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HOBBIIA CUHTE3 3-2-®YPWI)®TAJINUIOB

BriepBoie ocymiecTBieH cuHTe3 3-(2-Gypun)dranugoB B3aumoaeiictreM 2-hopMundeH30i-
HBIX KHCJIOT, C IPOU3BOIHBIMH (pypaHa B IPUCYTCTBHU KUCIOTHOTO KAaTaan3aTopa. Y CTAHOBJICHO,
410 peakuus 2-GopMUIOCH30MHBIX KHCIOT U 2-aIKWI(pypaHOB B BOJHOM IHOKCAHE B IPHCYT-
CTBHH XJIOPHOW KHCJIOTHI HPHBOIHUT K cMecH 2-kapbokcuapunandypuinMeraHoB u 3-pypusndra-
JIM0B, KOTOPBIE JIETKO MOTYT OBITh Pa3AeNICHbl METOJOM IpernapaTHBHON KOJIOHOYHOH XpoMa-
Torpadum.

Kurouerble cioBa: 2-ankwidypaH, 2-popMuinbeH3oitHas kucinora, 3-¢ypundTaiu.

3-(2-Oypun)dranuapl SBISIOTCS NPEIAIISCTBCHHUKAMH 2-KapOOKCHOSH3MII-
¢ypaHoB, HCIONB3yeMBIX B cuHTe3e HadTo[2,3-b]dypan-4,9-nuonos [1, 2],
MHOTHE M3 KOTOPBHIX OBUIM BBIIENEHBI M3 PACTEHUH M TPOSBISIOT LUTOTOK-
CHYECKYIO U JpyTUe BUIBI PapMaKOIOTHIEeCKOW aKTUBHOCTH [3—-5].

2-KapOokcuben3undypansl, Kak HaMH ObUIO TOKa3aHO [6], MOTYT OBITH
WCIIOJIb30BaHbl B CHHTE3€ NMPOW3BOIHBIX M30KyMapHHA, COAepKalux dapma-
KO(OPHBIA (parMeHT U MPEICTABISIOIUX HHTEpeC I OMOIOTUIECKOr0 CKpH-
HUHTA.

Haubonee pacnpocTpaHeHHbIE MYTH CHHTE3a MPOHM3BOAHBIX 3-(2-(ypuin)-
¢ramuna [7, 8] ocHOBaHBI Ha MeETOJaX 3JIEMEHTOOPTaHMYECKOH XHMUHU,
TpeOYIOUIMX OCOOBIX YCIOBHH HpPOBENCHUS IKCIEpHUMEHTa. B To ke Bpems
W3BECTHO, YTO 3-apuiTanuabl MOTYT OBITh MOTYYEHBI C XOPOIIUMH BBIXOJAMH
MyTeM KOHACHCALMHU 2-KapOOKCHAPHIKApPOOHMIBHBIX W apOMaTHYECKHUX
COEMHEHUI B IPUCYTCTBUHU KUCIIOTHBIX KaTanu3artopos [9, 10].

B »sT0#i paboTe mpuBemeHBI NMpEABAPHUTENBHBIE PE3yNbTAThI, MOTyYCHHBIE
HaMH B XOJ€ M3YyYEHHsI KUCIOTHOKAaTAIU3UPYyEeMOW KOHAEHcanuu 2-hopMui-
OCH30MHBIX KUCIOT U 2-ankuidypaHoB. PaHee Hamu ObIJIO MOKa3aHO, YTO B3aH-
MopelcTBUe 2-HOpMUIOCH30MHBIX KHCIOT C CHIBBAHOM WM 2-3THI(YpaHOM
B 1,4-IMOKCaHe B MPUCYTCTBUH KATAJTUTUYCCKUX KOJTHUYECTB XJIOPHOHM KHCIIOTHI
MPUBOIUT C BBICOKAUMH BBIXOJAMH K COOTBETCTBYIOIIUM 2-KapOOKCHapHII-
(mudypun)meranam [6].

