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1. —®MAsY, HES:

1) PNFEAEZ R,

i) BEAHI, HeEEXER(Scutellaria). H ¥ JE(Glycyrrhiza). &
JB(Ziziphus) 175 245 J& (Paeonia); VAR

iii) WERITHIF, RSBz HhEE: 2RELE. PIE
fe. RIEMIR. S AEMEDRHELERTHEY.

2. BRESK 1 WAEY, EPREmrdEaesd 5-Fu
LV,

3. UFIER 1 MAEY, HP iR EA I HIRE (Scutellaria
baicalensis)« H B (Glycyrrhiza uralensis) . % (Ziziphus jujuba) F173j 25
(Paeonia lactiflora)H i »

4. — BT ALRFTENBHINMTIE, FTRITERESARIT
AHENINRER 1 HHAED.

5. — MBI ERTILEYERAINDTHIBMERRTTE, frid
FEAFBAHNRER 1 WHED.

6. —MRENMFEBTHEYEHILIYP P BEEER T,
i 77 BIEaFER 1 HAED.

7. —HEBELHMEBTHEASDNEFRERNITE, ik
FHEARBAHRTAREMRRERK 1 WASY.

8. —HINBIFEEKN A, IR EEESANRAENX 1 WAE
/|8

9. — MRS —MEEZ M A TR EIENEER T U EWHRITIR
BHor, R AEEREMALRFTENBILNDEAETERENA
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FURIEAT, TRAGYETAFTEIPEGENTIREELEIHE
Vifh: RER. HER. TEMNAR; HPHR—MEESMHEIER
TTHEYEE: ZRUE. WIAERK. FHEME. &H0ERNRDH
o

10. —FM6T BT ERNWE AN RRRITIE, TR TikEE
LHBTARERN —MREMUFBRITILEYRN—MAEY, Fridd
CE/CE

i) A¥EABRZHEME; :

i) EHFF, HESHEERE. HER. TRANUAE;

Hh i —MEEsMEETHEewiEl: 2RUE. YIERK. F
B, ST RPFE.

11 BURIE SR 10 M7, HPRAaYES MR —FEE it

FHRTUEDLNEE.

12 AFIESR 10 77k, HP A aWES it —MeEi M
FHRITHENZERY.

13. FIERK 10 M7k, HPRRA WSR-S HUFER
T E YRR 428,
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ERHEY PHY06 K AN FE BTN

FASR HE

AEHIEEK 2005 F 4 A 7 HIRZTHIEE HF 11/100,433 F 2004 5
11 B 9 BIRAMEE R BE 60/625,943 FIFIZE, XL HiERKREST
AEXNEABE.

AHIEW K 2002 € 12 A 30 BRAHIEXEFIF 10/220,876, HA
2001 £ 3 A 8 HEXMEFEHIEFE PCT/US01/07353 M E KM &,
PCT/US01/07353 & 2000 % 3 A 9 HEXWMIACHFTNEEHIE
09/522,055 MRy kL HiE, A XL FFEHFREXNIALTIENS
*%,

LR e

ARPHRATFREAVETHRENESHAGYNELRRY,
FIRAYaEREHTRTRR, TERBITRERRNERENG
Y. ZARPAHFERATHREEZILERTHNMMENEFRE. R
i, ZRIY Rl AEHRA Y PHY06 RiRE W FiRIr AYIHIE
TTHREUEITRR. ERAM, ARNE LETHEAAGY PHY06
R BREAL IR TT VG T TR B LAIBTT R E -

RHBR
FXHMEFEAFFMERN RFEIEIIANEASE, B FRH A
S AR H KK & AR B E R RESIAEASENEEMRA

Hy
THMHFARRMAEEMEREHNEXLEFE. £XEUS), EHERY
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BAF TV A REFBTHADTCEFERLELNE. KA=4H42—
REEADCELEDERT —R— LB RS R (Bisenberg E A,
N. Engl. J. Med., 328: 246-252 (1993)). tHEZ5th C B h % & I8IT5R
BT EEMERRAE R . K EEYREYEEELE Y Z B 528 T
FreERd. fln: CERIAF A EECRMERHMEAYELE
A] A F 6 97 3. % 72 (Gomez-Espuch ¢ A\, Bone Marrow Transplant,
25(3): 231-235(2000)).

EEMAFEFZEAT I, BN FEEZ (Ayurveda medicine).
Jt. 49 B EE 25(Unani medicine). Sida EZZFMHZ5(TCM). REDTLFEZ5
B HAAREN AN EENRENRE—WELHAER, EFH TCM
RFFIHEERBILMPEG R B E S, BT A LR
FREGHNNZHEMEIEHR. BERLRLERHABEKRTELHASY
XLt ZHEHLT, EREMNEAREE#MZI-ERRPX
e, XEERPAEMEE., AEE., REZ. 2HBTSIEIART
MAEEMNER. EFARMEHRIET, TCM CLEHAFRAXKED
T—EFRBHNER, ZERCELHIAMETHIT TR IERME
B, MrATEMEESESAAERNRENERAOCGIZLAN).

a3k

FEZEE FRARARSRNALKLEY, KEsER TR
AIEE., AT, TCM FHTANAEGYEF IS HEANML S YA
B, EMETRFHAEENBSER TARNLZHEL. TCM EELUAR
FAEMFRERLSMTAERR=YREEARNEE, NIFH
BAORBHWER. TCM BERE HERBEHF EXZ HANRE,

HEYRDREYMIER e EEEFABCEAT ZHETHE
TER, HEATERKEBHZELSRE T (Okada, F., Lancet 348: 5-
6(1996); Xiao PG, Xing ST #1 Wang LW, Journal of Ethnopharmacol 38:
167-175(1993)) . 24 B FH 2 T 5 25 5l 37 i 2 A = R RO A B4

5
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H, XS8R FREBERT 2o FEMBRIE . XL
BEHAFEMINRE; —LlaBF AT IR A, mH Ak a7 e
PEREHEISMAEYFAE. PEREAHINTRECSHRITFNEDS,
BARZTEHALTHMBELE ., EFEZHLT, BEPAHFE
KHENELEZMMIERL—K. XHFEALAZI, BERHE—MHH G
W2 HEURS TN 2N REER. FTEKE, —Mh2yfHmeel
ZE—M U L5 NABEENFEIRT AYAEXRBIER.

FERBE) TCM 459, EAHEBEEANEANBRERZ. £
{25 7E N B %8 25 (the secondary herb). B ZH7EVR YT F i R B 3 BE R
FHEEEESER. B BIGERE A NEHIFERITHBERERT
WX SR, FESMEEMED . DRLRSGEGNELRIBITE
ARG B RAEREEZ: 2)BR LR b BUERE M E M EEN
HBIERKES,: B 3)BENDFAREMZE AL WA L AMEEEA
LEERNES. FHBEAEANERTSEZRRRIELLMN/E
WHEN ST REF P EMELSNER. SHE—EDPH—IHEZAH

AT AR HEA TR, TCM FTAERAZTERZANE
40

Bitn. EALR TCM &7 “WMREZ” ATIETEmN, EHER. &
. BEECMEEAR. FAEANRERE. BRERTHEERS
RE LS EZER . EAHEARERRERENERRITE
AFRBUMEESKS, ATRELBERN255F. ERELRESE
AR SR B R MRS SRR B R ER . (EAARHEE
ZEFN R BT 5 Ak B B0 VE I AR AR IE S (vital QDB AR . RENMEZ
oA —F I R B AR BTE S, BERASEKRE, BT
HAFAT. ALET, TUKESAS—FRSMHEL —EFEL
7, X E T B WA B9 E AR (Prescriptions of Traditional Chinese
medicine, Chapter One, ppl0-16, E. Zhang, &% Yn%E, Publishing House,

Shanghai University of Traditional Chinese medicine, 1998).

6
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SESENNEERE. EAHTERRNREFE; AAZXHHF
WA G BEN B EEESENF BRK. C. Huang, The Pharmacology
of Chinses Herbs, 2 —hR, Page 2, 1999, CRC Press).

e R HEHMEMAT XM RIGTHRKY TCM REZEHARE: 1)
BRBAZEE; 2)IATHE U SMEMFU: 4. MAERZEN; ULk 5%
BF Yo

£ TCM ¥, BHB{ACHNENEE T HERERREALREE
FH, FEANANARHEMHAIERHEFHENER. AARBANHAM
m, BER. 8. &, BB, mMARERME®ESS, 8%, Eh.
&+ HAF(K. C. Huang, The Pharmacology of Chinese Herbs, 5 i, P2,
1999, CRC Press). BHEHERBBAMTAOE, MEAREDHNE. X
PR HBERN, HR—AT. FHik, TCM iR ELIH SR ERF4E.

EETHREESBEN S S, BEBHRHR. OT. EHRK
B %Mk Bk £ (rapid pulse condition) ) & A B FHMRFIE. HEEE.
AOFHBEEFEZNHBEKKS AN ERE HERIE. ETRIER
BB, BRAIThEE K. BN FHEERENELREN, M
EMSHEHNELGENR. BEBR. TREKRNELARHE, MAFE.
Hit A0V (bland)Wk I E 2 B FH . RA WA VLI (subsiding) I RERI E 25 )R
B, MEAKE. EATH LF(floating)ThEEMEZEFH. &£ TCM +,
VRIT WL T RARPH B B EE . AR 38 B 25 5 BA PRAF 4 S H AR FARH R
BIRNTHEEF AT . EXFEBRE BT IRERT L.

WI\ERATER, BREMERYFE: K. K £ SHK)EABRD
FiR. # TCM #, BE¥ZERAHTREAN GEESREZIFHT
SRS W FETT. T E KK (herbal physician) BN FITAHAE . 1H
. ARMAERNZEIMEETFSARERFRMBIT TR, gt
A& CBRBNThAE LA THF). WKBERQEFRERBURTH. Hktx
AR (D78 B B T Bk LA VR 9T FE AL AR TUIE) IS8 K 8 K (AP 78 B R LUYR T O i
LB I R, A TSR TCM &J7, RITHE—MBTFT—

7



200580046187. 8 o E5/99m

LB 2 .

FE£ETCMH, BAEKARRESR=H: HAEC. F. B B
=), NWERE. B. XB. MNa. BRAZ=Z&K): FHSEMW. &
BE. B, L%, HEEMTE). 7£ TCM H, BEERAUR MRS 2 847,
MEARB EARBERALERNEEZEREZEHOES. Flm: O
AE i R — S Th e F M. BR. SREKAIIEE. AMEL
ITRWIXEAMEE. M. IRNENSERMELEN. ERNMEE
ERHEAEEA TRBAREEALTNERRES, WTHRE.

£ TCM #, EHLHFMNEW AL, FdekaliA ETEMB4A
R |z, Big. IWigMEE. KeRilig. ER2HE, KEXE
B, SFEIEERMEBE. flm: mRFEERNOFEET LES
A B LB ISR R A R SR R A, WXRREBEAE . BERR
%, BEBAEREHE. £ELCHR, UREH. BKKFE. Uk
— B MEREN. Flin: MELEEEANNEKE, XSE. &
BEHSMSMBEARZHREERESH AN, FTRRKEXMHE
o

£ TCM F, ERHBA. MAEBEHRT LESE. 24, AR
HATFHTEMNMERNRNBENFNRE: M. OAMERN
TR SAM K Fix 88T . TCM KIabi % BEZA XS M /e
KRHATEIT

TCM WAZB RESZHyBEAESE . ANAESERELEIX
R R I L IR RS E. Bl BRE X AR E
ER LB R RT, NTEEEmARERR. mERR, SREIER
Nt A% TR S .

Bz, RETUH TCM FEEHMERASERTREITZ—MH
B, EEEiTETEgEERFETR. nMNERNT, UERLD
AERR E3RBEITER . BURRZEM BT EFHRANELERAE NS
U, UATRENEIN )R B S BRI .

8
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HEAHEYEXRBHNETFELR

AR TEHAEGYNERE LR, HTHRTIHEHILIIY,
EIEANER SRR LAY REFENEE. fil: CERIOEH
Ft(Paeonia suffuticosa)IEZA YA TIHITRERE, BERZRE
FERAKRARBRREEEETF 5,411,733).

B 6 A A RRIUB B R 2 2 A YT IR S (R
LR 5,627,195). EEEF] 5,683,697 AFTEREHE. fikH. &K
RIEZERNAYWAEY, EFFR4AEYETERBRE Melia).
Angepica « A &t B (Dendrobium) « R Al 1& J& (Impatiens) « W 1 &
(Citrus) %% 4 & (Loranthus). & %8 J& (Celosia). H 8l J& (Cynanchum)
MWK B (Glehnia)E AL . L&KM, BIELZEIR(Aiphinia)
3k 25 & (Smilax) « & 4 1B J& (Tinospora) « 3% Z J& (Tribulus) . HE Hi )&
(Withania) ¥13% J& (Zingiber) FIIR « 1R Z F/S Y (vegetation) K1 IR EVA K
BEAHFTREREMRE REHERTTR . BRI RMRMERT RHE
SRR, TGRS B L AREFR=EGEEEF] 5,683,698). CAIE
LEESRA. BHREN+ ZMARER RS NASYTH RRERI
PR RIE. FRARHGEEETF 5,908,628).

BT HTHRTEEREEHAXKERDBHNELZHSYUNE
Fl. Fln. EELF 5437,866 AT TREEHREVNAEY, ik
B 254035 1 5 ¥ (Scutellaria barbata)™h R HRBY), FiidAEWHTH
EANEFHEEROEH. REEAR 5665393 AFTREFHE
(Glycyrrhiza glabra L)F13 % (Scutellaria baicalensis Georgi). WKL
(Rabdosia rubescens)FiEviEr(Serenoa repens)1Z M EHHASYATIE
STRIFVBRFE . Hesh, MIMBEANASYEHE R KRR Ustragali
radix)~ %525 )& WM (Paeonia radix). 1% J& W1 K (Cinnamomi cortex).
Rhemannia BRI H 8 AR (Glycyrrhizae radix), FAITRELNELXD
ML RLEMBUEEEGEETH 4,613,591 MXEEH 4,618,495).

9
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EAE T BRI RIA RAER

ExRE, BEMRATCHE_KNRE. MR TRTBERE,
AREMERE. FENERERNTZEERNE, ARERAEINNER
MERZE, MEFIEMNHW®EAELTR, LHEERBREMTEESE
(Bergsland % A Current Opinion in Oncology, 12: 357-361 (2000);
Fernandez-% A\ Curr Opin Gastroenterol, 18: 563-567 (2002); Jemal % A
Cancer J Clin, 52: 23-47 (2002); Skolnick % A, The Journal of the
AMerican Medical Association, 276: 1457-1458 (1996)). M 1992-1999
£, FAEREHERBERNRLEHENFERHN 623%, MAEAN
6.9%, BEREN 4.4%. FHEMTAEFEN 3.5 AZ 6 TA, Tk
&5 4% 6/ A(Jemal & A\ Cancer J Clin, 52: 23-47 (2002)). HF{XFE
EEZNMERTHE, RREEXENFAEETRTCREES, B
ZWE 5 FWFEFEZE/NMT 5%Jemal % A Cancer J Clin, 52: 23-
47(2002)). RE BHRIERKRRTERALFAT RGBT HARE, B
HHE R K2 FDA ftEMLEIAT Y. BRARRE A0 AT 40 ffE M & RO
FEZERNSHEME. FEEKIETERS. FARIIERMNE R &
UL R IR B A = LR MR T TN R

= AR M — RS R A TR AR AL VT A B R,
B0 AR A RN RN 6-11%, BARTEIEREEHE N 4-6 A
ETMEREKTLRLY, RERMERNE, SEMHIETRER
B, ZBREERER _BRELIRELETR=E, FEZ DNA &
BT EMHAE DNA SRPEABRBEEDERARE=HREF
(Jemal Z A, CA Cancer J Clin, 52: 23-47, 2002; Abbruzzese % A, Cancer
Supplement, 95: 941-945, 2002; Hertel % A, Cancer Res., 50: 4417-4422,
1990; Pettersson %5 A, Pancreas, 23: 273-279, 2001; Philip % N\, Cancer
Supplement, 95: 908-911, 2002; Schultz % A, Oncology Research, 5:
223-228, 1993; Von Hoff % A, Current Opinion in Oncology, 14: 621-627,

10
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2002), T H AR B —EIT BRI R AFER, WREIR T L
MEEREAESHYTR, ATHBRTIN. IBRREELEHMD
RS HADE R A FDA #t#EHUEZS, B35 CPT-11. REMLIERELF
£H(Bruns % A, Clinical Cancer Research, 6: 1936-1948, 2000; Jacobs Z£ A,
Cancer Supplement, 95: 923-927, 2002; Mcginn % A, Cancer Supplement,
95: 933-940, 2002; Oettle % A, Cancer Supplement, 95: 912-922,
2002). AERNR, BARXNBENAEAYHR, REVESERT
FRIRE B R R
HEE S FARBREMLERIT RGT FARE. ST —&8F,

FARUBMARGRIT RSN FENE, ARXSHTARERE
SBEERRVIBRKEAE. RE I EERKRRR PR LMH T RE57
e, BERETHMNE FDA HERERITAY. EHx L, £
B ET RAROMERBEMME, RECKIESE 5-HEEE(S-FU)
MZFRILEADMBIWNERMN 10 & 20%(Suart % A, Am. J. Clin.
Oncol., 19: 136-139, 1996). R 3ZFHhiE(Xeloda®)k & M &+ BAE R O
FRar 25 B I E R B, HIREEBARPREAN 5-FU. BET, F
BEhER AR TSR ERENLRERN—KIE7T, EHROM
F M (Berg % A, Semin.Oncol., 25: 53-59, 1998; Schwetz % A\, JAMA,
286: 2085, 2001). FIFMIERBENS AXNENTNBTHY. RYE
FEAES 5 5-FU B ADM ZF M LIIERAM(13%), EREMEES
HERKR, FINREFHAMNMEEENORALALY, XBKEFH
JfL e BB B 42 ¥E R B (Aguayo % A\, Seminars In Oncology, 28: 503-513,
2001; Leung % A, Seminars In Oncology, 28: 514-520, 2001; Lozano ef al,
Oral Capecitabine (Xeloda) for the Treatment of Hepatobillary Cancers

(Hepatocellular Carcinoma, Cholangiocarcinoma, and Gallbladder Cancer).
19. 2000. Proceedings of ASCO).

EEXEE, CRELEMERELSE =% LNEERT EFACS
Cancer Facts and Figures. American Cancer Society, 2004). i, FDA it

11
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R RV REH/S5-FULV M=ZBA GBS ERREBREN—%
BT . BUYFHRERN - KREACKANEY, EEUUTINAE, &
51 4A-DNA &Y IR DNA )58 2% (Eric Raymond & A,
Molecular Cancer Therapeutics, 1: 227-235, 2002). HAKRI AL 2E18TT
Z99tn 5-FU. CPT-11 REMEMRERIT FHANLEBITTAY. ~¥
MR, EALFETERITHNEEY, CHETEEERERHFNENS
HZz—.

EEEJLTEF, EXFMBEENURAGYERAEFTEREMN,
AHELHETHATEMIRB M EERNAYRIGITE. RN, 51
FREZAMELL, ERANDBILRAGYWRAERNBTHRYE, B5&EA
K B4 FH B9 7] g f 8 K(Calabresi #1 Chabner, 1996).

BREFFEEFHENTF L HMERAD—#F, JUEANUSE
TENEE. SEELFETHNAEAXKNERLSREHSEENRT:
BB REGIMEE. BO. Rek, REMAER). &H. SRk
Z. BB RE@G B ERES . PHEaEEELD. . B
i M MRIED). 57 FEERRFERS .

ARABKRAAN EH T SRIENFERTHXIER T2
FIFBAT T ORI R . #ERIE, B3 LMEHREYHE TI-14 FHH
BB iE B B CPT-11 52 FI 85 (Kase, Y, Hayakawa T ! Aburada M.
% A, Jpn. J. Pharmacol. 75, 407-413 (1997); Marita M., Nagai E F1
Hagiwara H.Z A\, Xenobiotica. 23, 5-10 (1993)). #EMASTE 2 H SN-38 H
BRMARLE, SN-38 REMMENT4ERK CPT-11 MEEAEY. KK
BANAh, B-EMEEEIRAE T REMEIF IR B TI-14 FRIEERS, H
222t CPT-11 5| I BEVE (Kase, Y, Hayakawa T 1 Aburada M.\, Jpn.
J. Pharmacol. 75, 407-413 (1997); Marita M., Nagai E 1 Hagiwara H.%5 A,
Xenobiotica. 23, 5-10 (1993); Takasuna K, Takehiro H, Hirohashi M,%5 A\,
Cancer Chemother Pharmacol. 42: 280-286 (1998); Takasuna K, Takehiro
H, Hirohashi M, Kato M,%§ A, Cancer Res. 56: 3752-3757 (1996)).

12
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M, YEU T A B (Scuellaria baicalensis Georgi) #R 1) JLFF 1 B 24
#, HESEIMA S, EXBREMEJUMEIRF, RkHANEF
T PHY906. 7£ 1500 ZEFMEME, XM EFIFTHTHETE
B, BEEZE, R, kAm. Bek, HO. BB TRITY K
(subcardial distentio)(Shang Han Lun of the Han Dynasty; Hong-Yen Hsu 1

Chau-Shin Hsu, Commonly used Chinese Herb Formulas with Illustrations,
Oriental Healing Art Institute, California, (1980)). PHY906 Hi— € tL. 451 i)

U Fh BL 24 3% & (Scutellariae baicalensis Georgi)(scute) « Aj 24 (Paeonia
lactiflora pall)(B%5#8). HE(Glcyrrhizae uralensis Fisch)(H ¥ )fIK®
(Fructus ziziph)(BE )R REHK, HBESE A 1.5:1.0:1.0:1.0
(TE). NEESEHEFARMNAEEZR L (profile), HAFEHUEM
FUOREIENE. MREMARZREK. LBEE. LEFK. R, 7
FAEHERR WK 1w,

13
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KX - e i+ Uy R WAt OB ()
Yt 81 9
#G FEOINY
LG TN WL
Pra=2 B B = e,
(OL 1aDEr 11 EW-4]
(z2eegr BT HEWERE]
(kG + + + + + =H
wyaEn |, B} 931 1
“OCHIE HRY + - - + + e
14 £l 128 0 X
fzrgyr ¥ BT R EE ]
‘Mg ¥ CHEEET + + + + + fly
A XK
HY T CHEY ¥ EAR L] )
WG Bt CHEET N Efgc AR SN
[ 5T BY MG - + + + + !
WHE  BETHH ¥R g SLEN3HTS B
PG F B 7 B ch[UE[d 906AHd " T &

14
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B EHAvIE, S0 PHY906 1E MR —AYMIES & HAMHETT
VE4bTT. SR, WTCLERME, SCERICEHI PHY906 N A2 —sKbr LR AT
ZERANFRITHEROBIEMR. RECZLKH T PHY06 i IYFE 25+
B —-LFEAEZRY, FEHEERRTEMNMAEEEN
(Chinese Botany Shanghai Science and Technology Publishing Company
(1999); Huang, H-C, Wang, H-R 1 Hsieh, L-M., Eur J of Pharmacol 251:
91-93 (1994); Lin, C-C 71 Shieh, Am J Chinese Med 1: 31-36 (1996); Tang,
W. ¥ Eisenbrand, G., Chinese Drugs of Plant Origin : Chemistry,
Pharmacology and Use in Traditional and Modern Medicine pp. 919-929.
Springer-Verlag Press, New York, (1992)), 1B/ W] R&i@ i BT 56 AR 1 540
SEE T PHY906 HIA ) %451 .

R BB

ARBANCERISIHRIM, EHHEY PHY6 Red A T &M
%, REE—MREMUEBRITHEDREITIEER T E mEN.
BUERIT YIS PHY906 — AR, AXAFFHHEELREE
WEEWBT AV BT R LY FNE, BBATHRELERT
MBENEERE.

