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CHHTE3 U TPEBPAILEHUS
(6-METHJI-2-METHJICY Tb®AHMNJI-4-OKCO-3,4-TATAIPO-
3-IMAPUMUIUHAT)ALETUIAZHIA

HurposupoBanuem ruzpaszuna (6-MeTHI-2-MeTHICYIIb()aHuI-4-0KC0-3,4-TUruApo-3-MUpUMH-
JIMHIIT)YKCYCHON KHCIIOTHI HUTPUTOM HaTpUs B KHCIIOW Cpefe CHHTE3HPOBAaH COOTBETCTBYIOMINI
asun. B3amMopelicTBieM HOCIETHEro CO CIMpTaMy WM (EHOJIaMH IOJTydYeHBI KapOaMarsl, a C
aMHHaMH — KapOaMuIbL.

Ki1roueBble c10Ba: amumasuisl, THAPa3Ubl, KapOamMaTsl, KapOaMuIbl, TUPUMUINHEL

Panee mamMu ObUT CHHTE3WPOBAH THIPa3H[ (6-METHII-2-METHICYIbhaHuI-4-
0KCO-3,4-TuTruIpo-3-MUPUMUANHIUT) yKCycHOU KucnoThl (1) [1], m3ydeHsl ero
BHYTPHUMOJIEKYJISIpHAs nuKim3anus [2], B3aumoneiicteue ¢ C-amekTpodunaMu
[3, 4], cuHTE3UpOBaHBI BEIIECTBA, MPOSBIAIONINE KapaAHOTOHHWUYECKoe [3] u
MIPOTHBOBOCTIATIUTENbHOE NekicTBre [4]. OgHaKO 3TH WCCIACAOBAHMS NajleKo HE
HCYEPIBIBAIOT CHHTETHYCCKHE BO3MOXKHOCTH JAHHOTO COEAMHEHHS. Tak Kak
HUTPO3UPOBAHKE AlWIITHIPA3HHOB HUTPUTOM HATPHSI WM KM B KHCION
cpene SBISIETCS OOHUM W3 CIOCOOOB cuwHTE3a ammiazuaoB [5—10], mpencras-
JISIOIIMX UHTEPEC KaK PeakMOHHOCIIOCOOHBIE TPOMEKYTOUHBIE BEIISCTBA IS
CHHTE3a pa3HOOOPa3HBIX COCTUHEHUI, Mbl CUMTANN IIEJIeCO00pa3HbIM MpHME-
HUTb 3TOT METOJ JUIS MOJydeHHUs (6-MeTHII-2-MEeTHICYIb(paHmiI-4-0kco-3,4-
TUTHAPO-3-TIMPUMUATUHIN )alleTiiIa3uaa (2a) ¥ U3YIUTh HEKOTOPHBIE €ro Ipe-
BpaIeHusI.
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Aszuj 2a moNydeH HUTPO3WPOBaHHEM Truipa3ujga 1 HUTPUTOM HATpHS TPU
0-5 °C B 50% ykcycHo# kucnore (Meronuka A) uii B pa30aBICHHON CONSTHOM
kuciore (Meromuka b). IlpuMeHeHHWe CONSHOW KHCIOTHI (MeTomuka b)
MIPUBOANT HAPSIAY C IEIEBBIM COCIUMHEHUEM 2a K 00pa30BaHUIO M HEOOIBITOTO
konmmdecTBa asmma 2b. B »ToM cimydae Oosiee CHIIBHAs 1O CPaBHCHHUIO C
YKCYCHOM COJISTHasi KHCJI0Ta, MTO-BUINMOMY, CIIOCOOCTBYET pa3phiBy cBsizu C—S,
9TO OBLIO 3aMEUEHO HaMHu U paHee [1].

