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WEAHEER, RIEAESR, NRK, BEEK, ROIGEEMEHRE,
B(ZHEME - R OIEE)ERY, EEEY.

5. MAER 1 RERNL, HPiTdmREeRNETEIER
EREREE, BB IGTRIKERER, FHFECREEEREE, RAETFELA
WR ZRERIREE, BT ERHRIEED .

6. MAER 1 ks, Ht—F2E8ENTHREERDIES
AT B AR A IR EAK =

7. MR ESRk 6 FpRERKL, HESHEIRABKKENNEZTEY
0. EA 10 EEX% R RKREKE.

8. MFIER 6 WA RERKL, HAPARRERENTR, W, &K
W, OEIEIVE, BRENE, FEE, CSUMERIRE, R, PIRAik, RIRW,
ERE, FRAEE, FREAER, BREEFEAFHER, RREL
wE, ROEFER, MERK, ARK, RIGEAERE, R(CH
R I - LR OB AR BALRED .

0. MANER | KRN, HERELN 0.5BREHTZXK,

10. K%, HAEBFER 1 KBRERA.

11 RFIER 10 RE, Hit—FPREED—MIEE TIRERK
AR WAL, TEAREREE, WEIERR, LEERH MBS, SALRFE,
ZWERR, =8k ZEER, URESITEMRE.

12. #HI&BREAMITIE HEE:

a) RALEE FER
b) K vE MR LA 1R A 5 R G R 0 BREE BURRL,  H I K
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SEREVEE
i) BHLUTEMAMLEY):

BEAE EEZNE. BRleY. B8Y. KeWEETH; LA
X
i) W, K, BRHEBEY:
c) A A IR B AN vE M R4 VR S ) R FE BUBIURL BEAT TR T AR B &
AARBIRURL; AR
d) W% 2B A K BUKL I in B 7% L3R 18 F 2K BROML .«

13. RUFIZ Kk 12 19773, HPREERDRE MR EHEKT
Py RT3 A ) UKL B0 1 0 K TR AR T

14. AFFK 13 770, EP Pl s K & F A pH (E
FEL6 24 9HTBEA.

15. RFER 14 7576, EPPREtEms KEsEFERE—DE
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17. BFFER 16 B, EF1ZENE BTl iE R K& FE W
FEFTRNAESE OPENRRAKREEEBEFEL 25CTRLA3STH
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18. MAEK 12 7775, HPIEBRIRR SE R EAZTIK .
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K43 o
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HRAMERE D —FBRIER 1 BRI
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R R IR R B AR Bk & L &

AR A

AR B K F & H P T H B (Ixabepilone) (4 A< BR AL o 32 (i —Fh )
EMHRIRH T iE . AR R — TR R TREEREE
B TE I TR T VR

BRBOR
B MR R AR IR &9

oy bR fF XM TAXOL® M1 % & & = 1F H
(microtubule-stabilizing effect), Fik, X R EIETAMM EHFAREE,
i, RAETEESHEEEEAEERRARELE(S A Angew.
Chem. Int. Ed. Engl., Vol. 35, No. 13/14, 1996 #1 D.M. Bollag, Exp. Opin.
Invest. Drugs, 6(7): 867-873, 1997),

HE, BN A T8 & RIB AL 5E & W 6 R
StEEFERNGYAESY: BHME, ARNEERHTEO. L3R
w, £8. FT. FERN. BEER. EFLB®Blw, KK T #BkA.
BEAVEST . VA AERES Ik A)ERE KA A RIFIEL. By O AR 57 A 4
FHREHFMEEATELESSH, B, EEH DRSS, W
H, ORGHTELIFEREAFINREEEATR. ORGAHRSE
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FHIRSEIERE, FEMARERERNEEHARME.

