¢ %% Chinese Traditional and Herbal Drugs 25 42 % 2 3 #] 2011 3 A

* 617

RERAMRIER

EE, F o4
1. RPEZ K, T BR 210000
2. VLR RRGZD AR AR, 1LIF &= 222001

. RNV RSO 2 WA TR L A

freE. b SRHCZTNRL, FITRAE S K i A 2 i

(K967 JEAH SRR L 3 BT RO o B SIR I TURRE A T 243l 22 0 70U L A8 T T D S PR SRR IR T U e, THR T

HREFAEAE M8, 4 e R SR (M — D WS UT K2 %

KR TR M RN Zighs; BonE
FESES: R282.71 XEkRERD: A

Advances in studies on gambogic acid

HOU Wen-jie', XIAO Wei’

XEHS: 0253 -2670(2011)03 - 0617 - 04

1. Nanjing University of Chinese Medicine, Nanjing 210000, China

2. Jiangsu Kanion Pharmaceutical Co., Ltd., Lianyungang 222001, China

Key words: gambogic acid; gamboge; bioactivity; pharmacokinetics; new formulation

T 1s (gamboge) A i s BHEYI I S Garcinia
hanbaryi Hook. £.75 WATKI A8 fig o 2L 377 T Sk 2%
EIVRE . ZR B MR R, R E ™ 248 F e 4 YA AR S -
A B o0 R A3, R s PESE, WRIR . I,
HEg, HBfmgcss. @e. b, KRRz, B
LR T T B R AR
R B A [ A0 B FHAE R ER AL, V67 7K R i 4 o sy
o T, IO T (e 2y 5 10 iR

T EEL Yt 70%~80% B IR AT 15%~
5% IR . T TR (gambogic acid),
BroBE ¥ R ( neogambogic acid )« il 3 R
(allogambogic acid). S FE (morellin). 57
T Z (isomorellin). FAEFR (morellic acid). 5+
ZLMETCIR (isomorellic acid) ZE %5y, Horb g &
HFgAA BRI 20 4k, AN Tk
Pl 2 0 T SRR I 2 B E T 282 Rl ) 45 7 T
AT T KRB TAE . ARSCINIX LT TH6 e R
IR JE AT 2508
1 FRERRIBAMR

IR 7> NN C3sHaaOo, AHX 73 7 i N

Yk BEA: 2010-07-19

628.34, MFEH AT EMA, B usmrl.
TEREE . WSS A WL R P i B, R AEK
PRV IEIR /N, 0K 0.002 g/mL. %8s FsE TR
2, (RPN R T 5 2 B W W
SR LK pH BS54 ) S 0 1 4™ o b B IR
SEMYE, L PKa b 7.8, FLAEWE TomBRIE A VAW
7 pH (E KT 12 Bk 41 MRS E, IRE D)
S EARARCY o PR A S THE S IR 1 T R4 S
FIEHBRINT RS . IR, B RAE R
W IR 4 h, BESRIRIE T L) 10%, 10K R
60 CRE 10d, WE N 6% IAEsLL . 4
7B R R A V) OGN RIS, AN b B
Ti T IR AR e M, DU R SER A LR
5 LA S ok R PRI A T 5%
2 BRERNRMEER

IR T 2 B 4 e A I E R,
TIP3 W T B R T A FFSE 40 g bk SMIMIC-7721
1 QGY-7701 (1385 A WA S5 19 7] 8 4 stk 0 1 4
F, Tk AL 40 i dk L-02 15 F AR #259
R VR P 34 T WY S AN R i 4t AR SGC-7901 11

PEZEIY: GG (1985—), &, VLIFIAl, BIATH B2 2008 g5 t, BFSUT7 1 25 A

Tel: 15150997850 E-mail: nickyn529@hotmail.com
*@BiEEZ 7 {5 E-mail: wzhzh-nj@tom.com



*618 ¢ ¢ %% Chinese Traditional and Herbal Drugs 35 42 % 285 3 #i 2011 4E3 H

BB o [ RS I 5 U S R LA B BE B 115 °C
1~2 h 5 R 2% i 5 K562 41 g A KA 48 H fe it
Han 251 2 BUHE SO 0T K562 40 i M1 25 K4t
1] K562 A& DL AR 9 K 4 MO B3k X LERIFITEY
F B SR B AR B W MR A A, IR
Ve i 705 25 e i B AT A e 1) N i 55

