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N3omepuzanus M OKHCANTENbHAS UMKIIH3AUMS 2-THIPOKCH-4-Ty IMHHIXANKOHOB NPHBOISIT K COOTBETCTBY-
OUWUM 7-1ymHHHA(pIaBaHOHAM | 7-TyTHHII(DIABOHAM.
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BBEJAEHHE

JlekapcTBeHHbBIE PACTEHHMS U MOy IaEMBIE U3 HHX
PacTUTCHbHBbIE BCLUECCTBA H3MABHA HUCIIONB3YKOTCH
KaK JUISL JIEUCHHUS, TaK U [Tt NPOPUIAKTHKY NTPAKTH-
YEeCKH BCex 3ab0NIeBAHNI YeIOBEKA.

HMuTepec K npuUpoOaHBIM aJKanouaaM, COJepKa-
LM B MOJIeKyse (PparMeHT XHHONM3UIMHA, 00YCI0B-
JIEH MX BBICOKOH OHOJNIOrMYECKOH aKTHBHOCTLIO [1].
JlynuHMH, OIMH M3 FIABHBIX aIKAJTOUJOB, BhIIEIEH-
HbIX U3 pacTenui popa Anabasis aphylla n HekoTO-
phix BHAOB Lupiniis, oGnagaetr pasHoOOOpa3sHOH OHO-
JIOTMYECKON aKTHUBHOCTLIO [2, 3].

D 1aBOHOU/HBIE COCAMHEHUSA NPEACTABIAOT CO-
001 oMK U3 HanboJee PACIIPOCTPAHEHHBIX KJ1aCCOB
HPUPOAHBIX COEAUHEHMH, OONafaroWuX WHPOKUM
CHERTPOM OHOJIOTHYECKOTO JIEHCTBHUA.

CTpyKTYpHOE MHOTO0Opa3ue 3TOro Kjacca Co-
ETUHEHMI MO3BOJIMIIO CO3ATh HA NX OCHOBE PSIJ] BbICO-
KO3(P(PEKTHBHBIX U MAJOTOKCHIHBIX JCKAPCTBEHHBIX
npernaparTos, OKa3blBAIOIUMX  KaIHISIPOYKPENIISHO-
iee, NPOTHBOBOCHAIHTENLHOE, aHTHAIEPTHYECKOE,
MKEJIYETOHHOE, BEHOTOHH3UPYIOLIEE, FeNaTONPOTEK-
TOpPHOE U fipyrue Bufe! gedcreuil. Wupoxui cnexTp
OMOJIOrMUECKON aKTUBHOCTH (PITABOHOHAOB 00yC-
JIOBJIEH MX PA3HOCTOPOHHUM BJIHSHUEM Ha MHOFO-
YMCJIEHHBIE (DEPMEHTHBIC CUCTEMbI: TPAHCIIOPTHBIE
ATP-a3bl, UMKIHUECKIE HYKICOTHAHbIE (Pochopua-
crepassbl, doconunasy A,, dpocdonunazy C, 5- u
12-nunokcureHassl, GHKIOOKCUTEHA3Y, TPOTEHHKH-
Hazy C u ap. ®dnaBaHOMIBI CIOCOOHBI U3MEHATH
(PYHKUHMOHANBHYIO aKTHBHOCTbL PA3JIMYHBIX KI1ETOY-
HBIX CHCTEM, BKJOUAs CEKPELHIO (TYJYHbIE KIETKH,
Gazouisl, HEHTPOQHIIBI), METOTEHES (4EIOBEYEC-
KHE JIUM(OUUTL), KOHTPAKTYPY [NIaJKOMbILIEYHBIX
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OpragoB, arperaluio TPOMOOIHTOR, PEakLHIO Tena-
TOLUMTOB Ha I'eNATOTOKCHYHbIE BEHlecTBa u ap. [4-8].

[TpuHuMasi BO BHUMAHUC LICHHBIC OHONOTHYECKUE
CBOICTBA NMPUPOJHLIX U CHHTETHUYCCKUX MPOU3BOJI-
HbIX alKaaoufioB M (PIABOHOUMOB, MOXKHO OBLIO
NPEANONOXKNAThL, YTO COUYETAHUE B ONHOH MOJEKYJE
(p1aBOHOMIHOIO M JIYHMHUHOBOTO SJ€p TMO3BOJIMT
TIONYYUTL MOAR(PUIIMPOBAHHbIE TTPOH3BOAHBIE (huia-
BOHOMAOB C HOBBIMH HHTEPECHBIMH OHOJIOTHYECKHU-
MU CBOHCTBaMHU.

