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N-(5-TUIPOKCH-3',4' -3TUIEHIUOKCHUN30OJIABOHUII-
7-OKCHAIETH) AMMHOKHCIIOTHL

C neJThi0 OMCKA HOBBIX GHMOJIOTMUECKM AKTUBHLIX COEAMHEHMI B Py QIABOHOUIOB
cunTtesuposaH psx N-(5-rugpoxcu-3',4"-3TuneHauoKcunsodrasoHmI-7-0KCHaIe-
TUJT) aMMHOKHCIIOT, CTPOSHUE KOTOPHIX MOATBEPXKASHO AAHHBIMM CreKTpoB IIMP.

Wssecrao, uto 5,7-muruapokcn-3', 4’ -sruwaeaguorcnuzodiasor (1), CHETETH-
YEeCKui TOMOJIOT TPHPORHOTO 5, 7-Aarugpoxcy-3',4' -MeTHieEInoKCrr30hIaBoHa,
BEICJIEHHOTO M3 XKOpHEel Sophora japonica [1], mpossnger amabomrgecKyro
axtuBHOCTh [2]. Momudwranmsa ero CTpyXTypsl 3a CUeT BBEACHUS QparMeHTa,
COZEPXAMET0 OCTATOK AMUHOKWCIOTH, BO3MOXHO, HO3BOJIMT IOXYUHTH
COENAHEHENS C NEHHBME GHOJIOMrAYECKAMY CBOMCTBAME.
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V—VIIla A= (D)-Ala, 6 A= (D)-Phe, s A= (D,L)-Tyr,rA= (D,L)-Trp, s A= (D)-Trp,
e A= (D,L)-His, x A= (D)-Pro,3 A= (D,L)-Pro
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[ng mocTpocHrd yXa3aHHHX TPOW3BORHHX M3oduiasoHa | HaMm Ha mepBoM
orane OBUTM OCYIECTBAECHE! €r0 afKwmmposaEme 1o rpymme 7-OH MeTHIoBEIM
abupoM OPOMYKCYCHOW KUCIOTH W TOCTERYIOM{WA TEAPOIN3 TOIYYEHHOTO IIpH
arom supa (1I) mo xmororsr (I11). Caeayer oTMeTHTS, 9TO THAPOAN3 COSTMHCHAS
II mpomommics B X@CHO#E CPEiE, YTO MO3BOAWIC HaM m30eXath BO3IMOXHOIO
paspymiecHus XPOMOHOBOIO IHKJIA, TPOMCXONIIIEro B meiouHo# cpexe [3], m
HOJIYUHTb C BEHICOKAM BEIXOHOM KucaoTy 111 8 xpoMartorpadmdecks TucToM BHE.

B coextpe IIMP scwmpa Il mapany ¢ curHazaM# MPOTOHOB XPOMOHOBOTO H
0eHz0MHOKCANOBOr0 MEKIOB, a TakXxe CAabomoapHOro cmamieTa rpymms 5-OH
npu 12,90 M. 1., xapakrepabiMz 1ig ucxogHoro uzoduiasona I [2 1, npoasnsmorcs
msa cmATaeTa npHE 3,73 m 4,94 M. A., OTBEUAKMAX MPOTOHAM METHILHON W
METHICHOBOM TPYINI METHIOBOTC 3(hmpa OKCHYKCYCHOM KHCIOTH B HOJOXEHUT 7
XPOMOHOBOTO dxpa. llocie rmppomusa cioxHOro 5¢h¥pa CHrHajd METHIBHOU
I'PYIIH B CIEKTPE HCYE3AET, 3 METIWIeHOBOH cMemacrcd Ha 0,12 M. A. B cimbrOE
noJje.