ARPRUETHGAAY PHY06, HEHFEMEZHE LA ST
EEMEE—MREMUFBRTHEYRITRER. EFEHTHES
SE PHY906 #IFIfMNFh &Y+ & 5% B T 5 A FJ8 (group) W EZ
2 —: E % B (Scutellaria). H ¥ (Licorice)s HAjZj(Peony Alba)fIH )
52 (Ziziphi Fruit). #E#FFEZHIRE PHY06 H—ME L FATE B M,
HEPXEMBHAFEERART: RE—FMHRESHUERTIHEWNE
a8, 39— Fh a2 P L2 VR IT A& W0 B B0 i R 5 1 B3 5 — Fh
PR ERNMOPTURTEE. AP EMEE. AT LB ENREHTE
tE K& B E4 W EIR T BPURFIGTT IS R ETE R E .

ARPACTEHUFEETUEDRNERTANERELIRTRT

15
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WITREAE . FAERBEMMAEYBRE NI FRTHEDTILFEGTH
/R

AR PEENTURELEDRIURBFNCREM TR R EREE.
TR SR IE LB Y ERPUREF .

ARUANAESYWRTERTHRTEMELIY. EEAM, Kk
BT ERTVRIT A K.

ARPERBETHAEY, HASHFTEZNEEL; RETIS
EHEMNEYHBOMBBLER: BEX R (Scuellaria). HER
(Glycyrrhiza). B (Ziziphus)FN A5 %5 J& (Paeonia); VAKX —FERZ T iLE
BT EY. Mk, FRAEYEE:. AFTEZNEE, E4H
M, HESEXE. HER. ERAAHARE: URLZRITHFR, K
A& —FMREMLEBTAYIIRER. EMEH, FrdEZH
AEXRAEXRE. HEE. EENAAENMERULER. &ILE
M, 2% BRIR 4L T RIE B & (Scutellaria baicalensis) H ¥ (Glycyrrhiza
uralensis)« #(Ziziphus jujuba)FAj % (Paeonia lactiflora) KX H FIH &
/R

25 5 B B 2 40 A s AU TR EAL 2R TT, BII(EA R T A
R 37 % BE(CPT-11, Camptosar®). 5-%JRMERE(FU BL 5-FU). ILM R
(LV). VP-16. B-L-—HRHFMEF(L-0ddC). FHEMIE. HIAME. &
WHE., 2EHE. WAEREREAEHTHRT, ddAspmEAR
[BF FULV. CPT-11/FULV. RYPFH/FULV UK E Bk RIH
. ARIBELETAIE PHY06 Fl—FEZMUFZIRITAYKRASY,
Pk k2457 2 tER R F CPT-11. 5-FU. VP-16. L-OddC. &
AL, EHMIR. RUORABPEREAE, TRASHMEART
FU/LV. CPT-11/FU/LV FIRYFH/FULV. ZR\ERETAHSY,
HAE PHY906 FLEIETT AR — Rl MR UDMATEY), Fridle
2 va 7y 29BN CPT-11. 5-FU. VP-16. L-0ddC. LV, iR, &
FafbiE. ZREE. YILERKRMEFHE.
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ARPMERAGSURHNETHREIRT . &, BHdEZ
HEWS5HFIRIT AIDS MR EN—R%2. ENEk, HkEZ
HEYEEE AZT. DAT # DDI. 3TC. ddC M FTG KPR EH—i&

ne
KRBT RE A THTEERNEERT LS Y RBITREN
Tk ARPERMET REHTHRESERIBTRIURERET 8
. ERAM, ARARBTUOTHE, GTEEEHRESH
—MEZHIUERIRBAIGTERENASY, FREAGYER
HEAHEZMBAEMNR B THSELRNEDM MR ERRE
ETHEEHBENHEYHNELER: 5B, HER. TEMIHA
B. ARARMGTERMETREZHFENEANMB B ERBAE, =K
BEXENEANEARROME, KPSt fRE2 5
F R B KB R ORCRIBEY), PR KERBEEANRTKHE. X
PRRAEYTTATRRMER, FERRT: 61, RE. BN
Bl siE, RRANTEERRFAZNZHENAEY.

AR\ERETHITFEZIRNBTOWEILSIY T ERRET
%, HEBAHKTERENLAEY, MRASVRE. HETER
s RETARTELGRNEDMHOIMERLZERREETTIEE
HENEDHOEAGR:. BXRE. HER. TROIGEGRE: M—H
REMLERTED

ARPFERET RITFEXHRIET R LN P BIRRETT
%, HABAHRTEREN —MRSMHALZERTHEYRIVREF
MAEY, MRAEYEE. HEAERZNESE; KA TIZELGR
FIFE P B A1 R B R B & R 5 & B2 R R AR I B B 25
BEE. HER. EBRNNAR. ARVUBERZIHENTE, HPES
H—MHREMUFBTUEDZHEAFTRAEY. FXURBER
PRI, HPERH— MBS UGSV ERATRAE
.
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7 % BT 1 B R VT M LB A TR T A MBS
Y, RETRFEMEERETERNTE, FIdAamERLhz
2T B A AIR B TR 2B MY R B R a s
THEELEBOEDHOEEHNAR: KB, HER. REAA
R ARPRETXREMNTE, HPKEEHHIHERMRRLES
DL B K RERCR BB TR R, FTA K S a B E R R T AME.
Bk, AKBRMETXEOTE, HhFREayh THRKE
R, FIERET: 87, KE. WEREH. 8F, SRWERET
SRR, ERFRASWRERFINAR.

& % BIER A T i3 IF 2 5 4622 17 SR S8 T WAL s i
EERENE, RAFEAHRTAREN— MBS HLERTILE
WAL, FddEamas.

i) T HRNEE; A

i) MRS ER, HRETFHAREEROHYFH. BEE. 5
B. RERAALR.

&R B SR B A T A — R B R L VAT 25 I AL 2R Y T
FR—F LAY, FRASYASHETESNEANAS THEE
HROEYFOELEN: BER. HER. ERAGLE.

&R BE T B A A GRS — R BN TR EE R
— ALY, FRASYASHETESZNEENGS FIZELE
KM ERHA: BXR. HER. TRAYHRE.

7 % A6 F BT A TR B B 25 41 & MR SR B AL 22 T S5 W LR 0
B BRETUREFOPUR RS, BEAZBTEYRIREN NS
Wi VA LS B L R S YR M S R TE 2 LS B
5 BRI R IS B A S R R

GE—JT, AR\ATFTABENEETHENBTHIE Fid
RAE-HREMULZRTHEUH—HAEY, FRASNEEY
2MESHBRENAEESRE. HER. REANASZENEAHH.

18
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ER—FHE, ZEHATFTEEGRETTEWNRITHE TRTEE
B— M ZHIRETNN—MAeY, Iddevasd¥ETY
BENEEESRE. HEE, ZERANALRBEMELHIF.

Bhoh, ARARBT —FET IR, TRTREE ML ML
FWITHEYBRAFEZSEEYR—MAEY, TRAENEESHET
EZHNBEARATESTRE. HER. ZREMALGBENELFIF.

BHh, BERAFTUERTHERAEY, REBE=MILER
TEY, % CPT-11/FU/LV BB F4H/CPT-11/FULV MIEERS
B. HERE. REMAARBNEAHIRERE TIEESRNEDH
BB SRt ER: EEE. HER. EEAYAR. FRkUXERS
—F L FHUR B RNTUREIETT .

UEgzihapa

1. ARFIEHK CPT-11 X IEFE BDF-1 PREER. NES
0 KRB AG.p)AZ5 CPT-11(& A F N=5).

& 2. PHY906 % CPT-11 J&57 IR E 4% 38 MR ) BDF-1 /R &
ERER. NES 0 REBEKAZ CPT-11(400 mgkg). MZE 0 KA
LSRRI E S R D RFIIK PHY906, HF4E 8 R(& A+ N=5).

& 3. PHY906 X CPT-11 {857 IR 4/ 38 FiyE ) BDF-1 /) B
BEKRER. NES 0 RIEBENS T CPT-11(400 mg/kg). M3 0K
FFi44R O RFEIR PHY906(500 mg/kg), 4k 8 K. ERNTKREN -1
3% (Student’s paired t-test)it & pH. (FAHF N=5)

& 4. PHY906 %t CPT-11 Y837 I RE 4% 38 FH/EH) BDF-1 /MR
WEBUMERGEHES N=5). NEF 0 REEFEALE T CPT-11(400
mg/kg). M 0 RFFEHER D ARPIK PHY906(500 mg/kg), FF4EE 4 R(F
#H o N=5).

& 5. PHY906 Xt FU/LV J&57 I RB & 38 ME R BDF-1 /M RAK
ERER. A RRETATR, (XESE 0 RH 1 /Nat AR A BRI A K

19
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R45245 LV(100 mg/kg) N FU(100 mg/kg). 7EZE 0 K, 7 LV HIXIETIE
J& 30 min, Bl 500 mg/kg OREF PHY906, FE4k4L7E 4 RPERRA
PRIR(EZHF N=5).

6. PHY906 Xf FU/LV 657 IR HF %% 38 IyEH BDF-1 /> Rt
BAEKMIEM . RRITNER TR, XFES 0 RE 1 /Nt HARR A BRI
PR IR E5 25 LV(100 mg/kg)F FU(100 mg/kg). #ESE 0 K, £ LV K14
FIEJE 30 min, LA 500 mgkg OARZ T PHY906, F4REETE 4 RPEK
AR A P8 IR (& 4 N=5).

7. PHY906 XF FU/LV 85T B R H S 38 MK BDF-1 /bR L
WEZRER. m RSP E, NES 0 RE 1 DARERA
BB AR IR 4525 LV(100 mg/kg)F FU(100 mg/kg). 5 0K, LV
¥ILEFBJS 30 min, LL 500 mg/kg O ARZS T PHY906, FFZR4E7E 4 K
FRBRAEKE LT N=5).

& 8. PHY906 Xt CPT-11/FU/LV {857 1. B H &% 38 IF 98 i) BDF-1
MNEPEEKBER. AR PITR, NEE 0 R 1 /e H
B P B MK RS %5 LV(100 mg/kg). CPT-11(200 mg/kg)F FU(100
mg/kg). FEF 0K, £ LV HVILEFIE)E 30 min, LA 500 mg/kg MRS
F PHY906, F4k4E7E 4 RPERRABIKR(ELT N=5).

9. PHY906 X} CPT-11/FU/LV 84T R BRF % 38 MK BDF-1
NEFEEKER. i RTERE, NESE 0 RE 1 /D3
PR P9 R RE 9K k45 28 LV(100 mg/kg). CPT-11(300 mg/kg) R FU(100
mg/kg). 7E5 0K, 7E LV B#I4EMIE)E 30 min, PL 500 mg/kg D ARZS
F PHY906, FF4k4:7E 4 RPERRAFK(EHF N=5).

& 10. PHY906 X} CPT-11/FU/LV 857 K1 B4 %% 38 If/& 1) BDF-
1 NBAERWER . WhRRTEF R, NS 0 RH 1 /N
PR P HE R K R %5 25 LV(100 mg/kg). CPT-11(300 mg/kg)Fl FU(100
mg/kg). £ 0K, 7E LV MAIEFIES 30 min, LA 500 mg/kg DRSS
T PHY906, FF4r4E7E 4 RPHFRIRABIX(EHTF N=5).

20
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& 11. PHY906 X CPT-11 {397 1. EFH A HepG2 IFEH) NCr-%
RIPEEKKIER. NESF 0 RIERNSZS CPT-11(200 mgkg). £
0K, 7#E#F CPT-11 Z B 30 min, LA 500 mg/kg O ARkeS T PHY906, Ff
B 8 RPEFRA THIR(EHTD N=5).

& 12. PHY906 X CPT-11 877 1. RF A HepG2 K NCr-#R
BREENMER. (NES 0 RIEBENS T CPT-11(200 mgkg ). 7E3 0
K, 7ELF CPT-11 ZHi 30 min, L 500 mgkg O RE T PHY906, If
GEE7E 8 RHPBRRA B K(E AT N=5).

& 13. L-0ddC 1 PHY906 * R H 4% 38 if) BDF-1 /MR I HE
YER . MY BDF-1 /MR(8-10 Ak, FHEEY 20 o) THEHSGH
38 PR . M O RFMRES: S K, BEAES L-OddC(B-L-—FUX
HHE 25 mgke, q.d. X5). 7EH 0 RHEROAMREZ5 PHY06(1 g/ke,
bid), BIRMALK(@Qd £ “BR” WHEE, BEFRFEBR—K: qd
X5 fate%s 5 KPP, ARARTE-RYEZER—RBAE; bid
B “BRANR” NES, BB —RAR). (F4%F N=5).

14. VP-16 1 PHY906 Xt &% 4% 38 i) BDF-1 /MR EIPUA R 1E
F. Mt BDF-1 /MR(8-10 A, FHEEY 20 g X TENS M 38
PR, 58 0 RFESE 5 X, BREBAEN—IK VP-16(#KFEiH
# 25 mgkg, qd. X5). E£FE 0 RIFEFROMKREZ PHY06(1 gke,
bid), HITHRAZR. (FHF N=5).

B 15. 5-F R (FU)F PHY6 HITIIMBE/ER. A4 HRME
BDF-1 /MR(8-10 AR, FHEREL 20 o)X TIHESSH 38 MEAM.
NAES 0 REEAEH —XFIER FUQS0 mgkg). £F 0 RIHERO
FR45 25 PHY906(1 g/kg, bid), BHEIEHAZR. (B4HF N=5).

B 16. 5-HFRMER(FU)S PHY906 BIPLIMEIER . A AN
BDF-1 /MR (8-10 AR, FHWEEL 20 )2 FENSEH 38 B,
MNE 0 RFFME, EELLE S RPFREENES FUBO mgkg, q.d. X5).
5 0 RIESRORAZS PHY06(1 gkg, bid), HEIFEHALR.
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(&4 N=5),

& 17. CPT-11 71 PHY906 5¥& Uk T A EL X B 45 i 38 ) BDF-
1/MREBIPIHE/ER. A EdE BDF-1 /MR(8-10 AR, FIHEREL 20 g)
ETFEHER 38 WEAKR. DRJFEAEZBIT. BHE T
PHY906. BMi#5F CPT-11. 4T CPT-11 Al PHY906, BUEML: TI%
DR T Rk, tE 3 FERAZ PHY06 F1 CPT-11. {XESE 0 RORSA T
—IRFIBIIEIR T Q2 mg/kg, po.(OiREAZ), bid). (F4HF N=5).

& 18A-C. CPT-11/FU/LV ZEML3K P HZH5H 1% . PHY06-6 5
PHY906 HIIGHRH#LK. SN-38 & CPT-11 HiEHE R4 . FUR + FUMP
2 FU M F A ERA Y.

B 19A-C. CPT-11/FU/LV ZEFF R WM& W3) 1% . PHY06-6 A
PHY906 HIsE#EYK. SN-38 £ CPT-11 RiEHEAREY. FUR + FUMP
& FU BT ERREY.

B 20A-B. CPT-11/FU/LV ZEME P MZYZ) 1% . PHY906-6
PHY906 (ISR K. SN-38 & CPT-11 HIiEHEAR Y.

21. ZEEFMLIEAS50 mg/kg, qd, D1 A QAT EE PR
PANO2 fiJE Y C57/BL6 /DR H, PHY906(500 mg/kg, bid, D1-4 I 8-
1IDXREKER. £58 1 XRAE 8 X, BREENS T —REH
b3 (150 mg/ke). EF 1-4 KM 8-11 K, ELTHEEMIEZA 30
min, X OARF K PHY906(500 mg/kg)(&H+ N=5).

22. 7E % Fifb % (300 mg/kg, qd, D1 F 8)¥EITHRF IR
PANO2 Jif983 C57/BL6 B, PHY906(500 mg/kg, bid, D1-4 1 8-
1) AEKKER. £ 1 RFE 8 R, BREENSGH—KE
fh¥E (300 mg/kg). FEH 1-4 XA 8-11 R, LA THEMIEZE 30
min, TR OARFE K PHY906(500 mg/kg)(# A H N=5).

B 23. £ 5 FHHbIK (600 mg/kg, qd, D1 A 8)¥AIT K EF /MK
PANO2 B 1 C57/BL6 MH, PHY906(500 mg/kg, bid, D1-4 F 8-
1IN HREAEKKER. £5F 1| RFE 8 R, BREENSA—REHE
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fhiE (600 mgkg). TEZH 1-4 KA 8-11 K, EAFTHEREMEZF 30
min, X 0 ARFI K PHY906(500 mg/kg)(F 21+ N=5).

Bl 24. ZEHEFHMBIEE0 mgkeg, qd, D1 1 8)VETHEEB IR
PANO2 98 i) BDF-1 /MR, PHY906(500 mg/kg, bid, D1-4 1 8-11)
SEEKKER. £58 1 RRE 8 X, BREBENSH—XEE
(300 mg/kg). ZEFH 1-4 KA 8-11 K, EATHMIKZAE 30 min,
R O IR X PHY906(500 mg/kg)(B- 41+ N=5).

B 25. 7E % FH A% (600 mg/kg, qd, D1 F 8)¥EITHRAE MR
PANO2 98 (%) BDF-1 /MR 5, PHY906(500 mg/kg, bid, D1-4 1 8-11)
SHREEKKER. 8 1 RAE 8 X, BREBEARS T XS B
JE(600 mg/kg). ZEF 1-4 KM 8-11 K, ZEFVEMIEZ AT 30 min, X
ARG R PHY906(500 mg/kg)(&4HF N=5).

& 26. ZEH G000 mg/kg, qd, D1. 8. 26 F 33)i&ITHIAK
PANC-1 B R B HEY S, PHY%6(500 mg/kg, bid, D1-4. 8-11,
26-29 1 33-36)M BPEAEKMER. 5 1 R, & 8 K. 5 26 R
33 R, BRBEBARA T XKEEMIER00 mgke). £ 1-4 K. 5 8-
11 K. % 26-29 XM 33-36 K, FEHTHEMIEZE 30 min, RO
AR ¥k PHY906(500 mg/kg)(#& 4 N=5).

27. ZEHFEABIR(300 mg/kg, qd, D1. 8. 26 Fl 33)iEITHIAAK
PANC-1 M RMBHEYT, PHYI06(500 mg/kg, bid, D1-4. 8-11.
26-29 Al 33-36)M AELMER. £F 1 K. F 8K, & 26 RNE
33 R, BREEARNSTF—IKREGEMIEG mgkg). E£HF 1-4 R, 5 8-
11 K. % 26-29 RFIEE 33-36 K, 7&# FAfRIEZ AT 30 min, BROARM
X PHY906(500 mg/kg)(% 419+ N=5),

B 28. £ 5 MRG0 me/ke, qd, D1 1 8)EITHWEH MK
PANO2 fiJE ) BDF-1 /MRS, 906MT(1g/kg*, bid, D1-4 1 8-11)%}
MRmEKRER. £58 1 RAE 8 X, SREEANS T - REEME
(300 mg/kg). FEH 1-4 RAE 8-11 R, L TEHEMIEEZ AT 30 min,
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TR ORFEIK 906MT(1 gkg*)(FHHF N=5). 906MT M\ T% LIREBH
EREIF . FIETAREEQ gke*)2IELH.

& 29. (A)% BRI (AFAC) K (B) AR B (dFAU)FE ML F B 245 3)
HE¥. OR—KFEM S HEMBIE 600 mgke) i/ PHY06(500
mg/kg). TE4T & PMHIERT 30 min 44 F PHY906. & R/NRIEARRKIE
8] S ERMA R, AN AREL= R/ .

30. PHY906 Xt 3 FEfh i+ RYF 6T K B A AEK PANC-1 Jif
B NCr-BRMPMEERE. £8 1 R, E—R—KBEEASTFEE
fB¥E(300 mg/kg)RT 30 min, FEEALA T RYFI4H(10 mgke). EF 1-4
K, TELTFERLPFHM 30 min, BROKMAEK PHY06(500 mg/ke)(H
£ N=5),

& 31. PHY906 X} CPT-11 J477 .25 A& HepG2 ) NCr-#8
R EKKIER. (VES 0 RIEFEA4 T CPT-11(200 mg/kg). EHR
0K, 7E4F CPT-11F7 30 min, LA 500 mg/kg 0 AR PHY906, JF4t4E7E
8 RHFROMBIK(EHF N=5).

7 32. PHY906 X} -E iR 85T R A A HepG2 FiyEKI NCr-#%
B KR . NE 0 RAHBIIEL 14 R, BROBRBKFEML
YE(360 mg/kg). IAIWTHLEESE 0-3 RME 7-10 R, EH FEALIE 30
min, Bl 500 mg/kg R O RRBIK PHY906(& 4+ N=5).

33. PHY906 X & E LB BT i EH A HepG2 B I NCr-#%
REOBMEER. £8 1. 470 7R, EREERNSA —REBFHLE
(7.5 mg/kg). £ 1-4 KM 8-11 K, ELHTLELERM 30 min, HRH
ARVPH X PHY906(500 mg/kg)(& 4+ N=5).

& 34. PHY906 X1 ¥0 3L BE B8 IT R A A2 HepG2 BB K NCr-#8
RPMEER. £5% 1-14 X, EEBREBEASE—RILERE1
ghkg). &% 1-4 K, EATFYILERKWN 3 M, SROKRMKX
PHY906(500 mg/kg)(& A+ N=5).

&l 35. PHY906 % Sy FII7ERH 45 38 £ BDF-1 /) B HHi b
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BEIEHRIER. £5 | RIEENS TRYPHM(10 mgkg, D1). £ I-
4 K, L FRYPFIHAE 30 min, L 500 mgkg & K ORI
PHY906(#% 21+ N=5).

& 36. PHY906 %t ¥ FI4H/5-FULV ZE BB %% 38 &) BDF-1 /MR,
FRTIHREEEAER. £F 1R, F2R. BESRME IR, BHERN
Y5F 5-FU F1 LV(5 310 50 mg/kg). ZEF 1 RFFE SR, BMEANS TR
WRIEGS mgkg). EF 1-4 RFE 811 R, #®4TF 5-FULV 7l 30
min, Ll 500 mg/kg BR ARF IR PHY06(& 4+ N=5).

& 37. HA)E & B)RPFH/S-FULV; B(C)PHY06 Ny F|
$1/5-FU/LV 85T M EE 4% 38 1) BDF-1 MREBR-EEFHZ. NEB
1 RFFMG, BEERATRY R0 mgkeg, DR S-FULV(EHIA 50
mg/kg, D1-2). ¥ 1-4 K, A TFTRYPR4H/5-FU/LV B 30 min, LA
500 mg/kg K O BRI X PHY906(& 4+ N=5).

& 38. PHY906 Xt Ry F&. 5-FULV REYF|4H/5-FULV 1857
HEB LG 38 i BDF-1 MRABEMIER . 758 1 REEBEAS TRIDA
¥1(5 mg/kg, D1). 7EZE 1. 2. 8 M 9K, BRAST 5-FUM LV(7ril
2 50 mg/kg). TEH 1-4 KAE 8-11 K, ELHT 5-FULV SRED A HE
30 min, LA 500 mg/kg K ORI K PHY906(&AH+ N=5).

PRSI T R iER

L Bi&

AR\ WETIOTRIA: EERASIYERT, PHY06 F#EL
2T iR R BN, AIEAE TR, PHY906 &R RIFZ HIM
JEZ540 CPT-11. 5-FU. VP-16. L-OddC. F¥fhix. HrfhiR. By
Fle. LRUE. YW ERK. CPT-11/5-FULV. F bR/ ByF|H
B YL FE/5-FULV S5 B T3 . PHY906 RAEGHEAEIR, H 47
RAEREZER, ©ELEEYA 1800 £ A THTBBER, Bildh
) — e B 5 H A IE £ L3 18T RBIE B E P USRI EIVER
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ARPEH S HETOT RN EFAREMRRERES,
PHY906 # & & B RN RITAYRIGTIESR. EAFARR
PR/ BRI, PHY906 S5 OAREY 5-FU RiZh RIFMIE. CPT-11,
ZRUERYLERLRSY, £ RBRBEERT, PHYW6 55
fhig. BYRHA. FAEME/ RPANBERRSE. EsiPER S,
PHY906 5 MRS #H IR RS HRA R FEME. &t
EEREE BB Yz I F k.

BELEREREPBRERGTRET PHY06 Xf RyPAH. 5-FULV
B YLFIE/S-FULV SLREESRIER . ARAMIET T RIHR:
PHY906 335 B ybR| A F1 B yDFI4A/5-FU/LV R REETEYE, mE 35 A
36 FT7R. PHY906 RXAEHFET-HE R E 60%, T1EBEERHREPA
H/5-FU/LV 32 ISR k&, W 37 Fims.