Temeps MBI yCTaHOBWIM, YTO I0OaBlIEHHE BOABI K PEaKIHMOHHON CMecH
MO3BOJIACT YBEJIMUMBAThH cofepkaHue ¢ypundpranuna 1 oT clegoBBIX KOJIHU-
gecTB 710 50% u Gojiee oT oOwIel Macchl MPOAYKTOB peakunu. OnTumaibHOe
KOJINYECTBO BOJBI, HEOOXOANMOE AJISI NOCTHKEHHS HanboJiee BHICOKOTO BBIXO-
ma coemunennii 1a—f, cocrtaBmser 12% oT oObeMa 1,4-mHOKCaHa, HCIONb-
3yeMOro B peaklud. Y MEHbIIEHHE KOJINYECTBA BOJBI IPUBOAUT K MOBBILIEHUIO
coaepkaHus apuiandypuiIMeTana B CMECH NMPOAYKTOB PEaKINH, a YBEIUICHUE
€€ KOJMUYeCcTBa — K 3aMEAJICHUIO LI€JIeBON peaKlMy WM TIOJHON €€ OCTaHOBKE.
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1,2a,d X=H, b,eX=1, ¢,f X=NO,; a—¢ R =Me, d-f R=¢Bu
Beixon*, % Brixon*, %
CoenuHenue CoenuHenue

A b A b
1a Crnensl 14.0 2a 68.5 15.2
1b Crenpl 24.4 2b 70.2 229
1c Crnensl 18.8 2¢ 70.0 17.2
1d 21.5 35 2d 14.5 13
le 36.1 42 2e 22.7 20
1f 29.2 37 2f 16.8 14

* BpIX0Jpl MPOMYKTOB PEAKIHH PACCUATAHBI HAa UCXOOHYIO 2-(hOpMIIIOCH30HHYIO KUCIIOTY;
A — peakiuIo MPOBOAMIIN B OTCYTCTBHE BOJIBI, b — peakiuio mpoBOAWIH C J0OABICHHEM BOJBI.

HeoxwnmanHpIM OKa3anoch BIUSHHE aJKWIBHOTO 3aMECTHTENs B dypaHe Ha
BBIXO[ 3-hypundranuma. [lpu ncnoms3oBannn 2-MeTHiIGypaHa COOTBETCTBYIO-
ot 3-gypundTanum B OTCYTCTBHE BOABI 00pa3yeTcs JIUIIL B CIICIOBBIX
KOJTMYECTBaX, TOTJa Kak B ciydae 2-mpem-OyTwidypaHa BBIXOI 3-(ypril-
¢drammaa MoxeT mocturath 36% maxke 0e3 H00aBIIeHUS BOABI B PEaKIHOHHYIO
cpeny.

Taxkum 00pa3oM, HaMH BIIEPBBIC OCYIIECTBICH CHHTE3 3-(ypuUiadTaIvuaoB
B3auMoieicTBHeM 2-(DOPMIUIOEH30HHBIX KHUCIOT C MPOU3BOIHBIMEH (ypaHa B
MPUCYTCTBUM KUCJIIOTHOT'O KaTaJM3aTopa. XOTS BBIXOAbI coeauHeHu# 1, momy-
YeHHBIX yKa3aHHBIM METOJIOM, SIBJISIFOTCS yAOBJIETBOPUTENBHBIMH, Ha OCHOBA-
HUU TIpEABAPUTENFHBIX PE3yJNbTaTOB MOXKHO HAJEsAThCS, YTO JajbHEUIIas
ONTHMH3AINS YCIOBHI PEAKIMH MO3BOJIUT MOBBICUTH BBIXOIBI IEJIEBBIX MPO-
TYKTOB.

