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AHHOTANUA
Hcnone3yss B KauecTBe cyOcTpara S5-aMUHOypanuia ¥ SHTAPHBIM WM MaJeMHOBBIA aHTHIIPUIEI,
MPOCTHIM CHOCOOOM C BBICOKHMMH BBIXOJAMH CHHTE3UPOBaHHBI 4-[(2,4-muokco-1,2,3,4-Terparuaponuprumu-
JIMH-5-1I1)aMuHO |-4-0kcoOyTranoBass u 4-[(2,4-muokco-1,2,3,4-TerparuaponupruMuInH-5-11)aMHAHO |-4-0KCco-
OyT-2-eHOBasi KHCIOTBl COOTBETCTBEHHO. [lokazaHo, 4TO 6-aMHHOypamui B AHAJIOTHYHBIX YCIIOBHAX B
pEaKLUIO HE BCTyIAeT.

BBenenue

HccnenoBannio XMMHUYECKUX CBOWCTB M BO3MOXKHOCTEH HCIIOIB30BAHUS MHUPUMHIUHOBBIX
OCHOBAaHUI B CHHTE3€ JIEKaPCTBEHHBIX IpernapaToB yxaeiseTcs OoJibllloe BHHUMaHME. B HacTosmiee
BpeMsI IIEJbIN PsAJl CHHTETUYECKUX aHAJIOTOB MAPUMHUIUHOBBIX HYKJICO3UI0B HAXOUT NPUMECHEHHUE B
MEIUIIUHE B KadyecTBe A(()EKTUBHBIX MPOTHBOPAKOBBIX, MPOTHBOBUPYCHBIX, MPOTHUBOBOCIAIUTEIb-
HBIX, IMMYHOCTUMYJIUPYIOIIUX U aHTHOKCHUIAAHTHBIX mpemnaparoB [1-10]. boapmuHcTBO OMOITOTH-
YECKU AaKTUBHBIX XUMHYECKH MOIUMDUIIMPOBAHHBIX MHUPUMHUINHOBBIX IPOU3BOIHBIX SIBJISTFOTCS
¢yHkMoHanU3upoBaHHBIMU 110 C5-C6-1BOHHOM cBsI3u (0COOEHHO MO S-mosoxeHuo). B cBsa3u ¢
3TUM pa3paboTka yAOOHBIX METOJ0B crenuduuecko MoAupUKAIUU MO S5 U 6-TIOJIOKCHUSIM
SIBJISIETCS] BAKHOM 3a7ja4€il B XUMHUU TUPUMHUINHOBBIX OCHOBAHUM.

AHanu3 JUTEpPaTypHBIX JAaHHBIX TIOKa3aJ, YTO OCHOBHBIMH HAIPaBJICHUSMU TOTyICHUS
MIPOU3BOIHBIX MUPUMHINHA SBISIOTCS PEAKIUU IEKTPODUIBLHOTO U HYKICO(UILHOTO 3aMEeIIeHUs
no nonoxenussMm N1, N3, C5 u monudukauus 3amectureneil npu arome yriaepoma C5. Taxum
o0pasom, pa3padoTka 3PPEeKTUBHBIX METOJIOB cuHTe3a C5-3aMEIICHHBIX YpallUIOB M U3YYCHHE UX
XUMHUYECKUX CBOUCTB SIBJISIFOTCS aKTyaIbHBIMHU.

PesyabTaThl H X 00cy:K1eHHE
B nanHoit pabote HaMu paccMOTpPeHO B3anMojielcTBrEe S-amuHoypauuia (1) ¢ sHrapHbeiM (2) u
MaJeMHOBBIM (3) aHrUAPUAAMH.

) 0] )
NH,
H)N\)j Qo 5
@) N
H @) @)
3

1 2

W3BecTHO, 4TO KapAMOMPOTEKTOPHBIM 3((eKT oTMeueH y psa NPOU3BOJHBIX SIHTAPHOU
kucioThl [11], a ee MeTWIEHOBBIE TPyNIbl 00JIAJAIOT BBHICOKOW PEAKIIMOHHOW CIOCOOHOCTHIO.
MasienHoBas KHMCIIOTa BCTYNaeT B JIMEHOBBIM CHUHTE3 B KadecTBe aueHoduia. B cBsa3u c atum,
MIPEJICTABISIET MHTEPEC CHUHTE3 MOTEHIUAIbHO OMOJIOTMYECKH AKTHUBHBIX COEJUHEHHH Ha OCHOBE
aMUHOYpalWja U SHTApHOTO M MaJEMHOBOTO AHTHIPUJIOB U JAJbHENIEe U3YYCHHE UX XUMUYECKUX
CBOWCTB.
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BsaumopneiictBue S-amunoypauuina (1) ¢ sHTapHBIM aHTUAPUAOM (2) HpU KUISYEHUU B
OeH30Jie B MPUCYTCTBUHU AUMETUJIAHWINHA B TeUeHHE 15 yacoB mpUBOIUT K oOpa3zoBanuio 4-[(2,4-
nokco-1,2,3,4-reTparu AponupuMuINH-5-11)aMuHO |-4-okcoOyraHoBoit  kuciore  (4).  Ilocne
OUYHCTKU COEIMHEHUS 4 MyTeM NEePEeKpUCTAIIU3aLUN U3 BOJbI BbIX0 cocTaBmi 93% (cxema 1).
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PearenTs! u ycnoBus: a) 2 (3 moinb), N, N-numerunaammud (1.4 monb), CeHg, tm.