AR EBR, PHY906 HIIRA ZHZEEEE. PHY06 A
RERERNMERRE: ()EIMEE CYP3A4, HRAEEFMENKO
ARIZEG ()4 NF-«B it G)MH MMP &4 F(4)BA T ATk E
o ifl SRR SE R

X eI R AT R 4R AT S A IR R FR S FF R PHY906 R4t T # iR,
JAZh PHY906 ) I/IIA $iE . TEFIXRE . FESEETHR, UFH
PHY906 7Y CPT-11 5 SEIEHEEER, MRBEERNEHE
W% B AR CPT-11/5-FULV 3%, REMBEMAE A 1
BAFF bR, BB RIRE, LUEM PHY906 5 FEMBIERA ST
6T I 40 MU = B9 VEH .

T EER PHY906 76/ FRAEES Fh i sk G yT 25 PP /E I LA
Fo vk /> 25 P g 3 B A T 380 00 J LA U 24 AR S8 BR(CPT-11) 5-FURE
BE(5-FU). 308 BE/5- R e/ BR(LV). BT (VP-16)H L-
OddC fIAITHREl. MARREREARNUMEY L URENERNE
WA EEN, HRT M E. BA 2R EY 25 55 B HR A
B O—FEYARSTIEUMETA=8%, B=4%, C=%, D
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=HHE), £EH%H 38 M@K BDF-1 M ERER S, 250 PHY06 HI
TRk YA A SHEYZ B B, CPT-11 FipE1EF HRE 2 2IH
£, Hk, BERXEYZ CH DFHBTFHE CPT-11 K IFEIER .
B2, YREGRETREMEN CPT-11 WARBRIEAN, BT B, Fif
EYZYE B TRV EETR. FHit, BRI PHY06 £Y¥#iEtE
RESHINMEYZ.

EERSVRR T EDHHHHREE P450 FITE(CYPIA2. 2C9.
2C19. 2D6 F1 3AHBIER, DU EEMZX 4B EEEA.
EAIX LB —Fh, BJ CYP3A4 2 CPT-11 M EEH 5 EREHEE.
REERFLEM 38 MEH) BDF-1 P RERF KR ER, PHY06 Xt
CPT-11 AP H %A RFRE LW, EMNE LI PHYW6 2EF
ANEEMAER M REE P450 R TEMMEIF. XEMMEDHUKR
=FEYIZ0 8 TR SRS IR T AME P4SO MHIRBF R B RERTAME
AR EMAZRIFEMAELEM . XEHRABRERAH
AR, EMAERANERE. IMEHENZEEESRETTH
FRE—B . PHY906 IELATEAEHmERESEER CPT-11/5-FULV
R Vla SBilERRE .

B2, XERBEEHISETHTRIAR:

1. ERR/NRAEEH, PHY906 3IN& P L1697 W7 N KRR
. HARENERERETMGBITES. R, @d8RnhE
EHE. BT RMBRAE TR, PHY06 REiRmZFLERITHY
HITBITIE 4

2. PHY 906 AN EUZF iX L4k 22 VR 9T 25 W) 7E /> R BL iR 25930 )1 %

3. PHY906 3 3% Friff R B 26 9T 2RI 20 ) /R DL AT B
FER FIME NF-xB. MMP SR8 5K T 48 o g8 i 32 ) se 3 4 .

4. FE PHY906 #HI5|H M NMEZA=1%E, B=4%, C=
#, D=HE)FRHREWE B & A TEEH TG

o 7E PHY906 fl7H, FEZy A (RS fh E T R Ry B /£
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(p<0.05).

e E75 B (2RI PHYO06 HIHiIHJEIE 1 (p<0.05), {BARER % H
BELEBTAYBRNEETR.

e H75 C AN D B4 mEEMERT AW ERNEET .

S ANFEHLRE PHY906 ZE A& CYP450 3% F0 40 f 4 K H0 #1772
7~ HH— B

o B 7 A £ A CYP450 LA R 41 a4 K B B HlF o

oEZ D M ENARAT EAHIREMARELE, BERBHA
2 CYP450 3157 .

6. PHY906 & =%t A2 CYP450 HIBR KRS MEIEME. ER, 3
WIEE B, PHY906 A&m CPT-11 i, SAMENERTHDH

EREASRBTAYLEFREENAREMER, XERERASY
MEENEERE, HETRETHR. FRABIBETOTR
. PEASHFEEABSNASTHTROBELERTHYNAR
BfER, METELHLFETHEENEERE. PHY06 £ HIIMA
REZGARNEYZER, £+FEH, CLEREETREATETS
EBERNEMER. ARUETEVYREPRTHLRER,
iRk S M E S B B E BE T, PHY906 7EJR/D BEAEEIRIT A
WE R EIE A FE B EDIS . B, AREHSBETMTE
.. PHY906 By /> B CPT-11. FU. FULV. CPT-11/FULV. L-
OddC. VP-16. VP fElE. ZRLE. FEMAE., HEME. B
Wy, TSR/ R YRR BV RBFULY WTHEROEHIEES
M, FEHRERFESHBAZRTAYNTMNEEL. EAAE, &
o 18R AL 22 VA TT 25 BB R I T & T TE B, PHY906 A3
28 CPT-11. 5-FU. REMIE. RYPF4H. SREE. WILERK. VP-
16. L-0ddC. UL% CPT-11/FULV FEWFIH/FULV ZBRA KNG
Fe R, XL R IR T — R4 2 P 29 B — P B B AR AL
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AR\EFHETHN T HTENRIN, kT ET55MyUE
HAAHEH, UBERBFENSHEIFERAYNIR. ¥THTA
FKIIEIRIT FENI, ENKIMERMANEERFF.

IL £ X

RIEAFFUA, XA ARARENBERERAEEES K
BB EHEARANREEEBERNE . REELRKHANE
8 B R ) 3 2 P AT B A 5 A ST B il AR AL ER & [R] RO AR 47T 7 AN R
BANARRER T HE R 7= R

AT “EEAFERTI B CBIENERITAY” R T
JEIT BB BURRE AL FIRTT 2590 .

AT “H27ET 7 FEEE L BRI IT R -

AXFTABARE “UEBITHR” BAELERTHONAS
Yo

AXFTABARE “REY” 510 TRENED AW RIIK
FE&: FREEMBEGE DN TREHEFEESRS, BREEHEE
EA2MEBHR, BRAVEHNKATEME WM. H& MR
BEBY: EASEEEERFEENYR. RAREE, UREAT
¥1(3 A hitp:  //www.graylab.ac.uk/cgi-bin/omd?query=extract).

FE—ASEHERF, RIS E 400 2 F 57 82 b B F A8 )
25 M) B 48 F& 3\ (Remington's Pharmaceutical Sciences 2 17 fR. (Gennaro,
ed), Chapter 84, pp. 1516-1517, Mack Publishing Co, Easton, PA (1985)).
ltn, FZH(EN: B 1K (plastic mass)) IR BB WHEMBEIEEST
FZGBR IR H B R AT e H = BRI USP). #hsh, AZERIREF
WEATFREFNARF. BRI EESHREIF wRE. B
Fi. tesh, BEERORTEE R E 42 Y ge i B T 5 & 25
#1(Remington's Pharmaceutical Sciences, 1985).

FE—AHRTE, KRR R T REHIE MR R
¥ YY) BB AR EBRIRER AT (RE), BEEXRREEZE
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2 ALRGEIE), 1EAAFIMEH. i, XFSRBA 2577 LU ET
IR B 7 [sic] 197 (Remington's Pharmaceutical Sciences, 1985).

E—NEBGTRP, TRRYZEAEX. G, EIFE
FEEAR T HEY R H LSS &I SUKEREE. 7] LUE S 2R
BIRGIEER, —RUSSEEEAYRIEEGR R 1H)/100ml BT HIRRI)
% (Remington's Pharmaceutical Sciences, 1985). 40, KBRS
50 g FH A% B2/100ml BT 5.

ER—AERBRT, RN RIERE sic]feX. Hlw, &
HRBDBFEEARTHED LB ASR, P aBEREENEFRE
APBRRRERMNELZ, HPEEE ml €% 1 TRTRS IRER
Y. Wit E A FE T IR RS VB VL 6 95 #l & IR R F 7 (Remington's
Pharmaceutical Sciences, 1985).

AXFFAMARE “MEFFE” 55 LB NG M3 EAHXKE
B

MBAR LY, RiE “EH” RDBIEAREEIFH FHEEZ )M —E
REZFEEEMNTHREY, HYERERMNNESERETERE
L. EARFEST . HAK(savory) BT FER. HE—BMEHZAR
EMEA XA ZAREN, “EF” SRERWH. BEF. 4.
WBITREKEa K AR AEDSREY R . Eitk, RXFAKE
HAAMTFEANEDFEX, MERHTXRENEFEDEHAM.
HEYSAEEAL, BIE Metaphyta 515 FIEFTHE Y Fh 8T T BETIED
SAEYEAL, GIEEZ. EA, FEKRN. EHHASYTHTANE
VMM BEEARF: #F. . Z. @ik, BSi(branch). . T&. 2R
=, R BE ORZE, KEE. B RE, BRE KR, EHEEM
P EZ

AXFTAHE “EAHESYHFF” fBRFEEL. EAEY. B
Y ERAL A/ B 2R Y AR T A S Eln . Et, ASCFTAME
HAEYRFFNEFERSELRYIEAN ., BN AH TR EL G
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F. EAASYHH FEBERRT T KRS : E—EDMNNTEHE
YIS RN SAEYF R S BEEYSREDEA; RIET R —EYH
LRl RETESMHEDFBUSTHESS; EARRY; &N
R HETAE. ARPEXFRIERE TR RS EDII—
RN SHERAEY.

XTFAREHAEYHFE 458, 2 N Kee Chang Huang, The
Pharmacology of Chinese Herbs, CRC Press (1993), &I ER#K2ILTIAZE
gt

EXFRANAE “GRFESE” BE5RERE. £&E. BAN
BN S R NARKHITEM .

AXFTRABARE “BR” HADERFEAOBESTHILLTLL
Bl, EhBRETEEXARTHHAREFETHESBEAOZE. F
i, St REREIER 30 RIFETRATREANA 13.3%BlERA
O AR R EIEWIEITIE, 21 Albers § A\, JAMA (2000) 283(9):
1145-1150) B K T4 65%(Fitn Btk R, SR Mahaffey F AN, 4m
Heart J(1999) 138(3 Pt 1): 493-499).

AXFTRBAE “EEREQOL)” f831Y, LHEWANY. B
BEAE AN —RERE. BBETE 8. —4HRIEZISHK
BT BARTEM B S R NMERY QOL. AT IR QOL K Fife
B FEEEAR TS THNEMXNER: EREX; ERHE
X wWEER, RiE: et RREE WK, BREEMSCRAE
¥; REE: WHARE: HE: §E; E28FK FEIISNFER
fE, BEBE: TEK: TSREBCESHESN: SRER, W
B, &g, RIZRE; BERS: BR FESRAFELRE, 5
HARRE, UIREE, SERE; Wi s, RE; eERRng
EBRAEE; FERNFERNFE.

ACFTHBARE “HR” IBGITER-

ALFAMARE “WITHRE” - ERFT Ay EFLED
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. JGITIEER LDs 5 EDs RILLBY. FEHHUE EDs B7E 50% AHf
RS BT TR ZMFIE . LDsy R7ESLR 3h 4+ I =2 B3 53
LR

L. BARSEHE T 5

A. LFEBIT

WE, WFRTIEAERGTRR . TEEWE. FERmyk
MR DR, XU R U —E 877 A /E R T BG4 A L&
.

1. BEAELSEVETT

N AEBRITTIBARTRTREESENRERTRZ—.
Et+aoask, BHRARAMLER F%%TEiﬁﬁ&ﬂ*%E’]ifﬁ)ﬁ
B. —SHEENEINBERCRE: SHMEMEEME . BE. 5+
LR, BOoMRet, K#. FFIhEEER M. S E 5% ( “Physicians
Desk Reference” (1999) Medical Economics Company). ZEFLIER T,
XEANREERYRREEZBENERIEMNRNIET LR, B
TXEHFIMDIR. REXLERERPH—LREM. MARFLFE
WBIT YR PURRTEE, XREAOU DLk R B A AT SR E(QOL),
MmEAFEAERINBIT IR, SETRENSENRKSIS . B
B, REBZFTEMEHE -SRI mEEZy, FIRBERANEELEK
HF, EMNUAIREIER AL, BEANNSRELFERT R
% 7 BI|#E F (Bleiberg H A1 Cvitkovic E., Eur J Cancer 32A(Suppl 3): S18-
S23 (1996); Wierda D.F1 Matamoros M., Toxicol & Applied Pharmacol
75: 25-34(1984); Goldber RM.F1 Erlichman C., Oncology 12: 59-63
(1988)).

ATHITEENAYEE: EEANRATY, MELE
(TAXOL); ¥&r#AY, WKFERTE: URWZBEFINABAR, W
HNE-2 AIeRAEFR. XTHTHETHERRLERTEDN
& BF, £ X410 Calabresi #1 Chabner(1996)1227-1229 1% X-1.
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2R T ERERANEENLFBRITAARNEEZASREN.

R 2 EAENFERITTHEEA RIEH

FENARBEER HEZ
AR R VP-16. FifEfuH
it VP-16. ZRLE. 4. FU. FERE
OEEHE BUE. 2RELE
2% AL ZRUE
JBi5 CPT-11
I R PR i B 8 H
#0141 (flush) thEEF
R /IR VP-16. ZERLE
et VP, BB, FERET. FEIRS
hEEERE 46
HFEME N4A
FHREREA2 JLERRERED

5- FURBIE: BIEERLY) S-FIRMERE(S-FU 8L FUYRILE £ 7hils
RIEH . EHBINMERAES, EERHERENIRTURERLM GI
MR, ERERFEHNZAFZ —(Pinedo 1 Peters, 1988). It
b, HZGER BPUILRE ASLBUE .

ZHEREGRTRERRECSFAELET REFEHBUERE
w2, TERAHERLE, MEHBROLV)EE RN ENLET
H, 25 FU A4 H TWIKIEIT (Peters #1 Van Groeningen, 1991;
Joulia,Z% A\, 1999). ZEIRKRLKF, SLIUEZEHEM LV BRI SR
s th AT R E % FU HI93 M (Calabresi 1 Chabner, P1250, 1996), LV fHE
Ve F BB AL IR B R B

W IER BT, X FU MmN EH 10%-12%(FEMH FU E7)H
#F T 20%-30%(FU/LV 1657)-

FIZp R, B REBIEXeloda®) 2 TR EEM O RAY . &
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1998 %, FiFfhiRil FDA #MER T1RT B IS, XHEAET 32
Hih 258+ fE (Taxol®). £ HLERN adriamycin®. 7F 2001 &, &
# FDA MtHERA THRITHBHEMERE, HEH 5-FU BT, &£F 21
RE RS, FEMIE—REH 14K, RER 7TROKEH.

FEMIRERAMEEENFEEEEETRE . REMERL
FaR S-E-S-F-N-[(REE)HEIVRE. FEMEERTRESA
5,472,949 ¥, LB EXFIAETIAEAZSE

REIERTRATREDHLERTAYA. ER 5-HE-5-%
FEE(S-DFUR)MIFTZY, EBMEFMEENE. REMIERA TR
P s R 58 A R B 45k 4 S-DFUR. 5'-DFUR % 98 + i B E BEER 1L
B (dThdPase)# 4k AIEH R 5-FU. S@RALML, REMETH
FA B AR T HIRER dThdPase, FEREFE M=% 5-FU. EIE
HHRAMEART, 5-FU #—SHRBBRAMEHRED: 5-%-2-
PRERE —BERFIUMP)H 5-5%R H =B (FUTP). FdUMP &id 5z
EH MR 4% kiM% DNA &, T FUTP @il 5 RE=RIESF K
& RNA FIEBARE K. FEMIERFEEIRS 5-FU 40 MR &
5 RS #A).

WRER, SHKNAAGV)H S-FULV b, FEMERAERE
RN . E—IRBIH, 5 5-FULV 1 11%mMmNEMLL, RS
EVATTH BB KB T BEWP=0.0014)FFHWNE, H 21%. AR
fhiEFN S-FU/LV Y897 RIBORBE R P AL E] 23 B8 128 KA 131 R(FIEE
EHE(NS)), PR AEFFERE 254 380 AT 407 RNNS)(Hoff % A J Clin
Oncol. 19: 2282-2292, 2001). ZE5H—WHAFRF, 5 5-FULV # 14%HM
AL, FEEMIRGBITHEE WIRE B E 4 (P=0.027) 5 & 1 W 5
K, H21%. KFRFRPLEIEISAA 137 KM 131 R(NS), PAERHF
B2 B 404 KF 369 K(NS)(Van Cutsem % A J Clin Oncol. 19:
4097-4106, 2001). 5 iv. 5-FULV AtL, FEMIELCEATHEN T2
2.
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HEME 5-FULV AL, {FRREMIES 5-FULV BERE1RTTR
BITEHERECELErHFERLE. ATHRITEHEREREME
BB EREVRTARBEARRT: FEMIE/EDFIE., REbER
SEERRE. FEAhIE/ R YbF 4/ gefitimib.  E AR/ Y F)EA/S-FU/LV
RIEMIR/BSETT » W TIIREIETT, BREWTERERRT: F&
S/ RSB ISR/ % 0 K12 B (Taxotere®) RIEFARLIR/ KL BEF
R 1 fhi%/5'-DFUR.

BEMUERT—H, RAFSMIREHEFRER. FEMESR
ERABEAERE: BE. BO. Rk, ORXREREK. BS. F
BRI RS AR AR SR T BE S EURS). /MR
FARCXTRES BB IM)MA M. EEZRBFMIRHBEET, A8=1A
ME—MTARETENBMEA, BERAFEAYERGERERNEN, X
LRIVERER R ATER.

T REIEELY, B 5-FU FM-FEMIREMIETRHEN#AH
&, 2B Chabner % A, 1996.

CPT-11: B FRE(CPT-1)REE MM EMMAELY), HMFE
S p P R PR A FAAEE 1. ZEA—% FULV IRT RIMERE R E D, B
IR HHT I8 ¥E 1t (Bleiberg, 1999; Stucky-Marshall, 1999).

R CPT-11 & FDA #EMIEARPEHEREREN LG
7, {EVLER S| m N R LA A 10%-15%.

HZzamMAxthEERMERAARE: BAlEs . Tim. Ko/
. BEREBZ MG, B, HEFK—MRATH, HERS CPT-11
RIS I TR/ ER B AR 5 CPT-11 I8y MR — LB BI/ER, M
A EIE B 1 B TR R E AR R EF2BE

CPT-11/FU #1 CPT-11/FU/LV A& : #aRiE, &mERFERILERH
RIETFREEMNSE _MEFEE. Bl FDA R THRT S ERER
PR 254 B4R ST & BE(CPT-11, Camptosar®)F 5-FRMEE(FU). FU £
P25y, ©MElE R DNA iR MEREE. 8% FU 5LR
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MERE LV —AZ, LV B FU X MEREENREE. BiH
IXFVE T R e B 45 %98 19— 2k ¥R /T (Murakami K, Sakukawa, R, Sano,
M,% A, Clin Cancer Res. 5: 2304-2310 (1999); van der Wilt C.L, van
Groeningen, C.J, Pinedo HM,% A, J. Cancer Res. Clin. Oncol. 123: 595-
601 (1997)). CPT-11 BRI 78 I HHBMESR, XWEBES5
DNA R HidEF MM E. DLIUESE CPT-11 E4 FU RMEH —£A
J7, XEBME R EWETUREE M (Kase, Y, Hayakawa, T, Togashi,
Y,% A\, Jpn J Pharmacol, 75: 399-405 (1997); Araki E, Ishikawa M, ligo M,
Z N, Jpn J Cancer Res 84: 697-702 (1993); Bissery MC, Vrignaud P,
Lavelle F,% A\, Anti-Cancer Drugs 7: 437-460 (1996); Saltz L.B, Cox J.V,
Blanke C,% A, New. Eng.J. Med. 343: 905-914 (2000)). #Hif, FDA #t
#ER CPT-11/FULV H=ZBA S RERME B EREN—%ET. A%
MR, EFEAZBKERTHTHEES, CSEBERELEE AR
# & &F 2 —(Saltz L.B, Cox J.V, Blanke C,% A\, New. Eng.J. Med.
343: 905-914 (2000); Murakami K, Sakukawa, R, Sano, M,% A, Clin
Cancer Res. 5: 2304-2310 (1999); van der Wilt C.L, van Groeningen, C.J,
Pinedo HM, %5 A, J. Cancer Res. Clin. Oncol., 123: 595-601 (1997).
VP-16( & #£/HE) : VP-16 WRREKIERTE, EESHXNH/DNAMR
fiifE . ZHIE. MER MG IMWHKODwyer, P.,% A\, Etoposide (VP-16-
213), Current Status of an Active Anti-cancer Drug, New Engl. J. Med,
312: 692-700 (1985)M BB AEEAT LW I LERTNREHHAN
RV 988 R BT L B B 88 ) S I PR TS
FEEKEAT R EH-DNA E64YREE DNA it R4 I
Rl YE, EFREAY T DNA HEH SHABRNERE. 2N
Chen, G. L., Yang, L., Rowe T. C., Halligan, B. D., Tewey, K.,#1 Liu, L., J.
Biol. Chem., 259: 13560 (1984); Ross, W., Rowe, T., Glisson, B., Yalowich,
J., #1 Liu, L., Cancer Res., 44: 5857 (1984); Rowe, T., Kuppfer, G.,
Ross, W., Biochem. Pharmacol., 34: 2483 (1985), $FHf XL rwk5| A
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KRS .

EABEBAR, I RHEERES DNA RN REMES. I B
7B (1L DNA S8 1T DNA a8 XN R4k, BT18 DNA E#
HENREFEBXEREN S DNA B, 58 s e f g e i .
BORHEET AR ERREES) . FTEFAITE . &0 Wang, J. C., Annu. Rev.
Biochem., 54: 665 (1985)#1 Maxwell, A.,f1 Gellert, M., Adv. Protein
Chem., 38: 69 (1986), %A XLENERFIALIIENSH .

EZIEE N ¥R FHABSETFLEENAREE, §F DNA K
BIFEESR, URREESE. Fiit, JLEHEFZIED, BEKE
HEMBEEREFNXEB/ERAE. FRARFETHNXBLRITREXL
Za AL BEIT DNA $a b 7088 11 f0ME4LiE T, W EATA.

B-L- —E KXH M E(L-0ddC) : B-L-—E L MH[L-OddCIR B~ R
HHEEENIERR L WEHE —MEEELD(Grove A, Cancer
Res (1996) 56(18): 4187-4191). 7E A R AR A AT 40 B 7 Fh #5 A A TR A6
b, BRERZEEYEEERHIIEEE(Grove %A, Cancer Res
(1995) 55: 3008-3011), B4h, BEE7/R L-0ddC FEAESMNE XA AR
o7 o {3 P 388 5 v 1 (Schwartz 25 A\, Skin Pharmacol Appl Skin Physiol
(1998) 11(4-5): 207-213).

WL P SBEERNPEABRERTRZAR, ZLEYRER
BHANARTEER, EARERPERSESEAME DNA +. DNA
74 B3 DNA BERK R B, TIRAr=Ex/MeEsiL.

EIME: 1E 1996 F, HVMhIE(Gemzar®)4 FDA #t#ER T189T
RIS E SRR, 1 EIIEIT S LR TT YRR E
BEVRIT 2B . BS54 3BT 2 (Platinol®)4 &, H
T 67 R A B IR N A AR . SRR ANSZGY.)
B, EFAERAETILARE, B8 BTHRE. SFENSE. I
15 F A B AR VR IT 7 AN B B BR

HHMIER 2-BE-22-“HRRENEA L. mAEHEFEEN 1-
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(4-EHE-2-E AR 1H-MERg - 1-5)-2- i -2,2- AR . HIMIREAFTE
=% F) 4,808,614 F1 5,464,826, XLEICERBETIAARI, SHENIRTW
A& B ol R 3 PE AR SR VAT BUR B R . B EMIEIER
— R EAER B-FIEHEHE.

