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-[T-CGRAREKE-RA)-1-A&K-1, 3-=— R -F " %-2-K]-3-
G-—RFERE-3-THRA-XR)-R8g;
(2-2-RFBEA-1--— R TFREA--TREA-XK)-TR]-3-
5 AAR-2,3-= R -1H-F 73 R-4-K) -FK Ak F 8RBLAK;
(2-M1-U-=—RTFERE--ZEE-XRX)- 2 —FEARATBREA-T
E]-3-8AK-2, I-— R -1H-RwR-4-X) - K AR TR,
2-M-U-=—RFERE--TARA-XR)2-FEARTBHE-T
A]1-3-8AR-2, 3-SR -1H-F 3R -4-R) -3K B F 8L B Ak
10 -(T-T B R A-1-FK-1,3- =& -F%-2-X)-3-(-—f ¥
FA--TREA-XX)-ABE;
-(T-ZBAE-1-8K-1,3-—&-F%3%-2-£)-3-4-— AT
FA--TEEA-EXRX)-NN-—F R -HBAE,;
-(T-THmRE-1-AK-1,3-=R-F 9 %-2-K)-3-(4-— R F
15 RE-3-LRE-EX)-N-ZEX-ABE;
-(4-TBRA-L - AR - K-l R-2-K)-3-(4-=
ARTARE--TRE-XX)-AR;
-U-TBRAEA-L - AR, 3 &-F%%R-2-K)-3-(4-=
AT RE--TEREA-XKL)-ABLE;
20 I-(4-TBR A1, I-Z A1, - R -F 3 R-2-K)-3-(4-=
AT RAE--TRA-ER) N, N-= F -5 BBk
-(4-ZB R A1, 3-— 8 K-1,3-—&-F 3 %-2-%)-3-(4-—=
AT RA-3-TRA-RR) -N-52 K- A Bk
2-M1-U-=—RFERE3-TRE-ZR)-2-FRABRLE-1-T
25 A]-3-RAR-2, 3-Z H-1H-R I R-4-K) - AR T BB
N-{2-[1-(4-= R FRE-3-TRE-XX)-1-FRABRLL-T
Al-1, 3-Z8AR-2, - R-TH-F 5%k —4-K) - LB, Ao
2-D-RFBEA-1-(-=RTRE--TRE-FR)-TE]-T-
R-3-EAR-2, 3-Z B 1H-F 5 Rk -4-A) -3 A T BRBLA.
30 EeaBfMtmioR T4 0162003434128 . Muller®
AR ER KN 2560/454, 155% K I 64 T-Bb R A BRAK ) 579 <
At d, RARSILIAKYLAE,

27
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ARAMEGT-BEELABRRO AN REMESDAIET XL
#) ‘

EF: YR-C(0)-. —CH:. —CH:C (0) - S0:;
5 XA&H;

LA Co 3 E)-COR, C— i, (Co-—2t X )-0H, (Ci-—3%
AE)-0Ci-—3E), (CoetE)-S0: (Cr—t X)), (Co—3tE)-S0 (Cis—
BE), (CotEK)-Nlz, (Com3H)-NCis—5 )2, (Co—RE)-
N(H) (0H), CH:NSO:(Ci-—3EA);

10 RifeRodk 33 R Cis-te . X, R (C-—RE)FKRE;

RZNRR’. OH. HO0-(Cttik);

R'ZH;

R°Z-0H, &-0C(0)R’;

RZC A, RA-CsX), Cmi)- (Cs-s—3Rbu ) 5 Crs—

15 FER, XX, FX, XAFL;

KETHAGE, Bk, Ko, ERFMHK, €69, X

LEHENEN 2 F

/[OJ\ 0—R1
w NH
o) o\
Ry
/N
Y 4
X
20 Hg.

Y&-C(0)-, -CH:, -CH:C(0)-, S0
X2 K%, —CN, -NR:Rs, -NO., #H-CF;,

28
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ZR (Coadt K)-S0: (C--3R &), - (Cosd E)-CN, - (Co-e3t X ) -
5 CR’, Ci-—3tk, (Co—3ti)O0H, (Co-—3EE)0(Cr-e—E &), (Coum
BA)SO(Cmte ), (Coe—3RAINH:, (Co—BE)INCis— L) 2, (Co
—IEE)N(H) (OH), 2R (Co-a—3RE ) NSO: (Cr—Bu ) ;
WA -Coe—FRBE R, —(Cos 32 X) - (Co-—R R E) , - (Co-s—t2) - (Cs
5t 2 ) -NR/Re, (Cos—%E ) -NR7Rs, (Coe—3%5 2 ) —CHRo— (Co-e—33 2 ) -
10  NR7Rs;
RifeRoA b3 3 A C— 2 X, R EA, R (C-—BL)HE
R )%Cl—s—ffﬂ)i, NR'R’, OH, HO0-(Cis—%tX); ;
RIFRE I LA H, Ca B, (CortR) - (Cr3REA) , OH,
#-0C (0) R%;
15 RZC-—5A&, (CorBHE)-(CreHBR), REA- (Cie—dtK), X
A FE, AFX;
RifeRefl pb ik 5 3 2 H, Cio—3u 2, (Coshti)- (C-e—F X)), X
A, FE, FE, SETAEENHERURF—RBRI- ToR
Hre A K #F AR
20 RoZC-—3x 2, (Co-RA) FE, (Codb X)) - Co-—FBLR), (Coum
RE)-R K,
AATHMGE., BN, ROW. K RHEK. 0. X
WH.

29
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THECHBRG@E THHHHEIL203%30128 .
MullerFARZ G X E KB Pi560/454, 149F X AHN-RE-F 5
BB -R kA iod, HERSIIIAEADLE,

ARABROGN-REAF LT R-ARENSHOLETXHLE

O"'R1
X& o o
N Re
/
XZ Y 7 N_<Z1
X
1 Z, 0/ S

A

Y&-C(0)-, —CH:, -CH.C(0)-, K S0:;

RifeRoi stk 3 30 ) Co-dt X, CF:Hl, CFs, CH:CHF:, ZRZEA,

10 (Cis—32 X)) R A,

Li®H, Ci-e—b 3, -NH:—NR:R«3 ORs;

L H&C (0) Rs;

Xiv Xov XoFeXefiiobdh 3308 H, %, NO:, ORs, CFs, Cie—tok,
(Co-= B EK)Cre—F B E), (Coe—E)-N-RsRy) , (Co—}t £)-

15 NHC(0)-(Rs) , (Co-s— 32 X )-NHC(O)CH(Rs) (R)) , (Co-s— % X )-
NHC (0) N(RsRo) , (Co-—dE 2 ) -NHC(0) 0O (Rs) , (Co-a—X ) -0-Rs, (Co-e-
A) -k K, Co )b, (CotA)- vZ=wd X, (Cos
PAE)-Z o XK (Co—R ) -F3K;

Rsv Rev AR bR I 32U, Co—3E X, 0-Cis—3t i, XK, ¥

20 A, RFE;

Rsﬁﬂvail‘;bﬁ!i%iHﬁCl—é-%g;

RA=R’ sk 2k 5 W R H, Ciobt i, Cre=FAEA, (Coe—BL) - (Coem
FRA), (Cos3E)-NRRs), (C—dtR&)-0Rs, XX, FHA, F£,
I, ER, RERAK, GokAK, RKC3-T-RIRKA;