[eperpynmmupoBky Kypimyca mpoBOIMIN KHISYEHHEM a3uja 2a B abco-
moTHOM OeH3one. OHAaKO U30IMAHAT A B WHIMBUAYATLHOM BHJIE TIONYYUTh HE
yaJ0Ch, MO-BUINMOMY, M3-32 €r0 CKJIOHHOCTH K moymMmepu3aiuu. [leperpyn-
nupoBka Kyprmyca a3una 2a Obuta HCIONB30BaHA JIISL TIOJTYYEHUS TIPOU3BOJI-
HBIX H30IMaHaTa A — KapOamaToB 3 1 kapOaMuoB 4.

[Ipu xurnssaennn aszuga 2a ¢ abCOTIOTHBRIM METAaHOJIOM M TaHOJIOM 00pa3o-
BaJIHCh KapOamartsl 3a,b, a ¢ peHonom u 4-xy10pdeHosIoM B aOCOIIOTHOM OCH-
3o07e — kapbamatsl 3¢,d. Kapbamumer 4a—d BBIACIICHBI ITOCIIE KATITYCHUS a3ua
2a B TeueHne 4 9 B aOCOMIOTHOM OEH30JIe M TOOABICHHS K pacTBOpY 00pazo-
BaBIIIETOCS in Sifu W30IMaHAaTa A COOTBETCTBYMOIIEro amuHa. Clemyer oTMe-
THUTh, YTO, B TPOTHUBOIOJIOKHOCTh WX HYKJICO(DMIBHOCTH, OyTHII- U OCH3MI-
aMUHBI 00pa3yroT kapbamuasl 4a,b cpasy mocie 1o0aBiIeHUS aMUHA, a JTUTIPO-
muIaMAH 1 MOpQOJHH 00pa3yroT kapbamumbl 4¢,d mociae KUISTICHHUS peak-
LIMOHHOM CMecH B TeUeHHeE 2 4.

Tadonuma 1

XapakTepUCTHKH CHHTe3UPOBAHHBIX coelMHenuii 3, 4

Haiineno, %
Coenu- Bpyrro- Bsraucneno, % T. ., °C Brxoz,
HEHHe ¢dopmyna %

C H N

3a CoHi3N303S 44.62 5.26 17.25 124-126 69
44.43 5.35 17.27

3b C1oH5N303S 50.01 597 17.57 96-97 55
49.72 6.26 17.41

3¢ C14H;5sN303S 55.35 4.67 13.87 132-134 84
55.07 4.95 13.76

3d C14H14CIN;03S 49.74 3.86 12.51 141-142 84
49.49 4.15 12.36

4a C12H20N40,S 50.86 6.74 19.78 154-157 52
50.68 7.09 19.73

4b C15H1sN4O2S 56.77 5.52 17.61 161-163 49
56.59 5.70 17.60

4c C14H24N4O,S 54.12 1.75 17.99 97-98 76
53.82 7.74 17.93

4d C12H1sN4O3S 48.10 6.28 18.86 190-192 44
48.31 6.08 18.78
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Tabnuma 2

Jannvie UK u SAIMP "H CIIEKTPOB coeiMHeHui 3, 4

Coeu- UK criekp, V, cM ! Crnextp SIMP 'H (CDCl3), 8, m. 1. (J, T'r)
HEHHE

3a 3284 (NH); 2.23 (3H, ¢, CH3); 2.58 (3H, ¢, SCHs); 3.71 (3H, ¢, OCHs); 5.40
1733 (C=0); (2H, 1,J =7, NCH,); 6.03 (1H, ¢, CH); 5.94-6.28 (1H, M, NH)*
1678 (C(4=0)

3b 3299 (NH); 1.24 (3H, 1, J = 7, CH3); 2.23 (3H, ¢, CH3); 2.58 (3H, ¢, SCH3);
1720 (C=0); 4.15 (2H, x, J=7, OCHy); 5.38 (2H, 1, J =8, NCH,); 6.05 (1H,
1649 (C4=0) ¢, CH); 5.92-6.23 (1H, v, NH)*

3¢ 3205 (NH); 2.25 (3H, ¢, CHs); 2.57 (3H, ¢, SCH;); 5.51 (2H, 1, J = 8, NCH,);
1745 (C=0); 6.08 (1H, ¢, CH); 6.29-6.77 (1H, m, NH); 7.00-7.46 (5H, m,
1657 (C(4):O) HapOM)

