CHUHTE3 1 T'ETEPOLUKJIN3ALIUA
B-N-(METAKPUJIOUJITUOKAPBAMOUWI)U30OHUKOTUHT UAPA3ZUIA

Kawuesbie cioBa: 5,6-muruapo-1,3-tua3zun-4-oH, METaKpWIOWITHOCEMHUKAPOA3Ul W30HHUKOTHHOBOW KHCIIOTHI,
BHYTPHUMOJICKYIIIPHAS TETCPOIMKIU3AIIHS.

HecMmotpst Ha 6OJBIION acCCOPTHUMEHT MCIONB3YEMBIX B KIIMHUKE TyOep-Kylie3a JeKapCTBEHHBIX CPEJICTB,
runpasug n3oHukotuHoBor kucinoTel (TMHK) 1 B HacTosiiee BpeMsi 3aHMMaeT Beyllee MECTO B JICUCHHU
pasnuuHBIX GopM TyOepkyne3a. Ha ero ocHOBe CHHTE3MPOBAHO MHOXECTBO PAa3IWYHBIX MPOWU3-BOJHBIX C
HIMPOKON  BapWamueldl MPOTHBOTYOEPKYJIE3HOH AaKTUBHOCTH M TOKCHY-HOCTH coemuHeHmid [1-3].
Moaudukanusi U3BECTHBIX NPOTUBOTYOEPKYJIE3HBIX TPENapaToB M K HACTOSIIIEMY BPEMEHH HE MOTepsiia
CBOI0 aKTyaJbHOCTb, TaK Kak SBIISETCS OJHWUM M3 OCHOBHBIX IyTEH TMONyYeHHs Ha MX OCHOBE HOBBIX
JIEKapCTBEHHBIX CPEACTB [4].

C »oTOH 1enblo, M3BECTHBIM  HM30THOLMAHATHBIM  CIIOCOOOM,  B3aUMOJICH-CTBHEM  THpasuja
M30HUKOTHHOBOH KuCIOTH (1) ¢ MeTakpwionnu3oTHonna-HaToM (2), MOJydeHHBIM iN Situ HarpeBaHHeM
metakprmonxiopuna ¢ KSCN B cpeze areTona, ObUTO MOMYYEHO COOTBETCTBYIOIIEE THOCEMHKAPOA3UIHOE
MIPOU3BOAHOE 3.
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Coenunenue 3 oopazyercs npu 3040 °C B cpene 2-nponanoina unu sraHona. [lpu yBennuenun
MIPOIOJKUTENBHOCTH Peakyy /10 16 4 ¥ MOBBIIIEHUH TeMITEpaTypbl peakironHou cmecu 10 70 °C, Obi1
BBIJICJICH TIPOJIYKT €r0 BHYTPU-MOJICKYIISIPHO# TeTeporukim3ami — [3-N-(5-metmin-4-okco-5,6-auruapo-4H-
1,3-Tra3uH-2-un)U30HUKOTUHTH a3 (4), 00pa3yrolIniics TI0 He OIMCAHHON paHee B IUTEpaType cXxeMe
noy4eHus: 1,3-THa3MHOBBIX POU3BOIHBIX.



Huxnuzanus coeauHenus 3 B 5,6-muruapo-1,3-thasud-4-oH 4, BHUAMMO, MPOMCXOIUT IOCPEICTBOM
BHYTPHUMOJICKYJIIPHOW HYKIICOPHUIBHOW aTakd aToMa Cepbl B THOJLHON (hOopMe MO BIEKTPOHO-IePUIMTHOMY
aToMy yriepoja npu HeHacelmeHHoH cBsa3u C=C. Obpa3zoBanue 5,6-auruapo-1,3-tnasun-4-ona 4 gokazaHo
OTCyTCTBUEM B cnekrpe SMP '"H KOHIIEBBIX METHICHOBBIX nporoHoB =CH,, mposBistonmxcs ais
coeqHEHMsI 3 ByMs nyOneramu mpH 5.73 u 6.02 M. 1., a Takke CHHIIIeTa aMHIHOTO mpoToHa N-H mpu
12.15 M. g., ygacTByIOIero B HEOOXOAMMON MPH MHUKIM3AaWNA THOHTHOIBHOHN meperpymn-nupoBke. Kpome
TOro, B crekrpe SAMP 'H coennnenus 4 MPOUCXOUT paclie-TUICHUE METHIBHBIX poToHoB CH3 Ha myOner,
CBUJIETENBCTBYIONIEe 00 WX B3aMMOJIEHCTBHH C METHHOBHIM IpoToHOM CH THasmHOBOTO KONBIA, MOSBIIS-
IOTCS CHTHAJIBI METHHOBOTO W METWJICHOBHIX NMPOTOHOB B BHJIE MYJNBTUIUIETA M AyOiieTa MyOJNEeTOB, TaKKe
CBUJICTEILCTBYIOIIUE B MOJIb3Y 00pa30BaHuUs COSAU-HEHUS 4 TI0 OMMCAaHHOMW BhIIIE CXeME ITUKIIN3alliH.