R PUMRAE LS 2 O ), BEES
IR 240 L 1 A 0 B R g 3R R R g
FEDR R AR )RR 5%
2.1 FEHMEAT

PHT R MAE T —Fh 2, RE S O R
— BRI RNV R AT . TR R T R
g R AR REAE T A S AR AR SR, SRl
FIBQRGT - s AERKEFER RIS B s
P e [ B AT SR [ B B 1R (0.125~8.0
umol/L) X} K562 4 fd A=Al il o, &5 K &I
THE B IR AE I AN K562 4, 3L 24 h 1 ICs,
S5 (2.637 +0.208) pmol/L . i 4k Ha 2 1T L A
MDS-RAEB 4l ik MUTZ-1 41 o R A58 0t % 2% 548
ORI AN MR, 45 AR, R rT ] MUTZ-1
MK, 04, 0.6, 0.8 ug/mL [F4HMIIET-H 5
B4 (134£0.5) %. (37+0.7) %A1 (56+0.6) %,
HART 2R A 25T B 3G I iy 36 0 o S Pk v i
SN T47D (R T,
2.2 D ZH ARG 5E FE #R

e AR HIS AR, A R o T
MU v AT T3 140 5 S 400 P A 1 SR 30 4 40 B 448 5
(R 48 S T 1R vy LA BEL 4 vk 88 400 . 14D 400 A S 34,
M 40 38 5 o 375 25U S IF 5 2 W g 4 R i
FHF U937 T Go/Gy B, M5 T U937 41 U
T, HAMW R H 52 0 1) 7] B OC &R, 24 h (1 1Cso
2 (1.01940.134)mg/L . XI5 uk 25 V5% i 5 i o
JEEMRSE AN bk PC-3 RdMIME T, XAl AR 2 by
R I B T BELA 4 M R B T S W, HAMHIER S
VER IR — & ARG 2R, A FH IR a) B ) 22
i, TR SRR A B
23 hEERE. NEEREREEXERRE

IR R AR S R RIS 5 B TR ) S i A
P 2R o AR5 PR A cDNA JERLE 5 % RT-PCR
Fe AN H IR L SMMC-7721 LK Rk 1,
SEIL KW R IEH T SMMC-7721 24 h 5, £ 31
ALK AR, 48 h JE A 56 ANIEDE pAr . it g ag
M FE SR B HE AN survivin FE K2R IK H 520

SR RWIE RS BGC-803 41 g 14k 5 254
AR RE F I A) 2GR, F0rT R Survivin £
FIRIA . T 55 25218 B B R B W S A0k Raji 40 g
Bags, HED ]S N Cyclin D3+ Cyclin E 1
NF-xB f (31A, BRGS0 M IERE, =24t
IRV o 3R W25 Y Western-blotting $5 A
AN [) A 2 1 e o W/ L e SPC-A-1 40 )5
Caspase9. Caspasel0 ;& P53 S [RIAMARLL, 455
R Caspase9. Caspasel0 M P53 ¥S 5 T IR
755 SPC-A-1 Ay 1, LB 5 T 8 oA P (1) 1 v
Caspase9. Caspasel0 } P53 & (AREKA L. ¥
e 25250 1k Western blotting 77 WK I JHE 3 B T
A375 A AE SRR Bel-2 Al Bax 25 R IA - 0 .
SELIELS 25 24, 36 A48 h )T, TCs fHA N (1.57+
0.05). (1.314+0.20) 1 (1.1240.19) pg/mL, AN
WS BE R (2.5~7.5 ng/mL) 4P 36 h Jo, H
8 T 40 5 ER DA R R AR O S 27.6% ~
41.9%, [AK, " R Bel-2 %A, L Bax
HmERIL . PRI S BUBE B x40
BGC-803 A B [ AEKAMHINE T, w] 2 g b e
0 PR TR e A R R, SLALH S R R
bel-2. ICAM-1 K& i bax [RIEH K.
24 BREERXEM R GREINEEREIE

T B TR AE S U8 25 %t Bl W R e 1 2
KA W e, AR PR 29 =k
AN RN, T3 MR G S e RGN ) 38 JlAS n]
WK o ST PO I SR /N B A A i e
IO, TEE SRR TR W S A R Ab
I A0 M BORT B R 0 M, IR LR /D
B PRI - B Al (HCso) M A WEFE L o 25 0 $
b, WERTETIRIMAN N o fpdRl /N iv AN A7)
FEBIR S, AL A4S EOE I B R X IE
N C TGS E NSO R o 71 06 SN
JiE . MR NE R ECC I B IF BN BRI
I 10 25 K W 40 o 7 W R ) o I B g . R
TEAA G EEE P ,  JhE  RpT R ao  vot) gk ol
RGP RG22 A
3 BEBRNANEMR