PE3YJIBTATBI 1 ObCYXIEHUE

C Uenpro Noay4eHust HOBbIX OMOJOIMUYECKH aK-
THMBHBIX BEILECTB HAMM [IPOBEJCHA PEakIHs 2-IHpo-
KCH-4-(XHHOMU3WIMH- | -IMETHNOKCH)alieTO(PEeHOHA C
6-3ametieHHbIMU 8-opMmi-1,3-0eH30MMOKCAHAMM.

Mcxopupiit 2-rugpokcu-4-(XHHONM3HANH- | -uame-
Tunoxcn)aneroperon (I) Ovin nonyuen peiicTBUEM
OPOMHUCTOrO JYIMHIHA Ha PE3aUeTO(EHOH B TIPHCYT-
CTBHH CBEKENMPOKAJICHHOTO MOTalla B CYXOM TOJYO-
ne. Xanxons! (Ila)—(Ilc) Obinu nmonyyeHbl MPH KOH-
pencauuu coepunchus (I) ¢ 8-popmun-6-X-1,3-6en-
30[JMOKCAHAMU B YCJIOBHUSIX, OMHCAHHBIX B padoTe [4].

[Tonyuenuble HamMu 2'-THAPOKCU-4'-(XHHONU3MIMH-
l-unmeTnnokeu)xankons (Ila)—(Ilc) npn xunsyeHnn B
JIE[ISTHON YKCYCHOW KHCTIOTE U30MEPU30BAUINCE B COOT-
BeTcTBytowue nasanousl (I11a)—(Illc).

Oxmncnenue xanxkouon (Ila)-(Ilc) pimernncynb-
(hOKCHAOM B MPHCYTCTBAW KATAMMTHUECKHX KOJH-
4yecTs fopa gaet guaronsl (IVa)-(IVe).

CocTraB # CTPOCHHE CHHTE3HPOBAHHBIX COCHUHE-
i (D—(IV) poxa3aHsl JaHHBIMU 3J1EMEHTHOTO aHa-
mnza u cnekrpamu "H-SIMP (taéa. 1, 2).

B cnekrpax "H-SIMP coeaunenuii (Ila)—(Ilc) cur-
nan nporora 2-OH-rpynisl HaxopuTCss B 00NacTH
12.4-13.4 m. p. CurHanbl NpoTOHA KapOOKCUILHOH
rpynnbl NPOSBISHOTCS B BUJIE YUIMPEHHOTO CHHIJIETA
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(a) X = CI; (b) X = NOy; (¢) X = COOH.

B 6osee cnatom noute (12.8~12.9 M. 1.). CunrieTHoIi
curian nporoHos 2-CH,-rpynnbl 0eH301HOKCaHOBO-
ro ¢pparmenTa pacrnosioxe npy 5.3-5.5 M. ., a 4-
CH,-rpynisi — B o6nactu 4.9-5.0 M. i. ApomaTudec-
kue npotoubl H5 n H7 1.3-6en3oqnokcaHoBOro
(pparMeHTa NposBISIIOTCS B BUAE AyONETHbIX CUTHA-
nos ¢ KCCB 2.0 I'u 8 o6nactu 7.0-8.0 M. a.

Crnexrpsl 'H-SIMP ¢prasanoros (Illa)—(IIlc) nme-
FOT XapakTEePUCTUUECKIE CHTHANBI, NMPHHAJIEXKALIHE
2-CH- u 3-CH,-rpynnaM XpoMaHOHOBOTO (pparmMeH-
T4, XHMHUYECKHE CIBUTH KOTOPBIX JeXaT B 00JaCTH
5.73-5.75u 2.9-3.1 M. . COOTBETCTBEHHO.

B cnekrpax 'H-SIMP coenunenuit (II—(IV) npo-
TOHBI XHHOJIH3UAUHOBOTO (DPArMEHTa NPOSIBISIFOTCA
B obmactu 1.0-2.1 m.a. (14 H, m, CH,), 4.0-4.1 m.n.
(2 H, m, OCH,). llnpokwuid ny6aer (J = 10.6 I'n) npu
2.69-2.76 M. I. OTHOCHTCSI K 3KBaTOPHATLHBIM [PO-
ToHam 1pu C, u C o TYMTHHUHOBOTO (PParMeHTA.

Taxum 06pazoM, BBECHHE B COCTaB MOJICKYJIbI
(pnaBaHOMAOB XUHOJH3UAUHOBOIrO (PparMeHTa No3-
BOJISCT TOJIYYaTh HOBbIE OPHIUHAJBHBIE COEJUHE-
HUsI O cnetuIeckumMi PparMeHTaMH.

OKCITEPUMEHTAIIBHAYA YACTb

YucToTy MOJNYyUYECHHbBIX COEIHHEHUI KOHTPOJIHPO-
panu merogoM TCX na mmacrunkax Stlufol UV-254
(Merck, l'epManust), 3M0€HT — OEH301—3TaHOoN, 9 : 1.