FHMIER THRATREDAYA. EF, PLREYELIPH
MEpr-4 82 DNA MEES, NTERARAREFHSRERES, &
KEEMPEWILT, KEEEIEER. SEREESTSARNEER
¥, FERKFIT DNA GRS BRI, EREFENTRET G1/S
B FHGHTR. T T AIR A% B 7R 40 M AR BT — B8R (dFCDP)
M= (FICTP)F . T MR REFHIERKE ZBIRN =5
REZERPMERNAS, XFBHME DNA 8. B, &HfiE=
BBRMEEEZERERE, ZBATRELTEREXET =#RAT
DNA &RKIRMN. ZHBEZETXERMGHEIERERETR, 8K
dCTP MIRERLD . ik, HFHEMIK=8KS5S dCTP T4 7 DNA. 4
By dCTP ¥R EE MWD (GRS — R /ER )R S iR =R
DNA(A & #1). & AMEKEFREN DNA 5, UE—MHs%
H i\ DNA. ZEHIIAJE, BEIEI#I%) DNA Kt —5 & o

BEMFETEY—H, FEMRERSIEARBIER. AT
TR B AEME AR ERRT: BARBOHED FBURRAER
. MR ERASSEELAREN. &Ko, Kok, HIhmEk
ERMAES . BAENLWEMERL: BE; OBE; REBFER;
FREEE; F. BAEHMEK. BLBHmONERE.

Y FEH: {E 2002 FE, RYF4A(Eloxatin®)4 FDA #t#EH T3
MEBEGEBRE N &IAIT. 7€ 2005 % 2 B, EHAHER THRIAS
BB GE—&EIT . XAVBIE RS RUFEE S-mRERE
MEHBRG-FULV)ASMHH. RYPAHEEFKASAR, HiEER®R
FIARE, 8% FBETHRRE. SF0NaE. IEANERETR
B F B AEE.
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RYFNHR_EERCKNEY, DMESIREMER T mRY ¥
R E 52 DNA #8358, B4 L-OHP, BE=RM%KEY. Y
MR Z 4L IR ER(R A-1-1,2-FF 2 ). BYFAATF
FERLF 4,169,846 MK EF]: KEEH 5,290,961, %EHEF
5,298,642, EE%H 5,338,874, XEHEF| 5,420,319 1 PCT/IB/00614,
XL SR AT IANENENS%E .

AXFTRABAE “BPRH” 8 MAER(RK-1-1,2-3F 2 )
D HobZEsT iR IR A ER(R K -d-1,2-3 T8 =) &3
FEMAMEIRBEY . RiE “RPFH” CEEAFEEFAEHINNK
HR(RA--1,2-FER BB, BIAFAEZFTHRGTYA 99.5%,
Bl AR HE R E & 5,338,874(1% BRI E XTI AKX XA S FH) TR IR
FHRENRRER(RR--1,2-F o RS, HBARAY 198CE
Y5 202°C, LERBIBEEELH 5,420,319 AFFHIEFRE NN ER
(RAR-1,2-FHBHRBBAD, HNFEMAEARL 99.94%HEH, BRA
%5 1983 CELA 199.7°C, %I & LFIAL NS FE . RYPFHEN
KT AEDEFBERRTREMIRE.

BOFABRTHE-XHAN. EAA5EREN_EEAN I
(DACHE & RI4HET. I\ 5IFM-F44E0, BEXE DACH R3E
7 9 48 B 35 1t (Wiseman 25 A, Drugs Aging 1999;14(6): 459-75). B>
HEsmYIE RN ER R . RYPRERRERRESY, W%
A YEiE R DNA 4> FREERIZZECR#0H] DNA &8 RUAHEHR
A5 EHAE X%, "SR BT DACH ZF A% DNA $4RERE
B HEFL(Wiseman % A, Drugs Aging 1999, 14(6): 459-75; Misset & A,
Critical Reviews in Oncology-Hematology 2000, 35(2): 75-93). I&RBIHF
NER, RYF4EHEFREEMF LS ROEEREY SN-38 21 F
() (Cvitkovic 25 A, Semin Oncol 1999, 26(6): 647-62). B ¥bF|HZ U
U (Freyer Z A\, Proc Am Soc Clin Oncol 2000, 19: 260a; Carraro 55
A, Proc Am Soc Clin Oncol 2000,19: 291a). ‘B 241 AHMHIERE T
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1 (Sanofi-Synthelabo. Eloxatin : Summary of product characteristics
(Europe): France; 1 October 1999).

BEMMFEBRTAY—F, EFARDANALERER. BE LN
BIVERATE: HO. Mok, BT 2R B A F A8 BRA TR
WEMA. BE. BRE. OB, BPREENRS. BORARNEERE
FATERAE. QAT S SBURSEREM. /Mt Sl 2
B MmEREM. EUFEWERFR., NEARENNZEEMEA K
EHRRSRN. RE. BEMKERMAEZE.

WU ER: WA BERERERNTEY, 7 20 HE 50 FRREHE
FHELTER IR, AERNE, KA ILERERIILERFTRFH
EEM. Hit, WYERKRRETHS. EEF, EHOAAYIRTH
RTWILERK. RIVILE G R Z B0 H LE /B R ELE R
FAKHEF(VEGH)HEANMERE, MERERMBFHFHERIER
B, JLIIERIRR A R SRR Bt R AU R

VIAEREERMRMERNR, BENKAEFHENNAETT
B, XFMHREEEREHR, BRSIMNERESY. WAEBRATERNSR
LAY S B Z5(IMID)A SelCIDGE F 14 40 fu Kl F#%125). IMiD
(45 FRIE(ERFRT CC-4047 1 CC-5013. SelCID HIfFITFRIEERIR
F CC-7034 F1 CC-9088. WUKEHNHEMMENBBELSRT
lenalidomide. o-EM12, B-EM12 FI4R3K — FIBEAR S — B IE I .

EiEE, BRAVIIERESMHER, 8/ EARRT ADS. K
PR~ KB RT RAERE KR P RE — &M . B, £ HIV
BEF, WIBKRAEB TR cashexia(H AFAULA R ERBEAT HRD)
fIYEFRIVEST aphothous FF (MM AU AEK). WL ERIEEEH Mt
1k HIV 8§, TERYILEREFRRNGRMEER, XE/HE
A] Be A S YA T D1V #5495 9% (Behcet's disease). R . WE R TP B
o

gk, CEBmEYVIERAIATRITRASE AMEENZ KMEE
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BEI%E (MM) YA B BT ¥ (Singhal ZE A\ 1999 N. Engl. J. Med. 341: 1565-
1571). ©HRFFRIESE, YW ERKM IMD FEAMIMEILE X4, mHa
BEEHRMZEEEARPHETHMERIIS . E11E &5 A
BEEERERARNES U ETHAERRT, EEEREARE
K. BEMIBRTMANE-6. MEAEEF o TNF-o)FIMLE A K
EKEF R WM, XMHoWAENnEdEREARS &R R
RIS AFIRM. ME, BENEERT KRRRGHARM T HEAIE
B, REMNATEBEARMIIEE, HoRX 80X PLA KA i
NEMARFENBHME. (ZRHIW Anderson F A 2001 Semin
Hematol 38: 6-10; Hideshima % A 2000 Blood 96: 2943-2950; Gupta et
al 2001 Leukemia 15: 1950-1961; Davies & A 2001 Blood 98: 210-216;
Treon Z A 2001 J Immunother 24: 236-271; Lentzsch % A 2003
Leukemia 17: 41-44). B2, WX ERNIIHHER A RIEH R
H, FREAEE: EHf. HER. ERMNEREKILELE.

ZFLHE: ZRIUWEIEZR. DOX. ADM)ZHERE streptomyces
peucetius = A B EIAER, CEEMMER THIr &FEIE. 2RI
E 2 DNA 3 BB I fHEs: @l EFEsmA. BB T
KB AEREE T4 H BERTE DNA. REBRHEZ FDA fHERILE
WITAY TR FRITIFARE, E2RUCENEGHRE “WHERN” 4
EWRIT. AT 475 BN BE N I/N\TRE IR S5 KRN R
16%(Fa A 0-35%)(Engstrom PF %5 A, (1993) in Cancer Medicine Holland
JF, Frei E (eds) pp. 1430-1441. London: Lea 1 Febiger).

4 EFE(QOL) : FEIEWRIT B MAR N B BB EAR R T A
BRANZEA DL R BB 4 OH B A SO A0 AL (BB PR A B B8 B JR R AT i) o
223697 B SUR B H RN R B8 1 e 5 SE UVR T TR R T W RS &
& TR 4 A0 AE V8 LB (BMF X AR @ E 16/ r A NV K B ). Bl
0, ATLLE LR AR R B E X B RR B R, XERERR
ERRTBETSE T RAEROER. BEEE. REFRIEAR
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BRIRE MEEVES). URMERE Snprdi i Zwr REa s
bb. ERRE. . BEKEMBIGTT . PUSShFIMK a6

KFWITEA, BENARERFEBRATFEELTETAED
g2, Flw: BEERSAFMRE ROIERT, 2RREMAME
RERIOE, BEBMHEEHTCEEMEH, HEREEFEREQOL)RE
g, AlhFRTHSRES, BEEaPRNAERERDB . &
ETH. B8REB. BEF. BE. GO, BHEARSFLEIFHIFH
HEANEHNEZEBHE, IANSGHLEAEMR LN TEEHRLELR
t. Eit, AREFERRITRARIERIED B2 R RARRE
Wb B A KB EAE R, M ARDEEKRERE SR HKREE
A, ERGER_RRETEERE.

AU EEELIEMERET A RNARNS, HLHESFIRE
HF xRS QOL XKE. thsh, BEFLUMEBEESHFEILMEK
“EE” RER “PE” KR, ARERTEEZTNZ EEHXE
ME, M EEREREEERECLBINE.

2. B A BRI YR TT

HFEBRAHYWEANRNGYF EBEFRE, HBFEREDIPIH
BT ZEmENTE EREAN. plm, REERF EETEXRS IKRIRE
R, BREMAMAGCBETASHEN; HARMBEKER
(Trypanosoma cruzi) S BRI IR F0 B8 A7 ECHE (T brucei) 3 ERIAEM
BERRRZE R AR X R HATEN; ELRBENENEET, HFKHMH
& i (Preumocystis carinii)« B 5 & (Toxoplasma gondii). BT H
(Cryptosporidium spp.)FB NS RAEREERXRH EEHRZBE
e

FE—BEASYHEMB RS, BRESABENGT; EEMh
PR T, WRFEREIMHWAK. EHik, MEEREFTHNEEXR
PRSI Y . R, SHXBOoFEATNE, BEdfi—AF4ERN
KRS BAL B Y EDIFE R KIATEFERAY), XEZBEIM
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R R TT

REEREFRTELSABEENAR, ERUEFGITTIREES
REBFLERRENE—REN. ABEMNBENM BT K (Tracy M
Webster, Chemotherapy of Parasitic Infections, in Goodman & Gilman’s The

Pharmacological Basis of Therapeutics, Ninth Edition, pages 955-985,
1996). B BT H KI5 MFEIG T R AN & 4 RS B ARG T i
FAHEY. BEREVIFTEFHENEFNAYREIEIBRUNEREY
R, . A BR. REBRFMMERRE, HIER N HERME
R ENFERRIVE PG ERNTEK . RESDFLERSEY™
AT S THENAYEWAYE, TEREBEFEREEHE
RO L —2.
NAERAGYEBREPNRZEMAN, XRLTH. UFERY
VBT IBRESRN, BRRTIEE. FERMFFERE. B, &
FETARMRERREREADNREF BTG R, MIEKBX B
T RGN B EHITABN AW N FEN AR EN R AT HITIEH
RIS, NNEESNRITRERALT T AREAMERE TR
ITHSERBRRREZEPRARZE, BHEEZT ABRONLEBITT
F. ATRIREGR, WHELEBTESEMES TRERE. A K
MEEABHARBREREEN . HTRELFEETHEBHNNZ
SRR FERNFERENRAEA ZEE. ENOR—RIOER
TTRET, EUNEREN: EERAFG TRELERESE; FAim
HHEMNBFROZARE; FEERFRONN. BR/LFRETHEIDNTE
Y R IX LR .
SEHEEIARERTFERERNELERTHYOERE. &
T, FRENNZE. KA LEERE. BEE. MR
KIEAZE AT RRT LRAR, AEERENSEbLERTA
P ARMMTHEAR. S, RR_EER. KRSER. KX
THESMAKT . 8-FREMEWME. KA MEE. FHM., EIRER. Bifh
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BRL Kadk. SEBEREERMAFR AT E RIS T FERKYE, 85
AR, 2%, FXER. PEHURMNERRR. &BZ, B¥H
W Rz FEmkme, ke, FHEEE. EMmbiis. ML, B2
WM. URiE. Mt ARRERERERT A SERIFER, FR
R, RTFAERBREUFERTHEGR, S0 Tracy 1 Webster
R, JCERFE L.

3. AR AL EIRTT

7E 1936 ©E, H Colebrook #1 Kenny LA Buttle fl-5{EEIRIE T #
RBREEFERERTINERRERLETHAENRIRER, XFES
FEAR B R THELZBRITHHMER. £ 1941 F, FEERELE
FHEXRATAERABKRR. Bil, £FEREETED 30%EZ
FRAMEEN—NBENTIE, CLIBA T HELE J7 7T 68 3 an ik
g,

PAERRHSMUEYERE. EE. BEBRFENDR, B8
MHEIEMMEDERK, BETUHREN. BT, BEHIAEY
BRECREERMME TGN, FlmEREMEETRE, B113FEuE
VR . EREDHE. FEMARZEME., JUEEUREANE
77 & AR

ETFhFLEMEREANENERE RERN KD T: ()W
HEAEE SR AR PImSEHEMNMEERRMLBEERL. &
FHLAFIMAFLER. T HER. K, UAKMEFEREAD
BEREME . ERMEAMEM: QHENMEYHRRERERZR, N
MEWMBEEFSFBRANESYMIR: SIBFBRER. ZHEED
ZHEE E PR, UASHRERRREENZHEIEELS: (3)
U 30S B 50S AXBEGAILEINRE, BN E B RGBT MEIRZ
F; XLHHEAVEREAER. IUHEEL, 28X NRAKREER; @5
30S AT ELEHFUREL RS HGHRL BRI TR ZH;
EMERBEEETE: C)ZWZBRAWRER, WIMH DNA-HKEH
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RNA R&ERAESERGIWRAETF), M E s rEiEmEE: (©)
PR, SFEPEFRABEEE, ENENMEY L& IR e
S B, (DEBRELY, mFLRE. EHEERS. FRERET MRS S
%, E1M%E DNA AL F/THREE, ALLREES. (L
Chambers 1 Sande, Section IX Chemotherapy of Microbial Diseases:

Antimicrobial Agents, in Goodman & Gilman’s The Pharmacological Basis
of Therapeutics, Ninth Edition, page 1029, 1996.)

HAEREBRTREFERTERMRTIUANER. BEEJERF
M, VHAEREIMAKSLBHNERREUMHAEEK. R,
YIRS DR RFEN AR A A B HERIRELUT . R HK
RARGEDHFENRERKRER T URBREMERIRE, AN
ey EERAWSM . AETENNERNERGE, XER
HIEEFFEE BRI, ZHNRERARESHE. —BRE~E
GEREARFZE ERARKREANBOELSYRE. LEAEREH
IEZYBEN R B . — A EEZ BFLE BRI KIEE,
EARGFEAZEEE T ARSI, MEBABERE AYHANAE
M ENEIEAR. HAERTEREARNHRSBEETIRHED
RS R AM AT R R FERAEMNT K.

B. FUREIETS

1. REEFEER

RERFEHEESFANMEY . R, EdRERE AR,
REMAEEARNREIEEEEZHREYR. EXHARANR
SRELMEEEESBER, TR ZBERINYEREY . HREHK
e 5 B0 A\ AR B TS ) 3R 18 1 A BRFE SR S IR (AIDS) AU AT K o 5
ZATIE Y — i 1718 %) T Fundamental Virology, Second Edition, (ed. B.
N. Fields, D. M. Knipe, R. M. Chanock, M. S. Hirsh, J. L. Melnick, T. P.
Monath, and B. Roizman, Raven Press, Ltd., New York, N.Y. 1991). T
g UM R BN el BRRRE] T .
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HEREE UHEFFESAEIERIEHEIDYAREARIER.
GLER, OB —SHERNERENEZRERLERE LA L
Fundamental Virology, pp. 645-708). ¥R & A& 81T DNA F A4
%It RNA EEM. FEFEFREEARREYN, RNA ZRMETR
FRID I ZERT)ME N T DNA F. %EaE%EMH RNA f1 DNA
MR, AT B RNA EEA £S5 DNASUE), SRR —#
DNA /£ % #E#R=4 DNA WEAEZH(ERH). I T AFMIXL DNA
%, RTFIFARIEREZE =BER(ANTP)KI 4 KR .

e\ HE TR B AR A IR R EMETLY B0 E )M SR 5t iE
HEMEV B%E). HILV RETUSHE MM A 0K, HIV &R
S BURE M 4 % B [ 455 1E(AIDS) . 77 75 T RO 35 O A 40 7 5k B
#. HIV-1 § HIV-2. HIV-1 {8 /it HIV-2. HTLV 1 HIV R4
A A MLk 2 40 BE(PBL).

HiZ R R ESAER ALK EFLVNERER. B8
i) FeLV B — B SBMBOEH BAERBER L. BHERIFEEHH
ARG IE R, PINAENAERMBEERARANDNBRRER
i,

B A . EhA AR L R At 2 th K e R HEAT B
EAEESESZFENEMEE T AHERHELRERE, BEA
th HTLV-1, BARIEHEFEKETE DNA FidE, flmieseiermE(a
ViR EE)o

FEMFE. FFRRNMEFFRER. BRI RR, EFH
EERLIR, FEkaEEN. FRTURERFEML. R, 7
BARBHFT. DALHFSMPERTRRRE. ZEFRE. FE
MFgmE. THFARSE. REFAREHCEFRETIEAR
KRR ENFK. P, HBV #MHCV B A E.

ZEIEF 4 B DNA R EEHE. EEH 50-160 RN, B
3 v R R U B T 9B % VAT A A B L A Vs B Sk R
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el E BT, ZENRARERESH 5. ik, 8
M Z BT R R SRS R R AVE T R 50T IR B B A 41 R AE <

REFF R i RNA RESIRE. BRI 6-8 A, HPA 75% ATy
PRERZL, FrEtaBuEAERE. BRENES U REREETR, A
SBTEL R TR ATFARE. MR RBELGT, BETTEER
B SACNBYE (L 8RS HIV /Y 15 /&),

HLHE HBEAANNASREAEERRT: 242 1 2K
F(“HSV-17 )., Bdifms 2 BmJ/( “HSV-2” ). AEARFE
( “HCMV” ). KE-#RBEBHRFT(“VZV” ). EBHEE( “EBV” ). A
6 RAEBHE( “HHVE” ). BaifgZ 7 BREF( “HSV-7" ). B4ED
8 ZUFH/( “HSV-8” ) BMNG. 4. BBERKHRE( “PSV” FHE
E4MFEE). WOREPERSER). BEE, SROURKRE 1 #
2 BUESR D). KRS EBAZREE N “Herpesviridae: A
Brief Introduction” , Virology, Second Edition, edited by B. N. Fields,
Chapter 64, 1787 (1990)).

FAEERE( “HSV” )BR—BRERMHRZRE, HSMEET
ERERERINAER b, RSO b BB B R AR B — K
% R/

HBARE R EEMNARTHRE. HSV-2 BE~ & RANR
B. BEEFADENEESBRFFEWR HSV-2. —HKH, HSV-2
SiBUR

HKE-#RASKE 3 BASRE)FENEREREKEKE)
FHRAEBCERAEE). BEERBRE 5 REZRE)FEZIILFNE
A S AR . EB BN 4 BIEZRB)RMAEREEZMEEL 1
WEAA, SHEESKEENSEERX. X ANEREEN3IMAE
BN EAKE B HF(0ld World 1 F IR Z) M BRI Z W5 New
World R FHIEZHE).

2. TR EEH
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PUR B AR IT £ E B E L MY W& S (ACV) BIVE T
AIDS K2yt 2 R EAZT)MXEENEODI). T it JLPHim
FHRHHF .

EHZER, FRTIEHERENGYRIGT AIDS. Hididx
R E A YW B Bl W Abacavir(ABC) .« Adefovir(ADV) .
Amprenavir(APV). ¥ % RE(AZT). £ (). FLFAEMEEALC).
Stavudine(d4T). Efavirenz(EFV). $X K E(BTC). ¥ ZEIFH(SQV).
Indinavir(IDV). Ritonavir(RTV). Delavirdine(DLV). Nelfinavir(NFV).
RFEWFNVP). AT, APUREFIET AIDS NERXEEHRERH
MRIHEE . RE—EHREFDNDIBR S, BEEVEISNMERN
RFFEE TREF £ Z X LAY HIV-1 Bk, 55, FRIUR
BAYFEBENENE. FEFRMZENTAKIEGTT AIDS.

BERBREFFRIT AP EXIET RARZIRER N,
B A BERRAZHEABER P ERN/HTAMEJIDU). Xz
EYERBRAEZPERBREEA—EN. S TIEST HSV Bl
HYEBE=FMWE. FEREETERE, ara-A). FEKRS, KRS
DNA & BAMEIFIT e RS ARG . XEHYIHBARTER
BRES, ATUMHIIEKRRI. AW, BMEEHE T RERERKE
MY, BERNLEIERYIBITMRET BOMEF AL, it 2
ZUIT-RHARAEETHEEK. Bit, EFEFRBEARH TR
SRYQIT 5 AR R B AR R HERIA .

Hil, ZHEHRFEUBV)ERENT TERRZERNERNZE
AR M. R, EFMEENRLEEEREHMEENEFENEREE)L
M. WLHYCLATHRITEBECERR, BT FHE, L—HIEH
B

StFREFL, HERETHNERRETTE, XE8E I H
B 5 i tn o B AR R AR A DA S IR E e R R IE I BLAT K .
HEr, ME—TEZMEERERGT R TREM/EBMEHK, WE
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L F 2 /B N(6)N B RIGTT, [ Re S ST S 4H L b B R R,
FE— AR, R, BTME. ASAARESHKETES
AIREKITIR, HmREL A 25%.

C. PHY906

44, PHY906 RIEZGFEAEF, HNUKSHEENMHEHEBEZ
—EHLAR. FRIMELGBEERERSLBENKE Scute ). H
®, AHEBREGE 3). Bk, ITHEXARAFTTHNEALS
M), WFE 3RENTHEYBRE—MPEFE—EYH. RERHKRT
B 51 YR 4 B 40 A4 AR 3% PHY 906 HIFIHIBIF, BRAKINA
SR EAENMAEYMOEAE S, KPEYMEaR 3 FNan
., ARPLEXLKELNEMILAE, FRANEHRFED
—Fh A SCETA R PHY906 7= 4 M A iE P BT B AR H

*3. BEWHTH1& PHYY06 D9/ B & FF B F

TCM EH R EAEX 4
% JB(Scutellaria) HE(Licorice) | AjZj(Peony Alba) R E R X
(Ziziphi
Fruit)
B X #§ (dnemone | BB F(brus | # Ft (Paeonia | & (Ziziphus
rivularis  Buch.-Ham. | mollis Hance) delavayi Franch. var. | jujuba Mill.)
ex DC)) lutea (Delavay ex
Franch.)  Finet et
Gagnep.)
i B @ # B £ H B | A%(Paeonialactifiora | T HF E
(Thalictrum  omelense | (Glycyrrhiza Pall.) (Ziziphus
W.T. Wang et S.H. | asperaPall.) Jjujuba Mill.
Wang) var. inermis)
mEH+ X3hF|IE H E|EX WA %A (Paeonia
(Mahonia bealei (Fort.) | (Glycyrrhiza mairei Levi.)
Carr.) eurycarpa
P.C.Li)
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M K 1T Wandina | ¥ H ¥ | B o BL A 25 (Paeonia

domestica Thunb.) (Glycyrrhiza obovata Maxim. var.
glabralL.) willmottiae (Stapi)
Stern)
VA B X Scutellaria | Bk R H E|T 1 3 (Daphne
amoena C.H. Wright) (Glycyrrhiza papyracea Wall. ex
inflata Bat.) Steud.)
Scutellaria amoena |l B H E|F ¥ & (Cynanchum
CH. Wright var | (Glycyrrhiza otophyllum Schneid.)
cinerea Hand.-Mazz. squamulosa
Franch.) |
¥ X (Scutellaria | HE(Glycyrrhiza | ¥ 3L (Codonopsis
baicalensis Georgi) uralensis Fisch.) | lanceolara Sieb. et

Zucc. Trautv.)