Ing cumATE3a AMAHOKWMCIOTHHRIX Npom3BomEbix m3oduasora I  mo
KapOOKCWJIBHOM  TPYIIE  WCHOOAB30BAMMA  METON  AKTUBHPOBAHHHX  N-
repoxcucykaaMugasx 3upos {4]. Ilpm m3amMorehcremm xwmomorst LI ¢
N-TEAPOKCUCYKIEHNMHAIOM B TAMETIIHOPMAaMUNE B TPUCYTCTBUH JUIIAKIOICK-
CHIKapOOMuMua Ha XOJIORY TOJyueH akTusuposaHHb 3dup (IV), xoTopsti
KOHNCHCAPOBAIH ¢ METHJIOBHMY 3(DUpaMut repOXIOPAAOB AMAHOKUCIOT {Va—3)
B AuMeTHaAOpMaMuAE B NPUACYTCTBHA N-MeTAnMopdonmHA TpPH KOMHATHOMR
TeMuepaType. B pesyapTaTe ¢ XOpOIMEMY BHIXOHAMY OBIIM HOTYYEHBL METHIOBEE
sbmper  (VIa—3), comepxamme ocTaTok ammHokucnote (A). IlemoussiM

THADOAW3OM CoefuAennd VIa-—X TMOJXydeHB! COOTBETCTBYIOMIME KHMCIOTHE
(VIla—x).

Tabnuma 1

XapaxrepuCTaku coefusenyii I—VIE

i1 201 62,78* C20H1608 62,50* 94
4,39+ 4,20
1 268 61,37% C15H14038 61,62* 92
4,937 3,81% :
v 156 3,31 C23Hi7NO10 2,91 93
Via " 166 3,18 C23H21NOg 3,08 49
VI6 145 2,64 CaoHz5NO9 2,64 ’ 60
Vis 204 2,45 C29H25NO10 2,56 75
VIr 193 4,85 C31H26N209 4,91 85
VIn 193 4,86 C31H26N205 4,91 ’ 81
Vie | 109 8,16 CocH23N30s | 8,06 75
VIx 145 2,64 CasH23NOy 2,91 82
Vis 154 3,04 CasH23NOg 2,91 81
Vila 221 2,87 C22Hi19NOys 3,17 90
VII6 212 2,71 C28H23NOg 2,71 95
Vils 214 2,39 CagH23NO10 2,62 96
Viir 194 5,16 C30H24N209 5,03 92
Vg 197 4,75 C30H24N209 5,03 92
Vile 208 8,58 C2sH21N309 8,28 90
Vilx 183 2,91 C24H21NOyg 3,00 90
2 RE
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Tabauma 2

Xapaxrepuctaka cmexktpos IIMP coenmuenuit IT—VIL, 8, M. &, KCCB (J, Tm

IIpOTOHBI XPOMOHOBOIO IMKHA I1poToHb! 6eH300MOKCAHOBOIO IKHMKIa
Coepu- ]
He‘é:‘- 7-0CHy, 5-OH, 2-H, . nﬁ—f;ﬁ x&g} {CH2)2, 6—%1 K’ n’[_i{ﬁ 18 iH,lH
¢, 2H ¢, 1H c, 1H 7 - 2’?” 7 ’_ 2”3 c, 4H J = ’2’0 7 = 8,’0 J =8 02,0;

