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CHHTE3 6-AJIKWJITHO-5-KAPBAMOWI-4-OEHWI-3-IIAAHO-
3,4- ATV A POITAPUIVH-2(1H)-OHOB

Kougerncanueir 0eH3MIMACHOIMARYKCYCHOTO 3(dupa ¢ THoKapbamMounauer-
aMUJ(OM B [IPUCY TCTBUY SKBUMOJISPHOIO KOJIMIECTBA THISPHAMEE IOy ICH IATIC PYTHEL -
5-xapbamorut-2-okco-4-herv-3-npano-3,4-gurvporwpunpe-6 (1H) -THomsT, #emomsso-
BagHBIN 3aTEM B CUHTE3€ COOTBETCTBYIOMIMX 6-AITKPUITHOBAMETIIEHHBIX 3,4-AUrvEpOIMpPIIVH-
2(1H)-omo0B.

Ilpu xoBHEHCAIME OCH3MIMICHMAIOHONRTPAIA C THOKAPOAMOMITAIIETAMUNOM
B XIPUCYTCTBHH SKBUMOJIPHOIO KOJIMYECTBA MUIICPUIVHA C BHICOKEMM BBIXOJAMU
noxydgeHs 0-amMmuo-3-kapbamounn-5-nmano-1,4-gurugponupunus-2 (3H) -trons-
ter [1, 2], IpeACTaBASIOMUE AHTEPEC KAK PEAKIUOHHOCIOCOOHEE NHTEPMETHATHL
IS moayuenus ruxpuaposamneix TH-tmazono[3,2-a mapumumos [3]. C apyroi
CTODOHEI, KOHACHCAITMEM XAJKOHA C THOKApOAMOMIANIETAMHAOM B CXOXHBEIX
VCHAOBHSX peakuum TMoayueE 3-tuokapbamomn-3,4,5,6-reTparmgporraprmm-
2(1H)-om [4]. Ilpm xomgencanwm OeHswmgeHmmanykcycHoro >dmpa (I) ¢
trokapbamomnaneramunom (II) Teopeérruecky BO3MOXKHEL YETHPE aIbTEPHATHB-
HEIX IPOAYKTa: S-kapbamowmn-6-mepkanto-4-dermwi-3-muano-3,4-auragponvupu-
mme-2 (1H)-or (V), 5-TmoxapbaMomi-6-oxcu-4-perni-3-1uano-3,4-muragponm-
pumza-2(1H)-om  (VID, 6-ammmo-3-Tokapbamomi-4-hermi-5-51okcnkap6o-
"wiI-3,4-nuranpommpuane-2 (1 H) -on (VIID u 6-aMmHO-3-KapOaMOouI-
4-¢perm-5-sT0KCcuKapbormA-3,4-nurngpormpunys-2 (1 H) -tror (IX).

Hamu moxaszaHo, d9To 9Ta peaknug NPOTEKAaeT PETHOCEICKTHBHO C
obpasopammem mumpumaa-2(1H)-oma Twmma V. Orto o03Hauaer, 4TC OpH
BHYTPEMOJIEKY/ISPHON IUK/IM3ANMA HHTEpMennara 3-kapbamori-3-Taoxapbamo-
wn-2~permn-1-nuano- 1 -srokcuxapborwanponana (III) B peakmuio BCTYnamoT
THOAMUIHAS W CI0XHO3bUpHAS TpyHmel. [lpu KOHAEHCA WY GeH3WINICHIMAH-
ykcycgoro s¢mpa I ¢ Tmokapbamomnmanmerammmom I B mpmcyTCTBUE
SKBMMOJISIPHOTO KOJIMIECTBA MUIIEPUMHA MOTyYeH [IAICPUAMHMA-5-Kap6amMomi-
2-oxcu-4-permn-3-mmano-1,4-muraaponupunua-6-troxar  (IV), maromuit npw
HOAKUCICHAN YKCyCHOH KmcaoTod 3,4-purmpponupupme-2(1H)-om V. Ilpm
JEHCTEMY MANEPUAMHA HA COSAWHEHMe V JIETKO Peanusyercs oOpaTHLLA Iepexon
K TroagTy 1V.

