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C. I'. KpusoxoariCko, B. L. Jdguenko, B. II. Jiursunos

HOBBIE METOJbI CHHTE3A AJIKHMJI3AMEIIEHHBIX
6-0KCO-3-IMAHO-1,4,5,6-TETPATAPOIIIPHIWH-2-THOJIATOB
H HUX [TPOU3BOIHDBIX

IIpu koupencanmu GopM- MIM AUETATLAETHIOE C UAHOTUOALETAMUMAOM ¥ UAHO~
YKCYCHBIM 3(OHPOM B IPUCYTCTBMY OPraHMYIeCKHX OCHOBAHUET DOy YeHb] 6-0KC0-3,5-au-
nuano-4-R-1,4,5,6-rerparunponupunus-2-tuonatsl (R =H, CH3), ucroonbs30BaHibIe B
CHHTE3e 3aMEIEHHbIX 2-aJIKMITHONUPHUIOHOB ¥ THeHO [2,3-5] nupugona.

Hamu npepmoxedsl yRoOHBIE METOB CHHTE3a ANKWI3AMEIIEHHHX 6-0KCOo-3-
muano-1,4,5,6-TeTparuAponuprNuE-2-THOIATOR, 3aKTI0YAIOMMECT B KOHICHCA-
oM anudaTAYECKTX ANBIETAIO0B ¢ MUAHOTHO0ANSTaAMALOM U KUCIIOToi Mengpyma
{1] = s3auMonmeiicTBum STHIKPOTOHATOB C pmWaHoTHoaumeramunoM [2] B
npacytcreEd  N-metwamopdonmaa. C yuetoM OHOSOTHYECKON 3HAUMMOCTH
nHAROIMPHACEOB [3 ] paspaCoTansl HOBHE CHOCOOH WX MOIYUYCHWS M IIOKA3aHO,
yTO peaxmusa dopMameaernza | ¢ mmaHoTHoareTaMunoM Il m OHaHOYKCYCHEIM
opupom III B OpHCYTCTBMM DOWIEPHAWHA HPOTEKAET C O0pasoBaHHMEM
3aMEMEHHOro TerparmaponupunmeTroaata 1V. Ilocmemmmit B pesynbrare
00paboTKH SKBUMONSPHEIME KommuecTBamu 6pomuna V w 109, BoxHOTO pactsopa
KOH rtparchopmupyercd B coenureare VI, KOTOpOe B YCAOBAIX PEAKIIWH JIETKO
OUKIE3YETCS B 3aMENIeHHBI THEHOMUpHIoH VII.
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[Tpu xoExReucanmu aneransaeruya VIII ¢ METHICHAKTHBHRIMYA COSRMHCHAIME
I # III ® opmcyrcremm  N-merwimopdonmaa wnoayueH Tmonat IX,
CyImecTByIoImii, mo paHEEM coektpa IIMP, B BmHae cMecm uuc- #
mpanc-u3oMepos A 1 B B cootnHomenmm 1 : 1, uTO cormacyercd C HABHBIMEA
JIATEPATYPHL IO €70 M30CTPYKTYPHBRIM aHamoraMm [4 1.

Tax, B comm IX curHaaE ODPOTOHOBR METWIBGHOM IPYIIIEI, CBA3aHHOM C ATOMOM
C(4) TeTparuApomUpHARHOBOTO Apa, IPOIBISIOTCA B BUACS NBYX AYO/IETOR PABHOM
FHTEHCUBHOCTA B 0Omacru 1,05 m 1,17 M. m., a cumrman nporoma C)H
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PETuCTPUPYETCH B BHAE OBYX NyOnetos B oGnactax 4,28 Gr=1,5Tm = 3,90 m. 1.
(3.7 = 3 T'm). Ilpu oroM 3HaueHwWe GOMBmENl KOHCTAHTH CIMH-CHAHOBOTO
B3aMMOACHCTBHS, BEPOSTHO, IPUHAUVIEXUT yuc-nsoMepy I1XA, a mempmel —
mparnc-m3omepy 1IXB [5].

llpm anxwmmupoBanww comw IX MerwioBeM 3(HPOM MOHOXIOPYKCYCHOMN
xucioTe Xa wia 4-OpoM-a-xsopaneraamwmunoM X0 coornomenme yuc(XIA)- m
mparnc(X1B)-cTepeon3oMEpPOR B TPOXYKTAX peaKnwmW coxpaHsgerca. Tak, B
cekrpax [IMP nonyuennmx cymbdmmos Xla,0 comepXaTcsd pasBHOMHATEHCHBHEE
cargans nporonos rpymmsl C¢4)CH3 B supe nybaeros B obsacrax 1,30...1,32 u
1,15..1,16 M. n. m mporoma C)H B Bupe nybneros mpu 4,30...4,33 u
4,60...4,63 M. 1. ¢ KCCB 3 m 1,5 I'm cOOTBETCTBEHHO.