AR & R vb LR L B (v M EFE & 5 T1% pH EH B R),
SIEHNNGR AR, B NHERRRZ M T). BB B E
272 /0. BE pHEAA 13, MaHEE+T =85 =hME )
f pH {H7EZ 5-7.2 EEW. EHE, FUNHEEERARERN, 7 pH
H24 7-8.5 EEAKKBERTHIREEKER. Bk, FINHEAKE
WS T, SEEEREE, TEREENE T IR RESEBT .
ORRG AT, U N HER AN EERE THEFRY N EELE M
[ A BT T M R A 2 1 R IO B R R /M

EEEF 6576651 S aF—MOREAFW NHERTE. 7
AT OREHFY IHE, UAOREH —FfaZieyye g
HER R RN E ). B FIZ AR T RFYL NEZ W, RANEZ
B . FTATFR T EERFEY MR S H 2 3L 3P0 5 [ i s
REERFL NILEKER RS, THETNNERITER, oMk
£iE. R, BREBEM pHESFHEANTRS ANHEL. b, iE
BEGFELARRECAY, HhRXEHERETMEMFETHAE
H. FIBME-FORABEUAL-MATTANERNORSAFD N
LLBE R T %

—FhE Ry M RE 5 B EAN 7= AR 1 B B
AP . R B E By mm BB BERRA, F I ER
T UKL b A LA LU & B AR BRI, BR, Y IHER
Sy — PR Y B R AR D TU BB AR AT TR 7 IR (B 1 TERLAL T V%)
FEF B I8 BA (B Y AR PR AL B . Bl tn, W RETR B R R SIARE A
LA YRR B IE 92 00 T £ 4 B3 18] BT B ARG 22 40 B 38 R R S R IE X
B, XMREENSEIFAEZNAUNEERNRARE. TENL
o] ) A B b b T AL B R AR b DU RGO VA SRR — R A B
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VR VR ) & B b DU T R i AR Bk AL B 7 2% Rl R B VR R TR R VD L ER
BHILK. BE, FYNEEKI/SERMEET S THE, SHES
FiEt. TENE—FH&EFFHY NHEDREKEETE, T
HAEKMETIE.

AR R AR — PR AR 00 7 ik, B T5 R AT R B B R
WM R LR . o, ARPIERMA MR, HE&H
F O ke A IUEC B BN 75 R 45 AR AR A2 40 371

KPHNE
KEWRT—MpREN, K4 @R\, RE&ER
TR LA R A B AE BT % BUBURL_ERNEE R B, HAP, BridiEtE iy
BESHEY NSy LR Et. Hial. 86%. K&
PEFT Y HE-MEESMHET; URESEITREE RN B,

TR & RERRL K 7%, & RIRAR K EE, LLRIBIT e
BHEHERRRNTTE, REENHFERITNEEORSHZBK
BRHIL .

25 5% PR VR 4R U BA
& X
LA 2 2R 3070 DL B A 50 B ) 2% bk R D R 3

" MR A A WA R PR F Y N % BT
ZHth. WHEY. BeY. KAWL,

WMARLH AR, "EREREKRTRERESOTH4EERIK,
RERDLTHIEE%K, BEREANDSTA2EEXNKEEAEYNE
BEOMAEY."ERLEARE KD "REHEELFIERE 02N TA4
BEE%, MiEA 0 BZALTHIEERY, BMAN O EALTH2E
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EU(HEAEWEERITE).

Y N REMHE . SR 5 REATTREER 6365749 Bl; %
E % F| 6518421 B1; %EEF) 6576651 Bl; £E%F 6605599 B1; 2%
(£ H 6686380 B1; F£ELF HiEAL 20040024032 Al; FIEELF
BE A 5 2004026254 AL(FH B H N ALK EF T HL).

EREXTEFV NHENBRIN, HEaHTORETEH.
FAAKBR AR & B A ARIBURL, HA & A0 B 1L AT I8 2 LA _E B 5 1
HEURBEIRBREBAK. EERSEZREBEFD IKESZD—
FRRE g A A v UL (RAE R & F T & TR, ol Ek
FiEW)TFAK pH B RCGLE® B LS 3/ 19 1858 2() §1 34
BF. BRAEEENSERTER TR SEE RN AR, &%
R LR LE B PR EE o B R IE RS B AARERAE N
/NRE S AR A BUA R T TE I T T I 89 B pH 1 L TR R R
TUECRE, TR AEAE BB B MR AR 3E .

