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3-(1H-UHO0J-3-NJD)-4-(1-I'TNKO3NJTIUH I 0JI-3-U1JI)-
1H-TIUPPOJI-2,5-IAOHBI: CHUHTE3 H U3YYEHUE
AHTUIIPOJIMPEPATUBHBIX CBOVICTB
©199%r. C. 5. Menbnux#, A. A. baxmeposa, JI. [I. I'apaesa, T. [I. Munnkep,
N. JI. Ilnnxrax, JI. B, Jxrosa, T. I1. Usanosa, B. M. Apxanun, H. B. fpuesa

Onkoaozuveckuli Hayydubtil yenmp um. akao. H.H. Baoxuna PAMH,
115478, Mockea, Kawupckoe wocce, 24
IMoctynuna B peflakuuzo 27.02.96 T

Cunresuposans! 3-(1H-unpon-3-um)-4-(1-rnukosunnnpoi-3-un)pypan-2,5-1uous! # -1H-nuppon-2,5-n1u-
OHBI, cofieprkaiine ocraTok D-pubo-, D-keuno-, L-apaGuHo-, D-ralakTonupaHossl wid D-n1akTo3er, kay-

yeHo HX BausHue Ha cunres [JHK B kneTkax CaOv.

Karwuesole caosa. UHO0N-3-UARAUOKCUAUAXAOPUO, UHOOA-3-uayKcycHaA Kucaoma, 3-(1H-undon-3-un)-4-
(I -eaurosurundoa-3-uajpypan-2,5-0uon, 3-(1 H-undoa-3-un)4-(1-eaurosuaundon-3-un)-1 H-nuppon-2 5-ou-

OH, 2AUKO3UObL,

Panee M1 coobrmnu o cuaTese 3-(1-MeTHIHHI0N-
3-un)-4-(rnukosunuHgon-3-uia)ypan-2,5-1HOHOB |
-1H-nuppon-2,5-nuosoB [1]. Beinu nonyyens! N-rnu-
KO3H[bl, cofgepxaluge ocraTok D-pubo-, D-kcuno-,
L-apabuHo-, D-ranakronuapanoss! Tu6o D-1akTossl
HITH alUKIHYecKMH (pparMeHT. C Henbo paciiHpeHust
BO3MOXHOCTEH IPEJIOKEHHOH CXeMbl MPEACTaBISIIO
HHTEpeC MONYy4YHTh MOAOOHBIE COENUHEHHUS C He3a-
meniedHol NH-rpynnoii B OHOM H3 HHAONBHBIX
LUKJIOB,

B kavecTBe HCXOAHBIX COEMMHEHHH, KaK U B pabo-
te [1], ncnonwszosanu unponbHeie Hykneosugsl (la—m),
KOTOpBIE BBOJWUIH BO B3aUMONEHCTBHE C OKCANHI-
XJIOPHAOM B XJTOpucTOM MeTuineHe. KoHTposs 3a xo-
moM npespauenus MeTonom 'H-SIMP nokasain, 4to
3a 4 4 B CIeKTpe peaKMOHHON CMECH HCYE3Ak0T CUT-
HaJIbl HCXOAHOTO HYKJIEO3UAa U MOSBISIOTCS CUTHA-
Jibl, OTBEYAOMINE CTPYKTYpe IPOU3BOHOTO MHIOM-
3-UNrITHOKCHITUIIXTIOPHAA (PHCYHOK).

[Monyyenurrt 1-(nep-O-aneTUANTHKO3WI)HHION-
3-MNrTHOKCUIUIXIOPHN 6e3 BhITeNcHMS BBOJUIIH BO
B3aUMOfICHCTBHE C MHAON-3-MIYKCYCHOH KHCIOTOHL.
B pabore [2] oTMeuanocsk, 4To nogo6Has peakuus B
XJIOPHCTOM METHIIEHE B IPHCYTCTBUU TPUITHIAMHUHA
upu 20-22°C npoxofuT TOABKO B ciiyyae N-zame-
IEHHBIX NPOU3BONHBIX HHpona. Kak nokazanu Hamm
onbIThl, [-(nep-O-aueTHNTITMKO3HIT)HHIOM-3-UIITIH-
OKCHITHNIXIIOPHABI PEarupyloT ¢ HH0M-3-UIyKCYCHOM
KHMCJIOTOH B AUXJIOPITAHE NPU KHIIEHUH B IIPUCYTCT-
BUM TPUITHIIAMUHA B TeueHue 4-6 4, Brixon o6pa3y-
HOLIHXCA OHCHHNONBHBIX Npon3BoaHbiX (11a~n), kak u

# AsTop s nepenucky.

CNEefOBaO OXHIATh, ObIN 3HAUYUTENLHO HHIKE, YeM
st COOTBETCTBYIOWMX N-MeTHIIpOH3BOAHLIX [1].
TTomumo neneBoro rauko3una, Hanpumep (116), u3 pe-
AKIMOHHOMH cMecH Bbiienenbl coequrenus (II16) u (IV).