Ilpm aJKWIMpPOBAHWH THOJSTOB 1V  ajnxwirasoreHviiam#  mOJXYYCHBL
6-ankurTHO-3-Kapoamon-4-thernn-3-uuano-3, 4-guruapormzpuaus-2 (1 H) -orst
VI. B cpmekrpax IIMP coemummenmii IV m V B pacTBOpax "HaGmomaoTcy
TAYTOMEPHBIE PABHOBECHSA KAaK KETO- ¥ CHONBHBIX, TAK ¥ THOH- U CHTHOIBHBIX
dopM, a TakKXe CMECh yuc- ¥ mpanc-crepeomsomepos. B mx UMK cmekrpax
IPUCYTCTBYIOT XapakTeprsie nosocst noromerns rpyon C=0, C=N, NH, NH2 z
OH. [lxg q0Ka3aTeabCTBa CTPYKTYD COSHUTHECHAHN B KPUCTA/LIMIECKOM COCTOSTHIH
ymobHO onemmTh BaseHTHHE kogebamms rpymmel C = N. Hamwyme momoc
rorromenns upu 2254...2272 oM | ogEOZHAUEO YKa3bIBAET HA HECONPIXKECHHBINA
HATPIWI: B CIydae Thoiara 1V sto rayromepHas ¢opma IVA, a B ciyuae
mupunes-2 (1H) -omos V — tayromepusie dopmsr VA u VB. U3 crextpos [IMP
CIIEXYET, UTO COOTHOMIEHWE TayToMepHbX (opm IVA u IVB cocrasasger 1 : 3.
Coruacso paboram [3, 61, °J 3,4=1,8 I'nm ykassiBaeT Ha MPAHC-TEIKBATOPU-
ambHOe pacmosoxerue npororos 3-H u 4-H B Tayromepe IVA. B cmexrpe [IMP

* CraTes mocesmera 70-neturo npodeccopa X. sad aep [lnaca.
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coenmuernd V B obmacra 3,8...4,5 m 5,0..5,6 M. 5. HabGmomaerca CIOXHAS
KapTuHa, COOTBETICTBYIOIAS TPEM MpPOTOHAM, HE DPa3pemaiomas OFHOSHAUHO
HCKJIIOYATH HE OAFH U3 YETHPEX BO3MOXHBIX TAYTOMEDOR.
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W3 cumexrpos IIMP 3,4-mmrmnpommpmma-2(1H)-omoB VI cxexyer, uro
coeguaerng VIa u VIO (3J3,4 = §,2...6,5 T'n) BHAEICHH HCKJIIOYHTENBHO KaK
LuC-CTEPEON3OMEPHL, 8 CoeArHenre VIB — KaK CMeCh yuc- W mpanc-CTepeonso-
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MepoB B cooTHomeHm# 2 : 3. B cayuae mpoussomanix VI6 m VIs mabaromaerca
pacmetuierme upororos SCH2R, uTo 00BICHIETCS B3aMmMOIEACTBHEM TOCICTHNX
¢ acuMMeTprYecKuM atomom 4-H.

TakwmM 06pa3som, BIEPEIE CAHTE3APOBAHKL CTAOWIbEEE O-aTKHATHO-5-Kap6a-
momi-4-¢ermn-3-nuano-3,4-marugponuprnus-2 (1 H) -oner, Paree Oblm noxyde-
HEL COOTBETCTRyIOmMme 3,5-punumanonupunua-2 (1 H)-onw 3a cuer crabumEsanunm
eem-3amecturensmu B nooxesud 4 [7, 8] llpemMyniecTBeHHAS PEAKITHOHHO-
€r1oco0HOCTs THOKAPOOHIIPHO IPYIITH aMHUAA IO CPaBHEHMIO ¢ KapOaMOWIbHOR
TIpY BHYTPHMOJIEKYISIPHON MUKIH3ANAN ¢ O-CI0XHOI(MUPHOH! PO COBIAAAET
¢ TAakOBOH mpwm nwKm3ammu ¢ d-mmaHorpymmoi [1—31, mo orsmuaerca npu
nuKTasanun ¢ 0-0eH30mIBHON rpymoi [4].