I 4,96 12,90 8,44 6,45 6,69 4,27 7,11 6,90 7,07
o 4,84 12,88 8,43 6,41 6,65 4,27 7,10 6,90 7,06
v 4,85 12,89 8,44 6,36 6,55 4,27 7,10 6,89 7,06
Via 4,69 12,91 8,46 6,46 6,66 4,27 7,11 6,94 7,02
VIo 4,64 12,89 8,45 6,39 6,66 4,26 7,11 6,90 7,02
Vis 4,65 12,90 8,43 6,41 6,55 4,27 7,11 6,92 7,02
VIr 4,65 12,90 8,43 6,42 6,56 4,27 7,11 6,92 7,02
Vin 4,65 12,90 8,44 6,41 6,57 4,27 7,11 6,91 7,04
Vie 4,69 12,89 8,45 6,42 6,56 4,27 7,10 6,94 7,06
VIx 4,97 12,88 8,43 6,40 6,60 4,26 7,10 6,90 7,05
Vis 4,95 12.86 8,41 6,38 6,59 4,25 7,09 6,89 7,05
Via 4,68 12,89 8,44 6,47 6,67 4,27 7,10 6,89 7,05
VIi6 4,62 9,35 8,43 6,38 6,54 4,26 7,10 6,90 7,05
Viis 4,63 12,84 8,42 6,36 6,58 4,26 7,10 6,89 7,00
VIIr 4,64 12,90 8,43 6,41 6;57 4,27 7,11 6,91 7.06
VIIn 4,63 12,90 8,43 6,41 6,57 4,26 7,11 6,90 7,07
VIe 4,65 12,89 8,40 6,42 6,59 4,25 7,08 6,92 7,06
VIDx 4,99 12,91 8,45 6,45 6,65 4,31 7,14 6,93 7,11

Crresuposannsie npomsBopmbie VI m  VII gsmpmorcs  OecnBeTHBIME
KPUCTA/IMYECKAMY TPORyKTamu. VX crpoeHme HOATECPXIEHO PE3YIbTAaTAMH
SIEMEHTHOrO agaau3a u nasasvu IIMP. B caekrpax IIMP coemumermit VI r VII
HAG/IIONAIOTCS CATHANEL IPOTOHOB, XAPAKTEPHBIE /I XPOMOHOBOTO ¥ GEH30MMOK-
caHOBOTO ImKiIoB, rpymme 5-OH (12,84...12,91 M. gm), rpymum 7-OCHz
(4,62...4,97 M. 1.) U OCTATKA AMHEOKHCAOTHL. B cnexTpax MeTWwIOBHEX 2¢upos VI
B obmacru 3,61...3,64 M. K. IPHCYTCTBYET TPEXIPOTOHHHIA CHHIVIET METOKCHIb-
HOM IpYIIIEI, KOTOPHIA OTCyTcTByeT y mpomykros VII. Vmmpemsseii mxy6mer
nporora rpymmst CONH y a¢wpos Via—e mposeisercs B obnacru 8,46...8,74 m.
x.; v xucnor Vila—e o cmemaercs Ha 0,14...0,52 M. A. B CAIBHOE MOJE.

TakmM o6pasoM, Ha OCHOBE S-ruapokcu-7-kapbomeroxcn-3',4' -oTHIEHIHOK-
crm3odIaBoHa HMOTyYCHE MPOM3BOMHBIE, BKIIOYAIONIAE OCTATOK AMUHOKHUCIOTHL,
KOTOPHIE MOTYT HpEICTABUTh NPAKTHUECKWI WHTEpEC OPH DPaspaboTKe HOBBIX
JIEKAPCTBEHHBIX CPENCTE.

DKCNEPUMEHTAJIBHAA 9ACTb

OIHOPOAHOCTL CUHTE3MPOBAHHBIX COSAMHEHHIT KOHTPOIMpPOoBay ¢ toMombio TCX sa mnacTuHKax
Situfol UV-254. DmoexTs cMech X10podopM—MeTaHos, 9 : 1, u #-0yTanon—yKCycHas KMCAOTa—BOJA,
4:1 : 1. Coextpst IIMP 3anucanst Ha npubope Bruker WP-100 SY 8 IMCO-Ds. XapakrepucTuku
coexpuenuit [I—VII npusenens: 8 Tabr. 1, sannsie cnexrpos IIMP — B Taba. 2.