Scutellaria baicalensis | {8 Z& FL (Phlomis
Georgi var. albiflora K. | petonicoides

Onuma Diels)
/) & (Scutellaria
chungtienensis C.Y.
Wu)

B 5 (Scutellaria
hypericifolia Levl)

W YL 3] & (Scutellaria

likiangensia Diels)

Scutellaria obtusifolia
Hemsl. var. trinervata
(Vant) CYY. Wu et
H.W. Li

3K w3 & (Scutellaria
regeliana Nakai)

Scutellaria  regeliana
Nakai var. ikonnikovii
(Juz.) C.Y. Wu et HW.
Li
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H W ® F (Scutellaria

rehderiana Diels)

Scutellaria tenax W.W.
Smith var. patentipilosa
(Hand. -Marz.) C.Y.
Wu

#h F ] X (Scutellaria

viscidula Bunge)

XFPEZGHF ELETMKIAETHRT SRR, 0T K.
FEEREZE., K. K. Wrk, TR, D&M ZEHE(Hani Oka
Taki No, 1998). #EiEH PHY906 HIFIFIZER 4 F.

# 4. TCM #I7] PHY906 K25 4
R4 | Babk | AL T NzzpS
BTREEREEBN: RORE: BITHR
333 | EEMW | AR, MR AW LUAT B, BITAUE
VAT B, HEH F AR

"

i

BT LS, fAEEF R WHIEAR
feM; BXMBEHREER

b 222 |BE BEBNEMEG/ER

HE 22 | HER

SF] 222 |BAR | ATMEMERAR; KRV HFALLR

% PHY906 HIFEEEERE. HER. AEAUGEES, H
FAXT ELBI BN R . 4/14:3/14:4/14:3/14.

RERMET PHY06 HEZMFREE LLBFIERNFI T, EXKHANAE
Yy F0 75 R 45 B A ST AR B BT 7 AR 0V Y O AT 4T Ee A5 Y 17O b B 24
4o

HEl, B Sun Ten Laboratories, Inc., in Irvine, CA (£ Sun Ten

51



200580046187. 8 oo 1 3E49/99m

Pharmaceutical Co. Ltd. (72 B AR 4 {REE I HIFI A= PHY906 BA B2
FREEFBRIZ54R. B 1983 FLIK, XF PHY906 5 Brion Herbs
Corporation (12020 B Centralia Road, Hawaiian Garden, CA, 90716){E A &
YA R AN E .

£/ RETI S AT A PHY6 MT MR BER. B
%, BEALFMELHENESETRERNST, EFRNER
THKZEE, FERHE. TR T a5 R EFERFRPER
B, REF 120 BFMWFTRB AT 2 BE Y R. WEER, REET
WEERKTKRE. EFETHEREOBREHEZ TR, USBETH,
BEELBETH, URBIBNKMA. MREEXF R R P 5T Sl e T
gt ol pic

AT EEHARTSNSEMTENE. IRTZEHAFEE
ARF: REMTHEERER, #iE HPLC BB EIRE ST, £
5E BTk B R R AR HE A0 xd FR A R A = MR B E . AT E
FhadT AR EI & MEFERNE - S REL TR REKFAQL)R
i

EEFRACRP, AEFIBAANTARSEERERS.
EHERETEEREFEHFICK.

FEA R CYREEREREMUREAYRMFEE. RSB T
F 4% PHY-06 25 )& FERIFREY) -

# 5. FiTF PHY906 EZ 4 AR 129

X B2 R e
s P R
HE FERSESEEEEX HEM
x R EA A LR =P
S =R NEHE
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D. PHY906 K254 37

UGB ERE. BT, BkA. DR, BEER. 2F8Ekia
BATARAMASY. EAEREFERN, FTLUEEORERSE.
FrAZimAERRRTZARNER. BENAE. RHETRRITR
RN A KIE) WRIT B T R A B R

AU ARBATESAANAYHRRHRATRE. EHiE
RRELT. L, TURREAMEX=MEIMHF, UL
EERTHES SN,

AEPTRETHE—HBASMHBTANEAESY, ZHEGYTHE
7 & MR EVEAEA/BUR T E M AN, ISR (TB). RRFG4R
(NK). B4 40 fo R s S 4 B A S A9 o

RENMMEEAR, BEEMESRIERENREERENF I
RICEA

B AEHRS, ARPENASGYETUEEEERATHHE
i, AEBREFFMBR, IR THEEELE DI TS,
ZEFEs R TR AR R

PHY906 B&i% LAZyMpslI e, Blin k. = ERemig
fR, HPEAIENEERS N PHY06, HFRAEEIA. BB
NG BN G RV AARBRIE R . 7T LG Bk iE i sl 5 il an
EHANLTETAASABRERAFT. AR, KRE. &7, H&. 3
7. BEANASSNANEMEMER. 2RANHFEENTH
¥, HEAEA. K. BEE. IUE. WhEmR. PR, HEE.
R, SHBRE. EXER. AEA. KEZSMLE. DRER
. FEMERTEEEAR. LB S AR mBRE, &
ATCAMEF B, FRES. BRRF. HEmMER.

AT 4% BEREE Y0 A ISR, ¥ PHY906 52548 ik(Bl
wHAEFSS, mEXRER. 5. B, LEE. Ba. BRER.
MEREMRSE . BERRE S E )M E B AR EFI(BI KRS, L
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REETREAEGY, S88EA LY PHY6 BAWSHLLES
FUEZHE. SETRHNAEYHRAELS EHTR, RISKEER
S BEAEYP, FEHTLUFERE XA SYHESBRER R
PSR, WA AFIRE. 55X E &R 5 4 & 95 70
AEERERRPHAEYN LR RAFBIRA, RERE.

REBLAEE PHY06 M RIBAFAKRBULMGTXEE, LR
H“EAZEKIERARANTE. S, FTR RIS RS aENEMN
BRAEFERD, EEEANNENIBH BN FHHFHDES
WIEERTT, ZERATHIEEE DM@, £AEKRT BTk
A+, RATFERER. BBRKEMNMEHTEXRBEEER
B, XEMHMERETFZEARURRERSUTHE MK, SR
MZBRAEENREY.

HLERE PHY06 AT ORIMEIFEHAHNBBEAETE: K
W . ERAKKNEE. KEHESRNANEEaHMmMETm. ZK
. BT VR ERAE A i A TR FLF A R BRI A R B Bk, EAT
KBEBAOAEFRBBFNERE: ARHNRANK, WMEKK. M
aEs. EEgth, HiEHEE. RFEFERM. FEAER. RO/l
P T 5 B e o

FF O IRES 25 B AR IR AT LUR A B s vl . 48 3 SR &1 I T
X, BE AT CAE AR A KSR A B Ak B R TR

o W LLEEE MR, 2452008 52 AU 0 70 ) 20X 2 v A
N FrR v inFg A flin. BhRFI@ LA EER. FEFERNEAL
fo T & RS ) FLALF(EI G OR B AR BT R B ) JEAK BRI an A 2
. MEERERZE); BRGNS EEXFRF RSN REETRA
AR LK) A1 T ER AR 6 77 F0/ERH BRI o

T OREAZE, AKBAIHEEYET LR R A 77 2CBC R A
e EEFR K.

A LUK PHY906 Bt Sl idid H 4 M EmERIR, EHEE
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FRERNSEB/AEARSEE . 5 RS UFE T 8 o 8
., FIMEZHBREZAERSED, SFRNNKR. FRded
PRHIn TR, PlmEmBKESE T RBE&R. BREAR, 7
B S BECHIF By BN FRRE FUR/BA BT . BiE, FridiE s s vl
URBARE, H T2 LA & B 8050 n 50 B 00 R K B %
#

ATEBESHHNSERASE T KEEANEELEYHE
W, Bl KBS REW. BESh, AU IE L E M BIR B AE RS
ARHEESBEANS . SENRELERARBGaRE: B,
BlanZ BB & R IR AT IRER, Blnyh R Z Bk H =8, & KEH
REFALUETEMARBSFMENY R, SEANRFELER
M. L BEE R/ ECE BERERT . ARk, HBEFETUAERER. &
REE (E A RE A RE /], ATEREEHME L.

FESERBRA R AT, BILBMERAAFA PHY06, HEEH
G RS W FIAE. ERSBRELEFTES, TURBEEER
RSB, BARRANLED S TEELEETHRB AT
SRS Z. TURERANUEDEEAN, —BABASY
WA BE D, 4B . . KEADNRARER, skt
A

ATl & B H-S YR SERR 77 44 25 2 524k B 6 7 B R B8 %
APEBEARNRBREMBET S RK, HAHRTHW Remington's
Pharmaceutical Science, 17th Ed., Mack Publishing Company, Easton, Pa.
(1985), BB FIAKLEASE

“WBITEH” RTRFERBRBRTIERNRNRERARN, X244
BHRenfg. s, wRESRERGEA TELEETE), KiET
fERAR N E, MYGITIREATLLE X TDSO/EDS0, & — eIt
{7 i 7K T BB ABLEE

E. ff A PHY906 B 757
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AEBHRGE T AR PHY06 FigITFIkigT & FEm. R
BURIE B 5 15

A, ARPBRMATERREMER PHY06 Mk I8TT AWRIGTT
R EREURER TE. Rk, AKRBERETHTEERNTIE,
ZTIEARE R BERKEEL — TR E MEAELFIE T Y PHY906.
%R TAYMEEBART CPT-11. 5-FULV. VP-16. L-
OddC. FHMIR. FEME. RPMME. DIUEK. SREE. kK
HE. BEEM, XRARBTHRTERERE. BIRE. FHaKRE
Wik, ZFEAEBEAAZ CPT-11/FULV. BIHHAFULV B8R
YR/ TEABIR N PHY906.

AR FFXFHAMEA PHYI06 MBTRBFRRIGITHER . EREH
REMFTVE. ik, ERARBTHRITSREBRERERNERNS
%, RAEAERBERSEH MRS MIUREFRM PHY06. EiL
i, AKPRETIRT AIDS WHE, ZABEERESAA—MEE
LY RR TR PHY06. EZFERIEH, RS RRELNL
H AZT. D4T. DDC. 3TC # DDI. Z{tik#, HEEALLE=F
YU BN PHY06 A E. =MPUmEBRNNMIEAESABERIRT:
1) DAT. 3TC FMEEEMHEGR; 2) AZT. 3TC MEEEMFIF; M 3)
AZT. DDI MIZEABMER. HFET HIV BNEEBENHRaE
BEARTREERF. iBFH. PERFNRLELS.

EXRRKPH—ATH, MARKRNEESEARRN HIV 4K
475 PHY906, LAVEAH PHY906 SRR RIS, Rikkh, FridE
EREARAREEEARRTF: Jurkat. KB, HepG2. Hep G1.6. T-ZJfL
WEIE(CEM). &% 26, 4 38. HCT116. PANC 01. PANC 02.
HPAC, Pk HIV 41 R BIEEAR T HO 41 i MT-2 4044

EARRAMA—NTE, HIYKS42Z PHY6 5—FElZH
WEEVRTT IS PIR BN, LAFRE PHY906 275 AT LA Rt iR & Bk i
¥ 30 B8 T T8 BUR IE 2 [7 40 5238 9T M ELPUW B VR 9T M sh ) i A2 V8 TR

56



200580046187. 8 oo 1 E54/991

. fliksh, FridashmREmMIAsIY. BENiEM, FridmasimRA.
Al e A TH5 E R AE BRI B IR M ISR B . b4, )
WREAFRBEUEARRSE. XRFYBEBESMHFRAMK. B2
KRR BERER/DEA TR ERERS . EAEMBRRERRE, BF
AR SR AIDS. Fitn, B|ENU)REZLBER, A
BERE T AW fEARMBE. LERARBEIE PR
AWK, ARNELBEERATHEZFE. "TENKSRERBESIE
(SCIDV/M RRILH TCR(T MMZ )M RZERE AR EY N ERBIE
H, RMHTERHREHFE. beige(BG)/NRIEWH B R RR R4
FRGRFG, T X-EER SR FEXID)/NREFE B A5 HAERE.
WoHh, CELESMMBRPHIT TR, UFEHFFEMZRESFER
) & & (B 40 BG/NU H BG/NU/XID).
AUERBERMBIRIVEAATE RN LRZFPIRIESE,
ENLPERAFREFTESLERE, ECEHAYHBHLE, &
EFREIEEBRLERTRELTESEN, UAFZMHEMRER
% BUNRAERARZENEARERARERERELERSE, flln
SCID B4t SCID sH#LA REZHEIE AIDS BIHzHY), H7ES)
VE REREFEBEARRIFS, AIDS © &4 W #l((Perryman L. E,
McGuire, T. C., Torbeck, R. L., and Magnuson, N. S., Clin. Immunol.
Immunopath., 23(1): 1-9, 1982).
ATHAZLKRENHREERFRERTORERE LM
(Sharpe % A\ (1987) Science 236: 1671-1674; Sharpe % A (1988) Proc.
Natl. Acad. Sci. (USA) 85: 9792-9796; Sharpe & A (1989) J. Virol. 63:
1049-1053). t4h, CELHENABBREANWILNYIER, RFFTHE
BEHMBE. Venezuelan FIVET LN WEE. LLEIRBEXFREFHW
e EFRER ) LR (London % A (1986) Teratology 33: 323-
331; London % A\ (1977) Teratology 16: 285-296; London %5 A (1982)
Teratology 25: 71-79; London % A (1979) J. Inf. Diseases 139: 324-
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328). FHXEIE S B BB 55 (STV) B YL BR MR (Macaca mulatta) T B 3
T AHhfy HIV-1 &, HIV-1 50 SIV &2 EF AU FEHNERRTER
55 ¥ (Chakrabarti £ A\ (1987) Nature 328: 543-547), ¥5[&%EHHEE,
MNTT S BHLBUR E B G LK P AR L4k R F (Letvin F A (1985)
Science 230: 71-73).

DA K BT 4 RS YA B A T 5T AIDS FIE e, H
chZE AR JLET. BIBRFOWE BTN SCID /DR EAE AL SCID/Mmu /M B,
BF, Ak 40 B 45 8T 1 5 (McCune %5 A\ (1988) Science 241: 1632-
1686) . X/ AP BN G R X A f B 5 PG R B (HIV) B 3 SO
(Namikawa 2 A (1988) Science 242: 1684-1686), TR & ZIEL A
TR AZT FEIEZE AIDS R E R HIF IR .

X£EER 6,184,436 AFF T HfE AIDS /MR B R R DR .
ZAORAFEEER, BERAEAESA CD4 Ba FRTRIEEER P H
73 HIV-1 #) DNA F%), MF/MR CD4 ZEFRGRFHME. ZPRK
4T ER AIDS KR H BRI,

ERELHEFRF, TR —MRSMHILZRTHYRGREF
5 PHY906 BE & 1IT HIEY, PN HAETENFER, HENSHE
R —MER B ML F IR IT AV EPUREF Y R . B RN
PHY906 Xt Hi B R PUm B E E ROPE R, LI E PHY 906 HITZh3 .

B4k, TTREK PHY906 U AHURBIGIT I AIDS KR, B
WA EIRAT AIDS ARSI, B—2aBEd It sirik
ETHE, HEtEESNYAANPRERNSIIRENHSHNRRRR
FR., E_EAFENSEA AIDS HEiMA AR EREIREN S
PHY906 FI&. TN BMINAE, S5EETIEFAERZ PHYI06 [
X BEN YT EE . BbAh, TE W R 40 A0 M vt B R B, PR
PHY906 SHRBHRLHIURBFINA SR MBFEEE. I8
B4 fvtE, UAHE PHY906 5HURBAEE MR ERINASERTT
AIDS RIS . BERBHE R SRS Z) PHY06 Rt RaEhHit
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ITHR .

F. AT B & BT BIHIF)

ARPBUETREASYNBEERIT, TRAENEE —MRE
ALY PHYOO06, FITFiATRE, NERFEMEMRE. BRIREN
MpE. ik, PRt EWAEIRIT Y, #n CPT-11. 5-FU,
LV. VP-16. L-OddC. F}EfhiE. FHMIE. VIALERK. SRILEN
By R4, kST UETREN D AZT. DDI. 3TC M
D4AT. BT oI LS ATiRIL &5 PHYO06 fEAA Y —HEE ), &
# 5 PHY906 HIA 25 B A iR b &9 . PTLLESE 4 % BRI 4
EYBE R —MBITEMFER, B EWERITHEETIET

B BHEHASYRSWEATIENME. Flim, —FK
SAUEROBREH=R, ME_MEI>TUBRBKALEE —R.
T LS BT Ak &M A0 PHY906 B Hi B —iE, AT —IRGZEIRIEPIF AL
5. HIFIFFIED T AR

ZYHSYEY. TTUBEEREENFREGASYREM
WZGTT 259 PHY906, iR FRIFEULEYHIRE. ERH A
75 Bk S0 X B R A BIPURE RY . AT LB EME U B ERITHY
ARFREEASENSREYRT, BESRALEGYEERN 1-95wt%.
DUERTR A SR EES DR, ERE@EWHFKA. UN). B
B Ffk. B9, B, BN, BEROER)BRBS SRR, Bk, 4
SYMBRTEEW: AR, RE. AR &R, BRA. BR
R BF. W BEKBRABER . R, KB, LT, B
B . drenches. HZyHEE. 7. ERFA. TEHF. BEAY. HER
SEHN. TURBERNAEZLBRERNAWALE s WS RA
Remington: The Science and Practice of Pharmacy, (19th ed.) ed. A. R.

Gennaro, 1995, Mack Publishing Company, Easton, Pa. and Encyclopedia of
Pharmaceutical Technology, eds. J. Swarbrick and J. C. Boylan, 1988-1999,
Marcel Dekker, New York).
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UK AR MAE SR RES AR AN RAESRLE
AL AT T 5E I [B) BB (R BUBE LB L & JE— KA S WEF AN
EREN, HaRE: (OEERRBREK, EEAEEREEA HEENSY
WERSEIR: (7EREMBHRBE, FEERBREK, EENEE
B L1EE YR E BT ()8 75 PRI XHE S 02
YIKF, RIEHE S E AP0 KK TS (E K E) TEEAEXH AR
BIYE M &ML, AT ZETRE BB A1 BR P 4 R 20 0V R B0 Giv)alag
Pl ERA YT AR ER BRAARRSENMWERAZ, Ml
AL PERREIR: MBI R RERUFET S Y$%T
R € USRS MR A, M TRHE ) Z5 40 4E F B U

LU EYRMELE PHY06 HARK, AABEHNERNILEY
ML, XHER: OFRTHREEISBESEARERR
ML RRESSBETERANLEREZ AHEEBAD; E%, &
BITTRE TI & X FH I B (LDso) 5 ¥ 5 37 B (EDso) K HL
R); EBBHEFREERKE; RGE)IEEENEDFLER, A
A THILRAKFERFERTKE, FEE—RPIHELY.

ATHRBHDPBRBEREL MR EYREE R ERER, 77
ENYF % KIS P AR —F . E—DEHRIF, EidEYEEL R
FRSHEMEL, BEANEMHEUNERASHIRE, KKEE
. Alt, BAMEELANRERREBIAMAEY T, EALEH
Pk, ZEMAEYRUZENTNBBEEMR. FTFaEa)s
HEZRATLHAFRREAESY . WER. 2R, LA, ME. %
BR. GRRL. WhH RS Bk

M TFORIEIAEZE: AT RRAEE PHY06 Fl—fpE £ fit,
EYHAEDRFEELF, FAPESEERSY, HEELEH%
AEZHBREA . XL LR BN : 158 5 B 7 70 (6 tn
FERE. LAUE. ¥E. HEE. MRFEE. B8, AEIKERN.
RIRAES . SALEN. FLWE. BEMRAS. BRERESIRBERRAN): XhiFIF0 B R
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(BIIAERFTEY), BREMRTER. B, BFEDRERN. K
REPEAERM. BRENEER); HER(GIWERE. HEE. HE
B2, PURE . ER. R, R, B, PURkER. MR
fR. BEREE. RTPEASERY. FEAFER. RRETFESS
B LEAER. ROFUWBEIMERZ Z8): FiEwm. B
IR APt fe iR e . TEARTREF. BEMGIR. A . S4EYMmIE
f). HAEATEZMBEAATRESRN. AERF. HBEF. RiE
F. BrRE. BE, ALLEETRLEYMI T PHY906 B i st O ARk
/.

AFTTURARERE, EAMUELSHNEREENEBER, LA
G EIR 7R & 8 i A AR AR L, T 7E BE B 1) P SRR B R 1
Mo KA PR T UHUE (R B BUE AW (Bln A T REREH
A, RECAURTAIRIEESY, ERELE UEHEEXR).
RETURER. BERGIW, ETEREFEGEE. FEFE
A PERCEGER. BREAER. RPEALER. RERKER
RY. RL_BRN/BRZEWERER), SEREXRGID, ETFRER
BRI . BRAER. BEREFEARERREE. RREFEL
FRIMITARE. RERCHOE_FRE., R/ ZELE
). Ah, TT LA A RE A A B A TR H v BR Bk A AR TR H s

Bk FAHSHTURERE, HTRP4EAGYBREENLE
(B, ERBEEADITRELFRER). TUKES EHE
Encyclopedia of Pharmaceutical Technology F BT, K&k
N FH B 45 A L. |

AP PHY906 FJU—RIBGEFN T, BETUKIFF. &
—NEHEF S, BE—AYESERTBGAR, TEZHWEINET,
M AE R BB 43 28 — W I EERBE R — A TR

FF O AR A F B 6500 e mT DAAE D9 PR A B, B 1R 0 R A R AR
%, HPREERT SHEERARBERGI DL E RS . LB, M
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FHER. KRS, IRBREEFET)RE, HEBEITAKKE, Hf
A SKSMEMNES, Flledm. MRS, 7L
A LT A TR T iR sy, RGBSR, RILKEER
ERETRIE, LUEHT 2 H & SO AR ) .

FEORNZE: REFmditaPEsE PHY06 H-& 1 HkEA
R AT DAY 0 Bk 44 3 sl i 8 W PR 25 0RO RN /ERET K
BRIBUEEZ D

B HER A RE. AFEBAGR#EITEZEK, ;|
ZEIHIRUEDBASENBREY, REREBEHENY 83T
B. BBERHTLUEE LR - S HREY R, /e mik. &
B, glycowax. BHRREE. CFAFRAEYE. BAEEE. R H MBS, 8
FEER H wle. IEHIEARER H s, ZEAER. WHEBRME. d-F3
. BER-TRAEER. BELH. RERLE. JHEMERE. R
L. RPENGRE. PEAGRTE. PERKGR 2-2EHE. F
EWGERE KRR 1,3-T 2R, FERNHRL _BEN/RRL_E. &
BEREEEHAS, FEMEETUEEAIKRREGER. B
RS AEE AR . FUIK 934, BN, =MERRHMWES. WHERTE-
FEREGR TR, BE2E. BLEN/ELRELED.

BE—MRZFHIERRIFHILEVHENERASYIETT URE
FARBREMEDRE, FRSUREERB KNSR TR € r
). B AYSBERIREYN 20-75% wiw AR B 25
GER. RREALEENRNEFEGEREN, REHELSOH
ERAHIFR . REREHMERAER RN, £58REME, ~
FESGERTMEREEL EABKNERFERE. ZERFEESSKER
REEN/NTF—, WA R FIES BRPRIFEE.

JHF OMRE Z5 79784 7T LUK BN 4AL S YEE PHY906 KA &
B R T O MRS 5 W1 . 18 & a8 I V8 I 7K SR 1) &% 7K & V5 K R K
F. ABEFRBRAZATORESEAHIFERE. /EARBFN
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IR TR i TS P B4 5 4 BRI B R . B & A — M ER S B BT B
FIBIRAE—E. SEMNSBFBUEER ARG RIABEAR(G IR BEAE
HENZHE SRR A4S Y. K Re B EE B Re DT BR 1) & 70 BE)
MOEESOEEHGINRAZHETERREE. RELKH LB R MR
fs. RAZHEUFERMEES). SENBERAGI MR PETER
M. PEAEER. BERPF.