HesaueTunupoBanuem npoussoansix (Ila—x) no-
Ny4eHbI MIMKO3UABI 3aMellieHHoro dypaH-2,5-1aoHa
(Va—n). Ilpu peiicrBun Ha coepuxenns (Ila—x) ammu-
aka B DMF npu 140°C npoucxoaguna tpanchopma-
g (pypaHOBOro LMK/Ia B MAPPONbHLIH M OJHOBpe-
MEHHOE Ae3aleTUNHPOBaHHE YIIeBOHOI0 OCTATKA C
00pa3oBaHEEM TIMKO3MAOB MPOM3BOJHBLIX MHPPOI-
2,5-nuona (Via—n).

s noATRepKAEHUS CTPYKTYPhI CHHTE3HPOBAH-
HbIX COENUHEHHNI HCIIONB30BaHb! faHHbie Y ®-, MK-,
'H-SIMP- u wmacc-cnektpos. B cnexktpax 'H-SIMP
npoussonubix (Ila-r), (Va, r) u (VIB) (Tabn. 1) cur-
Han npoToHa H2 wHponeHOro muxia ¢ He3aMellUeH-
Ho# NH-rpynnoit umeeT Bup [yonera ¢ KOHCTaAHTOH
CIHH-CITMHOBOro B3aumopeicTeus =3 M.

[Tonoxenue u xapakTep CNHUH-CIIHMHOBOrO B3au-
MOJEHCTBHs IIPOTOHOB YIJIEBOJHOIO OCTAaTKa B CO-
epuHenuax (Ila-p), (Va—-n;), (Vla—n) ovensr Gnuzku
COOTBETCTBYIOLLMM XapaKkTepUCTHKaM N-MEeTHINpo-
u3BoaHbIX [1]. 3HaYEeHHT KOHCTAHT CIIHH-CITUHOBOL'O
B3aumopeicTsust (J, o = 9 I'y) nogreepxkparor B-D-
koudurypamuio nupanosunos (1la, 6, r), (Va, 6, r, 1),
(Vla, 6, r, @) u O-L-KOH(HUIypaUui0 MHPAHO3HIOB
(IIs), (VB) m (VIB). B cnyuae raukosupnos (116, n) un
(I1I6) curHanm aHOMEPHOrc NPOTOHA OCIOXKHEH BHP-
TyaJibHbIM B3aUMONEHCTBHEM BCIEINCTBHE OMH3KUX
3HaYEHUI XUMHYECKUX cABAroB nporosos H2' m H3',
LUC-IKBATOPHATIBHO-aKCHAJIBHOE PACIONIOXKEHUE 3a-
mecrareneit npu C3' u C4' B coepunenusx (Ila, B, 1)
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Kourpons 3a xogoM Biaimopeucrsus 1-(2,3,4-rpu-O-auetun)-o-L-apabunonupanosun)uugona (Is) ¢ okcamunxiiopuaoM
(CH,Cl,, 20-22°C) ¢ ucrionb3oBaHUeM ClIEKTPOB 'H-AMP: (a) - 1-(2,3,4-1pu-O-auerun)-a-L-apabusonupanosumusgon (1s).

Peakuuonnas cmecs uepes 1 (6), 3 (8) u 4 4 (1)

BLIZLIBAET CMellueHHe B cnaboe noine (npubiau3u-
TensHo Ha 0.2 M, [.) CHrHala OHOM U3 alleTOKCHIIbL-
HBIX TPYON IO cpaBHEeHHIO ¢ miukosupamu (1I6) u
(I116), B KOTOPBIX 3TH 3aMECTUTEIH SIBJISTFOTCS MPAHC-
IU2KBATOPHANbHbIMU. OTMEYEH TaK¥Ke CHIILHONOb-
HBIH CABHL B 006J1acTh 1.7 M. . CHrHana 2'-ale TOKCHb-
HOW IPYNIbI, ITO OOYCAOBIEHO SKPAaHAPYIOMIAM BIIH-
sIHHEM arnMKoHa B npousBopHbix (Ila—n) u (1116).