25 RAETHAMGE, BALS. RoW. hFHEK, 6405, X
WH,

30
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LA FESEG R FTH4 e, E2RHRT:
-[1C-3-ZRAEA4-FRAXX)-2-FEA-BBEA A F &
R-1-8;
-[1-C-LRA4-FREXR)-2-(N,N-—F EA-REAFHBL)
5 TRIF=KT%R-1-8;
2-[1-G-ZREA-4-FEEAEXL-2-FA-BBA A F =47
-1, 3-—#;
-[1-G-ZAA-4-FEEAXL)-2-FE-BB A TA]-S-MA-
F =& 7I%-1, 3-—F;
10 -[1-C-ZRAA4-FRAXRK)-2-FEA-HBE A 4-ME
F = &% -1, 3-—F;
2-[1-C-ZRAA-FTEREXE)2-ZARBRE TE]4-RE R
&5 %1, 3-—M;
-[1-C-ZARE4-FREXK)-2-FERBREATE]-S-FEAR
15 8.9 %-1,3-—8;
-[1-G-ZRE4-FEREXL)-I-FEARBRE K] -S-LR K
AR & 3I%-1, 3-—8;
-[1-C-ZHRE4-FREFXL)-1-FEABRBRA K] 4——F R
REF=E%I%-1,3-—M8;
20 -[1-C-ZRA4-FREAXLD)-2-FEABHBACA]-S——F LR
BEARF =& %-1, 3-—8;
2-[1-G-ZREAEA4-FEREXL) -2-FEABBEA A X [e]l ®
—&5l%-1, 3-—8;
-[1-CG-ZARE4-FEREAXRN) - 2-FEAHZBA LA 4-FRA
25 F=A%%-1, 3-—8;
1-G-RREA-4-FREAXL)-2-FERBA LA -,
-[1-G-FAREE4-FEEAXR)-2-FEABBRLACAI A =&
%1, 3-—8; e
-[1-G-ZRREARA4-FREXK) - 2-FEBBRE R 4=V
30 AREF_E5IR-1,3-—F.
A GBI E T HH 010 MullerFALRTIE
¥ PF T AT FHELSS: 2002530208 RIHEE
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50+ #) w35 60/366,515#260/366,516; 2003 1ATHRRXHEE
5ot E A B3 60/438,450F060/438, 448; 20035 3ASHERIXNWER
W aE & F) P 560/452,460, FIAXEHERIIAEARE, Kkt
WAeHEFE2-[1-G-CRE-4-FRER)-I-FERBRAEAT L] -4-

5 ZBRAEAF —ATIR-1L - kAfPI-G - FREXE) -
3-(1-F &K1, 3-= & F I R-2-5K) - A BL A 69 x4k,

KA TFALRANEERG ERB THAHHA-G,4-=F &
AXA)-3-(1-&RKR-1,3—a/F9%-2-K)-AB KA 2-[1-3-Z
FAA-FREAXD 2-FEHBE-TE]-3-HK-2,3-= & -1H-

10 Fv|ek—4-X}-FAMFEBAE, LTHAHCelgeneN 3], Varren,
NI., 3-(3, 4-—F RAXEK)-3-(1-8K-1, 3-— & A%5%-2-X)-&
&&ﬂﬁuTwéﬁﬁ:

o)
gl

(2-[1-G-ZRA4-FREXR)-:-FEHRBREA-TE]-3-ARK
15 -2,3-=f-1H-F 5| %R-4-K)-F AR FRBEBELA A THFLEHA:
e

o)

o] O~
«J\NH o@
@ SOo—

AERHUAMRATARY, XETURERALAFTATFH
FIXHEER BB FPRAEG TS, B, ST TRAFLGELSY,
TARN ARIA R, AHA A CLOHFELIANIAFTHEAERALE R

20 AANESBRALFEHS.

P EXBEAGFLREIAKRLE, RE'THAKLE " @HEER

B FRAREDOLERAmmRE., TESHALERMRE G

BROTAFRCHNARFANBIAGREL, L0, 4lb,
E&a ii&&a %&s ﬁﬁ-ﬁis W%Fi—&a Lﬁia iﬁzﬁs ?L&a ;%
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M, FHRR, FR®, DR, LK, LL8%, Kk, 4%
— ¥, /M FH (embolic acid) , KB, .

MR EZBMGESHEBEEHEHRTERAOBEY AL, TAH
T & XA BR AL A A 6 5T 35 A 69 A R 3k 69 AR R B K E A AR

5, B, QAHEFETRLGMEB FHLMAMLE, LR
BT, RERBARLEBEUNARRLLRS. 4. R4, LY
AMBOIE, ERAXAHABRT, NN-—FRL -8, RESFR, &
B, —CEE, Lo, FTHEN-FTAEEE), HIAR, FLe
*HA.

10 WELERAGHALREFAKRRE, RE"TH EEHTUAK
. R, RAEEDEF KRIZAA) THRECRBEFE kLA
M AT E Y. WHHEH O, PEARERT, 6%
TERNKBAORS L TEHKBGBE., TEAHKBNE., TLAY
KFHBATHE., TEAHKBORKRE. TEHKEGBK. &L

15 BRTEHKBOBRBRERMBGEERG@BE T 8 M4
H. WHGELEC LB QIEALA-NO. -NO:. ONO. K-ONO:3E 4 49ik
M @B TR ShaiTAY. THBETUEAN N F 4
%, A TXRT#E k. Burger’s Medicinal Chemistry and
Drug Discovery, 172-178, 949-982 (Manfred E. Wolffed., #S5

20 B&, 1995), #=Design of Prodrugs (H. Bundgaard%, Elselvier,
NewYork 1985).

WEZERAGHFARIEFZARE, RE"TAHRKBGBKE",
"TEBHKBEE". "TADKBYRETRE". "TAHKBEOE
BREE". "TABHKBEGBIR". "TEYHKBGHKRE" D5 EiLE:

25 HEBtER. B, ROK T ELES. BKERES. MR, SRE BB, T
A, DATHRUAHAGEDFEHARTUARILSWELH AGKRY
MR, Bl WEAERATE. UAKFH; REDEAAWFE
M, BREKRANECHEHFERILSY.

TEHKBEOBEG L O, PRRHRT, KEXLAE, KA

30 BREAAKAR (WLBAXTEAR. ZBRALCAR. SAZAAT
AR, HABATAE. PREABELCEE), ABAR it
FARKEAE), KEAKALABRALAREAR (P TARAZALETE

33
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B, CAEREAACABPFAARREAA AR, RALRKE
B, Pemls, PBERAREAS P LBRALATAR). TAWKBY
BB EF I, ERERAHRT, KEARLABE, o-RERBE,
EABLABE, PREAAKEAELARE. TAHKBORALATR

5 RHEsless, EIXART, KEAREAE, RROT B, KA
B, BB, RFXARFEE, PREE.

FRAMEERGARRE TFTHHEHOL—NAEAFHFN,
BT AAN B FAAGIHRBSYRETRAGREDH XA
B, XEAROLERAIARFMLEHIELSY, AEREHXEHX

10 HRAW. Hlde, ERXZANGFTRFALS DT TURACESF TR
AFEFTNRENAEBA THFHEDHOTRFREGRESY. ALNA
NI AR AL At sh AL H) (R) K (S) xF Bk M AR T A R K L R
AL stuk MRS Y XEA.

PAEXPEANGFEREARHKE, RiE"ZAFAL"EETRA

15 e he—FIARMEFLERERSZALEGHILEYN
IHRFMEK, Blde, BAANAFRIPOHLODH I ARFHEHA
SHREARERSFRSHHRGTRAMK., BARFHRPOH
AP I ARARRLEGBEESH B AR ERSZLAS LT YT
.

20 BAGIRFHEHODOLIERTHIEEUINTRILESHE
— I ARFME, PRTFHEFINELSHHLE ZARFMEK,
BREKTHI0NG RSB —FF LARFAMIK, PIKTHIIEE
%o IELSHEHEE I ARAMK, REEZREKTFHISH ATiELA
W) —F TRKFMIK, PR TFH EEMELADHETIAREMH

25 4K, RAMEKXTFYHITNITEASHE —F ZKRKFMIK, FIKTH3
FEFWELS BN LT TRFMIK,

P AEXEEAGFEREFTARE, KB IRFHELE " TS
BEAPALERTHOETFTIN LA DN —FIARME, KEKXKTFH
NEEHh, FREXKTHEFUNILES W —FF TRKFHK.