3d 3267 (NH); 2.25 (3H, ¢, CH3); 2.57 (3H, ¢, SCH3); 5.49 (2H, n, J = 8, NCH>);
1747 (C=0); 6.07 (1H, ¢, CH); 6.44-6.77 (1H, m, NH); 7.08 (2H, 1, J = 10,
1674 (C4=0O) Hapow); 7.31 (2H, 1, J = 10, Hapow)

4a 3329 (NH); 0.77-1.06 (3H, M, CH3); 1.15-1.67 (4H, m, CH,); 2.22 (3H, c,
1695 (C=0); CHs); 2.57 (3H, ¢, SCH3); 3.17 2H, &, J = 7, NHCH,); 5.4 (2H, 1,
1627 (Cy=0) J=8,NCH,); 6.02 (1H, ¢, CH); 6.12—6.49 (2H, m, NH)

4b 3323 (NH); 2.14 (3H, ¢, CHs); 2.56 (3H, c, SCH); 4.38 (H, n, J = 7,
1695 (C=0); NHCHo»); 5.43 (2H, 1, J = 8, NCH>); 5.65 (1H, ¢, CH); 6.46—6.83
1625 (C(4):O) (2H, M, NH); 7.12=7.42 (SH, M, Hapom)

4c 3364 (NH); 0.86 (6H, T, J =8, CH3); 1.50 (4H, x, J =8, CHy); 2.21 (3H, c,
1687 (C=0); CH3); 2.54 (3H, ¢, SCH3); 3.13 (4H, k, J = 8§, NHCH»); 5.45 (2H,
1638 (C4=0) 1,J=8,NCHy); 6.01 (1H, ¢, CH); 5.80-6.17 (2H, m, NH)*

4d 1685 (C=0); 223 (3H, ¢, CHs); 2.58 (3H, c, SCH:); 3.18-3.47 (4H, m,
1645 (C4y=0) N(CHa),); 3.53-3.78 (4H, M, O(CH,),); 5.49 (2H, 1, J = 8, NCH,);

6.02 (1H, ¢, CH); 5.92-6.38 (1H, M, NH)*

* CurHaj nepeKkphIBacTCsl CHHIIIETOM mpoToHa rpymmnsl CH.

UK cnektp asuna 2b copepxkut noaocsl nakrama rpynn Cu)=0 mpu 1634 u
C=0O mpu 1741 cM ', xapakTepusie i yparmios [11, 12], a YK crekTps
coenuHeHnii 2a, 3 u 4 cozxepxar mnonocy nakrama rpymnsl Cu)=O npu
16251678 cM', XapakTepHYIO I N(3)-3aMELICHHBIX 2-aJKHITHOIHPHMHU-
nuHoHOB-4 [13, 14]. B UK cmekTpax a3umoB 2a,b moioca moTJIOMICHUS TPYIITHI
N; nexur B obmacta 2150-2154, a rpynmsr C=O anerima — B obmacta 1716 e
B UK cnekrpax xapbamartoB 3 m KapOaMuII0B 4 TOJIOCHI MOTJIOMICHUS TPYIIT
C=0 nexar B obmactu 1720—-1747 u 1685-1695, a rpynn NH — B oGnactu
3205-3299 u 3323-3364 cM ' COOTBETCTBEHHO.

B crekrpax IMP 'H kap6amatos 3 u kap6amumoB 4 HapsiIy ¢ CHTHATAMH
IPYTUX TIPOTOHOB MPHUCYTCTBYIOT IyOmersl mpoToHoB Tpymn NCH, mpu
5.38-5.51 M. 1. u myaTHIUIETH poTOHOB Tpynn NH B o61actu 5.80—6.83 M. 1.