JKCITEPYMEHTAJIBHAS YACTD

UK criekTpsl casaThl Ha ciektpomerpe Perkin-Elmer 580B B sasemuuosom macie. Crexrpst IIMP
sanucansl Ha crexrpomerpe WH 90/DC s AIMCO-Ds (sayrpensuii cragnapt TMC) . Kourpons 3a xoomM
PEaKIUM ¥ MHAMBHIYAJIGHOCTBIO BEWIECTB OCymectsisumm ¢ nomompio TCX ma mnacrumkax Silufol
UV-254, smoenT rekcas—xiopodopm—3aranon, 5: 5: 2.

5-Kapfamomi-2-0Kkco-4-(he HuI-3-[MaH0- 3,4~ TUrHADOIMPHIMH- G- THOIIT nuiepunaui (IV).
A. Cmecp 2,01 r (10 MMomp) GensmwmpeRIMAaRyKCyCHOrO adupa I u 1,18 r (10 Mmos) troxapbamomr-
aneTaMuma PacTBOPAIOT NIPY KDPATKOBPEMEHHOM Harpeeawmu B 10 Mt sramona, polasisror 1,0 mn
(10 MMOIB) TMOEPUAMHA M HEPEMEIIMBAIOT | 4 IPM KOMHATHOH Temniepatype. O0pasoBaBmMEcs 0CafoK
orduIsTPOBRIBAOT, HpoMBiEaioT 20 M oxnaaeHHoro stanona. [Homyuaror 2,51 r (709,) coequnenus
IV. Trn 181...184°C. UK criexrp: 1687, 1700 1. (C=0), 2254 (C=N), 2534 (+ NHy), 3176, 3370 oMt
(NH, NH3, OH) . Criexp ITMP: 1,58 (6H, ™, (CH2)3); 3,6 (4H, M, (CH2)2N); 3,76 (0,2H, 5, /=1,8 I'g,
3'-H); 4,58 (0,6H, c, 4-H); 4,76 (0,2H, x, J=1,8 I'y, 4'-H); 6,24 (0,6H, ym. ¢, OH); 7,1...7,3 (5H,
M, 4-Ph); ~8,0 u~8,2 (2H, yir. c u ym. ¢, 3-CONH2); 8,70 (0,4H, yur. ¢, N'H); 10,32 M. a. (0,6H, ym.
¢, NH). Haitneno, %: C 60,29; H 6,26; N 15,73; § 9,03. Ci1sH2oN402S. Beraucneno, %: C 60,31;
H 6,19; N 15,63; S 8,94.

B. Pacteopsot 0,27 r (1 MMOsis) coepuuerus V B 5 M stasona u godasnsror 0,15 mut (1,5 Mmoims)
THIEPUAYHEA. BHIKPUCTAINTHM30BABIIMICH TPOAYKT OTGHHIBTPOBBIBAIOT U IIPOMBIBAIOT 2 MJ XOJONHOTO
sranona. Iomy9awt 0,29 r (82%,) coepumenns IV, Tny 182...184°C.

5-Kapbamora-6-mMepranto-4-(henun-3-maano-3,4-qurunponepuran-2 (LH) -ox (V). Pacrsops-
10T npu Harpesanuu 0,72 r (2 mMous) TronsTa IV B 4 Mir yKCycHO#M XucHoTeL ¥ 6 M stagona. [ipu
TIEPEMEITHMBAHUY IIOCTENEHHO 100aBasroT 20 MJI BOZBL ¥ uepes 1 ¥ OTaenstoT 00pasoBasmmics OCaAN0K,
KOTODbI¥ IMPOMBIBAIOT 5 M stasona u 20 mur somel. Dlomyuaror 0,45 r (829%) coemumenus V. Tox
131...133°C. ¥IK cmextp: 1676, 1724 (C=0), 2260, 2272 (C=N), 3186, 3368, 3460, 3500 ot (NH,
NHz, OH). Crextp IIMP: 3,8...4,51u 5,0...5,6 (~3H, 3-H, 4-H u 5-H tayromepos A, B, Bu T, yuc-un
mpaHc-u3oMepoR); 6,9...7,7 (7TH, 4-Ph u 3-CONH>); 8,04, 8,3, 9,5, 10,73 u 11,68 M. x. ( 1H, ym. c,
NH, OH, SH). Haitneno, %: C 56,84; H 4,03; N 15,20; S 11,56. C13H11N302S. Beraucaeno, %:

C 57,13; H4,06; N 15,37; S 11,73.