30 W AXZRAGFEREFAHRE, RiE "SR FHe"ET R
EH —AFHFCHUEHGIRARLESES . LM, K&
IHRAMER"EERRBEA - ANAFRPCHLAMHAIARMNE

34
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EHELY.
HiEEEHNL, wRES S QEMNFtZ LML RN EHRIE
HBEFENE, BHNEHBOAYERLE. A5, EREAIL
e — RSN I ARRFRARTH, Pl ERERRTHE, 4
S HMRAELEAG RS EBRBEH QLA 0 ZARFHK,

4,2 B EHRH

—HREMBE_ERARSTAE KL AW LB mEE T4
Hhusem. ik, BoEHARS, RBH ST EFLE AR

10 e F e KA1 —FF R $ AMPDERF B i &,

FoEHANTARE, ERREHRT, IoF (Blde, &RGAM.
HEEk. ZANSTF), XoF, 648H, K, 3K, ZTak,
B, RARF., 2@ TAT. RCZ2ATRENELEA THE.
BRARKE—FREZAMPDERGETEAN BT AR AL AR

15 A. EAadEAe, REAXAERT, HEMN Blie, ZREH. K
A%, RAAH. KEFHH. SRR E. DNA-B T BH4H . &K
EEdral . ZRAHBHEIHN. AXEEFHR. LAAIH. K
. £ ¥ . Aradnosine (AW HN), €A AXAFTR (I, =&
H=FF), s RIPHEH (B, FMHEKR, FET. EREZ. &

20 MAEF), REHN Blde, REFE. FE. LER), BB M (4
dv, BT %A% (tPA). FTR-EEE. SAMBF. KBS, LALLM (H
o, HFEE. #49A. clochicine), A Fi 5 & déy A (Flde,
FACH. AMEHTE. L4 F0D, URAATAFTRGH A (4
o, #AEEK TR,

25 AERALOIEEARRYG. RRERY. FEANEAR. XX
ALEOELEARAARTEY —EEMAETHEREORGEZFEHRH K
REEVNEORNEERFITAY (Flde, BABEHBX). TEARGE
plat, ERXRAAERT, EASEAROARAAHLATHE G A
ERXRAH—FRAEIFRAEAREAELNTAR. RE"FEARA"TOIEH

30 ZRFARAARRAAEABATHAANE RS Y ES T AR (F
o, FHBLGBX). TEBGES e, 128 X 5B TPECLHY
MAEDFBRLSZTOARK, wBIHIgCIRIg3BSINEARMKTEE

35
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10

15

20

25

30

HEAQFRHEFRNRS LB ARG EEGR. 2 L¥l4=, Penichet, M. L.
#eMorrison, S. L., J. Immunol. Methods 248:91-101(2001).
ALPH—FOERALA BRI EAANR TR T mEBH. 6
Jo, STCMLE A TREBLHL WS LR BLEKGLIKO KM
47 % . Slavin®, Transfus Apheresis Sci 27(2):159-66(2002),
TATFARALAZIHEHATE, QERXERHFTE. NEFE. B
BEBRE. BHELWRARUARRXMNE, AREBEHOETH, &
HERAXEHBRT: MHLF;, MELE; MERLEMYE, LT
T; MER¥,; MAANE;, STEREE; “AEE; FXERT
B, KA WAEaminoglutethanf H A H S ; &Z°IE; MR
W RMEE;, RABRKS, BAREE; ARG, FMILER;, &
HEE; a4, RESR, w8, vABERE, NAE
o FEREE,; IR HREFARYE, AEARMHH;, 2R
B, Aalg, RKRBEC, —FTEW;, F8E; FREHR; F4; F
24 FEREEME,; FAHARY,; BRFX; BiH (COX-24#
#A); BTT; BFELX;, W4 LERK; crisnatol FABRE;
WBEBREE; PR, XFedk; RABED;, FaFHERE; B
BHR; ERL4; A T; RILKT FTHRRE; BT®R, AF
B%; 24T MEE;, MEXTERYE, BRAEEF, BREHH4
HMERE, BAagFARYE; BREL; REDY; RALRKRER
B RIVEE;, B4, BERR; KRE%RR;, AELWELBYE,;
RAZ; REIWELBE; MR IT; BEHNTHRKA; REM
s RICAHI; RICAFBERE; REXCEE; B daik,; &
UL, FB A S-RERARE; RFBRESRE, AREE;
RO, BEM; B EHN, THRARK; THAhxERE; X
P, PR 2 HRE; FIABLE, FEAH,; aNTIl(EELN
ENEIL, Rrll2); FHFo-2a; F#HEa-2b; FHXFa-nl; F
#HAEa-n3; FHREB-I a; FHREY-I b, FHE4;, R BE; KL
BEEMIEL; 2R, kv, TEABRMAMBRE, #F
e, BEMk; ROTAME BrERERE;, L EkRE,;
£5%;, AN EmHE; PHREMBEML; THBRHMRE,; AiX
AERMETN; £#EIR; RARSD;, FREL; TFRESH, &X

36
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R, AZBH%R; KTEE;, 238 Fd+%,;, «84af%; A#EE;
ARG E;, 3L E; kied)id; kieE;, AhERIRYE, T
B, wAA; #EEE; oblimersen; LB 4h; RE4F4; ¥
By, BNNARE;, BAEE;, BHAGN;, BREEZFARYE, S48
s By WBEAARE; RASA; T EREKRY; L FEE; £5
£39; vhypdgdy; HEEF; ARES T, A FEH; 2FE
; RFEFXLRYE; w2 T E; AEMRF; KL rogletank
BERAFEGY, THX; vHEXERE,; JEaiT; Fhi;
sparfosate sodium; & PAF&; W4 EREL,; LI IT; F4éh;
10 #RHE; AREE; SRARK; A F%k; tecogalandly; K& F;
A RRAEREML,; BEHE, BRAYG; $T 8, £
FE; Aok Ewd; MY Red; B, Eebek ik (tiazofurin); # i
LA, MAFAAERL, wRACKRYE, WO EMAKRYE, =F
i, PR SHERERE; e SARLERE; RER
15 R DAk, REK, @465 ABKER; AKRKEANK;
KAELF, KERFARYE, RARTAKRE, KATBRARY,;
HREKEBRARBE;, KEAMEBLRY, FXAEAHBRKRLE; 54
EARBRE;, REA; HRHA;, 2T, X ELMLE. LT
REHOIE, 2L RRTF20-4-1,25-—8 K84 £D3; 5-Th-ihk
20 EeL; B4 A; MTEE; acylfalvene; adecypenol; BT % k¥,
i@ in%; ALI-TKERHA; STFRLER; KREIIT;, —45; &
BT, RALBRAR, RFEWE; &%, MAST; Muk(d)
i B ENE; of Ak RPEA; RRHD; FIAGC; antarelix;
RAERNEEEAREG K-, RERE, WHMREH, R,
25 W(EMW) WEWR;, AXEEZFH;, MERTEHTRARYE, ok
ATEBAFH, ATRAIHM, BL-R%HB,; ara—CDP-DI-PTBA; #
R PLRABE; asulacrine; M £38E; FE 3 JT; axinastatin 1;
axinastatin 2; axinastatin 3; F[3L3)3%; azatoxin;, & f B £
B; XRAEXIII4TAH; balanol; @ 535 4; BCR/ABLE A ;
30 benzochlorins; XFBEABEXEIWEN;, P-ABKITLY,; P-
alethine; PB-clamycin B; G AASEL; OFGFW#|#|; b &M; b
AR, NAAXLEHR; WAL, bistratene A; b IF £ #;