RBENESHERKAENESGXKEA. 2aKNESE
Bk, HCER AR EERR BURL A DU DN TR B o FURURL A 45 AT
EMRS BN L EZY R, B, ERANEE, flw, @z
EEMEYRGEW, PEIE. ER. WERAYER, IREHAEY). £
Wi, EBEPRET RS —FEZMHIEHERN . BRIV EIREE A
HpE kL, BEEERRETEE. BERBANFHERERER,
Hla, £ 0.lmm-4 Smm JEE W . &E KRB ES EE
Nu-Pareil™ Spheres NF(Chr. Hansen, Inc., WI) F1 Celphere™ & iR £F
Y% & TR (Asahi Kasei Kogyo Kabushiki Kaisha Corp., Japan). % . 74K
BRREE, Fli, £ 10-80 EE % EFRBR, LIENY 15-70 BE%E
TR, HEMRER 20-65 EEUEFPH R RENEEHH). I
i, EFBREREASKS. BEiE, EREREEST 3 E
B %K(ERERBNEETH).
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2 W AR TR A & A BAE fTRE FUBR_ ERTE R D B . 1E IR
73 2 T IR TE 25 FRAORL Ly AT DLAE 2 FRRRL R T R R 2, IR E]
BB, SEMRE . EER R T 5 e S o 0 A 7E AR BUBURL
b EERRURL N F/BREE BRI LR o ARIE A 20 A T BURURL R T b
I TE AL JE

EERSEEEFY MBS A2 L2, BHEY.
BEY. KEVETS. RTHEDNEEZS, EESS B EEH
BEEL—FEEFEENGEW, JUER). £ MEETES, EEL
SEFAEFVLIILEURFDINLENA S EFEZHE. BRE
Y. BEd. KEVEWAHKREEY. v, EEgsZUaesFEY
NMhESHFLNIHEGEYHREY. FUNLENELEERRA,
B, 74 0.1-10 EE %, EANLY 0.2-5 EEX HEMIEN 0.5-4
BEX% AR ERTE)GEA.

ETER T BIE IR G . RS AR H LS E VD LB o I3
TR B A A/ SR EEERSERAR . EE1E RS
B, B, ek IR WERGED, BERE, WA, ARl EE,
ORI R, FLPE): RASEHMMRECEW, Mk, BERM, FE
AR, RTEGER, UARLHBERREFRPVPREGHE5HERY
G, ROBEMESE/R LR O GEE(PVP-PNAYFLRY))); 4R
(Fw, CEAYER, RREAGUER SRAEFEFER):, RO _E
DA R g 2R 1 a0, 1E S B RS Avicel™PH101, Avicel™RC 591,
F Avical™MCL611 A4 &= & RP i, (FMC Corp., PA). Al —MEk %
FAFMEHFATEERSEF. TEEEEERIEFHN—HMHRE
FAER AT MM, HEFMEBEN . R E S, Fla, 4 2-80
FEEXIEERSE, MENY 10-70 EE % IFHERSE, EEMER
20-60 EEUEHRSTE (KO RENEEWHE). Lk, JmERSE
LR EREKG.
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PR K AR BB ZEBRKNBR I AR . BrAk 3 AN AT B BFE
R (B TR SR, H pH ENT I)FRIBEMER. £
B pHETOEW, ANGTErmiEi), Bk a5 IR IK
R N BT G R B & pH LI EHE pHEKT LA 4.5, LiEH KX
Fy s, HEMNEN pHETEREEL 5 2L 7.2 Z[H.