Taxmm 00pasoM, KOHAECHCAES ANETAIBICTHAZ C HUAHOTHOANETAMANOM ¥
HUAHOYKCYCHBM 3(DWPOM B IPHCYTCTBAH OCHOBAHUS IIPOTEKAET HECTEPEOCEIEK-
TABHO W HPUBOAUT X 00pasoBanuic 4-merma-6-oxco-3,5-gumuano-1,4,5,6-rerpa-
THAPONMDHAVH-2-THOIATA, HE NAKIWIYIOMErocs B YCIOBHAIX pCakOuyd B
COOTBETCTBYIOMIHY THECHONUPHACH.
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OKCIIEPYIMEHTAJIBHAS YACTD

Cnexrpst [IMP cuarer ua npubope Bruker WP-100 SY (100 MI'm) 8 IMCO-D¢ (sryTpermmmit
cragmapt TMC), UK coextpst — Ha crekrpodoromerpe MIKC-29 B BasemmosoM Macie. Korrponas 3a
XOOM PEAKIMM ¥ MEMBUITY AJIbHOCTEIO BEIECTS OCYIecTBIsUM ¢ noMosio TCX Ha mnactumkax Silufol
UV-254; smoenr anerod—rexcas (3 : 5).

6-0kco-3,5-numano-1,4,5,6-rerparaaponnpuans-2-1roxar manepuauaug (IV). K nepemenmv-
BaeMoit cmecu 1,38 mir (20 mmons) 409, pacrsopa dopmanspervza I s eoge, 2,00 r (20 MMoims) 1iuaHO-
THoaneramuna Il u 3 xanesns manepunvEa B 25 M ranona npu 20 °C pobasmszor 2,13 ma (20 Mmoms)
HMaHOyKCycHoro adupa (D) u 2,47 mu (25 Mmomm) nunepunusa. Yepes | u 06pasoBaBmuics 0CazOK
6esoro 1BeTa OTAMIBTPOBBIBAIOT M NPOMBIBAIOT aneToHoM. ITomyuaror 3,80 r (729%) comu IV, Tux
212...214 °C. VK coekrp: 3210 (NH), 2200, 2264 (CN), 1700 eM™! (C=0). Crextp TIMP: 1,58 (6H, M,
3CH2); 2,52 cu 2,60 1 (2H, C(4)H2); 3,00 (4H, M, CHaNCH2); 4,10 (1H, 1, C5HH); 9,23 M. 1. (1H,
ymr. ¢, NH). Hatneno, %: C 54,39; H 5,92; N 21,07; S 12,03. Ci2H1eN4OS. Beraucneno, %: C 54,52;
H6,10; N 21,19; $12,13.

3-AMuHO-2-(4-X10pOeH30ML) -5-1IHaH0-4,5,6, 7-TeTparuaporueno|2,3-b mupraaa-6-o8 (VID).
K pacteopy 2,64 r (10 mmoms) comm IV B 15 v JM®PA npu nepememmBanvum goGasnsor 2,34 ¢
(10 MmomB) 4-xnopdenanmnbpomuna V v gepes 5 vuu 5,6 Mt (10 mmosns) 109, sogaoro pactsopa KOH.
OfpazosaBungica 0CafOK 4epe3 3 4 OTOMIBTPOBBIBAIOT M IPOMBIBAIOT BOZOM, HTAHOIOM, TFEKCAHOM.
Tlocne nepexpucTaILTM3AIMY U3 JIESHOM YKCYCHOM KUcaoTH nony4aor 1,89 (57%) coenunenus VII,
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Tz 200 °C (max. pasi.). MK criextp: 3300...3410 (NH, NE); 2262 (CN); 1740 cv* (C=0). Criextp
IIMP: 2,75...3,30 2H, M, C(9CH2); 4,59 (1H, xz, C(5)H); 7,61 (6H, M, NH2m Ar); 11,30 M. #. (1H,
ynr. ¢, NH) . Hattneno, %: C54,16; H2,91; C110,59; N 12,54; S 9,55. C1sH10CIN30:28. Brruucneso, %:
C 54,30; H 3,04; C110,69; N 12,66; S 9,66.