37
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breflate; R It 8l; # % #%4K; buthionine® A M5; 454 =8,
calphostin C; BMBATAEY;, £ £ %] (canarypox) 1-2; Fitib
R BB E-AX-=Z; REABRBA =; CaRest M3; CARN 700;
REMTAEQWHHN; FHRH,; BT ORBEHH A (1C05); FAHE;
5 REWE KB, HHML; chlorlns; KB -TaRskBEE; §F 75 £;
NE-vhoR;, ZERR; RKRFEMY; L FE; collismycin A;
collismycin B; combretastatin A4; combretastatinF] 2%
conagenin; crambescidin 816; crisnatol; cryptophycin 8;
cryptophycin A #f % # ; curacin A ; K A K & &
10 (cyclopentanthraquinones) cycloplatam ; cypemycin ;
cytarabineocfosfate; E MMM E F; cytostatin; X E2HK; WH
fe3%; dehydrodidemnin B; & #K; EK#; dexifosfamide;
B EE,;, A MK, Y8 ; didemnin B; didox;
diethylnorspermine; —&-5-fF; —K¥HH, 9-; —A L E
15 WX (dioxamycin); —FKEXBFEAIT;, 2 HH; —+ -5, %
#8)3; ARRLKFE; BRBEF; B XASB; duocarmycin SA; 4k
AAEH; RERIIT; RRBF; REBER; RALAR; HF
W, LEBRR; AMEEL; Rk, BEITEMY; BREHR
HA; B ERLA,; R RIGAFBERE,; KRB LEE; &
20 AEek; EILEIR; F AB; EREF; EAER; flavopiridol;
flezelastine; fluasterone; #MiA4E3; fluorodaunorunicinit &
#y BB A BANE;, BB E; BE3IT; 4ltexaphyrin; 4
&, MBWR; MRZBL, QRBREHHN,; THELE; S0
FR¥7 %I #; hepsulfam; heregulin; S - ZBLAE; 22 MmE; 47
25 WA, FRAE; B¥F; FRIEMR; FLEW,; 755340,
AKX Ptjazoacridones) B AP Lo, KL, %750 % H
B, REEHARBF-1%4hivld,; FHRERSDHN;, FTHE: &
A&; BFMW; REEHE; ipomeancl, 4-; FFEH; FEEX;
isobengazole; isohomohalicondrin B; ##4& 3] 2% ; jasplakinolide;
30 kahalalide F; lamellarin-N= Z 8 %; 2 /K A; leinamycin; %k
WER;, FEBEARYE,; leptolstatin; kthed; G hRivs BT,
BhRRFTRETFTRE, TARKRBE+ZF,;, EABNK;, Ak
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shedt; FIFTek; AMRBEMY,; FRHE_BI; FRE4aLIYS;
lissoclinamide 7; %48; MIABMBML AR, B4ibhEt, R
R BRER; BEET; B51RE; $hie#E,; #texaphyrin;
lysofylline; &M Ak; £324; mannostatin A; B L& 4:; L&k
5 AA; maspin; RREBBATHHAN, RRLEZa%FHHMN,; £
# % /R; merbarone; meterelin; methioninase; P & F L M; MIF
WHEIN; KRAESW; KERBI; KLdF; 4B NERNA; KLk
BR, —REFEy,;, 3 TEEMY; KICEBE; nitotoxinR % m
FeA KB F-2¥FF (saporin) ; KHE®R; % FiT; £33 %,
10 FAERK, ARDEREBREE; LBEBEAR /R A+RI S I A SKi;
XAy, 2 ERBEHARWHAN, AFSENBHHEAFI-0957
H; RRAAEAM; nmycaperoxide B; S AHE mlBRRMp;
myriaporone; N-acetyldinaline; N-IRA &K FBLAE; R EHIK;
nagrestip; & B +*f44£F; napavin; naphterpin; AR3e3) &
15 R&k4h; REFWE,; BIBM, PHKEAS; BEAHE;
nisamycin; —RARKATH; AEAARALEAHN; nitrullyn; 06-F
A &R, ReAK; okicenone; MR FH; BARIM; L4H%;
R EME; oracin; WRMBEE T T4, R54, LUH%E;
R #)4h; oxaunomycin;, RAEE; FHELAMY; FHEATAMY,
20 palauamine; palmitoylrhizoxin; P KB$BE; panaxytriol; t4if
K% parabactin; ¥AITHIT; 3FT4ABE; peldesine; A ZAs;
"% 8] 4T ; pentrozole; # fME; it AEBLEE; ¥ % F8 (perilly
akcohol) ; phenazinomycin; ZBRXKE5; BEBRBSEGIv M), X4
FA; ABRERELRK; wRILE; b £ % placetinA; placetin
25 B, HEBRBEDWHA, HRSW; 4, H-ZBBRASY;
RIERS ; KRAEEE; Beoh; AANTREF,; WA METL, Y
Bk alA; ATROANLAADH; BORBCHHA; Eas
BeCH A, ME (microalgal); B A MBRMABMEEHTH A, &
B RALB I HI A, K4 E; pyrazoloacridine; whBEfe T
30 mEFARACHEESY; rafBHA; DL, TEIH%, ras
EREAZOREABEFEAMN, rasiF S H); ras-CAPIWHIH; MHFA
ftégretelliptine; Rel864R B Mok ék; BREX; H WS, RII
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rctinamide; AL A& rogletan® A A F4L4%; rohitukine; ¥
¥AK; FHE L %; rubiginone Bl; ruboxyl; #3:X; saintopin;
SarCNU; sarcophytol A; ¥ & 3 &; Sdi 1iE#dp; HaiT; %
EATEGTHMNL, RERRBZFR; BT840 EN; 584258
5 FH; LHARLLSEH; Bievh; FAH4EAL; borocaptateshy; X
A T84; solverol; RAKBFLELEE; RAW; sparfosiclk;
spicamycin D; 3£ ¥ 3] iT; splenopentin; spongistatin 1;
squalamine; F@RWHH; THRHSEWF H; stipiamide; &
ARAE®HHMA; sulfinosine; R E M b £ & MM AKHE KA ;
10 suradista; H3EW; NKBR=8, SRKAHELHE; LK IT;
RREHFTFACH; FBEIIT; LT IT; tecogalandy; Hmi;
tellurapyrylium; 3#4 K% B8 H4#H; temoporfm; # B iAH,;
tetrachlorodecaoxide ; tetrazomine ; thaliblastine ;
thiocoraline; e/ MRAME; RbeDRKREREHEY; MRKRE
15 #; REABREREZSARLSIN; MR b dH, RTRBEEL;
ethyletiopurpurin 49 ; # 35 3L 98 ; titanocene = . & 4 ;
topsentin; #FKF; 2t TaRiL kB -F; BiFvsH, £9F
Bt; triacetyluridine; W® L K; ZFh,; ¥k, HLH
B, T F MK, BARKETH N, B ABRBERLWYHAN
20 (tyrphostins); UBCH##|#H|; BHEXXAE; SAEEEMENE K
FBF; FMEBEZARERA, REK; variolin B; HA4KR, &
R X BTk, #EF I, veramine;, RE; BHFBHF;, KAHE,
vinxaltine; vitaxin; R&E™; LFEHFE; I R4h; zilascorb;
Foig S e TH B, RAENWABHALEEANEMPDES FRALTHK
25 ROFREHY, tlde, FTHhE-2, BEAK, %, IALT, £
1% &, cincristine, ARG EXBME (B, BHA, FRAHL,
TTAA, BERA, REATHA, KATHA, FTEARGLL), ¥
Bedw R, B AAESEREF, ZTREAEBEFHAN, AEFFRL
M.
30 BRI MY KRB EHE, RRAXAHERT, b4 STIST,
imatinib¥ 4 8% 3 (Kantarjian®¥, Clin Cancer Res. 8(7): 2167-76
(2002)), o A FTEB E M P AFHAELLSH: 6,245 759,
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10

15

20

25

30

6,399,633 . 6,383,790. 6,335,156, 6,271,242, 6,242,196 .
6,218,410. 6,218,372 . 6,057,300, 6,034,053, 5,985,877,
5,958,769 . 5,925,376 . 5,922,844, 5,911,995. 5,872,223,
5,863,904, 5,840,745, 5,728,868, 5,648,239, 5,587,459, FfH
Xy eLARIAEISRS. KA HBWFFHHNOE, 2EARA
MeF, AH4EBCR/ABLMtAR R JL'C HMPDR B 4 B 34 £ 6 B4k h e
B AR EIPHEH A, Hlde, ST1571, FeinatinibFARME.
FEIFHEEHEMNG RO O, PIARHRT, M RIP
B SN-38; topotecan; 9-F| A F Mak; 6G6-211(GI147211); DX-
8951f ; IST-622; rubitecan; pyrazoloacridine; XR-5000;
saintopin; UCE6; UCE1022; TAN-1518A; TAN-1518B; KT6006; KT6528;
ED-110; NB-506; ED-110; NB-506; #= rebeccamycin; bulgarein;
DNA F 4 #54-#) 4= Hoescht dye 33342 #= Hoechst dye 33258; #A @
4t ok MRBT; & BEBK; coralyne; P-lapachone; BC-4-1; ¥A
BEATHRAWNL, ENLY, &b fiTih. RN, 4=, Rothenberg,
M. L., Annals of Oncology 8: 837-855 (1997); #= Moreau, P.,
%, ]. Med. Chem. 41: 1631-1640(1998). THA F AL WA F kfeln
LHTHERNBITEDYEF AL, ATEEF A
6,043,367; 6,040,313; 5,932,588; 5,916,896; 5,889,017;
5,801,167; 5,674,874; 5,658,920; 5,646,159; 5,633,260;
5,604,233; 5,597,829; 5,552,154 ; 5,541,327; 5,525,731;
5,468,754 ; 5,447,936 ; 5,446,047; 5,401,747; 5,391,745;
5,364,858; 5,340,817 ; 5,244,903; 5,227,380; 5,225,404
5,180,722; 5,122,606, 5,122,526; 5,106,742; 5,061,800;
5,053,512; 5,049,668; 5,004,758; 4,981,968 ; 4,943,579,
4,939,255; 4,894,456; F= 4, 604, 463, F—AH AT ANMEH RE,
ik I B R A €36, R REBRT, DX-8951f, Ri#H
B, SN-38 i T AL, Ak, @b, piTH.
EREAHBBWHAG L0, 22 R F, R115777, BMS-
214662, (%zi& & X Caponigro, Anticancer Drugs 13(8): 891-
897(2002)) , AR Bl A TXE A ANF AL 6,458,935,
6,451,812, 6,440,974, 6,436,960, 6,432,959, 6,420,387,
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6,414,145, 6,410,541, 6,410,539, 6,403,581, 6,399, 615,
6,387,905, 6,372,747, 6,369,034, 6,362,188, 6,342,765,
6,342,487, 6,300,501, 6,268,363, 6,265,422, 6,248,756,
6,239,140, 6,232,338, 6,228,865, 6,228,856, 6,225,322,