MeTmiosbii agup (5-THAPOKCH-3',4’ -3THICHIMOKCHA30()TABOHII-7) OKCHYKCYCHOM KHCIOTHI
(D). K pacreopy 30,4 r (0,097 mom) xpomona B 100 mn OM®PA poSasnsior 27,6 v (0,2 Momb)
PACTEPTOro CBEXEMPOKATEHHONO NOTANIA ¥ IIPH [lepeMemnuBanuy ¥ Harpesasmy (50...60 °C) no xarvisam
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Oxonwuyaunue taba 2

ITpoTOHBL OCTaTKA
Coep- AMITHOKUCHOTBE (A)*
. Xumugeckue cuBury, M. 1., KCCB (), I OCH3
HEeHMe
NH, N—CH,
I, 1H M, 1H
i —_ — — 3,73
I — _— — _
v — — 1,21; 1,68 (2 ym. ¢, CH2—CH) —
Via 8,61 4,35 1,33 (3H, g, CH3) 3,64
VI6 8,55 4,55 3,04 (2H, m, CH2); 7,21 (5H, ¢, CsHs) 3,63
Vis 8,46 4,45 2,90 (2H, a, CH2); 6,62 (2H, 1, J = 8 T, Hapom); 3,62
6,98 H, 1, J = § T'x, Hapom); 9.20 (1H, ymi. ¢, OH)
Vir 8,46 4,62 3,23 (2H, a, CH2); 7, 55 (1H, z. &, Hapom); 3,63
7 33 (IH a. a, Hapom)*
Vix 8,57 4,62 3,23 2H, x, CHy); 7, 54 (1H, a. 1, Hapowm); 3,61
7 34 (IH g A, Hapom)*
Vie 8,74 4,59 3,12 2H, g, CH); 7,95 (1H, ¢, Hapom); 3,65
8,45 (1H, ¢, Hapow)
VIx — — 1,93 (4H, M, 2CHp); 3,56 (2H, M, CHy); 3,61
3,75 (1H, M, CH)
Vi3 — — 1,93 (4H, u, 2CHy); 3,56 (2H, M, CHy); 3,61
3,75 (14, z, CH)
VHa 8,47 4,35 1,34 (3H, n, CH3) —
VII6 8,14 4,43 3,06 (2H, M, CH); 7,17 (SH, c, CsHs) -
VIIs 8,39 4,41 2,95 (2H, x, CH2); 6,60 (2H, g, J = 8 I'm, Hapom); —
6 97 (2H pi o8 J=8 PL[, Hapom)
Vi 8,30 4,62 3,24 (2H, g, CH2); 17, 57 (1H, n. 1, Hapor); —
7,34 (1H, 1. 1, Hapow) **
Vg 8,29 4,60 3,24 (2H, a, CH20); 7, 56 (14, g &, Hapom): —
7,34 (1H, #. 1, Hapom)*
Vile 8,52 4,50 3,02 (2H, gz, CHy); 7,95 (1H, c, Hapom); —
8,40 (1H, c, Hapow)
VIDx — — 2,00 (4H, M, 2CHy); 3,65 (2H, M, CHy); —
4,65 (1H, g, CH)

* B cioyyae coeguHeHHs [V IMPOTOHbBI OCTaTKA CYKIMHMMYAA.

aobasaszot 9,5 M (0,1 Monp) MeTHIOBOTO dbupa GpoMyKCyCHOM KUCHOTHE. Yepes 30 MuH peakiMOHHY IO
CMECh OXJIaXJalT, BLIAMBAIOT B | JI BOAbI, 0Cagok nHpoayxkta II ordMABTPOBBIBAIOT U
NEPeKPUCTAIUM30BbBAIOT U3 AMDA.