B macc-cnexkTpax CHHTe3HPOBAHHBIX [NIMKO3MIOB
(Tabi1. 2) uMeroTCs NUKH MONEKYIISAPHBIX HOH-PaHKa-

nos M n (pparMeHTHBIE MUKK arnukonos (B + H)t u
(B + 2H)*. B cnyyae coegurenni (I116) u (IV) nuxn

M cm/z 509,511 1237, 239 COOTBETCTREHHO HMe-
10T XapaKTepHOe H30TONHoe pacnpepenesne (3 : 1),
4TO CBHAETENBCTBYET O HANUYHH B HX MONEKyax of-
HOro aToMa xnopa. Mo yrneBogHoro ocratka S* or-
MEYeH UG B cnekTpax O-aleTHTUPOBaHHBIX NPO-
8 BUOOPTAHMYECKAN XUMHA

oM 22 Ne 10-11

n3sopdbIx (Ila-r); pparmenrayus purnukosnga (1n)
nporekaeT ¢ o6pa3zoBaHueM noHa ¢ m/z 331 (ocTaTok
reTpa-O-aueTHIranakTossl), Kak 4 B cay4ae N-me-
THNRHOro aganora [1]. Pacnap arnukona HauuHaeTCs
C pacleTUICHUst aHTHAPAAHOTO WK KMHIHOT'O IIUKTIA C
nocnegyromuM  BeiGpocom  AByx Momekyn HCN.
B cnyuae npoussopbix dypara (Ila-n), (Va-r) o6pa-
3yIOTCS MOHBI ¢ m/z 284 [B + H-CO,|*, 256 [B + H~
CO,~COJ*, 255 [B + H-CO,—CO-H]*, 228 [256-H-
HCNY, 227 [255-HCN-H]*, 201 [228-HCNJ*, 200
[227-HCN]*. [Ina npoussopHeix muppona (Via-r)
XapakTepHO OOpa3oBaHHe HMOHOB ¢ m/z 326 [B],
310 [B + H-OHJ*, 283 [B-HNCO]* u 256 [B + H-
CONHCO]*; nanpaeimas ¢gpparMeHTanEs NOCENHE-
ro RaeT uoHbl ¢ m/fz 255, 228,227, 201, 200.

Wayyeno sauguue coegunenmit (Va—n) n (Via-n) Ha
cunte3 [THK B kyeTkax KapiMOHOMBI sIMYHAKA YeII0-
seka CaOv. IToka3zaHo, 9To aHTHOPONH(EPATHBHEIMU
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Gly = B-D-Rib (a)

B-D-Xyl (6)
o-L-Ara (B)
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B-D-Lac (m)

. [ ITCH C-OH
(i) (COCIY,, CH,Cl, (if) [ , Bt;N, CICH,CH,CI, 84°C
N

1
H

(iii) MeONa, MeOH (iv) NH,OH, DMF, 140°C

CBOUCTBaMH 00J1af1al0T NPOH3BOAHLIE NAPPOI-2,5-01-
oHa (VIa-n), CEs, cooTBeTCTBEHHO coctaBsaior 1073,
3x1075,105,10°u 5 x 10° M.

SKCINEPUMEHTAJIBHAS YACTH

Cnektps! H-SIMP cRHTE3RPOBAHHBIX COEJMHEHAI
3anmcanbl Ha npubope Bruker WH-360 (I'epmanus),
BHYTPEHHMH CTaHAAPT — TETPAMETHIICHIIAH; ISt OTHE-
CEHMMsi CHTHANOB B CITEKTPAX M YTOUYHEHHS KOHCTAHT
CIUH-CIIMHOBOT'O B3aUMOJEHCTBHS IPAMEHSITA METON
[ABOMHOrO pE€30HaHCa NPH Pa3HbIX MOILLHOCTAX MO-
AaBJIEHHS CNHH-CIIMHOBOIO B3aWMOJENCTBHS; NpH
onucanuu (hOPMEI CUIHANIOB UCNOJIB30BANHA CIERYIO-
e COKpalleHus: C — CHHIIIeT, J{ — Ay6NeT, T~ Tpum-
JIET, M —~ MYJALTHIUIET, AR — pybner fybneTos, AT —
ny6JeT TPUILIETOB, OAA — Ry6neT ny6neTa nybneros,
yi. ¢ (n) ~ ymapeHHbIA cuuraeT (qyonert). Macc-cne-
KTpbl PETUCTPAPOBANIH HA MACC-CIIEKTPOMETpE Finni-
gan MAT 8430 (I'epmanusi) ¢ cucreMoit 06paGoTKH
naubix SS-300 npu yckopstromem Hanpsokenwd 3 kB,
JHEPrul HOHH3UPYIOUIHX a/1ekTpoHoB 70 3B, Temme-
paType ucroyHuka HoHoB 250°C, Temnepartype Hcna-
penna obpasua 170-250°C, npumensis cucreMy npsi-
MO0 BBOfA BELUECTBA B 00J4aCTh HOHH3ALHH. Y P-
CMIEKTPBI NONyYeHb! Ha ciekTpogoTomeTpe Specord
UV-VIS (I'epmanus), iAHA ONITHYECKOro myTH 1 cMm,
PAacTBOPHTENL — ITAHOI; NPUBENCHbI SHACHAA lmax,
oM (g, Mt em!); K- CNIEKTPBI 3aNucalbl Ha padope
Perkin—Elmer 283 (CILIA) B Tabnetkax ¢ KBr; npn-