5 6,218,406, 6,211,193, 6,187,786, 6,169,096, 6,159,984,
6,143,766, 6,133,303, 6,127,366, 6,124,465, 6,124,295,
6,103,723, 6,093,737, 6,090,948, 6,6080,870, 6,077,853,
6,071,935, 6,066,738, 6,063,930, 6,054,466, 6,051,582,
6,051,574, 6,040,305, X EEEERTIAKEDRS,

10 EREZPAH—ALHEFTEY, FFBRHNZHA FMPDARF %8
BHA., B, AXEZFRTARBEELAGSAES, KR
CARERTHERBAENFEBRETREEBRLYETOR. X
FHEARNEPOELRATAHRT, ATEEHHAFHARL:
6,277,832, 5,998,596, 5,885,834, 5,734,033, F=5,618,709, Ff

15 AXEHLERIIAKEDRE,

BREPANA —ANFRTRF, F_EHARZTOR, Ldk
B, Ao EARGEYS, £y EZae K ALIL-2, IL-10, IL-12,
IL-18, G-CSF, GM-CSF, EP0, KA HHEFEMRETARIINAY. £
—EHEALT, TEARABEARAARKRAB R HA, RHLEGC-CSF. CM-

20 CSF#=EPO, #ldv, ERERA F @Mt Fik$, R4Lik4& A G-CSF.
GCM-CSF#=EP0., EHR A EHRFTEF, A BARARAKREEILT
FERAHHREE LYRK, EMNAMPIERX PR EIHFLHITE
A R e L% RN R,

XA CLIEREZRAHRT, rituximab (Rituxan®), HREFX

25 ( calicheamycin ) (Mylotarg® , ibritumomab tiuxetan
(Zevalin®), #Fetositumomab (Bexxar®).

AREAFEGERTEY, FEWHNRTAEMDES T4
FREABRGAREN DB L EYEY. I BEGGERTMHE
BIEREB L H6,432,925, AR A AZ.

30 EREAQGX—ANAREFTEY, FoFBHNR—FHEBAMPDE
P WIS AEGEN., AMPDEE T EAE ARG EE, LE
THABFECMABALEZREZHTIHERN. AMEEAREHGH A R
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Bkt FRAAALTALFRYESRFETHDAORE B, IHHH
AEFRE LS AL LR+ #6,225,325, HAERIIAEALE,
TAERLAALAEAHREENOELRRHRT, A TELE
+ R AT AR K. 6,096,300, 6,420,391, 6,326,205, 5,866,332,
5 6,458,349, 6,420,378, 6,399,664, 6,395, 771, 6,346,246,
6,333,309, 6,331,642, 6,329,497, 6,326,378, 6,313,129,
6,306,393, 6,303,646, 6,265,427, 6,262,053, 6,258,779,
6,251,882, 6,231,893, 6,225,323, 6,221,873, 6,218,412,
6,204,364, 6,187,287, 6,183,988, 6,183,744, 6,172,112,
10 6,156,733, 6,143,738, 6,127,406, 6,121,320, 6,107,520,
6,107,457, 6,075,015, 26,063,814, FiA XML EW®I AHK
AHEE,

4. 3% 57 Fade B F %

15 RERAN T LT, BF /R & LUMPDE Fk. B
ERERA, XEEAGRE"LF "Fo " " Q30 K —F
REHEMPDA X ERIFRERGZELERBMR .

EMPDA X RO ERREHBRT, kA, BE, F4, )
B, BFy, &, KB, £5%F, kb, AHHEH, BN X,

20 BEEARH, sk, b, R0, MEE, PEHTRAR,
PRk fo s o AR, MK, RE#HMkK, HALRE, S+ RFiA,
FAERTHR., ENPDA XN ERLLEROELEIRART, HE4
BR—HHXERABORAEGEH TREGE DA BB ALEYT A
(Blde, o@mfRit K m, &G @053 dofo /XK fo ) 483+ 23 M)

25 HAAETAREEKRIKber-abl A E, ARG BHRAASRR LA BER
ABa@E, FEROGLERHES G LABE, EXHFFTLIIK,
EAMRKIBKEZOG RN BT HTH, AALARKFTHL
WHEREaR SR LN EMAT. REFHERE, XT%
RAERIE" ST "RIEAEMPDEREAZELULEL Y, R"HAE "L

30 MAZEKRERAZINAEA, HHAMLFMPDARZI T EHEM. B
FAMR, XEZRAMYGRE"BH"QEECLZELEMPDH & FH
BEMPD# AR A, K EOL B L IMPDH EFRIEERE M1,
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Fa /BT TFLEZMPDE) LR F &9 & 4 K AMPD,

RENOELT AT REA R LAk X MMPDH B 9 F k. €
ROELARELENTCLELFIMPDEEE, UEARBETERLH
WHMPDH EZ 6k, BARFMPDHEEEA FROGBEREAA R

5 FHBARER, Bit, RBER, TRHEENEZRELSEHRFH
B, REARE P ELRTHFT ZRTHERNS.

EfhRE, RERHFT LoD TRHESEA —FREFHEY
MPD#) & & 4T &AM B 6557, FTAMPDEAN G RBRTF, A K
Srmfeie $ & (PRV), BREAMAE DKM S PT), MEFTHMES 0K

10 (CML), ARBRERHAHTHALFAE (AM),

AEATGENFG HOQIESTHZRTRE T ZIMPDH EH (FlmA)
BUAEREAEFRG@BCE THFGY, AL THANE., A4
W, KW, IAFMK, s, RWTH. FRHELHOEE
SN, BF, SBH60FM60F A LA BRBIEISH A, B RAEMPD

15 REOMLAEEEHLRLL G Tk ELH.

AREZ\AH—ANAREFTETY, ATFREZAAEGRILN, k&M
B FTHHEHFRENINELERAFSRL1E L2 410,000
Eh, A—B—RAMNZRAA, AFRKEELE X FUSTFHH T
A, 2EARL, BXNEREAURARFIGANTHAABHA. L4

20 W, BAFELEREZRERYHIEALILS 0008 4, F LMK,
HHERAHIOE LB 42,5008 0, HFRAHL100E LB H00EL, X
H100E LB 412008 %, RBERHLEALDNYL50E 5. ExtE
HFRATENE, FEEBERAEFLTLUARKAMNE, LFRAH1E
B 2,500 %, wRLBHE, REEZTHERESWERL, X

25 B FEHEXAH200E LI L5000 4, RFREAHNERAXE
ASTFFHMNERA.

ARG ERFIEF, 3-C,4-—FAAXL)-3-(1-R K-, 3-
SRR R--R)-A BB T I LS R 4400, 800, 1,200.
2,500, 5,00010,000E AL PAAF oA ERA.

30
4.3.15F —Fmhemse ik

AERARHEANFTROELA: DALBH B BOE TG
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10

15

20

25

30

#, RETHRAHE., BHRLH. KoY. sKkFpHhE. 624,
AW, DB _FRHNRERALY. RAVHLEELAKLA T
FHEBDOEBRAEREZPPATFG (R, b, 941, F_5%
R EGEPERKLAFERT AT (B, #liodg4d.2).

