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ESFMS m/ z:43L.0[M—H] ,284 9[M —H —
1461~ 'H-NMR (DMSO-ds , 500 MHz)d : 8 09
(2H,d,J=89 Hz,H-2 ,6) ,6 95(2H,d,J=8 9
Hz,H-3 ,5) ,6.83(1H,d,J=2 0 Hz,H-8) ,6 43
(1H,d,J=2 0 Hz,H-6) ,5 55(1H,s,H-1") ,3 85
(1H,d,J=3 2 Hz,H-5) ,365(1H,dd,J=9 4,
3 4 Hz,H-2") 3 32(2H,d,J=9 4 Hz) ,1 13(3H,
d,J=6 2 Hz,CHs-5) “CNMR(DMSO-d ,125
MHz)d :161 5 (CG7) ,160. 2 (G5) ,159. 2 (CG4) ,
155 8(CG9) ,129. 7(CG2) ,129 7(CG6) ,121 6 (C
1) ,115 5(C-3) ,115 5(C5) ,98 9(C6) ,98 5(C
1) 94 5(C8) ,71. 6(CG4") ,70.2(C3") ,70 1(C
2") ,69. 8(C-5") ,17. 9(C6")
e -7-00-L-
: ( ), mp 276

278  ESFMS nv z:328 9[M —H]~ 'H-NMR
(DM SO- ds ,500 M H2)d :10. 82(1H ,s,0H-7) ,9. 68
(1H,s,0H-4) ,9 38(1H,s,0H-3) ,7. 52(1H ,d,
J=18 Hz,H-2) ,7 40(1H,dd,J=1 8,8 6 Hz,
H-6) ,6 90(1H ,d,J =8 4 Hz,H-5) ,6 43(1H d,
J=18 Hz,H8) ,6 37(1H,d,J=15 Hz,H6),
3 82(3H,s,0CHs-5) 3 71(3H,s,0CHs-3)
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ESFMS n/ z:314 9[M —H]~ *H-NMR(DMSO-
& ,500 M H2)d :12 72(1H ,s,0H-5) ,10 87(1H s,
OH-7) ,9.80(1H,s,OH-3) ,9 43(1H,s,0H-4) ,
7.55(1H,d,J=2 1 Hz,H-2) ,7. 45(1H ,dd,J =
21,87 Hz,H6),691(1H,d,J=87 Hz, H-
5) .6 41(1H,d,J=2 1 Hz,H-8) ,6 20 (1H ,d,

J=2 1 Hz, H6) -
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( celastrol)

Tripterygium wilfordii Hook. f.
(1]

[2] [3.4]
[1]

(5 7]

20S (ICo =25
M mol/L) 26S (1GCs0 =
1 5umol/L) ; ,

65% 93 %'

[8]
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() ¢,
MTT 5

1
11 XTH4 ;
BRU KER AV —400 ,TMS
; Thermo Electron Corporation TSQ

Quantum Access ; 96
Costar ;Synergy HT :
Bio —TEK Instruments ; HEPA Class 100
: Thermo Electron ; TE—2000
:Nikon;Vantage SE
BD ; Brand
(01 20uL)
12 : RPMI-1640, GIFBCO —
BRL ; , Sgma ; ,
;DMEM ,
Sgma ;MTT ,Sgma ; )
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(

Tripterygium wilfordii) , ,

95 % 3 ., )
, - (7
1-1 1) , ,
, +Sephar
dex L H-20 , , ()
,mp 206 209 ; ESFMS (v 2) : 451 4

[M+H]*;*H-NMR (400 MHz, CDCl:)3 : 7. 06
(1H,dd,J=10,7. 2 Hz,H6) ,6 49(1H,d,J =
10 Hz,H-1) ,6 32(1H,d,J=7. 2 Hz ,H7) ;

1 [10]
(celastrol)
3
31 () -
5mL 287 mg EDCI - HCl ,
450 mg (5 mL)
, 8 h , ,
30 mL , 30 mL 2
165 mg, 35 6% mp 204