BUOOPTAHHUYECKASA XUMMS

BeJleHbl YaCTOTh! XapaKTEPHUCTHYECCKUX KOnebaHui,
em!. Inga TCX wncnonszosanu cunygon UV,
(Kavalier, 4YP), mpenmapar@sHyi0 XpoMaTOrpacpHio
nposofgunm Ha mactudax (20 X 20 cM) ¢ cunmkare-
nem LSL,s4 5-40 mxm (Chemapol, YP) npu Tonumne
cnos 1 Mm. [Inst xpomaTorpacuy HCIIOAb30BaIH CME-
cu pactBopHTeNei: xnropodopm—atanon, 20 : 1 (A),
4:1(B), 6enson—aneron, 5: 1(B), 1 : 1 ('), srEnane-
TaT-MeTaHon, 3 : 1 (). MagoneHble HYKIEO3HObI
(Ia—r) cunTe3UpOBAIY KaK ONHMCaHo B paborax [1, 3,4].
AHTHNponugepaTHBHbIE CBOMCTBA CHHTE3HPOBaH-
HbIX Hykneo3unos p3yvanu B OHLL PAMH na xynb-
Type KIeTOK KapUMHOMb! su4HuKa yenopeka CaOv
nmo Metopake [S].

3-(1H-Unpon-3-un)-4-[1-(O-ane THATIIMKOZHI ) MH-
mon-3-un]¢pypan-2,5-gponsr  (Ia-p). K pacreopy
2.025 mmounn 1-(O-anetunramakoswnuagona (Ia—) 8
7.5 mn CH,Cl, npu nepeMeIMBaHAH # OXJI2XKIEHAHA JIO
0°C npubasnsima 3.04 MmMons okcanumxiopupa. Peax-
LIMOHHYIO CMech nepemMeitmBanu 4—6 1 npu 20-22°C, 3a-
TeM ynapusan pocyxa. K ocratky, pacTBOpeHHOMY B
7.5 mn muxnopaTasa, npu 0°C npubasnsang 2.025 MMons
UHROI-3-ANyKeycHoll kuenoTel u 4.05 MMons Tpu-
sTinaMuHa. PeaklUHOHHYIO CMeCh HarpeBajll INpH
KHIEHWH B T€YeHAE 4-6 1 1 OCTABISIA HA HOYB NTPHA
20-22°C (XOHTpPONBb O U3MEHCHUIO MOTJIOIIEHHUA B
ob6nactu 460 nmM), 3ateM mpombiBainu 5% NaHCO;,
BOfoi1. PacTBopuTEns ynaphBanu B BaKyyMe, OCTa-
TOK oynmany npenapatustoi TCX.
1696
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3-(1H-MHIOJI-3-M)-4-(1-TVTIMK O3WITHUHIOJI-3-UT)-1 H-ITPPOJI-2,5-TNOHbI

Ta6mmua 1. Jlanusle cnektpos 'H-SIMP cHHTE3HPOBAHHBIX COEANHEHM
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Xumunueckue caBury, 0, M. 1. (J, I'n)