N3yuenune mpoTHBOBOCTIANMTENHLHOM akTUBHOCTH (3. Y ApeHalite, Meauiina-
ckuil (axkyabTeT BHIBHIOCCKOTO YHHBEPCHTETA) IOKa3ayo, YTo KapOamusl 4
MTOJIaBIISIOT BOCTIATUTENBHBIN ITPOLIECC B TAKOM YK€ CTETICHH, KaK U alleTHIICAIIN-
LMJIOBask KACJIOTA.
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SKCIIEPUMEHTAJIBHAA YACTb

KoHTpomp 3a X0IOM peaknuy ¥ YHUCTOTOH COENMHEHUH NpoBoawmIM Ha miactuHkax Silufol
UV-254. Crekrpsl SIMP 'H samuceiBamu Ha mpuGope Tesla BS-587A (80 MIm) B CDCls,
BHyTpenHuii cranmapt TMC. UK crnextps! cauManu Ha cnekrpoMerpe Perkin—Elmer Bx FT-IR
B Ba3€JINHOBOM Maclie.

OCHOBHBIC XapaKTEPUCTHKU COSTMHCHUI 3, 4 puBeieHs! B Ta0I. 1, 2.

Cunres coennnenus 1 onmcan B padore [1].

(6-Metna-2-meTnicyabganuni-4-0kco-3,4-TuruApo-3-nupuMuIMHII)- 1 (6-MeTui-2,4-1u-
okco-1,2,3,4-TeTparnipo-3-nupuMIIMHII)aneTIIIa3uAbI (2a,b). A. Pacteop 1.14 r (5 mMmonb)
ruppasuga 1 B 40 mun 50% CH;COOH oxnmaxpaior no 0-5 °C M Ipu HMHTEHCHBHOM
NepeMenInBaHiy MpuOaBisIoT Mo KamisiM pactBop 0.4 T (5.8 mmons) NaNO, B 1 mit H,O ¢ takoit
CKOPOCTBIO, YTOOBI TEMIIEpaTypa PeakIMOHHOI cMecH He npesbicuia 5 °C. PeakimonHyro cMech
NIepeMeInBaloT IpH TOH ke Temneparype 1 4 30 MuH, 0Camok OT(HHIBTPOBBIBAIOT, a QHIBTPAT
IKCTparupyoT 3¢upom. JkcTpakT npombiBaroT H,O, cymar Na,SO,, pacTBOpPUTENh yIIApUBAOT.
Monyuator 0.64 1 (53.6 %) coenunenust 2a. T. mi. 83—-84 °C (u3 rekcana). MK cnextp (KBr),
Vv, eM 't 1690 (C4=0), 1716 (C=0), 2154 (N;). Cnexrp IMP 'H (CDCly), &, m. x.: 2.25 (3H, c,
CH3); 2.58 (3H, ¢, SCH;); 4.82 (2H, ¢, NCH,); 6.09 (1H, c, CH). Haiineno, %: C 40.43; H 3.64;
N 29.12. CgHgN;s0O,S. Boruucneno, %: C 40.16; H 3.79; N 29.27.

b. K cycniensnn 1.14 r (5 mmons) ruapazuna 1 B 15 M H,O npubasmsior 4 min xonn. HCI,
oxnaxzaaor 10 0—5 °C v mpu MHTEHCHBHOM IepeMellnBaHuM NpubaBisiioT pactBop 1.04 r
(15 mmonp) NaNO, B 1.3 mi1 H,O ¢ Takoii cKopocTbio, 4TOOBI TEMIIEpaTypa pPEakMOHHOW cMecH
He npeBbiciia 5 °C. PeakIMOHHYIO CMeCh NEpeMEIINBAIOT IIPH TOU ke Temmeparype 15 muH,
0caok oT(GUWILTPOBBIBAIOT, MpoMbIBaloT H,O u BeIcymmBaoT B BakyyM-3kcukarope Hax Na,SO,.
IMosyuator 0.72 r (60%) coenunenust 2a. U3 ¢uubrpara, ocraBnenHoro Ha 2 4 mpu 5 °C,
BBINA/IaeT 0CAJI0K, KOTOPBIl OTQMIBTPOBBIBAIOT, NPOoMbIBalOT HyO M BBICYIIMBAIOT B BaKyyM-
skcukarope Haj Na,SO,. ITomygatot 0.05 r (5%) coemunenus 2b. T. . 135-137 °C. UK cnektp,
v, em 't 1634 (C4=0), 1716 (C=0), 1741 (C»=0), 2150 (N;). Cnexrp SIMP 'H (CDCly),
o, M. 1.: 2.18 (3H, ¢, CHj); 4.65 (2H, ¢, NCHy); 5.64 (1H, ¢, CH); 10.17 (1H, ¢, NH). Haii-
neHo, %: C 40.53; H 3.57; N 33.62. C;H;N;50;. Beruucneno, %: C 40.19; H 3.37; N 33.48.