207 ESFMS (m/ 2) :465 4[M + H]* ;*H-NMR

(400 MHz,CDCl3)0:7.03(1H,dd,J=10,7 2

Hz,H6) ,655(1H,d,J=10 Hz, H1),6 35
(1H,d,J=7 2 Hz,H7) ,356(3H,s,H1);

1 (pristimerin)

()85

mg;mp 203 207 ;ESFMS (m/ z) :47L 5[M +

Na—H]" :"H-NMR (400 MHz,CDCl:)d: 6 99

(1H,d,J=7.0 Hz,H-6) ,6. 54(1H,s,H-1) ,6. 28

(1H,d,J=7 0 Hz ,H-7) ; 1
1
32 () -
2 mL 287 mg EDCI - HCl,
450 mg (10 mL)
, 12 h ,
30 mL , ,
, 147 mg

27.3%;mp 196 198 ; ESFMS (m/ 2):541 5
[M+ H]";:"H-NMR (400 MHz,CDCl3)d : 7 00
(1H,dd,J=10,7 2 Hz,H6) ,6 48(1H ,d,J =
1 0 Hz,H-1) 6 32(1H,d,J=7 2 Hz,H-7) ,5 15
(1H,d,J=12 4 Hz,H-1a) ,4 94(1H ,d,J=12 4
Hz ,H-1b) ,7.29(2H ,m,H-3 ,7) ,7.31(2H ,m,
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H-4 6),7 17(2H ,m ,H-5) ; 1 5 mL 287 mg EDCI -
1 HCl 484 mg , 450 mg
1 (100 M Hz,CDOls) (5 mL) , 12 h
Tablel “CNMRData of compounds — , 30 mL 1
(100 M Hz, CDCls)
165 mg, 24. 5%;mp 204 207 :ESI-
1 1206 1181 1181 1181 1181 118 3 ) ol
2 1783 1782 1783 1783 1784 178 4 MS (m/ 2) :674 5[M + H]" ;"H-NMR (400 M Hz,
3 1471 1460 1460 1460 1460 146 0 CDCls)d :7. 02(1H ,d,J =7. 2 Hz,H-6) ,6. 53(1H,
4 1207 1195 1196 1195 1196 1195 s,H-1) ,6.35(1H,d,J =72 Hz,H7) ,3 95(1H,
5 127.5 127.4 127.4 127.4 127.4 1274 , L B
6 1354 1342 1357 1341 1340 1342 m,H-14a),3 8(1H,m, H1b),088(3H,t,J=
7 1183 1172 1171 1171 1170 1172 6.7 Hz,H-16), o 158 2 , H-
8 1728 1703 1703 1701 1703 1735 2. 8125 8134 26 ,
9 430 430 429 430 430 429 5
10 1650 1648 1647 1647 1648 1646 1, 29.6
11 338 336 333 336 335 335 11 1
12 20.6  29.6 2009 202 297 29. 7 34 () 56 mg
13 303 394 394 395 395 395
14 45 3 45 3 450 451 44 4 449 KOH 25 mL , 5mL,0.5h
15 28 7 28 6 286 287 28 6 28 4 450 mg (5
16 33 364 364 364 363 362 mL) 1h
17 306 305 306 306 305 301 ’ ' '
18 443 443 443 443 443 441 488 mg
19 311 309 308 308 308 305 0.5 mL 10 mg
20 3009 404 404 404 405 420 15 mL 8 h
21 205 299 302 294 298 20.8 '
22 345 348 347 348 347 345 , ; 30 mL 2
23 10 4 10 2 10 2 10 2 10 2 10 2 , , 116 mg,
2 %3 83 B2 B/2 W/2 B3 26.5%; mp 195 197 ; ESFMS (m 2) : 507. 4
26 214 216 2106 216 216 216 L
27 187 183 185 184 186 192 [M+H]";"H-NMR(400 M Hz ,CDCls) :7. 01(1H,
8 314 314 36 36 316 315 d,J=7 2 Hz,H6) 6 54(1H,s,H1) ,6 34(1H,
29 1825 1787 1779 1788 1780 169 4 _ . _
20 3 4 2 8 28 2 8 8 31 7 d,J=7.2 Hz,H7) ,439(1H,dd,J=2 4,13 0
T 515 66. 3 64. 6 65 4 Hz ,H-17 a) ,4 27(1H,dd,J=2 4,13 0 Hz, H-1
z 1339 284 492 b) .3 14(1H ,m ,H-2) ,2 82(1H ,m,H-3 a) ,2 60
3 128 2 261 44 4
p 198 6 (1H ,m,H-3Db) ; 1 1
5 128 3 4
15 22 7 4 1 ‘5
16 14 1
PC3 SMMC 7721
[ : R=OH
; MCF7 H T-1080 He-
) II: R=OCH; 3 4 La He
21 1, 2' .
» Il R=OCH; a La SMMG7721 HT-1080 MCF7
ol (CH7') s RPM I-1640 ( 10% ,
' ’ “(; ’ 1004 g/ mL 1004 g/ mL) ; PC3
v: reodin, BT an, DM EM ( 0% ,
VI: R=NH, 100M g/ mL 100pg/mL) , 37 5%
CO;
1 4.2 MTT
Fig 1 Sructures o compounds — 3
33 ()
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Table 2 Cytotoxicity of celastrol derivatives on five
human malignant tumor cellslines