UK crexTpsl cHuManu Ha criektpomerpe AVATAR-320 (tabmerku KBr), crextpsr SIMP 'H — ma ciextpomerpe
Bruker DRX500 (500 MTI') 8 IMCO-dg, BHyTpennwmii cranmapt TMC.

B-N-(Merakpuaonaruokapéamomwn)usonukoruaruapasua (3). K cycmemsum 6.58 v (0.05 monp) runpasuna
W30HUKOTHHOBOM KHCIOTHI B 30 M aOCoMOTHOTO 2-TIpomaHoyia JO0aBIIOT 1O KaIUlIM aleTOHOBBIN pacTBOp
METaKpHIOMIN30THOIINAHATA, TTOTYIeHHbIH 2-9acoBbM kumistaeHHeM 5.33 T (0.051 mMomnp) Metakpmiomxiopuaa u 4.95 r
(0.051 M) KSCN. ITepememmBarot 3 u nipu 40 °C, 0XJTaKIar0T, KPUCTATUTMIECKHIA 0CaT0K OTQHIBTPOBBIBAOT. [lomyuatoT
6.96 r (53 %) cnerka >KenTOBaTOr0 KpUCTALTHYECKOro BemiecTBa ¢ T. i 172-173 °C (2-nponanoi—/IM®DA, 4:1). UK
criexTp, v, e : 3232 (NH), 1681 (C=0), 1629 (C=C), 1561, 1482 (NC=S), 1312, 1185 (C-N). Cnextp SIMP ‘H, 5, m. 1.
(J, Tm): 1.95 (3H, ¢, CHy); 5.73 (1H, o, J = 1.5, C=H,); 6.02 (1H, 1, J = 1.5, C=Hy); 7.80 (2H, 1, J = 6.0, B-Py); 8.79 (2H,
1, J = 6.0, a-Py); 11.29 (1H, ¢, H-NHNC=0); 11.37 (1H, ¢, H-NHNC=0); 12.15 (1H, ¢, C(O)H-N-C=S). Haiineno, %:
C50.31; H4.79; N 21.44. Cy;H1,N,O,S. Beruncneno, %: C 49.99; H 4.58; N 21.20.

B-N-(5-Metua-4-oxco-5,6-muruapo-4H-1,3-Tua3un-2-mii) H30HHKOTHHT WAPA3H] 4). CycneHsuro 1.32r
(5 mmonb) coemunenust 3 B 20 M1 2-npomnaHona nepemernuBator npu temmneparype 70 °C B Teuenue 16 4 u mocrne
OXJIXICHUS pa30aBILsIOT BOAOH. Brimas-mmii ocanok ordmistpoBeBatoT. [lomydaror 0.85 1 (65%) mpoaykra 4 ¢ T. 1L
179-180°C (2-npomanon). UK crmektp, v, cMm = 2971 (NH), 1706 (-C=0), 1646 (-C=0,,,,,), 1576 (C=N), 1300 (C-N).
Crnextp SIMP 'H, 8, . 1. (J, T'm): 1.21 (3H, 1, J = 6.9, CHCHs); 2.81 (1H, M, CHCH3); 3.02, 3.16 2H, 1. 1. 1, J = 10.1,J =
4.1, S-CH,Hy); 7.74 (2H, 1, J = 6.0, B-Py); 8.74 (2H, 1, J = 6.0, a-Py); 10.92 (1H, ¢, HNH-NC=0); 11.20 (1H, c, H-
NHNC=0). Haiineno, %: C 50.17; H 4.71; N 21.39. C1;H,N,40,S. Berancieno, %: C 49.99; H 4.58; N 21.20.
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