ERHEZHEAFTEY, —HREHLERG @R T4 5%
E—#HIEMHAREGT. BH. ARG THRRISTHEEERGH
AR, FREAMBGRIIRRALAGLEFLBRE FHHH
DERBGEBEFENHERESRER, BH A RRT, G#H
BEFRETEE P, REZFTRFEAKE)NHFE.

MEELAABFEHRG BB THHEYFE N TURE
KAFEIHEA R HARNERESF. ATFHEETHRANGEKY
RAGRESCHEEFRBETERMNELY (B4, ERFTINE O
MASEJARAINOB)FRRETHER, BN EOE FE
HHHRAGERNERRZ IR, ARTALAZ _EHARKRLSHK
AR RRRERABBEARAAR A48y, RN, #lde, Plzysicians’
Desk Reference, 1755-1760 (# 56k, 2002),

E—ANREFTEY, F_ENHNEHRARRTHEA, FX—X
MR, ZREAHAAH1-HL000E 4L, A5-HS500F %5, H10- %4350
EH, REHYS0-4200E %, F_ZFHAGEARATHERETFEA
HELAREHH ., LT REFGMPDE XA, MPDH 2 EH AWK, WL
BAEXALFRL BB TFHHEDYERANL T EL Y EMER
MACERANNGE, E—ARENERFTET, F_EBANRATH
-0, BEK, MAREE, Zf/A=#, STI571, imatinib¥ & sk
2, DX-8951f, R115777, k&%, T4 E &, B R hums,
FTHE oA ETARLTHRAL-SEF 45, HAIK. BEAKRYE
REAORLALH500- H1500E 5 /K, AR DBERBRT
500, 000/8% 7, R4k beis dm et 3 1K 2] <2000/ 4% 7.

4. 3. 25 BH7F k—RAEH

EA—AREFTEY, KRBV CLIE—FEHF. FB o/ REE4IMPD
WTk, FOEEBHETRLEALARLANREL OB T4
Bdh, REATHRAKE, BHLH. Ko, SEKFHEK. 004,
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KW, PARALALCRFTTEGFE, WPDHEFETFERANE
FeiuE, BAHEMPDH —EMBRARTERELA G LRELLE, T
ATHREZII AR TEl. $hFalefNETHBHE. KA
RAFERBEE THHEDFRBHEFZORASRAREG LT
5 RSB EAKA. AXR, KAVSABHRYHRETFHEHHEF
HEABHEMR, SANEBHETE—RATFELAMPE & A0, T
ARBAIGXBRAGRE. REAAABRG@EE FiIv4 s
AEBHBTEEAER, ARY EBHHEANFT AL AL EREY
XBHEMHIE A GVID) £, Bk, AEABOE—FHLHF. B
10 BiAe/RIEHMPDE T &, ROBARF R, Bih. 5B LET 4
.k FaRENRETHUBEZIT. L2 PRZE, 2F &5 (4)
WA)ARL PN R FERRE THHEY, RETHAGE., AL
#. KEW., THRFMIK, oW, RITH., EOAFARELAF %
P T EHARNLR HaririFAF0254 2R THER
15 WEBFE A FH60/372,348, HRAFNAEARI A LE,

4. 3. IPEIRIF ik
ERXREZHRFTEY, RAVHTABAE LA NRABRL T EE.
PEIRTF R QLI RERN —BENN, RESL—FNR, T4
20 XMMAFHER. BRFETARKS F—HXEFFEHRBHRY
A, BERFBK—FTENEER, Fo/ R EHTESL TR,
Hit, ERLAH— A HIZHERFTETY, REAVHEBERER
BFHHAHFERRNE—RFoNEAAI-6A, REBLE—AR
BAE. AEXALZAAE AN ER/FGTE. LBHKE. Bk, X
25 RPAMA—NMRHREEARFTROE, 5EB6A LD 4 BT
B, RAXALKFERGBEE THHEHAER E S HBER, XL
AX—ARENERATEY, FALALBRG@MEE FIF4 Mk
ARABMBHER, IHGEAPKEERERLUAE —EZRAINE
AFEEARHNERETGEMN,
30 B—AFARTEFT, REARGEEM 00 E T4 3595 X% A
HELRMHINAIA, NEHL0.1-K150E 4 /K, 281t —F
A
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EREAG—ALEFTET, RLAAGAFEDRE TFTHHEY

Fof —EMRBRSORAER, E4-6ANBIRTEY, L UAKRKH

ik mOE FH4 s, 30- 600 4ZELUR —FHAS.

BEERERAYH—ANERFTRY, H—RAAHIS4AQRAN, &

5 HHRARBRLUARLARERGBRE T B E —EHR

e, BE, EMEZLULELSBFTHEIRTY, BEREKEAHAHI1

- UMK, ERERHL-BHIABKR, REEFRERH4- 43
MNEER,

10 4.4PpMo it —F AR
HHBLHTRATHEEBNE—2LHA, KAWGHHEL
HFRBCHELFEGBRE THHNEGH, XA THANE., EAH
R, Kedh. THhRMEK. €4, RiTHh,. KLRHHHus
HFa R BT A QIE—F R 2 AR A .
1s AEPNHH B PP RELTROE —FREFHF s ER
Ba. B, RANKGHHAESHFHNBDOERLAFTAFHEHE
B (B, FEG@EEA T4 548, RATHAGE., BHL
B, KeH. THRAMK, OGP ATH., #E_FHRY). i
A ERRTHEFAEREAFERTLAF (RL, oy
20 4.2),
REPHE—BLGHRBESTLOR, B Bl, K. £TF.
A, 9. XREM), LFH (B, XFT. #KA. BR&ERE.
LA, RBhBkA), ERAGEARNLESL. NAHEPOELRER
RABTF: AM; £h; KL, vlekBriRE; ALH,; &74; #
25 8 SR R BR AEHN B, BAAHFREAAHN); 2
A, ZATFToORIABEAEAASEEFTHAEANYE, GEREAN (4
o, KRRXIFEKBILRERN, K@Dk, RbERKEKRILR), KR,
Fodef];, EETEMIILAETHRAMNE, TUAEHHARUAR
BELTHHIARNGRENEY A BRI, FARIAZHE
30 4K).
AEXARMBEAER. BR, PEBVBEFTHRRETFEMNGAE. 4
o, ATRERREAARAAANBTACS, WA FRELTIRHHG
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FBEREG—FHRXEFFERS. £, EHRAFNBTUE
SR TAEAMRAARGOBRABVRKR N EHG—HREFHELRS,
ALRHOAEGREIMBYGI L CHF KB KILKRE, HF A
RABFEARAR R A KRR HALY, £, #4, Remington’s
5 Pharmaceutical Sciences, % 18#3&, Mack Publishing, Easton
PA(1990).
RBG BB PHNY OE—FRSHBRBAH. £ 54 KEH
S BAARGBEARARRAART A4, ERLAPRALER
RHGES., REOABBHARETELSTIIANSEHALHRAE F
10 HRETFAABXAAHFLBE, L0EELRRT, THH
RELETEENFTXN. #lde, ORANEYE, AN TRELSRELATF
BRI M BPHBEN. FEHORBHELSCETLTREREATFHA
TREGEMRS. b, REBEBHN B, X S5EEF K,
THRAMELXEEZMLRSNIBE. QEMIMFBRGERERIFHNE
15 HRINXMmEHSBHEH. Bit, REAVOELSE, RAFWE,
BV ELBGF)ACLEA-BOHHAS DY, ZERAHK
BRI "EEH, WRA, IBNALEETLREALKR LMo
TR ERER,
AEAXRLIBHAABHTRAOUIERFEL A RE A, £
20 F|F, #lie £ B (USP) 25-NF 20(2002). —Hk, RO
MBS HUHF EMENRTHRAYG T ORELRSY, BAHN/HE
A, BEHN. RAGRSLBOANB OEFTRALY>, AT |,
WML 6 iy, Fork g B4k,
AEPAHE—FTOHLLFMRSUAREDBESHFHE, BH
25 KTHRIREXBLGHEBER. Fli, HTRAEZH L ERHMR
RELG ME B A, oA K (4] e 5%) 4 b A 30K 305 A 8
FARGYAMRLERBESZH. AN, #lde, Jens T. Carstensen, Drug
Stability: Principles & Practice, %24, Marcel Dekker, NY,
1995, 379-80R. FE L, KiemRAFLRELZRNLLEHYHE,
30 B, RARFYHMEATHRREFTEEZY, BAKLSF/XITAER
RAFE. . X, B4, XE, AL FEELES Y.
AEPHRAKGEHBAE B AR BT AR AL KR EAKKS
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B FEKSRAKBEEFHHE. wRFGTA4E. OEf/3B4
HBEFLMLESREKRSF/ABTELEBN, GRILBRFE VS —FF4
HAOBAP B ERR> WML hF R BLiL R K.
ARBGHBEWNHNEFHELZRFECRFLAKRGHF. A
5 b, MAKALSY, RARARHFLELRETKOMHHOE, U@
BREMBBOHALZLHRFTANE T, ELEHOENTH Ol
RARBT, AEH, BH, LLHNEFXB WBl, THR), LE6
®, RHEFOLR.
AEAPHE—FT AHELA —FHAEHERRKERLRIIBRERY
10 BB HASHFHB, XY, EREZATHMAS "~/
F', AeELIREHERT, REAAN R IK LB, pHEL +FH, X
BE A+ A .
BBEAGERED—H, HEPERRSHERLAGED &
SRETEANARE, HlmfarRT, FAHNVRLFELGER,
15 28, RAARVHGHERZAL1I-41,200E L9 F Q2B H G &
BT 54, [IATHRAGLE, EHLH. KW, 24KA#H
R, &8%. RETH., ARAHBZARH1, 2. 5. 10. 25, 50. 100.
200. 400. 800. 1,200. 2,500, 5,000310,000F A &5 F L5635
Hemi B Firalthd, RATHMGE, BALD. KoH. 2
20 RFHMIAK, AW, RAH., ARHTHEARFTETY, KAHHER
PAZ9400. 800X 1,200 AW B QIE3-G, 44— FEREAXKE)-3-(1-&
R-1,3-—f RS R-2-F)-F Bk, EHNHAB AL EFH1-4
1000 55, #5-4500F %, H10-4350F %, RH50-4200%
AP _FHERY. SR, BoEBRASHERATRARETFEA
25 W RARMEN, BLFRIEFGMPDER, FeskIH 0B F v 5B
P EABRBANLTFELNHEMELGFIIGERANGE.