R BAR HE LT ELETE, B, BREEYOED, BRERE
THEIRE, RIBRLGERRRES, 4R CHRIERE, WHR
HERY, RREFEFER LREFRHRE, SIFERARRILEY.
EENRERBBILEYRISEH N Budragit™L-30-D55 YK M5
EOR), HESFEAFRFERGRANAKBRZIEUFERES CERERML
{ER%1:1 X078 H2 2500000080 B FIEY HIEALLEE 30
B 9% [F A K HE 4y B AL R . Budragit™L-30-D55 54 /K M 4 BUR
i Rshm-Pharma Co., Germany H 7=

ARERKAE, B, 4555 EREXHAK, ENA 10-45 EE
% g, HEMIEN 15-40 EE U MRFEB RN EE ). LigH,
B JFOBURLSE Bt EANE KA.

ARG E S KW, &, B8R, Fisl, HEFAR
A .

BRHEAMEREE—EREENTERFNEEEND R,
AN T iEE RS B S BR8] K E4K Z (subcoat layer). IREKET]
BAUBEERSETFRSFEYD IR SRETREGED, FERRE
BB B ROEMRBER/N. fl, BREMNTEEL 0.1-10 E
EURBARE, MENL0S-SEEXREKE, BEREAN 2-4F
BEUNAREFEBHRENEETH). BRKEKZERE AR
By, PR, FESRGEW, ENE, WAENE, GIEWE, WE, UEWRE, 31
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PE): RAEE R EGAED, FMRAK, BB, FERAHEE, BT
EARE, URRZHEEUREREVPRADEEXBYEEW, B2E
Fot g SR B/ LR ZAREE(PVP-PNA) LB W), SFHEGEW, RS
fx, BERNEAER, BREANEFESER), RO BEURKEE. K
BREUOE-—MEREZMEER, FWRI-E, B2E, FER=
O, ZZBMHEMmES, KR _28, B-R=TEHLESY.

HE—ADEBTRT, BRERAEN TEERS ESBARZ K
MAKE, EHEHTET, BRENTEEL 0.1-10 EE%FK,
Wik 0.5-5 BE %R, HERIR AL 2-4 BEE % (3R ERA
BEEWE), Nk, REXKELFR EREKS.

AR BRR AR B S ey R, HiEwm, FE, BET SRR
FEE)o

£ AERRBIPE ST DT B P, B AR ERRLSE B EANE K. i,
RN EDTH 4 EEB%K, MEADTAH 3 EE%K, HER
WHDOTH2LEERKEBRENEEITH).

P AER KL AT F K e R n, 1A%y, BEARER BE R R — A4k
HE)EE MM R IR AR H _EFE BB KR . BRKE 7T F) DAV B A Bk
[51) F) 2R R 1/ 3 sk 2> b 3 i Ak B b A TA) B e

ERARPR—PEBTET, BRENEE: 2ERKMBRSE
BRI B 2K

ERRKARNE LT RT, BREANEE: BB, TEE

EFMA ERNREKE, SHEERERE LMEERRSE: URE
B B A

12
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EARWAHBE=ZK/TRT, BRINEE: SEROPR; 1§
EELEKMBR EHRERE, UAEBEZBREBK.

EARRPFENERTRT, BRENEE: SEITNNEE
RETBORL, MEEERIN EE - REOKE, URKAEEREBKE
EHEERS B MEARZAKNBHN ERE —RERE; ULAEE
Z AR B B AR

FEARRPFME LT R, BRI EE: 2ERPBAES,
HUBURIINEL & 58 Z M IR R ) B RBE MK KGR, K
FTENBRHENEREEN TERBKNSFEER D BEZRAE —RE
KE: RSN TEEBRNBH SRR AR ZRERE. B
HIEVERL TNV LR, SR ER RN HAEY. €
Y. KEWHITY . BF, BoMAEEERDI TN —FAEE
YRSy, B, BB FHUE.