BERAERPTR iv BRI W, 45 L LR B 1R
TEVRR MG 2, UUIE. B . REEP iy
FEHEIR TR, Ml KRISE. 4128, F#E, JHyT
NIRRT, 45 A R IR TR A0 K B Y 1)
SR B I 15 min, AUC 715 S50 R4



¢ %% Chinese Traditional and Herbal Drugs 25 42 % 2 3 #] 2011 3 A

* 619

MR R iv e 2 IR V2 o0 A T il
LB B RO, PR EASEEN
31.1%. IR ZE S My, E45245)5 16 h
S 3N e ERG R S SR A < o WE R )
36.5%. X R iv BESER 0.5+ 1. 2 mg/ke &, W
N3 AR BRI BRI 57.95~60.95
min, AR 0.66~0.71 L/kg, AUC 45k
58.95. 130.46 1 266.37 pg-h/mL, F&EF AUC %
LA,
4 FREBRMFIZMR
4.1 BRERTIEFLZIRK

H AT AR A FH R IR LA A &, T
TSR 22, H Aol i i s IR Sk} 3 2
i MDA AR LRI, TR e PR 22, IR
A A A RE TR I A IREER] . Hik
W RIURE TR LA R 539 751 48 22 el B R R W] AT
T LA LR T TR A PR 1K — I L AT T LR W
PEBESE IR IR 25 Fh N L-KS 202 . A TP i i e
W B J AR S BRI 2R Ll AR A 7
T2 T B TR VR V] A0 O L A R AR G 1, O
T &R AR ) s Thd s BRI LK 2 R Bl
TG LR i e M IR A i
FE O] 2% B SRR IR 5RO TR SR 1) v
SEFIBITFURR R TR 002 (R Y X S B 1
B, ATRET DR R R RN, i, O
MA#EE. Bk eSS,
4.2 BHREERIFTIEMR

BEE S PRI AR AR R, Gk Rl i
SR (R H A A 25000 D A7 ) ) 5 ke B T A4 3104 R
IR, 0T TR SRR T 5 AT LA T U A 1 A
PEZE (R AT S BB A B et . AR R IR
BEAERY 2 ST R i o, s ARG, )
ARG, T HBEAAPUR RN, S FER S
B G PT AR HoAbE R 38 . A e 511
AR, SEnZirkee s, web A,
A S0 E AT R s B M) 2 2 B e
()W ) 25 Rk & T T R SR OFL R 40 oK R
(GA-PLA-NPs), 45T T 20 e e /K AH-A
BUAH R 2 21, TR P R0 A A HUAH 9K B R
0.5%, BEEIRAANAHTIRE R 0.1%, HIER-
PLA & 114 NGRS G, ZatEids; Hrilfgm
YKRF AR A 51.36 nm; i ER 4 E
I3 98.87%H 13.3%; Fiithass . 2k R4F,

I HZ /N ip J5 LDso fH i T I KR B 1 i 24,
2 W TR IR SR LR A K b mT LSS 2 B A1 I B4 1R 1) 25
Yo BEAE A MR R WS 5 e, R
T2 1R R BT NG AN TS o
5 FHEERE

FRE S TRAE U 7 T EAT R A3, 6300
TR TF R~ 2igl I H AT AE B D IR AN FITT
Ji, X SRIF ST R R W R S TR AT 24 2 AT Y R IF A
IEACTE PR R R R, HATIR 53 it

HAT, 76 29304050 i3 ik 1 o] 7R R A5 201
TR AR P B IR K AN VE IR ), = AR AR 24
B PRI RSN B A TR T RSB AR ST I D [
FOL e IR B R P R v 4 LR (R O A
FKs A A TR T T AR ARk, SR
ARI ISR AL TR S, R A B R IR 1 A i

WHUITRE—Z B g2
Sk

(1] B, SORA, 20, sh2im mnRmrg [
Hp E PRI PR, 1994, 21(6): 464-466.

2] £ m,m M ROKE. PR TSR A ().
rp [ B AR R BRI, 2003, 22(1): 1-3.

B3] MELL, 5 M. s A R BRI
B 0] HEFZZE, 1995, 20(10): 601.

(4] TRRKEE, gk, U AR AT S e ().
JiIRE Bis ¥ %%, 2003, 10(2): 216-219.

[ST Yul, Guo QL, YuQ D, ef al. Repression of telomerase
reverse tarnseriptase mRNA and hTETRPromoter by
gambogic acid in human gasrtic cacrinoma cells [J].
Cancer Chemother Phnnaacol, 2006, 10(1): 1-10.

[6] Guo QL,LinSS, YouQ D, ef al. Inhibition of human
telomerase reverse transcriptase gene expression by
gambogic acid in human hepatoma SMMC-7721 cells [J].
Life Sci, 2006, 78(11): 1238-1245.