Cocpmmenye, YrneRogHEI OCTATOK
PACTAOPUTCHE VIHRONBHBIN arMUroOH
HI' H2' H3' H4' H5'a | H5'6 | OAc
(ITa) 8.92yu1. ¢ (NH), 7.92¢, 7.89x (3.0}, 5.881 5.43nn| 5.80nT 5.23pan | 4.150an| 4.067| 2.26¢
CD,Cl, 7.51gm, 7.40n, 7.12M, 7.09M, 6.917, (9.8) 3.0) 3.0) 6.7 (11.3) 2.05¢
6.8-6.68m (3H) (L.1)* | (11.3) 1.76¢
(116) 9.53ym. ¢ (NH), 7.94¢, 7.87x (3.0), 5.61m 5.47m 5.23m | 4.36a1 l 3.65t} 2.07¢
CD,Cl, 7.48n, 7.38n, 7.10m, 7.06M, 6.90g, (£9.5) (5.8) (11.3) 2.03¢
6.751, 6.74Mm, 6.68m (11.3) 1.73¢
(I1s) 9.00y1. ¢ (NH), 7.99¢, 7.86p (2.7), 5.53p 5.75an] 5.29un 5.48 4.281n | 398 | 2.25¢
CD,Cl, 7.60n, 7.370, 7.11m, 7.08m, 6.951, (9.2) (10.4) (3.6) 2.2) (13.5)yur. i | 2.02¢
6.80-6.65m (3H) (1.2) 1.78¢
(ITr) 8.87yur c (NH), 7.96¢, 7.87x (2.7), 5.60m** 5747 | 5.304m 5.60M**%| 4.33-4.17m | 2.27c
CDCl,4 7.56m, 7.370, 7.12m, 7.10M, 7.001, - (9.6) 9.6) 3.7 (H5', HH6") | 2.07c
6.85-6.65Mm (3H) 2.02¢
1.80c
D 9.36yn1. ¢ (NH), 7.91m (2H), 7.83p, 5.64M 5.50-5.38m 4.30-3.85m ~1-2.14c
CD,Cl, 7.68-6.65m (TH) (Glc) (Glc) 5.39m 4.58m** 2.11c
458m** 5.1l 5.03m (Gal) (1H) 2.07¢
(Gal) (Gal) (6H)
2.06¢
1.96¢
_ 1.70¢
{1116) 8.50c, 8.36M, 7.56Mm, 7.37m (2H), 5.63m 5.52-5.40m - 5.21m | 43601 | 3.667| 2.07c
CD,Cl, 4.60t (CH,) (6.0), 3.871 (OCH,) (£8.9) (5.5) (11.5) 2.02¢
(10.9) 1.67¢
(Iv) 8.22y1u. ¢ (NH), 7.58g, 7.36p, - - - = - - -
CD,Cl, 7.18m (2H), 7.10Mm, 4.341 (CH,) (6.0),
3.81x (C3—CH,) (0.7), 3.69T (OCH,)
(Va) 11.04c (NH), 8.05¢, 7.931 (2.6), 5.76n 4.5-3.70m -
(CD;3),CO 7.58pn, 7.46p, 7.05m (2H), 7.047, (8.5)
6.90m, 6.74T, 6.70T
(V6) 7.97¢c, 7.84¢, 7.53n, 7.35g, 7.06M, 5.43q 3.88t | 3.54r 3. 71 | 4.0301 ] 3.52t| -~
CD;0D 7.02m, 6.931, 6.821, 6.69M (2H) 9.3) 9.3) (9.23) (5.6) (11.5)
(11.3)
(V) 8.08¢c, 7.82¢, 7.63n, 7.354, 5.3 4281 | 3.74xa 3.99 4.0401 | 3.68 -
CD;0D 7.1-6.95m (3H), 6.77n, 6.7-6.6M 2H)| (9.1) 9.5) (3.6) (1.8) (13.1)ym. g
(=1
(Vr) 10.37yu1. ¢ (NH), 8.0c, 7.76x (2.5), 5.45n 4.67m | 4.06m 3.82m 3.73Mm, 3.56m -
DMSO-dq 7.69a, 7.40m, 7.1-7.0 (3H), (8.5) (HS', HH6")
6.80-6.60 (3H)
(Vi) 8.20m, 8.12¢, 7.96x, 7.82x, 7.71n, 5.58 4.0-3.4m -
CD;0D 7.64c¢, 7.40-7.25m (4H) (£9.5)
4.61p
(£8.0)
(VIa) 7.85¢,7.71c, 7.46n, 7.311, 7.01m, 5.72x 4.08nx 4.32Mm 3.95-3.75m -
CDh;0D 6.97mM, 6.941, 6.79x, 6.64-6.61m (2H) | (9.2) @Gy
(V16) 7.86¢,7.71¢c, 7.47n, 7.310, 7.01M (2H),| 541y 3.921 3.577  3.72pnm |4.02p0 | 3.53r| -~
CD;0D 6.947, 6.781, 6.64Mm, 6.62M 9.0) 9.0) (9.0) (5.5) (11.3)
' (11.3)
BUOOPITAHUYECKASA XUMHA  rtom 22 Ne 10-11 1996 8%
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Taémuma 1. Oxkonvanue

MEJIBHUK u ap.