2R BR B A SOk P T O R R VD U EL IR BR BB TR, ERTE
SEHZ T HEFH . RAFYINLES TEK, TREEESS
WA EE T TSR, BT, R EAHAEEAFNSNES
Tt RS

FEARR B — AT T PR — R B & AR IRRL R TR, HERE:
a) B2 M E FUBURL ;
b) BiEME R BEY SR MEZE AR L, K, B
iR E e E
i) Y LEE, RENY EAERZNE. BRED. B9,
IKEYET 2y UK
i) B, K, BHEIEED:
c) HRITIRHEINE E B RS E R HEAT TR A 2 2
ARBRAL; LA

13
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d) X% 464 B BURL I I A A LA IR 18 A ER L

FEARR B\ GARTRR B E T ET, EERIBED R TR IHE
#, R HERATHRE—REGY. 8F R, WENBERHZITRE
RN BEY S B EMEFHERICRE .

EHRSREYEEEER, KRAEMRSD T HFD NHE.
FEERSREDIAATETEN. K. RSP RFED TLE
MR, B, WEEMRSREWR S FYD I BERUR 2 8 T,
KEREREYFREERRER . EHEREE, flan, EEREEw,
FEE, 2B, FARMRAE) URKNE. HES RS TELR
EHEW I HBETER. K. HHREYPMAESG. £&m, FEND
REY AT b TG R R0 B KR 45 770 7T LU e A
BRI, OKRIBEAYMAS. BF, BeLMEFY Iz ST
WEFIERER . K. RHBEWPHIRBUKRERER . REGFH
HUMREE B (E I, BLOHEE8 B SR IE 4 2%) 58 Al -

E—NEBHES, AR RERRE L E LR EEF
WS RE G B I FE R BB BTG . PR, SRS BFE R R
PR KRR IR, HA S o BT RN B g 670 JUEE B RURL
KENRAEKTY 50 EE % /KFEER —FEE MK E B EE
(FHAENREEWE). &M, KENMREEEDY 65 EE %K,
FiRE AT DL 75 EE %K, BRMEHEDSY 85 EE K KFKME
NREETH). FY NHEBR K KESEZERESES KT REFD N
b B 2 B f B s /D (R T R0 ILEL BV R &), BRI T P G0 TG
W 4 P AR BN o0 R SE 2R o VE TR RS B K M B VR AT SR A B YD DL B R
5 T 3% SRS &5 I K AR KK L S PR AT Hl . RPN
b 8 SR 5 T 34 RS 45 7 AT F K 55 4 38 B 7K B W R 7 LA fRT IR P 45
Ao BE, RBE LIS EFD TR UL B AE G vD JUEE B R BRAE IR
SR RATMESERER ). FYINHEMEZRSTXNEEE

14
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¥, B, NTFL 1000 Ok, REA DT 500 ok, HEER D
T4 250 Wek. Y N ERESURL AT A AN E TR EE & . o) INELER
G REISSEAIET, A B BE)ATFTEREEF 6689802 7. & 14 AL
S BEFHATAE Y 1-50 EE %Y TUEREEK, &AL 2-30 EE %
BV TR, BEERE NN 3-20 EE % FY I BURGZE R
S BEREZTE). R, EERS B EERN pH HEY 6-9 2[4,
WIETEL 6.5-8 Z 18, HEARIEEL 6.5-7.5 28 FHHEBD BFRAT
A SRS, Ewm, K, BOGEEw, REE T EUR
SNTERESY): MK, A pH ATHGEEW, RESHZE).

it 48 70 AT BAZK VA R el ) RO R 1

FE—ERAES, BEERSREYWAI RS, ., 2130 EE
% B/ —FRRE R, RIENL 220 EEX BO—FME R, HEME
R 3-10EEBUEL—MMERGREERTBREDEETH).