SKCHHEPUMEHTAJIbBHASI YACTb

Crnextper SIMP peructpupoBanu Ha mpubope Bruker AM300 (300 MIm) B CDCly

(coequuenus 1a,c—f) u JMCO-dy (coenunenus 1b), Buytpennuii crangapt TMC.
3-(5-Metna-2-gpypui)-1,3-muruapo-1-uzodenzopypanon (1a). K cmecu 7.0 r (47 MmMoib)
2-hopmunOeH30iHON KucmoTel U 7.5 mi (84 mmonb) 2-metundypana B 50 mu 1,4-nrokcana
nob6asisitor 7 Mt Boael u 0.5 mit 70% HCIO4 m xunsatar 1.5 4 ¢ oOpaTHBIM XOJIOAMIEHUKOM.
[MomyueHHYI0 peaKIMOHHYIO MACCy BBUIMBAIOT B BOJY M 9KCTPAarupyroT XJIOPUCTBIM METHICHOM.
Dkctpakt cymar Na,SOy, ynapuBaroT, MOJYYEHHOE Maciio Pa3feisioT METOJOM KOJOHOYHOM
xpoMaTorpaduu, UCIONB3Ys B KAUECTBE SIFOCHTA CMECh OCH30JI-TIETPOJICHHBIN 3¢up, 1:2. Brixon
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2.0 r (14%), Gecusernbie kpuctawisl. T. mi. 110-111 °C (u3 CH,Cl,—nerponeiinsiii 3¢up).
Crnextp SIMP 'H, 8, m. 1. (J, Tw): 2.27 (3H, ¢, CH3); 5.96 (1H, 1, J = 3.2, 4-Hp,); 6.24 (1H, x,
J=3.2, 3-Hp,); 6.41 (1H, ¢, CH); 7.47-7.48 (1H, m, Hy,); 7.56-7.71 (2H, M, Hy,); 7.95-7.96
(1H, M, Hy,). Haiineno, %: C 72.97; H 4.65. C;3H;(0O5. Boruucneno, %: C 72.89; H 4.71.
Coenunennsi 1b—f nomayyaroT aHaJIOrU4HO COeAUHEHUIO 1a.
6-Homo-3-(5-meTun-2-¢pypui)-1,3-nuruapo-1-uzodensopypanon (1b). Brexom 24.4%.
T. mn. 169-170 °C (u3 CH,Cl,—ietponeitsiit a¢up). Criekrp SMP 'H, 8, m. 1. (J, Tw): 3.25 (3H,
¢, CH;); 6.12 (1H, 1, J = 3.2, 4-Hg,); 6.48 (1H, n, J = 3.2, 3-Hg,); 6.72 (1H, ¢, CH); 7.36 (1H, n,
J = 8.0, Hap); 8.14 (1H, 1. 1, J = 1.4, J = 8.0, Hyy); 8.23 (1H, 1, J = 1.4, Hy,). Haiineno, %:
C 46.01; H 2.72. C13HylO;. Boruncineno, %: C 45.91; H 2.67.
3-(5-MeTna-2-¢pypui)-6-autpo-1,3-nuruapo-1-nsodensodpypanon (Ic). Bexom 18.8%,
Gecusernsie kpuctamisl. T. mwr. 128-129 °C (a3 CH,Cl—nerponeitusiii s¢up). Crexrp SIMP 'H,
8, M. 1. (J, T'm): 2.25 (3H, ¢, CH;); 6.01 (1H, 1, J=3.2, 4-Hg,,); 6.37 (1H, 1, J= 3.2, 3-Hg,,); 6.51
(1H, ¢, CH); 6.64 (1H, n, J = 8.4, Ha,); 8.57 (1H, 1. n, J = 2.0, J= 8.4, Hu,); 8.78 (1H, 1, J=2.0,
Ha,). Haiineno, %: C 60.29; H 3.45; N 5.49. C3HoNOs. Boruucneno, %: C 60.24; H 3.50; N 5.40.
3-(5-mpem-Byrua-2-¢pypui)-1,3-quruapo-1-uzodenzopypanon  (1d). Bexon  35%,
Gecrernbie kpuctanisl T. mr. 73-74 °C (a3 CH,Cl—merponeitusiii s¢up). Crextp SIMP 'H,
S, M. 1. (J, T'm): 1.26 (9H, c, t-Bu); 5.94 (1H, x, J = 3.2, 4-Hg,,); 6.16 (1H, 1, J = 3.2, 3-Hg,,); 6.45
(1H, ¢, CH); 7.47-7.72 (3H, M, Hy,); 7.95-7.99 (1H, M, H,,). Haiineno, %: C 74.90; H 6.32.
C16H60;. Beruucneno, %: C 74.98; H 6.29.
3-(5-mpem-ByTuni-2-pypuin)-6-uono-1,3-nuruapo-1-nsodensodypanon (le). Berxon 42%,
Gecusernsie kpuctamisl. T. mr. 111-112 °C (13 CH,Cl—nietponeiinsiii s¢up). Crextp SIMP 'H,
8, M. 1. (J, Tm): 1.25 (9H, c, -Bu); 5.95 (1H, n, J = 3.2, 4-Hg,,); 6.19 (1H, n, J = 3.2, 3-Hg,,); 6.39
(1H, ¢, CH); 7.25 (1H, n, J = 8.0, Ha,); 8.01 (1H, 1. n, J= 1.4, J=28.0, Hu,); 8.30 (1H, 0, J= 1.4,
Hy,). Haiineno, %: C 50.18; H 3.85. C¢H,5105. Beraucneno, %: C 50.28; H 3.96.
3-(5-mpem-byTni-2-pypunin)-6-uurpo-1,3-quruapo-1-nzodenzodpypanon (1f). Boxon 37%,
Gecusernsie kpuctamisl. T. wr. 117-118 °C (a3 CH,Cl—nerponeitusiii s¢up). Crextp SIMP 'H,
8, M. 1. (J, Tm): 1.24 (9H, c, -Bu); 5.99 (1H, 1, J = 3.2, 4-Hg,,); 6.28 (1H, 1, J = 3.2, 3-Hg,,); 6.55
(1H, ¢, CH); 7.68 (1H, n, J = 8.4, Ha,); 8.57 (1H, 1. n, J=1.9, J= 8.4, Hu,); 8.79 (1H, 1, J= 1.9,
Hya,). Haiineno, %: C 63.85; H 5.11; N 4.59. C¢HsNOs. Boruucieno, %: C 63.78; H 5.02;
N 4.65.

