi-
PUMIIUH-3-TiOHIB a-OpOMKETOHaMU Ta €TWIOpoma-
LeTaToOM 10 IoximHux 1,3-Tiazomiauny.

2. Ilepebiry penukiizauii cnpusie ITIiIBHUIIEHA
KMCJIOTHICTb S-METUJIEHOBOI TPYMU TOCTIIKEHUX
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