TE TR R TR A ) 5 kG G RV RO RT AR 2 SURURLAZ 3 1Y [R] e A 35 Bk
AU I B FE FUBURL b o O URAE R 4% 4 DU R FURURL (] B SR SR 4R
I E B, BESE, MR 1 B2 18 & 0 8 BR i 1) R0/ Sk i B R
VA M RS B TR BUBURL I i 42 60 4R B R

BRTETESAKMPAEI KRN, ¥RERTRESHT
KIBESYWHEMBLERKTN L, BRESYTABRBREEER. 7
EEHLHUFEERPAAMREFRARERK. BREEVESTHE
LKA G KBEFREBRED TR GLREFERE, fla,
BR(FEMREE), UWERAE. A/ FRERSWEKS - L
KEBEBFMBEY. BARMEBABEABRTNEER, &, [
S Bk B 4 BB T BRI GE W, KRR RY S BER) . BE, B
BEMTAT AL, B, 4 5-50 EE%ARME, kAL 10-40 EE
%ERMBEBHRKBREDEETH).

15
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A 1E 00 B AR VR & ) 53 (B A1 /B IS AT TR UAAE RV S AT /EK
HE—NEEFER, THRLZEEELEN 20-70CTREAMADTERESS
B, NFY 50 HFHBEEMADZREE, T4 20-40CTEEN K
YIPRIR RS, LA KB LARBBRIF B /KA 2R

Al {F R R T, Y& ERIEN (tangential spray coater)
B, E 5 B BY ¥ 25 Ml (rotating pan type coater) LUK IEMEFR BIF W E 2
SRR b, F/ECE A ARIR S YW S B SRR E .

AR PRIRFENT 2 —F T AV ACBURL (8 G, BRORL), RIESBIZE 2T
BT ERERE L. AN TRENAEZRFREEHLATESRR
f R T OB B S TR . BRI R R, Hp,
KRR FER, MEERGZ. AN, @HEESRMOES
T RIORL IR WA TR 2 IR AR IR JE

EARRBP—ANFEST, REEEHTHREHFD NHKERNS
S EMRBKRNHNKE. ZREBLHDRENEZRERGE®D, W
BEER)THG. REGRORSABRERNNE S TH5R. £k,
B 2 /D —Fh B 7K M o LA VR 6K Ji 3 o i AR B R 8] 1Y) 28 SR A R A/
B RPN R BEIAR AR FE. B, EEmKNE
VIFEBERENRFEL —KF L, FHERE 2 DU R BEM S KT
KRG VE, BABKZMESZEY .. EYNE/KEY LA aERER,
ERgERS:, MRRRR, &R H MR, SAMHH, ZAEER, =%
fE(triplamitan), =fERERE, UARIBHI ZE L. B EBUKMEY ML
145 Lubrital™ ¥5 N7 (Penwest Pharmaceutical Co., NJ); Dynasan™
114, Dynasan™ 116, PL & Dynasan™ 118 ¥5jii5li(Sasol North America,
TX): ALK Compritol™ 888 ATO ¥ il (Gattefosse Co., France). L%
RIBR K M B R 1 A K

16
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SER

By LR R ERE N . BV BT H BIGT 2 MEE
FETBEEMEER, RaHE, BARTTIRRK:

JRAE, HAEEME. B, &hE. BB, HE. ME. PR
B OERE. BE. TEIUE. PRIBEL KRR (EESRREHRE);

SHRERGKELME, HEFEAMMA. SHEKEH RS LK
(acute lymphocytic leukemia) . & ¥ Wk B £ 40 fg ¥ B M § (acute
lymphoblastic leukemia). B-41 fEf 28 . T-fRIMERE . EREKHKE
J87 (Hodgkins lymphoma). 3IFZE 78 £ Kk ELJ& (non-Hodgkins lymphoma).
R 40 Bk B 5 R 4F QK 298 (Burketts lymphoma);

-ERE RS ME MR, BRSNS RE B R R YR 4

AR B I
HeE, HAEREE. KEAKRE. miik. MaHpE
LB E o

IR EGSNEME RGN, REEEARE. SHEEE.

B R VREO R, HOEEAYERR. MaUlRBERNERE: UK

-HekE, HEEERE. BN TRIE. AIREE. KR
. FOIRARIEVEE 5 BIG R .