FGEASY: BRTUEFIE., FIF P, EdFEs . WREEA
Bk, IR, BT, S EEENLETAYBANENNE
EIBHEBREANY), EHERSHREFBILEYES PHY06 A&H)
RERAYAEY . XLH S Y017 & 9 H RS s A
ABRRAFE . EEMHIAEE® E LA Remington: The Science and
Practice of Pharmacy X %,

T IEMmEF A A AR DFE T 8 oo B (6 ) B 2 )
F, REETFESILANFER/MIF, Kb ma&ERRRE
RTFE). AEYTLLRER. BEF. A, WBEESHTEARN
BAZENER, HECTUEIEFRITHAKSRS —MaE8AkE
RRTH. BTEESEY, TR4EYEn IaEEERNIERE T
ZRBAEM/SRER . TSR AEWBAIR. HME. 9IKAL
e ik%, ATER. Wi, FIRAEYAUESEEN. BE
7. FsEF. pH VAT R FN/E 2 8 .

mEpR, ARANAPHEYTURETEREEFOEN. B
HEXHANAEY, BEEMHUEYERIESEFEEERETEZIE
AR, EERZMREMER S, TUEHBEK,. ELHRNE
LERLERAEZAE pH /K. SEAMMEEERNENF. 1,3-TZ
BE . WA R SR EMHE R . KERFIET RS —FEiEZ M
EBHRIBI M BEEFRFEE. NREFRIBEERNREXFRERIEAE). 3
iRt &z — (XSS T /K, AT RRES IV B 38 9R 7 s
i, BCEERE VS 10-60% wiw N —FF4E.
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BEEGEAEY: HEREREAEY LR KEFR . K.
EE. BAMETER. MEW. MBFEWEILAIMEN. RE, LUK
BEBANTEYHEREE. BBRE. gUKA. A RRRE
.

FE T 8% ek /i ok BB 06 Rk D 451 G T A ) PR AR/ PT AE D TR 2R
&Y, PIMBEZBRARER. R-(EERGRRTER). RQ-BRLE-L-
BREBRNBER). LG EEIERES NN, WUERNTENHE
BHANBAKLEYATEREE). EAR@BER). REAZHN
(3

F TR B3 50T 68 2 70 BT A2 4 e ) (T 2R — F Rk e ) B
AAEYERAGNRCAHER). RELR). RCER)BE(RRE)).

BEGAEY: TUEEBMEYES PHY6 A&KENTE
e, THEBNA, A&YHEENEaRERAEFEIRENK
RO E A IR R EURRT) . EREKBRFFFF, KiEtH
Y 5iE LR 2y ARFIE RN AT A, BRALBRATER . H b uIAR. KA
REMUBHERATSBERNREZ ZEAMEA ZE LEE fE R RE A
& . ATUBASFERINN. BE5RTER IS .

FHFRARAEY: KRS YES PHY906 44 HCH
BEATHRAN. STEIBRALZ, AANFEAEREREFNIE
. EREMBEHTS, BEERSERRSBESEREET.
PLZ5 Y EIR R E AR AN REBRNT R, REEAAYLRIZFAET
EZHBAMRERLREEY &AM MR, mRmBER.
WA PERFIFB R ).

- BERGEASY: TR RRNLEYES PHY06 4 HEH
BRATZEMBEAEY. FTAAYMAESWIET LURBS 257 Kk L
2 R, HF R SR A R T E AT 2 A AR e, B
MERFRE k. BTGl ERE: LB, RER. WA BR. K.
KBRS VW, BEF. B BEF. #A. BREMHAASRER
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BHKR. HAEUEZNBARBER T LAERE: AR, HEN
Al ZwFL BIER. REF. RBF. BEA. BERBRER. KE
FUEER . R AR

FLALTR B9 F 7 R AR B (f5°) a0 BT oz A1 AR i 3 A ) R 4R i g
(B K Z R BERE AL LB M BRATAY) . EMATINBI TR TE B
(BHA). i EEATEY. £ EBMREMTAEY. THEEBAEEE
BR. BIEAREFRENBREXTRPE, HlanxtEER P KRR
MEREXEFRABMEALSE. REAOFFREHM. F2E. LE
BEHRE. REFNGFERN _BE. DMSO. ZZEMK. NN-—HF#
LWifE. NN-ZFHERBRK., 2-mtgsefi &XETEY. NEREN
Azone.TM.. ZA&FIKIBIFH EDTA 4. FriEBBEEE. BRI
Bl F R Carbopol TM.. SFERMTEY. R L. ERE. WRANEZ
LA . WERERNG TR B, A, FEBRT B, B
Yy, e ER LB EES(Span). R Z ZEEMAEHTER L BLBEE 5 H L 2.
%2 B 48-A F= (B an R4 245 1L B438 B i BR R (Tween)) o

KT RBEY, EMURLEARATRTAB/EER LNAYHEE
YIRS ET S S0 LEEME. A4YTUATEESS,
HEHTIIASEAMEXLPGEIWMER. RiE. FEsOE). 77LGE
WRFEREARERANASY, WHEHEEWR. . 5. FE
Hih & &R FZIHETE.

BEEZLNGEHASY: FTURRMELEYES PHY06 44
KHBEHTEREEMBTSY . FLHTRNEBHAYBREIE KB
BHRER, G BENXSNER. BeRy BEHER. F808R
RN EAR. BdFH ERFENGERE, TTURSERY
2 FN/EREHED .

EENBFRERY, BEHRAYEETEERN, UETL2AHEH
A ZEAYHER e REBEEREEGINRESR, NEEREGYHE
MAAL RS YESRIT LR EWEG N L15-BE R Z G TR R Y+ . X
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RFEHELEYRSEEREMERR. EAVMEES, EHEAYHE
AHEBMEREYELR D, BiEBRFERERAEN IR AR T .
EREMENSIRE, NA-—EEMEREY, UMEERERE KK
REEEM. HEREDHNENSELHADHEENERRNERE
Y.

EHERTHEsE RS, BdBEHADERSIBERERE
Y, REKBESEEAYHETNERIAEL LT EEAYNER
WHEFRE, UERAYCERSR, REREEADHEE. &
WAOMBERNISTEAET, BIBEEAYES LT BIERK
BERREYELL, REREARGYESZERFELLERSRE
REBMMEENEE S, RERFEEADHICE. BHEEREDES
E AR, LY E S E RS

M EARY, Bl EEBADEGKFEKEERSYRIK
BRT, REBRAYRBERIBEREBEREGDT, URRGHUCEN
ZNBHER, REBIEHEY A E.

AE: BMUEYUPIRERRTILAEE, G G457 &
WITHRTR . BRI ES. ERTEREMPERMEGTENE
W BEMEE.

WEYRIELHE RS 0.1-30 mgkg KE/R, BEREHENL
0.5-15 mg/kg WE/ K. WM EFTR, TTULLER. RIE. BFEHHERAE
KROMFTRUEY), REURTVOHAEBELFBLED. ke
B 3E B 48 2538 & UL KB B T B L & W8 A\ e AR R BET .
LAY G BRI, RN AHBERImOmE.

RIE LR — B ETe, THRERSSHEAIGE RS, HIER
FHRERKR\HER. HAARENEEHEENARFEERAN KL
LA BN

SE 1
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CPT-11(f L & fE, Camptosar®)J H Pharmacia & Upjohn Co
(Kalamazoo, MI). 5-BJRMENE(S-FU 8% FU). EMEROEMER, LV). &
T M. KB E B-HINERETE. TR ENBRIEETRYE
Sigma, Co. (St. Louis, MO). 7E Yale University CanCer Center 1% ffr#
S BE% MEME 3373 . RPMI 1640 5B JRH Co. . *HE
. BEEHFIMEREWE Gibco Co.(Grand Island, NY). PHY906.
PHY-915. PHY-14ST f1 PHY-15ST fE# #5188 Sun Ten Pharmaceutical
Inc.(&dt, )R, LIFTFRIE TJ-14ST £ PHY-14ST H-EMEAA
B : % B (Pinelliae ternata Breit) . ¥ % . | i& (Coptis chinensis
Franch). BE. K&, A& (Panax ginseng C)MZE . LUFIFRIE TI-15ST
) PHY-15ST BB & (Pueraria lobata Ohwi). FHiE. BXEMHEHR.
PHY-915 B RAMEHAK: AZ. &, AR, PR,

B TFHEEEZRRY: B—mAYEE 50%EFRAR)E 10%(kE
PRALK) T R E R PHY906 T4 E(B)R & RAEM A PHY-
915. PHY-14ST & PHY-15ST EZHIFIZNZE] 10 ml 80°C H,O0 F, %
80°C F{#iE 30 min. &EiTE.:(2060g, 15 min) \FRIE 5B _LIER,
SCEMER .. ETHEAKERYNTE, +E PHY06 LiEWKIKER
50 mg/mi(CE B BFFIHK)ER 90 mg/mICR BlEALK). ETFHKRKT
E, BHMAEZFHANNKRESHE 100 mgml. FH 045 pm £LH
Acrodisc it 7E2%(Gelman Sciences) KB _EiEW, FATHAEZEFRFREK
RIS .

. MEfE BDF-1 /MR (4-6 2 B Charles River Laboratories
(Wilmington, MA). HHETLHIR NCr 2R (¢4 Ai#)MWE Taconic Farms
(Garmantown, NY). B EEN 16 g E 20 g X FF /B TAHA.

HEEEE: SRS R 38(1-2x10°4M A 0.1 ml PBS )
X N2 HepG2 4 M(1-2x10° A4 AEHI 0.1 ml PBS ¥R THHEE
BDF1 Bk NCr LRI R+ . SRABSI-FHMNEMNBEOKEMRERE.
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%2 BT 7] R 445 E 78 E & (Pizzorno G, Wiegand R, Lentz S,%5 A,
Cancer Res. 52: 1660-1665 (1992)):

FRE B (mg)=1 B (mm) X 3% (mm)?/2.

10 E 14 R)F, EFRMEEEN 150-200 mg /M (A R3H/4H)
T 2598 55(Guo X, Lerner-Tung M, Chen HX,% A, Biochem Pharmacol
49: 1111-1116 (1995)). HipE R~FEBEER 10%8, 5P R. 8
MBS PR FRIT A — RO RG2S PHY906. 4T PHY906 Xt Frid
EHEROTEDRERNNEEERNERE. ERAEEFEN
PHY906 J5 30 min, MEREM(G.p.)%5 %5 CPT-11. W T4%5 FULV BX& V8
IgNE S

(A)REMA FULV VEIT: EGIER LV(50 mgkg, ip.), 1/pEE
B ZWFEH LVG0 mgkg; ip.), REENZILZE FU100 mgke,
i.p.);

(B)A FU/LV + PHY906 ¥547: B IXMIER LV(50mg/kg, ip.), 30
min J5%45%25 PHY906(500 mgkg, HAR), 30 min FHRAZRFIED
LV(50mg/kg, i.p.), AREEIXILZS FUFE(100 mgkg, i.p.).

WMTF%% CPT-11/FULV ZBAPWAE: A)HANXA CPT-
11/FULV: /MR RFIER LV(50 mg/kg, ip.), —B/E4% CPT-
11, RSENZIA 25 LV(50 mg/kg, ip.)F FU(100 mgkg, ip.);

(B)4 X CPT-11/FU/LV + PHY906: /MRRAE RFER LV(50
mg/kg, ip.), 30 min 5%% PHY906(500 mgkg, HARk). BEEE 0
K, FEZ 75 PHY906 /& 30 min, Al CPT-11. BEJSLBIA LV(50
mg/kg, i.p.)Fl FU(100 mg/kg, i.p.)iG7 M.

KIBITHE 1| RENSE 0 Ko WNE 0 RAGEBROMRAAHIK
PHY906(10 am 1 3 pm), ¥4 4 R 8 K. MTXHBAH, &/ KKRA
#HAk: 1p.25%5 PBS E p.o.A% H,O(HREZN). BREMBMEIFET:
., FETREMMERY.

MM €550, 3. 6. 9 12K, FAMESTME N/ REUML
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(20 pl). #RJG FH AR 38 327K (0.85% F AL 91 ¥ I v AR B B 200 pl. @il
BAKER SYSTEM 9100™ HEMATOLOGY ANALYZER(Biochem
ImmunoSystems Inc., Allentown, PA 18103-9562)%f WBC. RBC Flffi/)
WEAT V5L

AR FET=LRAF: NJE HepG(F 41 &) HCT 116(5 M9 )-
CEM(AH M%) KB(NEREHBEHARANBRE W 38 ARARMAERE
H BB SR YR T A Oy (Rockville, MD). B #{# HepG2 40 R A& KAEFH
ZE 10%F54- M35 (FBS)F 100 pg/ml EAEEA MEME HFEHF ., f#
#:f% 38. HCT 116. KB 1 CEM A REKERE 10% FBS # 100
ug/ml EAE R RPMI 1640 BFREH . £ 37CH 5% CO,p: 95% TS,
FIBESA TS M.

FAE D BB F F A ME M F T IR o 5 i 2 40
fAE KMl 7655 0 K, HBAMRIx10EMDB| 24-FLF R+, ERF
10% FBS 1 100 pg/ml KHERAL Iml MEME #5RZE RPMI 1640
M. E£F 1K, BHeH&MITEN PHY06 I LA R E A E
Ak, FEITCHEE IR, REBREFFE, A 0.3 ml 0.5% (wv)LEF
BEBEWG%ZBER)GARERE 30 min. A BRKEFRESE 3
w, FE&, B 1 ml 1%EEEREBS BR)GUAMEARER. &
Elx800 &M B AR 52 % 28 (Bio-Tek Instruments, Inc.) k., 7E 595 nm &t
VRV R P4 RV Vo

SEHER] 1. PHY906 X A [F] 40 e 2% 04 55 P PRt

i, B— &R PHY906 DA ZE] 10 ml /KH(1 mg/ml). &
FHKEHTN S, ZREK6.

% 6. PHY906 FIHb ki

e At B #it
JR T H £75 Sun-Ten £ 75 Sun-Ten

& 77 1% PRiE ARy
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EEOEWE FER, Bt 0.22 pmidiEsSiduE. IRk fuEny
FFIRASRLR PHY06 HIA*/EH: a)KB 4HMI(ATCC 54 CCL-
17); b)HepG2 4 fI(ATCC 524 HB-8065); c)T-41 ik 98 4 fis R(CEM
40 ff); )45 B 38; A1 e)HCT 116( ATCC 54 CCL-247),

FEE 0 R, BEAROxI0MEME 24-FLF BT, £8E 10%
FBS F1 100 pg/ml EMEEN Iml MEME 3£ 3k RPMI 1640 /. 24
/INEFE, K PHY906 RERYI AARIMREE MBI G P, E37CTHEE 3
K. RIEKFHEFE, H 0.3 ml 0.5% (W) B EER(50% EtOH BK)
WAMRZESE 30 min. F BRAH RS 3K, T4, A1 ml1%A1
REBEB(PBS B)HE 41 Z M. 7£ EIx800 A ME FRILE
2%(Bio-Tec Instruments, Inc.) b, 7E 595nm LS E =P B -

RN T 4 Mk R AR AR(CEM)BHTA RSN R . £ CEM 4
B(5x10* MAEKAER T 20% B R4 MER 1ml RPMI 1640 HEFFE
B, 7% 0 RN PHY906 HREMW . 7E¥RIN PHY906 5 3 K, T4/
M KB . A LART ST EAREE.

¥R QMEMFITHRRERINER 7 . ETIXEHIE,
RIN PHY906 KiE A #1 B ¥ KB. CEM 1 HCT116 41 i B Ax /MY
B, MX4H 38 f1 HepG2 A EFHERKWEBRHIERAES AR
7). TELHERF 11 BIF 10 P ER T HBBER.

R71. BEEEHFRERRARA TR KREE
ICso (mg/ml)*

BEZHF " | KB HepG2 CEM £ 38 | HCT116

PHY906A | 1.35£0.52 | 0.28+0.17 | 1.45+£0.45 | 0.08 13
PHY906B | 1.80£0.99 | 0.17£0.12 | 1.28+0.02 | 0.08 1.2

*ETEAHIFINTE,
2 50%IRTEF B A FIRT ST #E IR B PHY 906

SEHif 2: CPT-11 Xt BDF-1 F4E RAFI BN E
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WMEh YA E TR, fEARIUELFZIRTAY SEREFHIEE.
FRATRRBFIENR CPT-11 XIEFJEM BDF-/MRAAE TRERE
Fi: 100, 200. 300. 400. 600 EY 800 mg/kg A&, MHhE/NRFH
BRAWZHE. EHRFHEN, BEAGp)SHE—HEENER CPT-
11, SREMEETRE, 412K,

EATFRFFEN, SRR ipAE—NFER CPT-11, REE
RIS EET BF, #4512 K.

EF 200 mg/kg MFIEM A EJLFERAE R WS ERZ CPT-11 1677
fixt /AN AREL). R, KTFHET 600 mgkg MAMFEELHA
CPT-11 B 2 RSBYILT. — K, PREBHZHIE 400
mg/kg FIFIE.

B 1 BEREEDBRNEETHML. FH 300 mgkg CPT-11 1597 H)
MNREHBERBERFAES CPT-11 AT R/ADNRTFIEE, BEREIT
BE SR 1). NETES 5 REFIXRRER, XHADRITFE
BEREEEHZR. AETRNFENAMNEENSHZHNPH
CPT-11 FERBUERK .

TEVE 4T 400 mg/kg CPT-11 BN, 7E CPT-11V&77 JRENZIML R 2|
THRBBETRIFRLETAR. XENYESE 12 REPKET HEA
IhE., TSR, ¥ 400 mgkg BL 300 mg/kg CPT-11 Fi-F BDF-1
ANRER. R, BAAPEARER RS CPT-11 67 B 2 BDF-1
NRERBUR., T AL HepG2 R BEMKER TS, CPT-11 M
K232 K 200 mg/kg(FIE R BIR).

SEHEf] 3: PHY906 Xt CPT-11 #R HIfi8 BDF-1 /M BAAE T B
EH

TEiEFh 4G 38 MBI RI/N RS, R4 PHY906 154 CPT-11 ¥4
FRIRTRNSRMERANEN. BT ERRINEEHES 2), EFH—7E
Y& 400 mg/kg CPT-11, KA PHY906 X5 CPT-11 HHEHE<HI {4
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B FREM/ER. T PHY906 2 ERE CPT-11 KIPUHBEIIN, 4
NRETHEANGR 38 MREAMR. E8ME 10 £ 14 X, £RRFEE
PHY906 HFIEMEM T, F CPT-11(400 mg/kg, i.p)V&IiT/hR, HAFLL
RFEFIE(125 mg/kg. 250 mg/kg Fl 500 mg/kg) R M fRF X PHY906.
DA3E BB IF AT PHYO06 89T, E4E 8 K.
& 2 B7%, PHY906 %} CPT-11 ¥&y7HI/NRAAE FRN/EAEFE
WIS . B2 500 mg/kg/b.i.d. PHY906 ¥ FRIGFT Y CPT-11 J57 3
EABFAEFERAHEENRE, RERMRKEHLREKE
(p<0.0). & 8 RETHUELER. R, #R 250 ’mg/kg/b.i.d.
PHY906 fI/MRIEEAE TR EHRERALESR
7 8. £/ CPT-11 T HIFE /DR, PHY-906 XHAE T fEry4E

R BGFE a0
N=5 * ¥4 | CPT- CPT- CPT- CPT-
¥ 11 11/PHY906 11/PHY906 11/PHY906
500 mg/kg 250 mg/kg 125 mg/kg
RYEIT P<0.01 | P<0.05 P <0.01 P <0.01
CPT-11 P<0.01 | ---- P <0.01 P>0.1 P>0.1
CPT- P<0.05 | P<0.01 P <0.01 P <0.01
11/PHY 906
500 mg/kg
CPT- P<0.01 | P>0.1 [ P<0.01 P>0.1
11/PHY906
250 mg/kg
CPT- P<0.01 |P>0.1 | P<0.01 P>0.1
11/PHY906
125 mg/kg

SCHER) 4: F CPT-11 F1 PHY906 J5 77 BiERh 4 i 38 /N R ME &

e

msEifl 3 FridiT AR, IR ARMRANEER. SR1%
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B3, F PHY906 ¥J7 EXA PR ANIE CPT-11 MFME TN 3).
sEhr b, SRR R PR EAHSC T LIRS CPT-11 BIHATE G,

Xey)b g RN, WL EANEEY PHY06 H{E CPT-11 L%
WITHRT R, UEEREMEM CPT-11 MEREH, MARE
CPT-HIHL i TR

el 5. EEA LR 38 MBI BDF-1 /R, PHY906 X CPT-
11 AR I 0 i 9 % 28 1 9 4 A

EFHEERARPHBHELER, 500 mgkeb.id PHY06 XH 400
mg/kg HAMZFE CPT-11 HFRMMEEFSHRE T RENRF. KX
HFERTETROTR. W FH—IKFE CPT-11(400 mg/kg, i.p.)id
ST AE &% 38 9 BDF-1, OfR%F 500 mg/keg/b.id. PHY906, #F4E 4
Rk 8 K. BAFAALRDIE, BEALRER /K. B 3AREHLE
(B RIgE R, S RIT, (ERER PHY906 87T BB EREMER
~HISER CPT-11 HpbEEYE. Sk, MERRETRERED,
X $R7R PHY906 7] A58 CPT-11 RIBUIIEE .

FEEMEIRA CPT-11 BIT B E D HE RN AEBERH (Bleiberg H and
Cvitkovic E., Eur J Cancer 32A(Suppl 3): S18-S23 (1996)). & T ¥4t
PHY906 R EH % Ti¥% CPT-11 RN BHEN, ERFES W 38 ME
) BDF-/MRBKMEFEE. WA 4 FiR, E2BTRD, KH
PHY906 *f4L 4t ek /MR HRAEZ W, L&A ErERkIH
CPT-11 SR EEHME . A MEEENOBEFENS, EH
PHY906 5 CPT-11 3£ FI4IT 4 REk 8 R RZ MR A BENERH
PEAR BN

Seitfl 6: ZEEH S 38 IR BDF-1 /MR A, PHY906 Xt CPT-
11 TR EH
BANB S BRAERARBIGIT A EOTA: (A4A: HEMET: B)
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4. FPAFIEM 400 mgkg CPT-11 ip.JEHEIT: (COH: HEM
PHY906(500 mg/kg/ b.i.d.)iA¥7; BUD)4H: FEFIE 400 mg/keg CPT-11
/N 500 mg/kg/ b.i.d. PHY906 J4JT 4 KK 8 K. &IAIT 7T RIINFH#AE T
MRS . R 9 PR, AERABASERM PHYO06 V67T 4 REK 8 K
B, kB A4R 35 RN R P/ 35 K(100 %)Fk B CAHR 15 R/h
BHH 15 B(100 %)HEE TR, XRH PHY06 RAFHEFHER
€. MK, B CPT-11 1497 B A)8 K5, 7 40 RFE PR+ XNAE
33 H(82.5 %) G T k. Rifl, ##HZ 4 K&K 8 X PHY906 5 CPT-11
BESVAIT(D )5, BEEHENESE 95 %20 R/ARTH 19 H)sk
100 %(24 R/NEHHT 24 R)o 3X1R7R, PHY906 &7 REBRY /N X HL
B # FE 400 mg/kg CPT-11 R HIFET.

% 9. 7£ B4 % 38 I BDF-1 /M RAH, PHY906 X CPT-113
T ERNER

VRIT MRBE
EaL7) CPT-11 PHY906 BITH | FER | FiE%
FE | FEmgke) | K¥ | MEmgke) | RE N N
A 0 0 0 0 35 35 100
B’ 400 1 0 0 40 33 82.5
C 0 0 500 4 35 35 100
0 0 500 8 15 15 100
D° 400 1 500 4 20 19 95
400 1 500 8 24 24 100
TR ME 14 Ko

bZEF] CPT-11 y497 19 40 RUNRA, 7 RES 5 RN=1). % 6 K
(N=3). % 7 R(N=1)F1% 8 RIN=2)FET-

“h F#AT CPT-11 5 PHY906 HIBXARIT(4 K), FrLh 1 /MR
FESE 6 RILT.