Paboma evinonnena npu gunancosou nododepoicke Poccutickoeo ¢gonoa

dynoamenmanvrvlx ucciredosanutl (epanm Ne 03-03-32759) u pupmvr Bayer
Health Care AG.

CIIUCOK JIUTEPATVYPBI

1. S. M. Starling, D. S. Raslan, A. B. De Oliveira, Synth. Commun., 28, 1013 (1998).

S. M. Starling, D. S. Raslan, A. B. De Oliveira, C. L. Zani, Synth. Commun., 28, 3567
(1998).

M. M. Rao, D. J. I. Kingston, J. Nat. Prod., 45, 600 (1980).

S. V. K. Moideen, P. J. Houghton, P. Rock, S. L. Croft, F. Aboagye-Nyame, Planta Med.,
65, 536 (1999).

D. N. Akunyili, P. J. Houghton, Phytochemistry, 32, 1015 (1993).

A. V. Gutnov, V. T. Abaev, A. V. Butin, A. S. Dmitriev, J. Org. Chem., 66, 8685 (2001).

C. L. Zani, A. B. De Oliveira, V. Snieckus, Tetrahedron Lett., 28, 6561 (1987).

P. Garibay, P. H. Toy, T. Hoeg-Jensen, K. D. Janda, Synlett, 1438 (1999).

. V. W.Floutz, J. Org. Chem., 25, 643 (1960).

0. R. Al-Hamdany, J. M. Al-Rawi, S. Ibrahim, J. Prakt. Chem., 329, 126 (1987).

N

W

= 00w

HUU XT'C Kybanckozo zocydapcmeennozo Tocmynuno 6 peoakyuio 17.02.2005
MEeXHON02UYeCcKo20 YHusepcumema,