Xumuueckue casury, o, M. 1. (J, ')
piz,?ﬁ::;iizi;: - . YTrneBOOHbBIA OCTATOK
| HETIRHIIRCIEERR HT HY H3 | H& | H5a | H56 [OAc
(VIs) 10.89¢ (NH), 9.88ym. ¢ (NH), 7.99¢, 5.44p 4341 3.81on 401 |4.06pm| 392 | —
(CD;),CO 7.801 (2.5),7.63n, 7.381, 7.07n, (9.0 (9.2) (3.4) (1.8) (12.2)ym.
6.98m (2H), 6.821, 6.67M, 6.61m ' (=1
(VIr) 7.98¢, 7.68¢, 7.60x, 7.33x, 7.00M (2H), 5.46p 4.29M | 3.0-3.45m** 4,04m | 3.0-3.45m** | —
CD;0D 6.97n, 6.745, 6.67M, 6.61M (9.0) (H5', HH6'")
(VIp) 7.93¢c, 7.71c, 7.52n, 7.33n, 7.04x, 5.581 4.1-3.4M -
CD,0D 6.98m, 6.76p, 6.7-6.58m (3H) (£9.5)
4,47y
B (£8.0)
* 4}'

Iy 5
*¥ [NepekpbIRaeTcs HECKONBKO CUTHAJIOB.

Tadauua 2. Janubie MACC-CIIEKTPOB CUHTE3HPOBAHHBIX COETUHEHHH (/)

Coepgunennel MY |(B + H), (B + 2H)* @dparMeHThI arIuKOHa St dparMeHTH! YIIeBOAa
(1la)—(1Is) 586 328, 329 284, 256, 255, 228, 227, 201, 200 259 199, 157,139, 97,43
(IIr) 658 328 284, 256, 255, 228, 227, 201, 200 331 211, 169, 127, 109, 43
(Ip) 946 328 284, 256, 255, 228 331 |271,229,211, 169, 127, 109, 43
(Gal)

(1116)* 509, 511 172, 144 259 | 199, 157, 139, 97,43
(IV)x* 237,239 103 - ~
(Va)<(Vs) 460 328, 329 284, 256, 255, 228, 227,201, 200
(V) 490 328, 329 284,256, 255, 228, 227, 201, 200
(Via)-(VIs)| 459 327, 328 326, 310, 283, 256, 255, 228, 227,

201, 200
(VIr) 489 327, 328 326, 310, 283, 256, 255, 228, 227,

201, 200

* Habmopancs Taxoke RONONHUTENbHEIA mik ¢ m/z 402 (M~COOCH,CH,Cl]

+

** HaGnionancs Takxke foNonHuTenbHbil muk ¢ m/z 130 [M—~COOCH,CH,Cl]".

~ 3-(1H-Unpon-3-umn)-4-[1-(2,3,4-rpu-O-auernn-B-
D-puGonupanosun)uagon-3-an]dypan-2,5-nuox (Ila)
seifiensinn B cacreme B. Beixon 11%. Y®-cnexrp:
224 (30800), 280 (7300), 370 (7300), 460 (10000).
MK-cnextp: 3400 (NH), 1820, 1740 (CO).

3-(1H-Auagon-3-umn)-4-[1-(2,3,4-rpu-O-auetnn-H-
D-xcunomipanosuwn)uHpon-3-unjgypan-2,5-gquon (116)
Bbigensany B cucreme B. Beixog 10%. Y ®-cniektp:
223 (27000), 281 (10600), 364 (7300), 460 (9400).
UK-cnexp: 3370 (NH), 1820, 1750 (CO).

3-(1H-Wungon-3-nm)-4-[1-(2,3 4-pu-0O-auetun-o-L-
apaburomapa”o3w)uHnon-3-unjgypan-2,5-guon (I1Is)
Boifgesann B cucreme B. Boixon 10%. Y ®-cnexrtp:
225 (30500), 280 (10100), 370 (7600), 455 (10800).
UK-cniexrp: 3370 (NH), 1820, 1750 (CO).

3-(1H-Uupon-3-un)-4-[1-(2,3,4,6-rerpa-O-auernn-
B-D-ranakTonupaso3un)uHpomn-3-uildypan-2,5-nu-
oH (IIr) Beigensnu B cucteme B. Berxon 13%. Y®-
cnexTp: 223 (28400), 275 (11300), 375 (4600), 460
(8400). UK-cniektp: 3400 (NH), 1820, 1750 (CO).