(7] BISCE. BUMRTET 24 BORR 10 45 4 AR 4 B 0OG
AIIWESE [D]. BIat: PIEZFERE, 2004,

[8] Ollis W D, Ramsay M V J. The constitution of gambogic
acid [J]. Tetrahedron, 1965, 21(6): 1453 - 1470.

(91 <= K&, Ir Mk TLEM, S5 HTRAR AW ER I
4% TP iE AN LR S A I A S ) [P
[ & F: CN1498889A, 2004-05-26.

[10] MISCER, ¥ B, Juja4, %% RP-HPLC vLME BB
TRrh s IR & B (7], Th 24, 2003, 34(8), 706-707.

[(11] 5855 %, & W, UEAKR, & #HEHESANHE
SGC-7901 AN T-AE (9], EIRAR 244, 2004,
2(2): 106-108.

[12] XUEROK, Z8R0Z, 4= B SRR IR 1F ] A S8



* 620

¢ %% Chinese Traditional and Herbal Drugs 25 42 % 2 3 #] 2011 3 A

(14]

[15]

(18]

(21]

(22]

WEIE 1. ImPR IR 225 A&, 2005, 10(3): 472.

REERAS, £ Wk, ML R R A E ST Kse, IR
A0 A A I RWESE (0], TP E 2R, 1996,
21(2): 90-91.

Han Q B, Wang Y L, Yang L, er al. Cytotoxic poly-
prenylatedxanthones from the resin of Garcinia hanburyi
[J]. ChemPharm Bull, 2006, 54: 265.

R, 873055, % . WY K562 41l hERG
PIEIE R A MIREER 7. 52, 2009, 40(6):
915-919.

PR, PR, m . IR MUTZ-1 40 i 4K
EiL L D N 1 R T U MG A B B
2009, 17(2): 373-376.

Zhang H Z, Kasibhatla S, Wang Y, et al. Discovery,
characterization and SAR of gambogic acid as a potent
apoptosis inducer by a HTS assay [J]. Bioorg Med Chem,
2004, 12(2): 309-317.

RPSCF, BROME T R BT SO i 40 e
U937 B4 FE A T2 152 1 S A% FL A 1 Nup88 B #E AE
7). T2y, 2008, 39(1): 74-78.

XUFRK, ZRBuE, 2 UE BRI IR BRI AR H ¥ S
WEFL [J]. WEPRIR 24274, 2005, 10(3): 274-277.
PR, BULLAE, JUJE AL T IR I 4k
SMMC-7721 LRI RIFEmR [J]. b 2Ry
4R, 2007, 38(5): 424-428.

WK e, T & RN B BGC-803 4
W0 AE ] &5 survivin JERRIE R M (7] S E
R AR, 2008, 39(5): 474-478.

T, Wl SNE R NF-cB 55l
BELH Raji 40 M5 MR [7]. fErpRHK 2 2%

(23]

[32]

FiX, 2009, 38(2): 169-172.

SRIEE, KRR, MRiRe. BEHIRIA S SPC-A-1 IR
AR T MU R [9]. SRR S 25 %R, 2000,
13(2): 44-47.

VERIE, a0y, 4 2. BIRRIES A375 4iET:
[0]. P EIARE 2224, 2009, 19(15): 2277-2285.
FIE K. BRI T B AR T R UM R L B 1 5
WFIT [J]. 2, 2010, 41(11): 1823-1828.

SRR, B N, SEEEk. IO SL i B i Mol
Ae M RE DhRERISE M (7). TR E RS Z54, 2003, 1(4):
229-232.

WO, BTEUET, WA SR INAR L KN AR
SPASEE [J]. A UL, 2008, 30(1): 39-42.
R, WIRSR, TETTAE TR K R AN 2R
F1% (1], FEZRC AR, 2005, 36(4): 338-341.

A OIR, MRS, TUE R R HPLC W
KE 2B I 0] ERARZL Y, 2005, 3(5):
312-315.

SR, — o S T T 1R U S L % ik [P R
[E5 F): CN1452960A, 2003-11-05.

JURAR, BER, H O, % EERAERREAEY
K2 & Hl 57 [Pl E & Rl CNI1513448A,
2004-07-21.

Ekil, B W, A, R S B R R A &
s mvE. N [P LRl CN1718183A,
2006-01-11.

JE VSR, AR SE SRR AN KR AE B A P R g
FIRLWTSE (7). Z99PFRiEST, 2010, 33(4): 290-295.
2R, BRBHTLPR. THE 8 19 2R SLIR 4 KR I AE ) [J].
P E A TR, 2008, 28(2): 101-105.