Metni- u 3THI-(6-MeTHII-2-MeTHIICYIb(anuiI-4-0kco-3,4-1Mruapo-3-nupUMHIUHUI)Me-
THakap6amatel (3a,b). PactBop 1.2 v (5 MMomnb) a3uga 2a B 5 M1 aOCOTIOTHOTO METaHOJA
(B cimydae 3a) winm draHona (B ciaydae 3b) xumatsat 7 4. M30BITOK pacTBOpPHUTENS yNapHBaIoOT,
OCTaTOK INEPEKPUCTAIUIN30BBIBAIOT U3 BOJBL.

(6-Metn-2-mernicynbganni-4-okco-3,4-1uruapo-3-nupumMuauanI)pesnn- u 4-xJjop-
¢pennamermikapdamatel (3¢,d). K pactBopy 1.2 r (5 Mmous) a3uga 2a B 10 M abcomoTHOTO
OeH30/1a TPHOABIAIOT 5 MMOJIb COOTBETCTBYIOHIETO ()eHONA M KHIATAT 5 4. PacTtBopuTens
YIIApUBAIOT, OCTAaTOK pPAcCTHUPAIOT C OKTaHOM, OCAaJOK OT(WIBTPOBBIBAIOT M IEPEKPUCTAIIIH-
30BBIBAIOT U3 CMECH OKTaH-2-Tpomanol, 5:1 (coemunenue 3¢) mwin okrana (coequnenue 3d).

3-Byruiaamuno- u 3-6eH3niaMuHO-1-(6-MeTHII-2-MeTHIICYIb(PaHUI-4-0KC0-3,4-TUTHAPO-
3-nupuvMuauHUI)MeTHIIKap6amuabl (4a,b). Pacteop 1.2 r (5 mmomp) asmma 2a B 20 M
a0CcOoMOTHOTO OEH3071a KUMATAT 4 4 U MPHOABISIOT 5.2 MMOJIb COOTBETCTBYIOIIEro amuHa. Cpasy
BBINIAJIAET OCAIOK, KOTOPBIM, MOCIE OXJIAKACHUS PEAKIMOHHOM CMecH, OT(QHIBTPOBHIBAIOT
MIePEKPHCTALIM30BEIBAIOT U3 OEH30Ia.

3-lunponnnamuno- u 3-mopdoanHoaMuHo-1-(6-MeTHI-2-MeTHICYIbaHNI-4-0KCO-3,4-
AUTHAPO-3-MUPUMHUANHUI)MeTHIKapoamMuabl (4¢,d). PactBop 1.2 r (5 mMmomb) asunma 2a B
20 M1 abcomroTHOTO OeH30J1a KUIATAT 4 4, IPUOABIIAIOT 5.2 MMOJIb COOTBETCTBYIONIETO aMUHA 1
KHAIATAT eme 2 4. PacTBop ymapuBaioT [0 MOJOBHHBI 00BEMa, OXJIAXKAAIOT, BBIIABIINN OCalOK
OT(UIBTPOBBIBAIOT M NEPEKPUCTALIN3OBBIBAIOT U3 TeKcaHa (coeauHeHHe 4¢) WIM MeTaHoJIa
(coemuuenue 4d).
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