4.4. 10 fRA A
BEETUORARAKL A BHALS D TAUERANBAL, o2
30 RIRTF, AA (B, RA), KA, BE, fR&K Fle, kR,
BANPOLHRZENETLARSY, T TRELRARBERAR A4
M H 3 H EH &8 % A0, Renington’ s Pharmaceutical Sciences,
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# 188%, Mack Publishing, Baston PA(1990).

AEXPHRBVYoRABNZELIRNEFTREDEOH AR ELRSL
52— HBEANBREIANG RSB ARALSE—REHNE. £
BREAANFENEX, BEMNTAEEXEHGHBX. Fle, &

5 SRATuoRABRAARLFHNABGREN 6E, 2EXRAHRT, K,
—Bf, i, BE, BRM, BERN, HER. E458A T EAKDRA
BB, K. AA. BE. PEAGBEHN YL aEER
AT, RE, B, BERLRE, HBHN, BN, BEHN, &
AR, AR A .

10 BACMERED, FFARAFPKRERARA A GO RESHE,
AZIRHBEATERNEBERREHN. wRFBYE, AR TURELTHAE
HARKXERFTEECR, AFMNAETRAEALETHBEFTE4HE. —K&
R, BHALSHFAHNDIBIREERSEREEK. @o#H
BAEK. RALHIREFRRS, REWRLEHNHE, S

15 BMABYHFBHHREHEHN.

Blde, T ATARBLEAEIRBRHNE. ERATREATEZY
MAWBPEE OO ASBX, Al XRAFEG. LT 5REHNR
SHERRSEHE, BHATUREI AT SOMNZ P EBEGH
RRWAH 5 W W RAR R 6 RSB HATIEE L4 &

20 TRAFARALARAMNBGBREAN G EHOEL2ERHET, #£4
M, AAKN, BB, 2BFHN. ESRTHHELHFHNN T
oM OLEEARREHRT, 2ARD, BAFEYN, RALECERY,
PR, RAFEROMBRP TG, HEMRM, HER, LT
RERRE, BRARREFER, ARK, 4544 B, TR

25 H4d. AEFEHRE. RTALLES. BTAHLEN), RT
WABRE, FRIFRE, THLORY, 2ARALTELLE (4]
do, 2208, 2906. 2910), #AEH %%, L RSH.

BB EALELEHB XL REHMBRT, YUAVICEL-PH-101,
AVICEL-PH-103. AVICEL-RC-581. AVICEL-PH-1054%4 4% /% (4% &

30 FMC Corporation, American Viscose Division, Avicel Sales,
Marcus Hook, PA), FelR&4. EAK&F54H £ VAAVICEL-RC-581
BEUMRUTBREFRRTEASGE T NGRS Y. BHHEKRMEK

50



03825763. 7 oo P E43/48W

ST ) R F A A 6L 3EAVICEL-PH-103"F=Starch 1500 LM.
EERATREAVAFHE DAL HFHNAE PHBEANGTH &
HFEAZREHBRT, B, B B, FEIHLK), HAH4
E, WRRAELE, HIHBELN, 4L, HEBR, A8, U
5 HABER, B, MBLKRY, PLRAY. KAVRHHELSHF
HBEHNAAANBENEEETABHELHIANREHLY50- 299
2%
ERZAGDGHFRABRA, RAREANBERE T KIBFRE
TIEAFER. QCARZBEBAGANTROABBRET SR, &
10 BERVBEBRMNGAMNUNATRRELAFZHERABRIE R A
FEHFHTHE. Ak, BERARITRKSILRAIH. R&FR
FIEBEERERI BRI ENHEBAN R REAL AN EKR O R
AR, RAKARMNGERMERSEXERAARE, A R4
BEBBEARARRALAEIRERE. RAGBEHELHERL0.5
15 -HISEFUGHBA, KREH1-H5EFTUGHBH .
TRATAEXRAEH AL HFHNBATHEBRANOCEELEIRER
T, FEBR, BRR, BRE, BAHLE, IBBTRAGEEH,
RRGEW, REawkdr, THLLATLHH, DHEIAE RS, &£
CRA, BB, Ry, i, LCHER, LeH4
20 &, WK, RERAY.
TRATARAANB DAL HFHNAESHBERTHNOCELIREHR
T, RIS, RERE, b, BREF b, Hd, LB,
HEBE, RL-8, Le—8, B8R, AHAARS, oy,
S h (Blde, A, HTFTh. Rith., STHhE. #B8d. =
25 Kb, fedih), RIERE, HRTE, AHBRTE, XK, LR
M. BN EE R G5, Blde, R AR (AEROSIL 200, W. R. Grace
Co, Baltimore, MD#li&, BR M AR A MZEXEH (hDegussa
Co., Plano, TX44%), CAB-0-SIL (M — & tba * &, HCabot Co.,
Boston, MASE), ot REYW. RZXAEA, BENYETAHE
30 AKTEMAIANAHALHIANBRALH1EEY.
AZXAREGE AR RAR IR BTRG@RE FHE 85, £
RIKE, ML LE, RTHURERE, HIER, BALK=_HL
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A, PR,

4. 4, 23E iR B H A
AEROERRY TAARBERER T AKXBIRAABEERK
5 ARRXRFTARMBMEARIARN. EHCHELEREHERT, A TLE
A RE ML, 3,845,770; 3,916,899; 3,536,809; 3,598,123;
F= 4,008,719, 5,674,533, 5,059,595, 5,591,767, 5,120,548,
5,073,543, 5,639,476, 5,354,556, #25,733,566, F—A~¥ Ak
SINEARE, AFMNVTHATFRE-—FREHERRLSYERE R
10 REEH, LKA, fleEAXTEALEE. LECHREOARK. &
A BERE. BEBKRE. SELRE. BB, BRK. K.
AAUEORRBEIRAHGBEAIAB. AT RAAEKLEGIERK
L, ARARLEEBRRARAMSHE LN T EBARS, OEKRL
A A GARE, TUREHHLEE., B, KANOEELFo
15 MREGFE—FLHHY, gldefaRBRT, EATFLEBKXGAAN. BE.
BEBE. LA,
iR REBRRGEH R —AERAHE R, R EFES
BXHRSRGENBWATE. BRGR, EBDSTTRAGESR
RKAHZRELSN, AR EETRARVNOEDDRRERLEY
20 MAAESKXREFRAERL, TEBRRITHELCIEHHERLR
K, MERERK, FREFMEHER, HI, SHBXEFTAH
THRERFTRGERAXLECHN, fledpihiKE, BT
A¥aE (B, RADKAHRALE.
KEBZEBARTMETRBENBREETORIT LA D
25 MEAERGEY (FRRS), REXRFTHAIHRBRAECTENH
PAEKEON A BHRARFSAIABTGHEAGKE, H3TELHA
ARFEEGHWRE, BHLRAKERBBRARB BRI Y
HEHO TR EMANAPEE R, EHRIOLHBKTIURE
MRMIRE, Lo RRT, M, BE, &, K, AichEE
30 FHREY.