BHUOOPTAHUYECKAA XUMWA

(IVa)—(IVo)

CrnekTtpet '"H-SIMP perucrpuposasnu na npubope
Bruker AC-300 (I'epmanusi) (¢ padouein 4acToTOM
300 MI'm) B DMSO-dg; B xadyecTBe BHYTPEHHETO
cTaHpapra ucnonb3osain Me,Si. JlaHHpIE 3M€MEHT-
HOTO aHaNW3a COEMHEHHNA OTBEYANH BHIUHCICHHBIM.

Hcxopnbie 8-popmun-6-X-1,3-6eH30a10KcaHbl Obl-
JIM TIOJTYUEHBI 10 METORMKaM padot [9-11], a 6pommy-
UHHH — O METOMKE padoTsI [12].

2-I'uppokcu-4-(xunomsuun- 1 -nnmerninokcu)aue-
ropenon (I). K ropsiuemy pactsopy 20 MMonb pes-
aterodeHoHa B 30 M1 cyxoro Toayosa NpuoaBIsiu
no kamasM 20 mMMonp OpomiynuHuHa 1 40 MMONb
CBEXENPOKATIEHHOr0 noraia. Peakunonnyo cMmech
KHIISITHAH B TeyeHue § 4. PacrBopurens OTroHsing B
BaKyyMe BOJOCTPYHHOTO Hacoca. OCTATOK NEPEKPH-
CTaJNIN30BbIBANH U3 EtOAC.

1-[2'-Tuppokcu-4'-(xHHOMMIHANA- 1 -HIMETUITOK-
cn)Ppennil-3-(6-X-1,3-6en3oxnokcan-8-un)npone-
Houbi-1 (IIa)-(IIc). Pacreop 20 mMMonb 2-rupOKCH-
4-(XMHONM3UUH- | -unmetrnokcu)auetrodpeHoHa (I) u
20 MMONIb COOTBETCTBYIOLIETO 8-hopmun-6-X-1,3-
OenzoguokcaHa B 100 M1 cyxoro 0en3oa KHISATUIH
B IpucyTcTBHH 1.2 Mot nunepuanHa 1 0.5 M1 TEATHOM
YKCYCHOH KHCJOThbI B TcueHue 18-20 4 ¢ mocTostH-
HBIM YAaJeHueM o0pa3yrolleHest ROMbI B BUAE [JBOM-
HOTO aszeorpona (0enzon—soga). PacrBopurens oT-
TOHSIIM B BAKYYME BOIOCTPYHHOTrO Hacoca. OCTaTOK
[IPOMbIBAJIU BOAOH 1 KPUCTAIITN3OBAIN W3 IOAXONS-
LEro pacTBOPHTES.
2005
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Ta6nuna 1. dusnxo-xuMuuyeckue xapaxkrepucrikn coeguaenuit (D—(1V)
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Coepunenue | T. ., °C R} Bb],,;;on’ Ha(;;u;ﬂo’ Bpyrro-dopmyna B:;g‘l;)c%e— Hf;g;gﬁg;ﬁ;;’;ﬁﬂ

(I rHrp. 0.65 69.5 4.49 CigHysO3N 4.61 EtOAc

(1la) X=Cl 187-189 | 0.82 54.6 260 | CyHOsNCl 289 | CeHyEOAC
(ITh) X=NO, 171-172 | 0.77 79.2 548 | CyyHy09N, 5.66 |EtOAc

(Ilc) X=COOH | 193-195 | 0.87 56.4 2.97 | CyHy 0N 283 |EOAe

(Illa) X=Cl 169-170 | 0.64 67.1 272 | CyHaOsNCI 289  |EOAc

(IIb) X=NO, | 181-183 | 0.92 | 682 581 | CyHyO5N, 566  |EtOAc

(Hlc) X=COOH | 202-203 0.76 44.9 2.75 CygHy O7N 2.83 EtOH/Acetone
(IVa) X=Cl rurp. | 0.80 | 518 281 | CyyHy04NC) 290 |Et0Ac

AVb) X=NO, | 211213 | 0.72 65.6 578 | CyHasOoN, 569 | EtOAc

(IVe) X=COOH | rurp. | 089 | 437 298 | CygHpgON | 285 EOAc

* DnroeHT: beHszon-atanon, 9 : 1.