BUOOPTAHUYECKAA XUMHS

3-(1H-HUnpgon-3-un)-4-{ 1-[4-0-(2,3,4,6-reTpa-O-
anetmwi-f-D-ranakronupanosmn)-2,3,6-rpu-O-aLeTui-
B-D-rmroronupanosun JaHpon-3-ui }bypan-2,5-1uoH
(IIn) Beigensanu B cucreme A. Boixog 18%. Y&P-
cnexTp: 226 (23600), 282 (11600), 350 (4800), 450
(2000). MK-cnexTp: 3400 (NH), 1800, 1750 (CO).

2-Xnopatunossti apup 1-(2,3,4-rpu-O-anernn-B-
D-kcunormpaHo3mT ) HHEOM-3-HATTAOKCHIOBOR KACIO-
o1 (I1I6) Brigensna B cucreMme B, Brixon 41%. Y ®-
criektp: 218 (18900), 250 (12500), 270 (8700), 275
(7700), 320 (11500). UK-cnexTp: 1650, 1700 (CO).

2-Xn0paTrHa0BLIA 3P HHAON-3-ITTTHOKCHIIOBOM
xucnorsl (IV) seigensnu B cucreme B. Boixop 13%.
Y®-cniextp: 226 (13 800), 274 (5900), 281 (6100), 290
(5400). UK-cnextp: 3380 (NH), 1720 (CO).

3-(1H-Unpo-3-un)-4-(1-rimxo3mwimngon-3-un)gy-
pan-2,5-muonst (Va-g). K pacrsopy 0.30 mmonb
anerunnponspognoro (Ila-o) B 4 Mn MeTanona npu-
oasnsmu 0.34 mu 0.1 v, MeONa B MeTaHONE, peak-
MOHHYIO cMech nepememmBanu 0.25-0.5 4 (ucyes-
nosenne ucxogHoro no TCX) npu 20-22°C, 3aTeM
1996
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3-(1H-NHAOJI-3-U)-4-(1-TTIMKO3UITUHOOI-3-UJD)- 1 H-ITMPPOJI-2,5- AV OHbBI

Hedrpanu3zosana KY-2(H*) go pH 7 no yxmeepcansHo-
MY HHAHKATOPY, PaCTBOPUTENH YIIAPHBAIH B BaAKYyMe.

3-(1H-Nugon-3-un)-4-(1-B-D-pubonupanosunmH-
mpon-3-mn)pypan-2,5-nuon (Va) BeIfesny npenapa-
tnBHOI TCX B cucreme I'. Boixop 78%. ¥ ®@-cnexTp:
225 (25800), 285 (9200), 370 (5200), 460 (11300).
WK-cnextp: 3400 (NH), 1750w (CO).

3-(1 H-Vapon-3-un)-4-(1-B-D-xcunonnpanosninnH-
pon-3-un)dypan-2,5-guor (V6) nonyyanu nocne yna-
PUBaHUs 3aTHPAHUEM OCTATKA ¢ 5 MI Bojibl. Brixop
88%. Y®-cnekrp: 222 (37200), 281 (13500), 375
(7400), 460 (10900). UK -cnexTp: 3400 (NH), 1815,
1740 (CO).

3-(1H-Wnpon-3-un)-4-(1-0-L-apabuHonupadosnn-
uHpon-3-un)dypan-2,5-guon (VB) BRIIENANN aHaNO-
ru4Ho coegunenuio (V6). Beixon 70%. Y @-cniekTp:
225 (24400), 277 (8400), 380 (7400), 460 (11400).
HK-cnekTp: 3400 (NH), 1815, 1745 (CO).

3-(1H-Uupon-3-un)-4-(1-B-D-ranakTonupaHosmi-
uHpon-3-un)dypan-2,5-1uoH (Vr) BeIAEIsANN Ipenapa-
tuBHOHN TCX B cucreme b. Boixog 72%. Y ®-cniextp:
222 (27600), 282 (9600), 380 (4700), 464 (8000). K-
cnexrp: 3420 (NH), 1820, 1750 (CO).

3-(1H-Uupon-3-un)-4-{ 1-[4-O-(B-D-ranakTonupa-
HO3HM)-[-D-riokonupanosun Judpon-3-un }pypan-
2,5-puoH (Vn) seigensiinu npenapatusHoit TCX B cu-
creme [J. Beixon 44%. Y ®-cnexrp: 217 (15700), 285
(14 100), 350 (4600), 460 (2600).