4. 4. 3FMSh AR
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BHSMBTABEEFERLTEE, ROELART, &
T #BRA (GEkERE). WA, FohkA. BACNEEASE
FREEESFRAHGH, B, FHIIGHNBLELEZLT Y,
RALESELZARAZINEBHAEE. THIINAYEHOEEER
5 BRT, BERATEHNER. AEEBRABTATHE A G ZHA
REGTFRER., AERATEHGREN. LK.
TATRBREZ\ERIHBAGE LS HNTAF KA BEARAAR
RUZEXFT A4, 663, 22 FEHBRT: EH4 A KUSP;, KAK,
Bl e RFEF, RAMHESH R, Ringer’ sz &Pk, FHEHB LR,
10 #HHMWARAHESN R, RALRENMHRinger’ sizfR; THK
REONK, HlefaXBRT, 2B, RL_8, RA_B; Fi
KA, BlfaRBT, 2RW, HFHh, A4, A, B8
LB, AEERFAE, PRXTRYE.
EmEEZAFAFO—FASHERRSEBREYGLESH LT
15 PASIABIRAAGEMIIMES. Hlde, KMBEALSTEDTH T
HmitBEMEEE FHEHEHDEATEDNERKE. 20, #ld,
£E 45,134,127, HAERIAKEHSFE,

4. 4. 45 3 Fo R ) B

20 AZXRHB/HFFEBRAN B OELITHRT, REHN, LEM,
B, Lk, REA, AIARBBERATIHEEHX. 2L,
%4, Remington’s Pharmaceutical Sciences, & 1638 f=185%, Mack
Publishing, Easton PA (1980 & 1990) ; #= Introduction to
Pharmaceutical Dosage Forms, % 4 )R , Lea & Febiger,

25 Philadelphia (1985). & Fi6y7 v BE A #5 BELE R 64 F) & 5T W4 Be. 4]
AT K K O IRBEAR ) T K.

EHABH A (Flde, BEFRHFEN ALECTATFRERLA G
HORARFEBRADGHRREDBRARLEBERARAR KA AL
W, FTERATLZHEHBELSHIAANDBKAN NI ER, £ 4

30 BX—%, RBHBEHNOEERRART, AFHBHAER. Lk
KRBEBA K, A, TEH, T8, A8, 1,3-T=8, AR
RERAAE, RARAEAE, Fhh, LR, SNALEY,
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HFERTHMAM. RAFZHE, LTAHHEHN X EBAH A Z
B mA B, XM HI RSN E G RKFERA 40
#, RJA, #ld=, Remington’s Pharmaceutical Sciences, %1640
185%, Mack Publishing, Easton PA (1980 & 1990).

5 T AR Y H A AN R 6 pHiE, A Bt —FF K B A IE R AR
Sty KMk, HTRB#ER, TUFAPFEMNERGHEHE. &£
BTRE. RFBEE, KEY, PlrRERELTARAZ B4
SHIFNBF, ABRAAREKE —FHXERHEERIOERERF
MR, EXEE, BIEMREST AR AT A 6B AAN

10 AR, HALCHIRBERA, fotkhBE BRI 5 EHE
fl. TR ERRLSOGE. KeBHRENHTATFH—FAS A
FELSHE M.

4.4. 5K &

15 BE, RERHEERS AR ERFI R AME AN LEZLT R
. Bib, REAP\OLEANE, SR LEAEAN, SNTAR
T EHBANELEFHEMRS.

AXARLV YISO —FANA A BRGBRE FiHe 5
H, XA THRANE., BRI, KoM, SKFHIK, €29,

20 HWH, RAATEHEANETUR—F QI FI G ERRS, H
WERRTF, FHE-o, £XK, TREEF, =HL=", ST1571,
imatinibF A8k &, DX-8951f, R115777, k& ¥4k, 4%+, &
i, AAHEF LERGRERIAITA S, REHBE. FiE
BRSO EH ORI REHERT, KRAAFTAFHRE (AL, 4

25 4w, ¥494.2),

AEXAHEMNETAR—F CIERA LD RERRLSHRE., XFF
BEGEPOIEERRAHRT, 2HE, B8, BE, EASE,

AEAHBEHNETRE—F M T4 09 200 R okl BT
RATA—HREFERLRIOTEHERAGNR. Fldo, WmBEEHRK

30 SRERATHRIAATLMENRARGOBAAHEX, NEKMNETU
CHREZLINAHNEHES, LEPERASTURERLFBARELT
BEBESNARAGABRENALEER., THAGNTH A LIERER
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BRF: EHBAKUISP; KAMFE, Hlefe iR F, RALHEHR,
Ringer’siz 4k, HEHREHNAER, HEBHFLRLHEZHAER, ARSI
B H i dgRinger’ siEHR; THEKRBEYHMR, HlfeXkF, T
B, Re—8, RA_8,;, FEXKMHA, #lErRT, 2RH,

5 ARFb, AWK, THRE, HRLE, NEERAAE, FPEXTHR
¥ B8,

5. k24

ATHREES—FEALAEALARRABRELLH.

10
SAHBERZAFEFHRR

RIT—RIEBROBEFFERFHRR, AAFAFRERE
T H H % KB AT G IE KR,

MdE B A DL, X EAFRARE B IR LRI BRI A B AT,

15 HEBBF TR THEMAEME (Good Laboratory Practice (GLP) ) #9
K.

AR R, AE-G, 42 FREXE)-I-(1-AK-1,3-=4
Flk-2-R)- ARG B EEZER, QIELHIAEBEEGFHRILE.
HMEERAI-G,4-—FHREFXE)-3-(1-8K-1, 3-= & F %5 % -2-

20 R)-ABRBREFASH@BRETFIENER.

FHoh, EHF EHT-G 4= FREXE)-3-(1-ARKR-1,3-=
SR %E-2-R)-ARKY L HEENE, F—FHAsHt
BCORKM B AEARKAMNEINTERARTY S,

25 S.2AW e R T e A R
AARPBMCAA £ 2 R 6LPS-# ¥ E, HIMAREI-B,4-—F K
AXE)-3-(1-8BA-1, 3-= R A IR -2-1) - A B3 4 & £ TNF-a
3% E Muller¥ A, Bioorg. Med. Chem. Lett., 9:1625-1630,
1999), R X EAKLPBMCRA X A& o tgLPS-KI B, 3-(3,4——TF &
30 AXRE)-3-(-8AK-1L - AR5 %R-2-R) -ABEA T #HH TNF-a
FAEWICHMA,
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5. 35 EEFME

ARBO¥HE EMEI-G 4= FREXE)-I-(1-RRKR-1,3-=
SR %-2-£)-ABRES S hETftENEGBR. RAHLNE
SR QR/MER/H), —HRBKINHEGANRA, F—HEKINE

5 A EHI-GA-—FARERXE)-I-Q-RAKR-1, 3I-= & 755l %R -2-
E)-FH BB (400, 800, F1,2008 %/ AF/KR). EMANHERLT,
-3, 4-—FRAXE)-I-(1-RAK-1, 3-= &A% %R-2-K)-ABEK
RAFHHN ERZEERBLH SR RAERN, KARNRES IS
4.

10 BB, ERAHHNET, 3-G,4-=FHRAEAX
A)-3-(1-ER-L,3-—EF9%-2-K)-ABRKEFEFH S g fort
BEAAAR .

XERINGIFAEAYEXIANALRE, EXEHEGERLHA
HEAFTERRALALARLBAN—FTH. ALBRTLHEERRTSL
15 FHHMARAERHITER.
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