5-Tuapokcu-3',4’ -sTEreHnuorcan30d raeomLI-7-okcrykcycHas kucora (1T). Pacreop 11,521
(0,03 Moms) adwumpa I B cmecu SO M1 ykeyeHoit M 15 M cepHO# KMCIOT KMIISTST 70 MCIC3HOBEHUS
ucxogaoro coemunenus 1o TCX. PeakmuoHuy0 cMeCh 0XJIAKAAI0T, BRIACIMBINGICH NpoaykT HI or-
(DUIIBTPOBBIBAIOT M IPOMBIBAIOT BOAOU. MATOYHLLL PACTBOP pasGaBisioT BOJOH, OT(hHIGTPOBHIBAIOT
npoykT I, 06beMIHIOT ero ¢ IPOMEBITOM BOIOH NOPIKei U NepeKkpucTauM3ossmator u3 IM®A.

CyxuMHEMIHBEE 3dup (S-rEapokcu-3',4"-ITHIIeHIMOKCHH30QIIABOHA - 7) OKCHYKCYCHOHR KHC-
Jgorel (IV). K oxnaxaensoMy o 0 °C pacrsopy 9,25 r (0,025 moas) kucnorst I 8 160 M IMPDA
nobasaszor 3,12 1 (0,027 MONE) OKCHCYKIMHMMUIA, IOy 9EHHYI0 CMECh BeiepxKuBaioT 1 wnpu -10°C,
aobasnsnor K Hei 5,56 r (0,027 MOIb) MUK IOreKCHAKapOOMMMMAA U IEPEMEIIMBAIOT 24 1 [IPH KOM-
naTHOM TeMueparype. OTdhWIBTPOBRIBAIOT AUITHUKIONEKCUIMOYEBHHY, PACTBOPUTEN S YIAPHBAOT B Ba-
KyyMe npu Harpesanuy He soie 40 °C. OctaTok 10BOAIT 10 KumieHus B 100 M1 2-TipormaHona, OxJIax-
a0t 1 OTWIBTPOBBIBAIOT MPOXYKT IV.

Mermrorbie 3hupst N-(5-ruapokcu-3’,4"-anure sguoxcnun30(iapoHmI- 7-OKCHANETIT) aMHAHO -
xucxor (Via—3). K pacrsopy 5 MMOab rMAPOXJIOPHAA METHIIOBOIO 3dHpa aMMHOKKCIOTH Va—3 1nipu
OXMaXKAeHUU U nepememmeanuy 5obasmsor 0,7 Ma (6 Mmos) N-Metmymopdomuua. Yepes 20 Mus
nobaensor 1,87 r (4 MMoms) cyxuuEMMUIHOrO 3¢hupa IV, PEaKuHMOHHYI0 MACCy HEPEMEUIMBAIOT IPH
KOMHATHOM TeMueparype 5 4, fajiee BuIAEPKUBAIOT IIPH TOi JKe TeMuepaType ~16 4, BRUIMBAIOT B CMECh
50 ma 1 B, H28SO04 1 50 M1 Boapl. Ocanioxk OTrsTpOBRIBAIOT, PacTBOPSIOT B S0 M 3TMIIaIIETaTa MM
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AUXJIOpPMETaHa, pacTeop npomeisaioT 1 8. H2S04 (2% 50 M), 5%, Na2CO3, Bogoir, cymar NaaSO4. Janee
PACTBOPUTENs YIAPHUBAKOT B BAKYYME, OCTATOK JOBORST [0 KMIIEHWS B 2-TIPOTAHONE, OXJIKAAIOT U
OT(MILTPOBBIBAIOT IPOAYKT V1.

N-(5-Tugpokcn-3',4 -aTaneEnrOKCAR30GIaBOHA - 7- OKCHAETILI) SMAHOXHCAOTH  (VIIa-—3).
Kungrar 2 mvoss MeTuiiosoro 3¢gwupa VI e cmecy 30 mur anerorna u 20 M 5%, Na2CO3 #o ucuesHOBEHUS
uCXOAHOro coepuuenus no TCX (1...6 7). AueToH yHapHUBaIOT B BAKYYME, OCTATOK Pas0aBisioT BOROLE,
mopkucisiorT 1 H. H2S04 1 oTdrIsTpoBsIBaIOT IPOEYKT VIL
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