3-(1H-Wnpon-3-un)-4-(1-raaKo3uaIn 10 x-3-11)-
1H-nuppon-2,5-muonst (Via—n). PeakumonHyo cMecs,
cocrosiyrw u3 0.32 mmons coegunenusn (Ila—p),
2.5mn DMF u 2.5 M BOIHOrO pacTBOpa aMMHaKa,
Harpesanu 4 4 npu 140°C B aBTOKJNAaBE, OCTABIIANN
Ha 18-20 u npn 20-22°C, 3aTeM ynapuBany pacTBo-
PHTENE B BAKyyMe,

3-(1H-Uupon-3-un)-4-(1-B-D-pnGonupaHo3uiud-

non-3-un)-1H-nmappon-2,5-puon (Vla) monyuanu no-
clle ynapuBaHdsl 3aTHPAHUEM OCTATKa C BOJOU. BrI-
xon 71%. Y ®-cnextp: 230 (28000), 282 (10200), 370
(6200), 460 (8600). MK-cnekTp: 3400, 1705 (NH),
1745 (CO).
3-(1H-Wupon-3-un)-4-(1-B-D-kcunonupanozmmis-
gon-3-un)-1 H-nuppon-2,5-guon (VIG) Brigensnu ana-
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noruuno coeguuenuto (VIa). Beixon 85%. Y@-
cnexTp: 227 (22900), 280 (7100), 365 (6000), 455
(7300). UK-cnextp: 3300 NH), 1700m (NH, CO).
3-(1H-Nupon-3-un)-4-(1-0-L-apabuHONupanO3mI-
uHEoN-3-un)-1 H-nuppon-2,5-quon (VIB) BeIgeasnn
aHanornuno coegunennio (VIa). Brixon 75%. Y @-
cnextp: 228 (31400), 277 (9900), 370 (6900), 455
(8700). UK-cnektp: 3300 (NH), 1695m (NH, CO).
3-(1H-HUupon-3-un)-4-(1-f-D-ranak Tonupasoau-
uHpon-3-un)-1 H-nmuppon-2,5-nuon (VIr) ounmanu
npenaparusHoii TCX B cucreme B. Beixon 62%. Y @-
cnextp: 227 (23500), 280 (9800), 370 (3500), 456
(5700). UK-cextp: 3400, 1700 (NH), 1740 (CO).

3-(1H-WUngon-3-um)-4-{ 1-[4-0-(B-D-ranakTonupa-
HO3WN)-B-D-rioKonapano3ui |aHpon-3-ui } - 1 H-nup-
pon-2,5-nuoH (VIn) Beipensima npenapatusHoi TCX
B cucreme . Boixon 43%. Y®-cnextp: 223 (11100),
275 (3700), 370 (2100), 454 (2900). MK-cnekTp:
3400, 1710 (NH), 1750 (CO).

Pa6ora nonyuuna nogaepkky MeXIyHapogHOro
Hayunoro douaa (rpant Ne MFY000) u Poccuitckoro
doHpa ¢yHRaAMEHTANbHBIX HCCIENOBaHUH (IPaHT
Ne 94-03-08022).
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Synthesis and Antiproliferative Properties of 3-(1H-3-Indolyl)-
4-(1-Glycosyl-3-indolyl)-1H-pyrrole-2,5-Diones

S. Ya. Mel’nik, A. A. Bakhmedova, L. D. Garaeva, T. D, Miniker, I. L. Plikhtyak,
L. V. Ektova, T. P. Ivanova, V. M. Adanin, and L. V. Yartseva
Blokhin Research Center of Oncology, Russian Academy of Medical Sciences, Kashirskoe sh. 24, Moscow, 115478 Russia

Abstract—A synthesis of 3-(1H-3-indolyl)-4-(1-glycosyl-3-indolyl)furan-2,5-diones and -1/-pyrrole-2,5-di-
ones modified with the residues of D-ribo-, D-xylo-, L-arabino-, D-galactopyranose, and D-lactose was de-
scribed. Influence of the compounds prepared on DNA biosynthesis in CaOv cells was studied.

Key words: 3-indolylglyoxylyl chloride, 3-indolylacetic acid, 3-(1H-3-indolyl)-4-(1-glycosyl-3-indolyl)furan-
2,5-dione, 3-(1H-3-indolyl)-4-(1-glycosyl-3-indolyl)-1H-pyrrole-2,5-dione, glycosides.
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