AnHanornuyHas peakuusi ¢ MaJeHMHOBbIM aHTuIpuaoM (3) mporekaer ¢ obpazoBanuem 4-[(2,4-
nokco-1,2,3,4-reTparuAponupuMuINH-5-11)aMHHO |-4-0Kco0yT-2-eHoBOM  kuchIoThl (5). Brixox
coeuHeHus S nocne ouncTku coctaBui 91% (cxema 2).
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Pearents! u ycnoBust: a) 3 (3 monb), N, N-numerunanmmud (1.4 monb), CeHg, tm.

Crnenyer OTMETHTB, YTO MOJO0OHBIC peakuu ¢ 6-amuHOypammwioM (6) e unyt. s ypanumna 6
CYLIECTBYET ME30MEpHas CTPYKTypa 7, a Juid S-aMUHOYpalluiia Takas Me30MepHsi HEBO3MOXKHA. ITO
CBSI3aHO C TE€M, YTO B 5-aMMHO- U 6-amuHoypammie NHp-rpynmna B pa3Holl cTerneHu ydacTBYeT B
COMNPSDKEHUH C JIBOMHOM CBsA3bI0. BeposiTHO, 10 3TOM npuyuHe 6-aMUHOYpPALUiI BO B3aUMOJEHCTBHE
C SIHTapHBIM U MaJICMHOBBIM aHTUPUAMH HE BCTYIIAET.
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JKCNepUMEHTAIBLHAN YaCTh

Crrextpsl IMP C perucrpuposamu Ha crekrpomerpe Bruker AM-300 (paGouas gactora 75 MI'1) B
pactBope IMCO-ds, BHyTpeHHUIT cTaHAapT — CHTHAT PacTBOPHUTENSL. XHUMUYESCKUE CBUTH CHTHAJIOB TIPUBE-
JIeHbI B MIKaJie B MHJUTMOHHBIX JOMAX (M.7.). TemMmepaTypbl TUIaBIEHHs ONPEACSUTH B CTEKISIHHOM Karlnil-
qsape. TCX-aHanu3 npoBoawiin Ha Xpomartorpaduueckux riactunkax Silufol (Chemapol, YCDP), smroeHt
xnopodopm-MeTanon 9:1, ¢ oOHapyKeHHEM BElIeCTB NapamMH Hojua. DJIEMEHTHBIN aHajlu3 BBINIOIHIN Ha
npudope EURO-3000.

[(2,4-dAnoxco-1,2,3,4-TeTparuAponupuMuINH-S-n1)aMmuHo|-4-okcodyranoBasi kuciaora (4). K cmecu
0.2 r (1.6 mmonb) S-amunoypanmia 1 u 0.48 r (4.8 MMoiIb) SIHTapHOrO aHruApuAa 2 B 4 Ml OeH30/a MpH
nepememuBanuu 100aBusoT 0.3 M (2.24 mMMmonb) N, N-TUMETHIAHWIMHA W KHUISATAT ¢ OOpaTHBIM XOJIO-
TIBHUKOM 12 yacoB. Ocasok oT(UILTPOBBIBAIOT, MPOMBIBAIOT OcH3010M M Xjiopodopmom. [locie mepe-
Kpucraumsanud 13 BoAbl momy4daoT 0.33 r (93%) coemunenust 4. XKenteiii mopormok, 1.1 216-218 °C
(H,0). Cnexrp SIMP "C (75 MI'u, IMCO-ds), 5, m.1.: 28.92 (CH,CH,COOH); 30.47 (CH,CH,COOH);
113.49 (C-5); 129.16 (C-6); 149.76 (C-2); 160.78 (C-4); 170.73 (C=0); 173.83 (COOH). Haiineno, %: C
42.00; H 4.01; N 18.80. CsHgN;Os. Berancneno, %: C 42.30; H 3.99; N 18.50.

4-[(2,4-Anokco-1,2,3,4-TeTparuAponupuMMINH-5-11)aMUHO]-4-0KkcO0YyT-2-eHOBasi kucjaora (5). K
cmecH 0.2 r (1.6 mmons) S-amuHoypanuina 1 u 0.47 r (4.8 MMons) MajenHOBOTO aHTHApUAA 3 B 4 MI1 OeH30M1a
npu mnepememuBaHud Jo0aBusaoT 0.3 mia (2.24 mMmonbk) N, N-IUMETWIaHWINHA M KHUISATAT C OOpPaTHBIM
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XONMoAWIbHUKOM 12 yacoB. Ocalok OT(HIBTPOBLIBAIOT, MPOMBIBAIOT OcH3070M M Xjopodopmom. Ilocie
nepeKpucTaui3aniy u3 Bomsl momy4atot 0.33 1 (91%) coenunenus 5. Xenreiit mopomrok, T.mwr. 343-345 °C
(H,0). Cnextp SIMP C (75 MI'n, IMCO-dg), 8, m.i.: 112.95 (C-5); 129.09 (CH=CHCOOH); 130.30 (C-6);
132.13 (CH=CHCOOHR); 149.78 (C-2); 160.61 (C-4); 163.12 (C=0); 167.61 (COOH). Haiineno, %: C 42.40;
H 3.10; N 18.35. CsH;N;0s5. Borancneno, %: C 42.67; H 3.13; N 18.66.

BrIBOABI

1. Ha ocHoBe 5-amuHOypammia B paboTe ocyiiecTBiieH cunrte3 4-[(2,4-nuokco-1,2,3,4-teTparuapo-
MUPUMUINH-5-UIT)aMUHO |-4-0kcoOyTanoBoi u 4-[(2,4-nuokco-1,2,3,4-reTparujponupuMuIuH-5-
WJ1)aMHHO |-4-0KCOOYT-2-€HOBOM KUCJIOT C BBICOKUMU BBIXOJAAMH.

2. OGHapyX€HO, YTO 6-aMUHOYpalW B PEAKIUIO C SHTAPHBIM WJIM MaJ€HMHOBBIM aHTUIPUJIAMU HE
BCTYIAET
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