S 7. EABELEHE 38 K BDF-1 /AR, PHY06 Xf
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FU/LV i 8 9 E R

FULV BRI BERAPEELE, SRAESEhEREEEN
— % Y497 (Goldber RM. and Erlichman C., Oncology 12: 59-63 (1988);
Saltz LB, Cox J.V, Blanke C,% A, New. Eng.J. Med. 343: 905-914
(2000)). FHit, B FULV FEPHi#iTE Lk CPT-11 JRyT MRS
¥. WEEE% 38 MEM/ADRSKRNH: (A)E: HBAEEIT: (B)
4. BMA PHY906 697 (C)4H: BMA FULV 1aiT; MD)4AH: A
FU/LV fil PHY906 897 . &¥6¥7 77 RRVRFHE THEMTiEF. &
ZALRT, E£F 0 RY/PRNEGEZL—IRK FULV, TTEREHMIRK
PHY906, E4E 4K,

BRIRMAENERST SR, 25108 5 6 . il s BT
~ ENATRELFEERESN. X—NBLERES5FH CPT-11 %
ITMRINERMER . HTFREHT FULV SHEE T BT E RN
H, FTUFRERIERE, EEALRIAAN FULV FIREEHIEL
BREGMNAXNEETRER. REAETREAELIEY PHY06 Xt
FULV B)R1EM, ERE 6 KB PHY906 HILEPEEIT B HRE
FU/LV ERE 4% 38 I8 BDF-1 /MR A HIFIFEELE . D Ashiit
BAEKMHLET C 4, XIR7A PHY06 AT LURE FU/LV T i%sh YR
FRIGUNEEE. hAh, RS PHYO06 1T HI/NR T, 7S 4.
8 F1 12 R FU/LV R 2ERME. PHYO06 B H FULV R
WA SEIER, BN G 40 Mk 2D 5% i /s AR 98 > (van der Wilt C.L, van
Groeningen, C.J, Pinedo H.M,% A, J. Cancer Res. Clin. Oncol. 123: 595-
601 (1997))(& 7).

i) 8. ZEREF S 38 MR BDF-1 /MR, PHY906 X} CPT-
11/FU/LV P8 iE e e H

FDA G#i#it# CPT-11 i FU/LV MBI =BIGTTEA—& 14T
i 3 45 1% B W % (Goldber R.M. and Erlichman C., Oncology 12: 59-63
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(1988); Saltz L.B, Cox J.V, Blanke C,% A, New. Eng.J. Med. 343: 905-
914 (2000)), ELUESLZT EF WG B EKMHBE UL E, R
M, EEZXM=ZBBTHIENEEY, 2FUEINTENERE
E. MERRA, £EFEH 38 MUER BDF-1 /MR H, PHY906 fE
&= CPT-11 MVAITIES. B, FHSEHE 7 HUMTE, Fi
PHY906 X & =BT R RFFNENEENIINR. BREEH
38 FPJE Y BDF-1 MR B : (A)4: XA CPT-11/FU/LV #97; (B)
#H: M CPT-11/FU/LV Jin PHY906 1547 . BAAFATRHK FU R LV H &
¥E&H 100 mgkg, FRAERXLEFET, AR MES TIRIENE
M. EXMHZBTEPAHFTI CPT-11 KIFBKBHEN, TEH
200 mg/kg BX 300 mg/kg CPT-11. &5 RIS HER THHEF A ES,
HEAFEBITHEBRAEGHIX PHY06, 4L 4K,

SRR, 7E 200 mg/kg f1 300 mg/kg CPT-11 F, PHY906 4=
=BRIT RPN TR, ARmE 8 1 9 FiR. il 8 BiR, MTFES
BRYEITH T 200 mg/kg CPT-11, FrLLZESE 14 K, PHY906 Z2[EiE
B T X B B30 Hl(p=0.045). 5 PHY906 Y457 HIZEAR L, 7E 300
mg/kg CPT-11 T, PHY906 Xt /B MAMIIREESE 14 RIFHFREZ
(p=0.05), {HEEZ 21 RETEHE(p=0.014). X—4&RER, AHEETEK
RIRT (A AR, SKWLER PHY906 Xt CPT-11/FU/LV B3 & /E B B3R .
ERAKFIET, E=BETA CPT-11 4574, PHY906 I Hxt
DU E AR SR

EZBERITTAKNFET, SIWRIAHABETRE. KT, PHY06
ERTEBETRAREBEETR, WHE 10 Frx. WHh, PHYY06 RE
Wi 44 B T RIS

SEHE 9: KA PHY06 FFZEMIER T, CPT-11/FULV 7&
HEE 4% 38 FPE K BDF-1 /MR B2z 1 2
EHMEAE PHYI06 FEMER T, CPT-11/FULV fEEH LG 38

76



200580046187. 8 oM P ET74/99m

98 1) BDF-1 /N R WA 3h H %835 & 18-20 Brom. PHY906-6 52
PHY906 HJIGARALIK, & 10%BEFNTER).

e R4 25 PHY906 5 =8t CPT-11/FU/LV j&, M3+ CPT-11
g2k FERAUC)EM. 7EFFAZ5 PHY906 5, AR 4HHH
CPT-11 B BEHE.

CPT-11 HIiE AR BN SN-38 ZE ML 3K . S E FREAZ.

7E¥% PHY906 5 CPT-11/FULV ZBHA K FA )G, MF A+
FU REBE/HERREYFU + FUR + FUMP )i AUC REHZE .

SEHER) 10: FEREHF A HepG2 AR R ., PHY906 Xf CPT-11
iR E A ER

Sl baRseHEs). fFRR SR 5. 7 A 8 LSRR, PHY906
S5 %87 2B A AT LU AL T YR UREER, -2
ZMEEK. BT PHY06 FTEEZAK CMAEFMEGK 1), HEX
i {2 33E 1 FA AT LUE I IE % /) B o 1 S 2 2 MBI R A RAEAEH
B, BETHSEES DAFE BT 4o S RN MLV 2 44 R AR B P USRI PR T

¥ A2 HepG2 MEAMEEA NCr-# B+, LR PHY906 Xf
CPT-11 fiMEEHEREM. FHRERRY, CPT-11 AR FHEX
W2FIEHR 200 mgke, BEATEMA. £F 0 X474 CPT-11(200
mg/kg, ip.). M 0 RFE, BRBZAFHIR 500 mgkg PHY906. 11
11 Fi7R, PHY906 %5 f&E CPT-11 X R K A2 HepG2 BB HEYIL
P ER . R, AFT BDF-1 /MRAMMWEL R, PHY06 R’E
RIMHAEYH CPT-11 SEMEETREWE 12)8 7L (EEE R BR)
M 25 /EF . PHY906 R LATRBTIEHR D REEET %, BREERT LB R
MEE TR, X—3ERR PHY906 S8 My 20 fa ik ik R R IEHAE
F, MXZ&HERBREZH.

e 11 AR FEASRY CPT-11 £/ R P L EIEM . 4
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E T BRANEEENEN

FERBEMFRTADRTNEED, HERRFIFENEEHLZ
—. B PHY906 4}, ERK T HMPEEAY. ef]BFET W PHY-
14ST. PHY-15ST 1 PHY915. MAK&URT &, BRIEUK T BREHEFE
HPBEEZAT CPT-11 BERKIBRIES.

R AEKMFFAET RS, RITERETEZAEEL SN
BKE R —iEEA CPT-11 N/PRBEEER. EHRRREJLFSRS,
PHY906 2 MR T CPT-11 HiEE M —HIFI(E 9), BI{E
PHY906 FT & WFELEEAWEETHMELFFF . ERTEHRTR,
PHY906 &H RILHE N sHPFE TR HIF I EEH (P=0.044). M2 Fril
R MBS 25 PHY-14ST. PHY-15ST FIVEIR T REZERT A ETF
fEERiRm CPT-11 HiMEERA T HTELH. S AWTHE, WEE
PHY-915 B[ Jk/b> CPT-11 P EIE (R 10).

K 10. NRIEHHFIX CPT-11 VRITHR A S % 38 FrEIH BDF-1 /b
R AIER
BHHR(g7kg, WEHHEE P E HME PE" WIS Gy

bid, 8X) T b % B
7 7/40
PHY906 FES 0.0004 $2F  0.0027 0/24
PHY14ST T4 01072 EF4k 02742 1710
PHY15ST T2 03259 FAFLL  0.6535 0/3
PHY915 FES 0.0306 />  0.0885 0/5
R T T 09706 FALL 0.1595 3%10

"B EsIMEE 14 K.

O T EE A -4 R p fH

‘ETAEREREIHFTE.

YZE CPT-11 VaIT N E T BB K S R &,
“ERVIYIRITIEE 6 K, ETMHEBER~TITE.
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—RNRZES 6 RIET.
ENRAES 3 RIN=1D. 4 RXN=DHZE 5 RIN=1)FT=,

SEHE] 12: PHY906 7EAS R 40 g & 1 B 41 o 25 ¢

BTN BRERE R FTERIENEE, HAERAR
PHY906 #IFI(PHY906A H1 PHY906B) A [E] A fhyiE 40 f = F0 /N R4
38 FR MM R B AEKINEIIER . R 11 FiR, EFMREMAENEK
HHIE T, PHY906A M1 PHY906B RA BEHER. EREW
2, RI HepG2 M EXT PHY906 HIBURM & T HMAMME.

# 11. PHY906 = FI41 MR+ (041 a2 4t |

ICso (mg/ml)®
B HI
) HepG2 CEM HCTI116 Z5f 38
PHY906A 0.67+0.26 0.1440.08 0.73£0.17  0.65 0.08+0.02
PHY906B 0.90+0.5 0.09+0.06 0.64+0.01 0.6 0.0740.02
"ETHEAKEIYHTE.
® PHY906 BN RIBFFTHLIK o

IR SEI 25 RI2R, PHY906 Wiz T B CPT-11. FULV KT EL
A CPT-11/FULV ZEBRETFRITERN— B EEH. HYH
PHY906 AYFATLA4ERE. T BRI LASG R BT IR 2296 7 A MBI FUE 5
Y. EFFl, ERESH 38 BN/ EHE A2 HepG2 BB MY
RIAR R S, @i o ApiimEiEeE, PHY06 B &E T CPT-11.
FU/LV # CPT-11/FULV B)IGIT 8. EFRMAERMREREE S, 5
JUF PR R T X LR R (B 3. 6. 8. 9F0 11).

SCHES] 13: ZEA L-OddC ir M Z i 38 KI/DR T, PHY906
X Bk A K B
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EEMELEH 38 MEARM/ADRSY, vFY PHY6 1E4 L-
OddC(B-L-— & RI E)BT TR, MMEEKER. a0hRE
TS RER 38 WEAR. EEMHEARESELR, A L-0ddC(2s
mg/kg)ERE R ¥AIT /N, FFOREA S PHY906(500 mg/kg, b.id). A5
ERIKNSSI AN, RASYELLLEZHEFFIER PHY06.

W& 13 FiR, A L-0ddC BIVAYT R B, PHY906 BEANFEAS th AR
£ L-0ddC BIFi BT . Lk tl, BIERRNZEAHYHEETLIERS
L-OddC B Puip st

F, iXeegt RN, TLLKEZY PHY906 F{E L-OddC L1877
KESH, UBEXEMREZAER, MAEE L-0ddC KIFAET)
Ao

LI 14. ZEF VP-16 BIT BIEEF & 38 #Y/D R, PHY906 X
B K E R

TR %R 38 MEARK/NRT, YEH PHY06 1E25 VP-16(1K
g, RIbREEE I MERDBIT R, NHEEKNER. 4
MRETHESRES 38 MMM, EEMEARESELtR, H VP-
1625 mgke) BN BE T /MR, IHFHOMRESZ PHY06(500 mg/kg,
bid). AFEFANELRHAN, REFIVEELAHAARNEN
PHY906.

mE 14 Frs, A VP-16 BIVEITR A, PHY906 BEAFHIG AN
E VP-16 HIFIEIIR. Lhrl, BERSZESAYHETURR
VP-16 PR G

R, xeeg BIRIR, ALOBEZ PHY906 FfE VP-16 (LFIRST
BETR, UEEREMREERMER, MARSE VP-16 MHLHET)
o

SR 15 ZER S-BERMIRERTENER 38 MART,
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PHY906 X B A=K B {ER

TEEME 4 38 BN/, 6 PHY906 X 5-FKME
BE(FUYVAYTHAS 7, XHpEEKNEM. S RETENREER 38
PR, EEMEAREE LR, B S-FIRER LB E 250
mg/kg, TEZE 0 R—IKFIE, BAEE 0 RELE 4 RERSH 30 mgkg 7
EYEERBT AR, FORSZE PHY06(500 mgkg, bid). REHE
FIRHSTHMA, RAYELLHHARFIER PHY06.

mE 15 16 iy, HH S-FRMERERIET R, PHY906 BEAFH
BEERRE S-FURERMTMBENN. LRFEL, BFERR2EHEY
HASE AT AR S-58 PR W RE R LA VS 1 o

I, ixubst Bk, ATLOKGEZ PHY906 FIfE S-RURMERELE
VAITRUASH, UEENENRRZIEM, MARE 5-RIRERH
PR TR

SEHEBl 16: ZEf) CPT-11 FRWR T RRIT M4 38 B/ R
dr, PHY906 X fiEs A K BIER

EEMEER 38 MEARNDMRT, EREEHYRIKT EFE
KRBT, TR PHY906 /834 CPT-11 VAT BIASHI, X AEKK1E
H. 2 BRTESESEH 38 WA, ERMEARER LR, £
O fR£5 25 PHY906(500 mgkg, bid)FIEMERT, BREBIKT Q2
mg/kg, p.o., bid)FERIERT, $MA CPT-11(400 mgkg, ip)ia
AN

B 17 L T PHY906 58Uk T RIS EEA . Wil 17 R, 4
PHY906 7E7EHITEM T, CPT-11 R IHEEKHEARVIMEER
(B 43 b 75 T EL v IR T R A A

XL e RIRoR, TEER CPT-11 BRMEESTE, B
PHY906 LLARHELA 2538 0R T LB N H Ko
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SEHEB) 17: ZESEBEBRAR, WE PHY06 &K REAT R
2 (MED)F 5 {2 e L b (]

A LR RE, B-EMEHARN KamPo Z7E/A AR R
Wl7 CPT-11 HRKESMEE R EFEEARD CPT-11 HANEE
F) 7= 221 (Mori, 1998).

EAEE N SHEE HIFEM T PHY906, C&IEFSEE AL B R
FEROBHNTEN. Rk, ETKIEHERLK(1500 E)EARAGEER
2. XML YES YRR S E R BN RRETEEMTIREXES
AT R T B ETE Y, BEEETTRBIS, LAVRHY PHY906 XH{b%#
WITHBRNERMEETR. BIE. B4 RSEMEFREN™
EHEROMER, UL RO AR SR BB L At 25 4 7E 1 B 4 W S 4 o EL M R
B P PR E KR

XA AES AR FIELHN FU-REERAEHERREEE. &
=EAHERATFNNER. BEPRHLRZCNS)EBHRENES
BEAH, &R CNS RRETRFAR. WEBTRAN/RBITEES
riFlRER> 4 A,

ARRMSESEERN>18 5, NRAABEENEZRR. If
BN AAERE ECOG 02, TiiFERAZELD 3R, BLREHN
BRZR. (ECOG & “FREAEMENHE" K%E. ECOG 0 =&#
AHTEREES); ECOG 1 =BERAREKBEAIER; ECOG2 =&
Z BB <50%MIAT E7ERR R L ; ECOG 3 = B&E1E % > 50%H A A 7E
PR L; ECOG 4 = BEHALERK ). BFLADEMEMETHF
REGEmPESRE, EFHALHRY 4 AR EHERRBRLEE
% CH 6 A), PMEZEIMETBEFANERITH. BHRASHR, B
sk ANC( X g P % A 40 vt 40) > 1500/ul, IL/MR 2> 40 ml/min,
FB4 %< 2.0 mg/dl.

BIFEIIEG: TEWRITTIIAR, &S BENAATENRE. 31
B, AREEEIRES. SREMANEHE: EFEHS 2L
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(CBC). MiEAEZA. BMEK. WEHE. MEEMBUN). NERH. MiF
SERNEE. FFTNASER . VoIl g 5 R0 350 20 vk ot 75 i SR b V) 0 PR 3 AT

V67 WRMEBRENGTHEREMRE 2 ml TEAKF, H 100 ml
DSW(S%EI B MK BB, 7E 90 min P LL 125 mg/m’ MIFIEAH.
E&SEERNMNEETY, NERFEATREFILBRLFBITH
B4R, B2RKEH.

M ZEZR AT 30 min FHEARA PHY906. ZEWZEIGITHIGITHIS
K, BRAEKNE, BMESHFILEE.

M 0.60 g HIVTHRFIETF 4R, EXBWERAR=K PHY06. (&
HEAFERN 1.80 gm/K). HEIRFTEEFFERK PHY06 FEN 7.2
em/R, EARIEERENEINRNREMH. FHik, BUFFHEFRE M
BAFREHRERANEN /4. EEEN 4 AUERTHIIES, #
PHY906 FIfE I E—HLZ, A 2AKE. BOE=LBEKEXZ
WA B KB PHY906 1697 . — B 3B E R T A 6 AR AR,
MR 3L EEFRE 1 AL HIRFIFIERFHOLT), WPk 6E G
3 MBEFAT - IMRENNE. EEMEET, BEFHE—MZF
YIT B R R)E 24 NRTATE BN I ET R .

R 3 REDHE | AL HILDLT, W% LUHERBFIEKFBIET 3
PLEEE. MBETREIMEBEPEABFRI DLT(BIL 6 fLBE
1 RrE 2 B, WESEFRREME T —NEATE, BAEERNES
Krh R AR, T —MBEEEEK R Fibonacci 77 _EHIK

3 n+ 1(FE 12).
% 12. PHYY906 FIFIRIAIG T R
FIBKF %1% BB (gm/R)
1 Fri6 1.8
2 2 x7K¥F 1 3.6

3 2 x7KF 2 7.2
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— Bk 72 e/ RFBAKE, FEAEZKTFD LREWEE>2 ZREE, W
4TI T B Fibonacci ifi1 .

N+1 1.5 x K¥n
N+2 1.33 x n+1
N+3 1.25x K¥FEn+2

B BEJE KT 25%Rkt, BIEIBAWHZNE.

PHY906 AI#B#E 7% MRGKRERMEERRENALT,
T &T LA AR B FI B K, Tk LR % E R 8K

HAFBREFT—FEHERZE LI RTHNE T EKF
By o bt VR . BIRE NCI KRB IEECTOY RMFEHE
HARUHESRIE T I T R

T EHEH 2 R EBA 50 ml AEHKE 1-2 mg KL
FABAR, EEMETRBLFEBITHN, £ 12 Medh. £FE
B, Kz @A RO RE S 8 AN ER K, BIEHEOH/
RIRMH. SEAEE—KET, B8 48, BEKRE 2A. IR
—AMRIT A

¥ P BT 46 5(0.5-1 mg) Bk P 16 T 7R L R E S e P LB A
ARENEE. MFEAHEIEEE>12 M RENEE, EHKE
MREEREIER, HOMR 4 mg WIRT GT 8%, HBESR 2 MHOK 2
me(ER B 4 /M OMR 4 mg), HERETEHBRED 12/pK. R
BEVERS M, £EA> 101.6 FRRBIFFEANRB>12 MR, MIHZEE
N% EBRERE— P RENIEIT.

R ENAESR: EATRPEREREFLERONE. B
R AEIR AN EEE T MR, HNFRESIEGER 13).

# 13. XWEEAE 3 A1 RERWEERAREKR. FRAHHTE
FFob A2, BB EIRE E =1500/mm’, IR BIKEE =
100,000/mm®, SHIFAEXMBEEEEER. MNERTES 122 A, U
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AFENGEITHEENESEFRE . MRELESR 2 AR ZEEHRIKER,
MR 2% B 2% 11 Camptosar.

B|AF/N NCI 5 | {ERITHEESD T IR AR (GEERE
%18 &), SR—EREMAIGER &

8H B4 FIA—K
TEH HREFIEKE 125mg/m’ & 150 | 1

mg/m’ BIR KRB | BRABKF
Y
= 40 B s 2> HRFIE BFETE AT BFFHEAF
1(1500 % | 125 mgm® BB AF b asoi -vied
1999/mm?) RiEEFE, RIE25mg/m?, BB | |25 mg/m? 125 mg/m’
2(1000 E | BREQLR 150 mg/m? 150 mg/m?
1499/mm?) AMEFAFE, 5 |50mg/m?, BhETH
3(550 Z | mE<2%
999/mm>)
4(<500/mm®
SARROER | MERE, REL 50 mym?, HE | | 50 mgm’ | 50 mg/m’
4 FEAMRE | HER
H8>2 BRI
Ebng=sEn | JOfREs. LMREL . TETF NCI EfRESsE, EXBHE
TR 5 _ LR A4 R E R AR R

b PR BKF HERFIBRKTE HFRFIEKF
12-3 WHE/K | | 25mg/m’ BRI BAKTE BRFIBAKT
>pretx°) REEMNE, KRE| 25 mgm®, BEE | | 25 mg/m? | 50 mg/m’
204-6 XHEEE/ R | HBRE 2% { 50mg/m? | 50mg/m’
>pretx” AERAFE, RE| 50 mgm?, ML
3(79 REHEF/R | BRE<2LS
>pretx®)
4(=10 RH@E/X
>pretx®)
R E FRFIBRIKF PRI BKF
P HFRFIBIKFE PRFIRKTE
1 125 mg/m? 125 mg/m?
2 150 mg/m? 150 mg/m?
3
4

a FrA IR G U E T B R =1
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b EFRKEEM AT E A EEmE
c YEJT |l

m M S B SRS ERENLB B EE, &R
EXBEMAFTREASERESR. EFRETEREXEMN
T FE L.

BELFERCFEBEIEARFENAKERAER. ZHILHE
FERE PHY906 HIRE. HBFEshMEMFAERIEF(REHN. BX
RIBRAKHE), B BB PR B VA IT SRIZHIIZAER .

EE—ANRAPIRES, SSMANFLEERMHNERASEM
BEEMED IR, UEBRNEEEFHNTHEEHES. EHEH
BE R FAST i BAAAEERE, GFERHE. Ho. KRk
TR

B 24 T X & IR MG PR VR 9T AR BEAT 2 ATt 80, BLVRHT X PHY906
BRI . BESFHMEIT AYEFNERMN. #iZRE ECOG i
WM, 7EERATHESRTEMRRNIE BEPIENZmN, |
X FF AR FTHILE R

FUBENZYS) % EEENEED, #ITHYHHFEMH
7Y, LU PHY906 2B MELE RN ARMAHEER. EXBRET,
BMMAHERFNBNFIBREE LAY/ 1X), £F 2 RABEH
PHY906.

AR RN R LB REETR] 30 min, 60 min. 90
min LR FIEA 1 SR 1 KRB 1 5 8 RIMEL RS 0.5, 1.5, 3.5
6 /N, SEDKIMAAREERRMPIRER. EREFHAEA, LH
Fi 2.50 pl M3ZAbBAEE, ZRAN 500 wl WARER. WAREHEE 50 pl/ml
BRI UKL TR TR AL Z WS WA, 4.0 ml ¥ T 100 ml. K iR JE
30 5, 7£ 40 C/KBE 15 min, FEZER TAH, RE5 900 pl 25mM
SRS (pHA2)B A . K EiEWE N 1.5 ml Eppendorf %, EHME
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BLHLRLL 13,000 xg B0 4 min, i & BB G A HPLC) 0 HriE
B LEBRNESED.

#£ Microsorh C18(4.5 X 250 mm, 5 pm $i¥)x4H HPLC £ _E#4T
i, F 72 ¢ 28(viv) 25 mM TEA/ZFEE W LA 1ml/ min HEAk,
FF B AEX 372 nm 1 AEm 535 nm #5612 2% (Pharmacia & Upjohn
SOP #UPJ-120-5) - #) A PC-NONLIN %K {4 (Scientific Consulting
Lexington, KY)FRHEL BN H #5712, B HEMIERKISHT, B
BAIMBIRE. RELFHM AUC(HL TER). A UFE 1 XKW
FEE 1/ 8 RATHWEh R, UHEEK PHY06 REEE X
MR MR ER L RRERA .