(I1Cs0 M mol - L "1)

PC3
HelLa
MCF7
SMMC-7721
H T-1080

1 49
150
320
370
2 61

132 187
297 4 93
470 14 80
7.70 7.98
8 10 11 40

15 201
302 240
7.8213 70
6 58 20. 03
8 8011 90

55 22

58 56
>100

91 7
> 100

29. 77
26. 90
60 20
20. 90

9 00

(1]
(2]

(3]

[4]

(5]

DCG-DMAP
, EDCI (6]

[7]

(8l

PC3 HelLa

MCF7 SMM G7721 HT-1080
4 ;
, HT-1080

(9]

[10]

1,2 ﬁ ,

1 ,

: Uncaria rhynchophylla
OoDS )
12 ,

() (

fosamide, ) )

(
(

)

) () )

(

:2008-04-02
(1982 )
#h

Tel : (021) 50805522-3032 E-mail :chouguixin @hot mail. com

, . () [

, 1936, 10: 529-534.
Tao X, Younger J, Fan F Z, et al. Bendfit of an extract of
Tripterygiumwilfordii Hook F in patients with rheuma
toid arthritis: a double-blind, placebo-controlled study [J].
Arthrit Rheum, 2002, 46(9) : 1735-1743
Li H, Zhang Y Y, Huang X Y, et al. Beneficia efect of
tripterine on systemic lupus erythematosus induced by active
chromatin in BALB/c mice [J]. Eur J Pharmacol , 2005,
512: 231-237.
Xu X, Wu Z, XuC, etal. Observation on serum anti-double
stranded DNA antibodies of tripterine in systemic lupus ery-
thematosus of (NZBxW) F1 mice [J]. Ann Rheum Dis,
2003, 62: 377-378
Chang F R, Hayashi K, Chen | H, et al. Antitumor agents
228 Five new agarofurans, Reissantins A —E, and cytotoxic
principles from Reissantia buchananii [J]. J Nat Prod,
2003, 66: 1416-1420.

[3]- , 2002, 21(10) : 1106-1108
Nagase M, Oto J, Sugiyama S, et al. Apoptossinductionin
HL-60 cell s and inhibition of topoisomerase by triterpene
celastrol [J]. Biosci Biotechnol Biochem, 2003, 67:
1883-1887.

Yang HJ, Chen D, Cui Q C, et al. Cdastrol, a triterpene
extracted from the Chinese’ Thunder of God Vine” ,isapo-
tent proteasome inhibitor and suppresses human prostate
cancer growth in nude mice [J]. Cancer Res, 2006, 66(9) :
4758-4765.

, : : [J]-

, 1996, 27(2) : 7374
Olipa N, Djgjad S, John M P, et al. Quinone-methide triter-
penes and salaspermic acid from Kokoona ochrace [J]. J Nat
Prod, 1994, 57(1) : 1-8

1,2 *

201203; 2 , 201203)

Sephadex L H-20

() ()

,stric-
, 2D

_

E mail : xwb2006raul @hotmail. com