5-Kapbamonn-6-meriimno-4-denun-3-nuago-3,4-yurunponupunus-2 (1 H)-on (VIa). Cmecs
0,72 1 (2 mmous) THOATa IV M 0,62 Mt (10 MMoOuB) HOmHCcTOro MeTva B 30 M1 5Tanona HarpesaroT 10
MMH Ha BOASHO# Gare, ropsueit GuisTpyroT u oxmaxnar 1o 5°C. O6pasosasmuiics 0cafox OThUIBT-
POBBIBAOT, MPOMBIBAIOT 10 M1 OXJIAXNEHHOr0 3Tanona u 20 i soxsl. Iloxygaror 0,37 r (64%) coemu-
merud VIa. Ton 193...195°C. UK cmextp: 1648, 1708 (C=0); 2256 (C=N), 3200, 3344, 3420, 3452,
3500, 3576 et (NH, NHz). Cnextp IIMP: 2,36 (3H, ¢, SCH3); 4,46 (1H, 1, J = 6,5 ', 4-H); 4,92
(H, x, J=6,5Tu, 3-H); 7,1...7,4 (TH, 4-Ph u 3-CONH2); 10,20 m. 1. (1H, ¢, NH). Hafigeno, % :
C 56,51; H4,81; N 13,98; S 10,66. C14H13N302S . 0,5 H20. Beuucieno, %: C 56,74; H 4,76; N 14,18;
S10,82.

5-K ap6amonn-6-xapOaMonaMeTiITHO-4-hermn-3-nuano-3,4- gurugponupunus-2 (1H) -or
(VID). Cmecs 0,72 r (2 Mmosis) THonaTa IV u 0,41 r (2,2 Mmosip) noganeramuna 8 20 M stanona 10 mus
HATPERAIOT Ha BOALHOM 0aHe, ropsueidl GuuisTpyroT u oxuaxgarot 1o 5°C. O6pasopaBuiviics 0cazox
0TI TPOBBIBAIOT, TIPOMBIBAIOT 5 M1 3Tamosa ¥ 20 M sogst. ITomyuaror 0,46 © (70%) coepusenus VIG.
Tz 183...185°C. UK cmektp: 1638, 1650, 1714 (C=0); 2260 (C =N); 3220, 3346, 3346, 3358 oMt
(NH, NH2). Cuextp IIMP: 3,40 u 3,68 (2H, x u 1, J=15T'n, SCH2); 4,52 (AH, x, J = 6,2 ', 4-H);
4,90 (1H, 7, J = 6,2 'y, 3-H); 7,0..7,5 (TH, 4-Ph un 3-CONH2); 7,65 n 7,98 (2H, 2 ym. c,
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SCH2CONID); 11,40 m. 1. (1H, ¢, NH) . Haiineno, %: C54,34; H4,28; N 16,82; $9,66. C15H14N403S.
Brerumcaeno, %: C54,53; H 4,27; N 16,96; $9,71.
5-Kapbamoni-4-(heHui-3-IHaso-2-9TOKCEK apGorm iMeTANTA0-3,4- turaaporapunzs-2 {1 H) -ox

{Vir). Ioxyuen u3 cMecu 2 MMOJTH THOASTA IV ¥ 2,2 MMOIH STUIGDOMALIETATA AHAJOTHYHO IMDUME-
Z(1H)-ony VIG. Boxon 0,56 r (78%). Tox 194...196°C. KK cmextp: 1654, 1700, 1722 (C=0); 2258
(CEN);3196,3300,3366,3432(:M'l (NH, NH3). Cmektp IIMP: 1,19 (3H, 7, CH2CH?3); 3,86 (0,6H, z,
J~2Txn, 3-H); 3,9...4,4 (4H, SCH2 u CH2CH3); 4,50 (0,6H, x, 7 ~2 T, 4-H); 4,52 (0,4H, 1, J=6,5
T'u, 4-H'); 4,78 (0,4H, x, J = 6,5 ', 3-H'); 7,1...7,6 (7TH, 4-Ph u CONH2); 10,34 (0,4H, ¢, N'H);
10,40 M. 1. (0,6H, ¢, NH). Hasineno, %:C56,73; H4,75; N 11,68; S 8,93. C17H17N304S. Boraucueno,
%: C56,81; H 4,77; N 11,69; S 8,92. '
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