STt 18: XIRERRAE . AT 40 M0 45 i B ke RO 4R A

AR

Zi 4. += 7 fhIE HClH(Gemzar®) M B Eli Lilly and company
(Indianapolis, IN). *H-% Fifti(14 Ci/mmol. 1 mCi/ml #) 50% EtOH %
%)W) B Moravek Biochemicals, Inc. (Brea, CA). W& RE(THU)M B
Calbiochem (San Diego, CA). 3’-B%-3’-BiAMEF(AZT)H 5-5IKHE e
(5-FU) & Sigma Chemical Co. (St. Louis, MO). 3% fl.#%(Xeloda®,
CAP) H Roche Laboratories Inc. (Nutley, New Jersey). £H 10%RJE
By PHY906 I BR #t ¥k (PHY906-6, FDA 165542) Hi Sun Ten
Pharmaceutical, Inc. (Taipei, Taiwan)#|%& . PHY906 |7 7 &4
B EEL. N, AR, HANERLA 3: 2: 2: 2. AFRHA
BRI e 906MT B Min Tong Pharmaceutical Co., Ltd.
(Taichung, Taiwan).

N EHR 16 E 20 g(4-6 AE)IIEE BDF-1 A CS7BL/6 /MR,
[ Charles River Laboratories (Wilmington, MA). AE 5 16 % 20 g(4-
6 JEIE) i TC TR NCr 47 BRJ% B Taconic Farms (Garmantown, NY).
A BJE R 58 PANO2 ) H NCl-Frederick Cancer Research Facility
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(Frederick, MD).

=R R : F 6.66 ml PBS(BERRZE M I Eh/K) MR 200
mg T MR HCIL R, B2HLWREHN 30 mg/ml.

SH- & IR BRI #%)%: TE Speedvac F TR+ F(10 pCi) *H-F
PEfiE, LIREZEE, RES 250 pl 30 mg/ml HFHEMIERSE, UER
YRS IR BT BURE A 0.4 mCi/mmol. % *H- & AR R B &R S
A 30 mg/ml.

MEIFBEH #)E R EE R B REEARIE(150 mg/ )T 40
mM R AL P (pH 6.0)F, ZEMIRE S S%FThaM BRA/E 8k .
RABREE 36 mg/ml R,

M FH ) EEZ5 Y. %R SOPHHERB-001-PHY906 & E 24
BREY. fS2, B—5AE5 10%(EEK PHY06)ER R
I3k PHY906 T4 inZ] 10 ml 80°C H,O ¥, 7 80°C F{Rifk 30 4
bho AEET, EidE.O0NRES S BE LEB(2060g, 15 min). X T
I R #E Yk B PHY906(1 g/10 ml X 09), EFTHHTE, &
PHY906 b iEMBIIE R 90 mg/ml. HF 906MT HIMRFEFE & K40
(), BZEFIHREE/E 100 mg/ml. FHKEEHRIDFHERER S50
mg/ml, EZBTHRE, 7 24 PMAFH. BEFELERPREN
BRAVIRIRERBER, ATRIrshy.

Frmap: N4 HepG2. A PANC-1 BRIRIEFRI R 451 38 &5
% B M R M B 3% B R SRR Ly(Rockville, MD). 8% {&#
HepG2 %% 38 40l &R 4L K 7F MEME 1555, 1fi PANC-1 iR 4E
K7 DMEM ¥535E4, BEFEMINAT 10%EF MEFBS). KKE
NCI B1/pE iR PANO2 R &IF7E PBS B H, FHZLEIRN 0.8 ml.
KA EA DR AN, 4PRREESR 1500-2000 mm’ B, FHAT/NRZIE
(R E .

AR ETIER: SRR RRG < 10°ANHAY 0.1 ml PBS W)
THRERPNREME . 14 K5, EFERTH 300-500 mm’ #7 PR
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THYTR. HBsIFHENESMMERNKEMREE. ZRTHAK
HEMBEER:

F9BE R~ (mm®)="1 B (mm) X 5 BE (mm)®/2.

£ Yale Animal Facility FF BRI REHD .

EHEBEE PHYW6 HHEMBERT, LEBITHUNGTMER
M KR 3R 20 R/ R4 R 4 AN=5 R/ R/A):

1) Btk

2) PHY906

3) thFWRIT 4

4) PHY906 + {21577 254

BB NE—RERNE 1 R. EIRENRE, GEUFBTHY
37 30 min, Z&/MEORLBZS PHY906(500 mgkg, bid). #&FREEE K
BEMAR, BEASORSHUERTEHY. BRENDREIMER
<. BEMRETER. YMHERTEIMEER 10%E, 45K

M4 EE BITHE 4°CLL 10,000g BLr 10 min, MR 3B /DK
M3

a) A8 FHEMERRER: 76 10 pl S-HURMERE(IU)(S0 pg/ml) AR
ERERT, F 200 pl ZAEEBULRESO0 pl). EFELE, BT speedvac
Tk A a4 EEMERERN LR, A 50 ul 0.1 M ZBRWMEME(PH
4.8)%HR, FI 1.3 ml KWK ZERZERAEE .. ZE#-((10,000g 4°C 10 min)
BABEEIE, &Eit speedvac T, F 100 pl KIF#E .

b) AAE TR : 7E 5 pl 0.1 mM AZT RARFENELT,
A 200 pl ZHE(ACN)ZEBUM (50 pl). ZEBELJE, iBid speedvac T4 L
Bk, FAES 2.5% CAN H 97.5% 15 mM BEEREE (pH 5.0)RIVEBIA#E -

SR UV R HPLC R8BS TE 2 AT BT g o i«

5 2 FIEF S 948 i #(Diggle % A\ Analysis of Longitudinal
Data, 2nd ed.Oxford: Oxford Science Publications (1994)): i F B AL i
R 447 Sk BARAL A B e iR R I EEE . A SAS F1H#J PROC MIXED
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FERF, K5 8 AH R/ BR &R i SR B 22 (R AR DR

18 T FURERL 4 9 1) H03E -

Yu =H+at, + LUt ) +yLpt,)+6(Ip11) + ey,
HA y AESE FARMEE, 8B i ACRWEBIT B2y, BB
PHY906 M Z54#+PHY906)5E j NMARIAEX B RS, 6258 k ANEa
B, o RHELREERCRIET4H), LM L ZBEITHYIEITA PHY06
BRI RIRIE, B AARF AL E/ER, y & PHY906 #5571
ERHERTIRIMER, 0 AZIW-PHY906 thRIMIEMERTBIER, e IRAKGE
). RIVMBREKRBARMEFRERMILE), KB EAMER R
B RRREFEEEEE AR(1), NTIHRBMTFE: EMERNETH
M, REMEREMNMRREEMEX, EHERBNMET, REEERE
MmN EAESR. 4 SAS 8.01 i) PROC MIXED #4174 1H% 247

B.£%

1. BRBRIE

a)7ZE B F B PANO2 19 C57/BL /MRH, PHY906 XA [Fl57 & # P fih
EHUMEEEREA

A THixE PHY906 M MRS EAHNBERETRUNES
TR LR E N, ZEEH PANO2 REBRRRER C57/BL6 /MR, BF
3 E TR =AARFEFIE 150, 300 F1 600 mg/kg 5 500 mg/kg [ & F
B PHY906 HIAEER 14). WA 21-23 fix, Z£EHF PANO2 /MR
F, PHY906 BERE T & EIENTUMBEEEES BRENFTE=
MFIES, p<0.00l). BR, EREMNSHMERZEAMEL, A 600
mg/kg & FAAMEIRST /D R BoR BB RAER . EXA/DRER
&, 150 mg/kg B HFEARERA TR, S2ME PHY06 12
k.
& 14: PHY906 M7 FHAbIR7E PANO2 BB AR E P BT R B S
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SE | Set | B | MEEY | H T ) B |PHY6 |PHY%6 | =
I R <P | (mg/kg)ip, D1 & | X *(mg/kg)(po, D1-4
2 (mm®) | 8) & 8-11)

1 |2 |C57/BL6 | 300-500 | 150 906-6 500

2 |2 |C57/BL6 | 300-500 | 300 906-6 500

3 |2 |C57/BL6 |300-500 | 600 906-6 500

4 |3 |BDF-1 [300-500 {300 906-6 500

5 |3 |BDF-1 |300-500 [600 906-6 500

6 |3 |BDF-1 [300-500 |300 906MT | 1000°

» B TR NRIEFIR10%)7HE PHY06 FIHKE .
> 906MT IR FIBREKFN, ETTHHTETHEKRE.

b)7E £H R PANO02 J BDF-1 /MR, PHY906 XJ AN )78 & P fi
IEPU PR E M R

BT C57/BL6 /MRAN, BEAFEK /PR MBH N PHYI06 X5
FAEDIEEER/ER . Bk, ¥ PANO2 BEAREEMEA BDF-1 /MR
. WE 2425 FiR, B E EMIEREN 300 mgkg #EI02 600
mg/kg, B85 E WM & MRS R EA PHY906 135 FEibixia
FZEBMEEKEERNER. FRBER, LT/ RER T,
PHY906 X} 3 iRyt s m/E RS RHERN. R, EFE 600
mg/kg H FAEFRI B #HITREE MEIER .

c)ZE A\ PANC-1 RF#HEYF, PHY906 XI5 FubiEHII B EHER
1EH

£ B8 A\ PANC-1 FIE R, K PHY906 X7 7 it i Pi AR iE
MfER. mE 26 fix, EE—ANEAWHRITANE, FEMEM
PHY906 HI40 &K IR R TR 60%. SFIERE X A—E, Hb
BFETRE PHY06 R M=RIKE . B - NAEAYIEITAY
G, MER-HERRE, F 60%MEW 4. wmE 27 iR, BMEEZ
ANFE AR, MREFEE 20%HEETRE., BBEFHE=ZA
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AEHYVETT AR, BRI 26 R, MBS R R#EESE 21 KBRS
R~

d)7ZE 2 PANO2 #J BDF-1 /MR, 3EIGPRALIKE) PHY906 Xf % 74
VR PR S A R VE

K BA EHE R B L3RR AL IR PHY906 27 H A F K4k % 0
EEFERN., WERET, XEESIERRTISBR KR WEN,
906MT EFH 5K PHY906 #LIXI AR R I W%EMEYFEE, E£R
A PANO2 ) BDF-1 /MR, HLEER PHY906 Xt & 76 fth = i M4 98 i 1t
MER. BT 906MT FREFWERRIEK, BETHRNTE, B 1
g/kg*FH 906MT FIE. FHRMIRAFENE 1 RAME 8 K 300 mg/kg
bid. 906MT HIFIE T R 5 ImAR ALK PHY906 #H[F.

wmE 24 Fizs, B8 PHY906 Xt & fUfhiR PR iE A /EH, B
BE BIR 906MT ft BE R E FHARIPLIPEEE, WE 28 . X
otk py 4 R EHMASINAEZE R -BEERER). ZERER, &
WEBITHP, EEARLASRARMERS. HE. TNALHE
4177 6 BB 5 PHY906 A RIIEITER .

e) PHY906 X 3% P /i (dFdC) R AR Yy dFdU K123 1 #1EH

ST R EMERRR, T HE PHY6 BESERH FHMIER
Rigt, EEFBERENIRPETHDS HELIT. BPIRTE=
H, 84 15 R: NEEMIE. HTEMIEIN PHY06 ME AN H. &4
fE RN REFANA R B S BUmAIR . AR5 v prid b 2
¥, @it HPLC 447, FABUHEHNFIEERNRINEE. TAR
R, FERBEA PHY06 FEMERT, & e R AAEY(IFIUE
BHRPHKTEREEEZER, WA 29 Fisk. WEERBMEN dFdU %
M¥EHFE AUCORE B THER) . Con(BEKAWIRE) To(EEIBK
HYRERREDR T(3E), BREEFRABAA ST HMEKERS
PHY906 HAZ HMBEER, WRISHEBEN.

% 15: Z£EH PANO02 #) BDF-1 /MR, PHY906 X 7 fhii
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(dFdC) X EAR i ¥ (dF dU) i) 1f 3% 25 4 3 7 % 2 B9 /E -l (HPLC-UV/VIS
R £ 4E)

AUC Cmax Tmax T12
(mg/ml.min) (mg/ml) (min) (min)
&Y | BEFE dFdC dFdC dFdC
2 A By B Y B | dFdC
+PHY +PHY +PHY
dFdC dFdC dFdC dFdC | +PHY906
906 906 906
dFdC uv 10.8 154 | 0.23 0.25 15 15 27.0 31.0
dFdC | B | 156 25.0 0.36 0.40 15 15 26.5 34.2
dFdU uv 3.1 4.4 | 0.014 | 0.022 60 120 98.3 69.8
dFdU | BUVEME | 5.8 8.5 0.031 | 0.048 60 120 93.0 49.2

f) PHY906 XI % FEAbiE + RyPFIH1VAIT R E A PANC-1 BRI
NCr-#R R HI1EH

BT EREMEA— BT ERBERHNRES, EARNRKRXE
#ich, AHEAMEFRBILABAET . EPAFEEYPRMEMEBMRIE
FIBRE 1RIT -

RIEAN PANC-1 R BHENRER S, PHY06 5 RIFHMNT
7 b Y B R YR IT NN AR VR I8 AR AR, T EERAMAMIGITIIER 7
K, BECKER TR ZE 50%, W& 30 Bz

2.4 o g

a)7E B A HepG2 B MR L, PHY906 XF CPT-11 JLMEE
HHIER

HHENHARSR, EEHhERENEREENERS, PHY6 5
B AL BIT YA S RGBT AT EER. £ T
PHY906 FT& B CMABEE ML, MG RERTREDER K
(9 o S R/E LR F A R RER . B, Rt KR DGR Z S M
M9 2R R R R PR Z B E. A4 HepG2 4B A NCr-
BES, UM PHY906 X CPT-11 HiMRiEtERI1EM . RIHMIERE
By, CPT-11 ZEERPHMBEKWZFIEN 200 mgkg, HEMHTEHR.
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EH 0 RE%5 CPT-11(200 mg/kg, ip.). ME 0 RFFMH, BRAHWIX
500 mg/kg PHY906, 4k 8 K. WM 31 Fix, PHY906 338 T CPT-11
SR B A28 HepG2 R B AEYMIVUITREIER . 2T, RFTE BDF-
1 ARPIMELER, PHY6 RARILRIH CPT-11 FEHHAEE
TSP T (BIERER)KAFRIEM . PHY906 A LATRRS IEH /R
MR E TR, BN IERRMEETRE, X—FLIiRp PHY06 &
IR F R E R R RIEREA.

b)ZEEHE A HepG2 B HIER L, PHY906 Xt~ b b M BiE
TR H

R MEBRYIBE T RAEA T ORA B RER KLY, BBRE
WEREHEA RSN S-FU BXIMEAR Y. EOREHE, FH
AR AT R ERERES B AL 5™-iE-5-F M E (5-DFCR), A5 HATEK
PR RERAEELAY S-HEA-5-REE (S’ -DFUR). M4t, 5-
DFUR #WEIE R L BB EALIEIL N 5 -RIREE(S-FU), ZBERTH
98 8% BT o (Berg % A, Semin.Oncol,, 25: 53-59, 1998; Schwetz 55 A,
JAMA, 286: 2085, 2001). Lozano FABIFLHE FIHMIEM TiaIr 55 4
EERAYIREIATRENERE: AW, UNED 13%K5MNZE(Aguayo
% A, Seminars In Oncology, 28: 503-513, 2001; Leung % A, Seminars In
Oncology, 28: 514-520, 2001; Lozano % A, Oral Capecitabine (Xeloda) for
the Treatment of Hepatobillary Cancers (Hepatocellular Carcinoma,

Cholangiocarcinoma, and Gallbladder Cancer). 19. 2000. Proceedings of
ASCO).

T PHY906 ZEZHBFFL X 5-FU Il CPT-11/5-FU/LV HippEEE
MEREERVER, FFRB LI SkITST PHYO06 R EREME R 5-FU MO RATZ
BN AhIE RS E . B BHEE HepG2 AM41 e 4R RIS 3L 20
H NCr R 4 AN=5 HMR/4H): (AA: HiaxE; B)4A: H
PHY906( 500 mg/kg, b.id., 2 0-3 KM 7-10 R)IFIT; (CO)A: AR
fhiE (360 mg/kg, bid x 14D)¥RJT; F(D)A: A PHY906(500 mg/kg,
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bid, % 0-3 K. 7-10 R)M-FIFEAIE(G360 mg/kg, bid x14D)EIT . %K
WATAK PHY96 T EEWKRAT Va BHRARFTHTEM CPT-11/5-
FU/LV A MARBHENTRMR. K PHY06 #eif iR KIEhiEm
PUREENE, WE 32 Fin. ERAFER-REMIER W R T EUK
WE(HAE R B7R).

)EEH AE HepG2 MR R L, PHY906 Xt £ R L EHLAEE
P H94E A

HTHE PHY906 BRI RL FHERNTMBEENE, €8 14X
A 811 R, 4EHA HepG2 R BHEMAI/PREELHEZS PHY06(500
mg/kg, po, bid)fMELTLLE(7S mgk, qd, D1. 4. 7). WHE 33 Ff
7~ 78 PHY906 BeXG58 % R HLE PR E .

d)7E A A2 HepG2 ME AR R £, PHY906 X ¥) 5L & fe i & v
HRER

¥ B A HepG2 MyBHI/NRARIIA: A)XHEEA;: B)PHY06
WBITH: 5 1-4 R, H/PRERORHE IR PHY06(500 mg/kg); C)¥
SRR RS 14 K, APREREBEAAS—RYSLERQ
g/kg); 1 D)PHY906 FIVP L ERGH: ZEVW L EKZET 30 min 5%
PHY906. KIFEANZE HepG2 R B PRAZEF, PHY906 HEGRYD
S ERREIPUREE T, B 34 TR,

3.8 Bk

EE i 10/220,876 f1 PCT #iF PCT/US01/07353(E 1443 5]
AEXEHSH) BN, ERFEH 38 MEH/RF, PHY06 fEiaR
CPT-11. 5-FU. CPT-11/5-FU/LV. L-OddC. VP-16 KIFiEEME. &
EEBHERETFHRT HMFTER, mRPFEMEDF4/5-FULV.
BRYFHPAREBRNZEEROHRALEY, BRE=ZRINA%Y, 5
AC4HI-DNA IN&YRIER, B3F DNA M5st, BYRHRESEHE
W B TR — A4 & P9 (Raymond %5 A, Annals of Oncology,
9: 1053-1071, 2004; Mathé % A, Biomedicine & Pharmacotherapy, 43:
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237-250, 2004). FRiE FDA #t#E ByPF|4A/5-FULLV MBREVET1E N —&
BITHATERERERE. EEHAEARESRES, RUFMA/S-
FU/LV(~50%) M AT 5-FU/LV FIMNER,

£ BB 4 38 FER BDF-1 /MR, 7 PHY906 X By bHI4H.
5-FU/LV B YSF4/5-FULV BHMREESRER . BR8N\ A
(FHF N=5). (A)XB&EE; B)H: ARDPFAET: OH: H 5
FU/LV %497; (D)A: AR FI$/5-FULV 1897; (E)H: A PHY906 4
i (F)#: FI PHY906 BRI IT: (G)A: A PHY906 i 5-
FU/LV J857; F(H)4A: B PHY906 jnSy>FI4am 5-FULV ¥8¥T. &%
®7%, PHY906 REI3R RybF4aH ByPFI43/5-FULV HLAREEY, o
A E 35 %0 36 Fim. RYPFA/S-FULV BREWRITHRTARFIZ SR
100%BIZhFET-F . R, HIEE/R, PHY06 ANUEERKIET- R KD
& 60%, 1m.H IR B RYFH/S-FULY SRSV THIRE, W
& 37 fizc. BT AEPFIE/S-FULV BITHRsY5, EFHWRTHT
BEFPERTEEPREGETRE. BTRT, AaEkIL PHY06 &2
B TR By R /5-FULLV 5[ E TR, ik 38 Fix.

C.i1iR

FEABRBRET PHY06 Xt B F4H. 5S-FULV. RyPFI4E/5-
FU/LV. 7 FafbiE/BibFI4A. LR R MY BRI EEERE
F. &2 ExR, PHY6 FIi4s&RyPFI4H. RyYPRIM/5-FULV. ERfR
E/RYFE. ZREENYEROTUNEESE, WE 30, 33, 34,
35 F1 36 fim. &REER, PHY06 NMUEEHIET- RIS ZE 60%, T
B 88 3ER B YbFI4A/5-FULLV SEHIBIFE TR R A, WE 37 B,

WATETIR, PHY906 & VUM AR EZHRNALZZFEAFIF, BEC
ZFEY] 1800 SEFH A TIBT B MR, EELHLFBITNELERE
h, XEERPRH—EREENRIMEMER. EPRERERER
Mep, BTHBELHESM CPT-11. 5-FU. CPT-11/5-FU/LV. VP-
16, L-0ddC. BRyAHRIPIIPEINASL, BRI PHY06 Hem Dt
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RITHBRMENE, SlEETRMIET.

NS MHBEEDNRER S, PHY06 5 5-FU HOMREIAF
B, 2FLE. W ERE CPT-11 RS Z, 75/ RBRREER
1, PHY906 5&HFMIE. ByYF4H. F MK/ RODMHBELRSE.
HR B, PHY06 & % & MBUFEWRITAHYRIBITHELR. AALE
™, EFYERISIFSZ PHY06 F1 CPT-11/5-FU/LV. PHY906
FEMBIR. LA PHY906 F1 35 MR B R CPT-11. 5-FU. Rt
R, & AMESREEBRREDNADs) N FHE.

AR BN, PHY906 HIFIRAT ZHEEZEEM. PHY6 {E
FHEANEARE: (1)@EidH%H MDR 33827677 2590 0 4 R ERE
(2)F#] NF-xB & t; ()i MMP iEHE; M()IPHILE KE.

X WG ER BT AR SN IE R AL FF K PHY906 R4t T ZE 4 R
HRIE2FR VI SRR IERIARMEERD, U
PHY906 5 MiR M4 & 71877 i 4 R 1E A

D.B &

PHY906 2 H 4 MARIEHABMERFELHN, EELEY
1800 EEH A Fi897 B B(GDER, BHEKE. HOMKn ., Xeg|fE
FAE#TREMFRTHEETPRAER, NT=Em T aedk. £
F PHY906 SR BA PR, HBMMNNEERE. €8
HIERNRER D, BT T REMEETRE, PHY06 6t EE R
SHETF CPT-11 METRPHHENMERTBHERNEEEN. BX
B, EEhERE. REBENFE/DBAEE G, PHY06 AIHEREF{k
2T AR PIIEIEE, 8% CPT-11. CPT-11/5-FULV. ¥iLE
fe. FiEME. SREE. FHEMIKE. RYRANSEAE/RDR
1. PHY906 % H BE&EXZEET CPT-11. #F CPT-11/5-FULV. #%F
R bR S T E AR VAT 23 ) F B R 3 A . PHY 906 1E
ARV ERLEEN, 8% ATSMHARETF. MRAMBEEM
A REIE. WEH MMP EHRIRT NFxB ®ik. 2EFKT
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WEFREMHIRE G E, UHR PHY90 F= M —3tE. 7 Vila
ShBEREBENERRARY, XTEA®RPLEHERENES, H
CPT-11/5-FU/LV(Saltz F #57%)1E A — £k ¥6 77 S M CPT-11 /EA =
LIGIT, A ZEAFFEABENARBHERPFOESR. EEHF
ITEAMERIRK, LAE PHY906 /2 75 At 1 55 5 5 fh 57 AT 40 Fo %8 28
&9 PR TE .

N3 AR R TR N ST UE X RS T R A
R Bk, MEAFUFELEBEBBEARARET S LKL, EAEBERRERE
HREEMNBRT, TRSHTEMERMERER. 2N FETH
ERFEREXE. HibsEZXE. TR ER BEIHEEIGIAE
NBE,

LK EAHERHTEEEBENER, ANNPEBAFDE
BIRRE, BEABBAFEBEANRERAEN.

RECLLARELMTRBRTALRY, BEREHEMBRYHEIT
H—TEH, APERATEE RN KANENEMEZL. MNA
BRIEN, SENEEBEARMTESR AR RS MmE IR 8t
B, EAERF LM EERERR TR ZERNTEEN .
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