4-Metma-6-0kco-3,5-gaunano-1,4,5,6-rerpargAponupuAnH-2-THOAaT N-MeTHIMOpgoaHE
(IX) cuBTe3UpYIOT aHaoruyaHo coum IV, ucnonsays cootrercreedno 1,12 M (20 MMOIIB) aneTansaeru-
na VIIL, 2,00 r (20 mMose) muasoTmoaneramuna 11, 2,13 M (20 mMous) nuanoykcycaoro sdwupa I u
2,75 r (25 mmomn) N-merunvopdosnura. Honyqaror 4,71 ¢ (80%) tuonata IX, Ton 147...148 °C. UK
cnextp: 3150 (NH), 2260, 2180 (CN), 1675 oMt (C=0). Cuextp IIMP: 1,05 11 1,17 1 (3H, CH3); 2,30
(1H, M, C9H); 2,75 (3H, ¢, NCH3); 3,11 (4H, 1, CHo2NCH2); 3,77 (4H, T, CH20CH>2); 3,90 & ér=
3Tw u4,28 1 Cr=1,5Tx, 1H, CH); 9,30 M. 1. (1H, ym. ¢, NH). Hasigeno, %: C 52,92; H 6,07;
N 18,80; S 10,74. C13H18N402S. Berumcneno, %: C 53,04; H 6,16; N 19,03; S 10,89.

4-MeTtun-2-Z-MeTRITHO-6-0KC0-3,5-1ruuano-1,4,5, 6-rerparmapornpaaast (X1a,6). Cmecs
2,94 r (10 »mouip) comm IX, 0,88 mu (10 MMorB) MeTHIOROFO 2(bHpPa MOHOXIOPYKCYCHOM KHCIOTHI Xa
wim 2,49 r (10 mMomp) 4-Gpom-a-xnopaneranvuna X6 8 30 mn 809, 3TaHONa HATPEBAIOT [0 PACTBO-
PEHMS MCXOAHBIX pearemés v GuiIBTPYIOT Yepes ckiaxuarsit hrutbTp. O6pazosaBmuMiics 0CANOK Fepes
12 g oTAessIoT, IPOMBIBAIOT STAHOIOM M FEKCAHOM U HEPEKPUCTAIUIM30BBIBAIOT M3 COOTBETCTBYIOMIETO
pacTBOpUTENI. .

Coegmaenne XTa: gprxog 1,751 (66%,), Tun 134...136 °C (sranox). UK comexrp: 3330 (NH), 2194,
2250 (CN), 1695, 1730 cv™> (C=0). Crnexrp IIMP: 1,15 71 1,30 n (3H, CH3); 3,20 (1H, M, C9)H);
3,67 (3H, ¢, OCH3); 3,97 (2H, ¢, SCHy); 4,30 5 C7=3Tw) u 4,60 1 CJ=1,5T, 1H, C5H); 7,87 M. z.
(1H, ym. ¢, NH). Hatineno, %: C 49,64; H 4,11; N 15,71; S 11,97. C11H11N303S. Bemucnero, %: C
49,80; H 4,18; N 15,84; S 12,09.

Coenuuenne XI6: serxox 2,96 v (73%), Tor 245...247 °C (1-6ytanoxn) . UK coexrp: 3338 (NH),
2202, 2253 (CN), 1690, 1755 ev™t (C=0). Coextp IIMP: 1,16 g u 1,32 x (3H, CHs3); 3,22 (1H, M,
CwiD; 3,96 (2H, ¢, SCH); 4,33 1 Cr=3Tw u4,63n Cr=1,5Tuy, 1H, Ci5H); 7,59 (4H, c, An);
10,48 (1H, ymr. ¢, NH); 11,18 M. a. (1H, yu. ¢, CONH). Haifyeno, %: C 47,30; H.3,12; Br 19,59;
N 13,68; S 7,80. C16H13BrN4O2S. Berumcieno, %: C 47,42; H 3,23; Br 19,72; N 13,82; S 7,91.

Paboma evinosnena npu @uuancosoii noddepxke Poccuiickoeo ¢onoa
dyndamenmansiblx uccaedosanuli (npoexm Ne 96-03-32012a).
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