Kpacnooap 350072, Poccus

e-mail: alexander _butin@mail.ru

1304


mailto:alexander_butin@mail.ru

	ЭКСПЕРИМЕНТАЛЬНАЯ   ЧАСТЬ
	Поступило в редакцию 17.02.2005


<<
  /ASCII85EncodePages false
  /AllowTransparency false
  /AutoPositionEPSFiles true
  /AutoRotatePages /All
  /Binding /Left
  /CalGrayProfile (Dot Gain 20%)
  /CalRGBProfile (sRGB IEC61966-2.1)
  /CalCMYKProfile (U.S. Web Coated \050SWOP\051 v2)
  /sRGBProfile (sRGB IEC61966-2.1)
  /CannotEmbedFontPolicy /Warning
  /CompatibilityLevel 1.4
  /CompressObjects /Tags
  /CompressPages true
  /ConvertImagesToIndexed true
  /PassThroughJPEGImages true
  /CreateJDFFile false
  /CreateJobTicket false
  /DefaultRenderingIntent /Default
  /DetectBlends true
  /ColorConversionStrategy /LeaveColorUnchanged
  /DoThumbnails false
  /EmbedAllFonts true
  /EmbedJobOptions true
  /DSCReportingLevel 0
  /EmitDSCWarnings false
  /EndPage -1
  /ImageMemory 1048576
  /LockDistillerParams false
  /MaxSubsetPct 100
  /Optimize true
  /OPM 1
  /ParseDSCComments true
  /ParseDSCCommentsForDocInfo true
  /PreserveCopyPage true
  /PreserveEPSInfo true
  /PreserveHalftoneInfo false
  /PreserveOPIComments false
  /PreserveOverprintSettings true
  /StartPage 1
  /SubsetFonts true
  /TransferFunctionInfo /Apply
  /UCRandBGInfo /Preserve
  /UsePrologue false
  /ColorSettingsFile ()
  /AlwaysEmbed [ true
  ]
  /NeverEmbed [ true
  ]
  /AntiAliasColorImages false
  /DownsampleColorImages true
  /ColorImageDownsampleType /Bicubic
  /ColorImageResolution 150
  /ColorImageDepth -1
  /ColorImageDownsampleThreshold 1.50000
  /EncodeColorImages true
  /ColorImageFilter /DCTEncode
  /AutoFilterColorImages true
  /ColorImageAutoFilterStrategy /JPEG
  /ColorACSImageDict <<
    /QFactor 0.76
    /HSamples [2 1 1 2] /VSamples [2 1 1 2]
  >>
  /ColorImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /JPEG2000ColorACSImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /JPEG2000ColorImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /AntiAliasGrayImages false
  /DownsampleGrayImages true
  /GrayImageDownsampleType /Bicubic
  /GrayImageResolution 150
  /GrayImageDepth -1
  /GrayImageDownsampleThreshold 1.50000
  /EncodeGrayImages true
  /GrayImageFilter /DCTEncode
  /AutoFilterGrayImages true
  /GrayImageAutoFilterStrategy /JPEG
  /GrayACSImageDict <<
    /QFactor 0.76
    /HSamples [2 1 1 2] /VSamples [2 1 1 2]
  >>
  /GrayImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /JPEG2000GrayACSImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /JPEG2000GrayImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /AntiAliasMonoImages false
  /DownsampleMonoImages true
  /MonoImageDownsampleType /Bicubic
  /MonoImageResolution 600
  /MonoImageDepth -1
  /MonoImageDownsampleThreshold 1.50000
  /EncodeMonoImages true
  /MonoImageFilter /CCITTFaxEncode
  /MonoImageDict <<
    /K -1
  >>
  /AllowPSXObjects false
  /PDFX1aCheck false
  /PDFX3Check false
  /PDFXCompliantPDFOnly false
  /PDFXNoTrimBoxError true
  /PDFXTrimBoxToMediaBoxOffset [
    0.00000
    0.00000
    0.00000
    0.00000
  ]
  /PDFXSetBleedBoxToMediaBox true
  /PDFXBleedBoxToTrimBoxOffset [
    0.00000
    0.00000
    0.00000
    0.00000
  ]
  /PDFXOutputIntentProfile (None)
  /PDFXOutputCondition ()
  /PDFXRegistryName (http://www.color.org)
  /PDFXTrapped /Unknown

  /Description <<
    /FRA <>
    /JPN <FEFF3053306e8a2d5b9a306f30019ad889e350cf5ea6753b50cf3092542b308000200050004400460020658766f830924f5c62103059308b3068304d306b4f7f75283057307e30593002537052376642306e753b8cea3092670059279650306b4fdd306430533068304c3067304d307e305930023053306e8a2d5b9a30674f5c62103057305f00200050004400460020658766f8306f0020004100630072006f0062006100740020304a30883073002000520065006100640065007200200035002e003000204ee5964d30678868793a3067304d307e30593002>
    /DEU <>
    /PTB <>
    /DAN <>
    /NLD <>
    /ESP <>
    /SUO <>
    /ITA <>
    /NOR <>
    /SVE <>
    /ENU <>
  >>
>> setdistillerparams
<<
  /HWResolution [600 600]
  /PageSize [612.000 792.000]
>> setpagedevice