Taoamua 2. [Jauunie lH-HMP—CrIeKTpOB CHHTE3HPOBAHHbIX coemuneHnit (0 M. 1., KCCB, ')

ITporous! 1,3-6¢H30010KCAHOBOro (PParMeHTa
Coepnu-
enwe | 2-OH H3 H5 H6 cochecy HS (! H,|H7 (1 H, | 6-COOH|H2 2 H, H4 (2 H,
(1H,¢)| (I1H,m (1 H, mn) (1 H, m) B n,J2.0) | 1, /2.0)| (1H,¢) |c,CHy) | c, CHy)
(I1a) 13.40 |6.80(J2.0)|6.72(J 8.0;,|7.75(/ 8.0)|7.65(1 H,n); | 6.70 7.5 - 5.35 4.89
J2.0) 8.00 (I H, n)
(1Ib) 12.65 |7.80(/2.5)|6.78(J9.2; 7.80(J9.2)|7.78 (1 H,n); | 7.90 8.44 - 5.45 5.00
J2.5) 8.1 (1 H,pn)
(IIc¢) 12.45 16.50(J2.2)6.65(/8.3;83(/83) |804(2H,m)| 7.78 8.35 12.89 5.49 5.00
J2.2)
c IIporous! 1,3-6eH300HOKCaBOBOrO hparMenTa
oenu-
wenme | H2a H3a H3e | HS5 |H6 H8 H5( H,/H7 (1 H.,]6:COOH|H2(2H,|H4 2 H,
(1 H, nn) (1 H, nn) (1 H, p) (OH,¢)|2H,») | 0, J2.0)|n,/J20)| (1H,¢) |c,CHy) | ¢, CH,)
(IMXa) |57 11.5; {29 17.5; 286 11.5; 7.70 6.9 6.95 7.52 - 5.26 4.9
J4.5) J11.2) J4.5)
(Ib) 573 (J11.8;2.90 (J 17.12;]3.06 (J 17.12;| 7.58 7.05 6.98 7.5 - 5.26 4.89
J4.8) J11.8) J4.8)
(IIle) [5.75(/ 12.8;(3.06 (J 16.6; |2.87 (J 16.6; 7.58 6.69 7.70 8.1 12.8 5.40 5.0
J3.4) J12.8) J3.4)
' IIporousl 1,3-0en30p110KcanOBOrO (hparMenTa
Coenu- —
HeHUE H3 HS Hé6 Hg& H5( H, | H7 ({ H, | 6-COOH |2-CH, (2 H, |4-CH, (2 H,
(1 H, n (1 H, m) (1 H, o) (IH,m) |np,J245|n,7245) | (1 H, ¢ ¢, CHy) ¢, CH,)
IVa) 1690 2.5)]7.95(9.0)|7.00(9.0; |7.19¢(2.5)| 785 8.34 - 5.49 5.02
J2.35)
Vb) 16.89(/2.5)(7.89(/9.0)(7.06(J9.0; 720(/25) 7.86 8.30 - 5.50 5.05
J2.9)
(IVe) [6.91 (/25791 (9.0)|7.30(J9.0; |7.54 (2.5 784 8.32 12.85 5.47 5.01
J2.5)
L . L L
BUOOPTAHMYECKAS XUMHUI  Tom 31 N5 2005
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2-(6-X-1,3-6en3zomnoxcan-8-un)-7-(xuuoau3ugun-1-
wiMeTHiokcH)-4-xpomanonsr  (Ia)—(Illc). Pactop
2 MMOnb  2'-rugpoKcu-4'-(XMHOMM3HIH- | -HIMETHIIOK-
cu)xankoHa (Ha)—~(Ilc) 8 50 mx nepsiHON yKCyCHOM KHC-
Jotsl kunsTuan 100~120 4.

PacrBopuTenb OTTOHSITH, OCTATOK OYMUIAIN MPU
OMOLUM AAPOOHON KPHCTANIN3ALHM.

2-(6-X-1,3-6enzoaqnokcad-8-ui)-7-(xuHoau3uauu-1-
nametrniokcu)-4-xpomonsi (IVa)—(IVe). K pactsopy
10 a0 2'-ruppoxcu-4'-(xHHONU3HANH- | -IMeTHIIOK-
c)xankona (Ila)-(Ile) B 25 mvtn DMSO npudassmsinu
KATAMTUTUYECKOE KOMUYECTBO HOKA ¥ KHNATHIH
30-40 mun. 3aTem peakHOHHYIO CMECh Pa30aBIAIN
BOJIOH, BBIMABIIMA OCAIOK OTPUIBTPOBEIBATH H
npoMbisan 20% pactBopoM THOCYJb(daTa HATPHs
[0 HCYE3HOBEHUS CIAENO0B HoAa ¥ NMEPEKPUCTATIHIO-
BbIBAJIY H3 NOAXOSILIETO PACTBOPHTEIIS.
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Synthesis of Lupinine Derivatives of Flavonoids
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The isomerization and oxidative cyclization of 2-hydroxy-4-lupinylchalcones leads to the corresponding
7-lupinylflavanones and 7-lupinylflavones. The English version of the paper: Russian Journal of Bioorganic

Chemistry, 2005, vol. 31, no. 5; see also http://www.maik.ru.
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