Yo LR LIRT R T E VAT AR B H U R BRI RAE R
JTTRENEE . ARANITESESY(ERFERRIA) R TH %M
B EMRIEVRT P . BAh, B ARERKLTT A LY ST R [ SRR T
i -

PR DLt B Y 400 780 1 B B A, R R M i R RS T AT Y S R RN
SRR A SRR . XYL BT A R A B TR T s E BT AR
RNMEEER, EEFMEART)E WM E M E K (retinal
vascularization) <RI R LR, RWTER, HERRERTR,
% RMEMELLAE, I Mk % (restinosis). 4= K .

17
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B> R K 5 Bk 30 4 72 7 M 40 i B8 T (apoptosis)-E X T IEH
RERENASTFERUIREXREENABEEAMILTLRE. BIFHEHAM
T RERENEH S ARERNRAIE. SMaYIENEFE
40 PR FE T /A 5 )T E LAVR ST 2 R NS TE IR 1 40 I AE T 2R B B
B, HAR, BARRFREIE S B % (precancerous lesion), % X
AR, MEERE, BHERURNAERARSHELERR.

F A% TR AL AR BT 5 e A T AR (R BB O AT A BA 4 FVR T R R IR
T4k ) — R H S AR . RN S AU E S0, g,
DA R B R 2GR G . bRk, 5 H A H, ST ) — R i
DL EVWBITFI(H SRV N E S & F AR HEZER Y Physicians’ Desk
Reference(PDR) ™ 7R 8 & B 0 AAURE AR AN Rk 2 I & .

&, BARHFAA S e Pum RS 9 R 5 BUE IT R AE
BHTMEERAMIGITE SR AN ES AL ETER,
o1 o B P AN/ B LLYA T R E s AL e B T T R VR T AT, (A B
ZESH. TAERAMERENSAREEAYNASHE T, ik
BHE _MAYWR AR THEY NEEGE G2-M i A #H/E )M A/EH
HRBEABAROARBNBE@ W, SEREER. ENSHARE
MRS ETE, (BARTF, AFIGEM, & IFZ(nitrogen mustards),
FrEETEIREE S, TWAY AR 2K (nitrosoureas), ZIEFWREH =FM); A
WA, ER ST F (folate antagonist), PR M ZELLH 5 e LE 2R 1U4);
FLAEZEGEW, VUK E & (anthracyclines), H3E%E & (bleomycins), %
% % (mitomycin), & 7 i B & (dactinomycin) LA X ¥ -~ & £ (plicamycin);
EEE(iE a0, L-KABLIGES (L-asparaginase); %62 B B B
#|(farnesyl-protein transferase inhibitor); ¥EFI(E M, ¥R IEE, M
WERPUEE, BEER/AIEEE, F, NERABERIBEREN
#], octreotide acetate); BB IRFI(E W, ecteinascidins BLE SR LI B
WD) MEREFGEW, KPELSE (paclitaxel(TAXOL®)), B
48123 (docetaxel TAXOTERE®) ); HYTEFY(E W, KHFELEDH
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2K (vinca alkaloids), 3k 52 F1% % (epipodophyllotoxins), Ty K428
ZX (taxanes); ¥ Fh I BN F (topoisomerase inhibitors); [ — 4 2 -
F A BN H| 57 (prenyl-protein transferase inhibitors); AKX H & Z7
(W, BER, W-FEM(procarbazine), KFGIH (mitotane), 7~ FHFH R
f&, RN EESYEEW, N4 (cisplatin)F1 K #(carboplatin); LA X EH &
HAAPFERSHREEF ARG, SN ETR, 2EETF,
SRR S R ESE). MARERR AT &5 T BU T

XEFEN S AREEFRARESOIEE, EART, HBREA
F+(mechlorethamine hydrochloride), ¥ fi& Bt % (cyclophosphamide), &
T B A I (chlorambucil), 3754 (melphalan), F ¥ EERZ (ifosfamide),
[ 7 % (busulfan), &R ZMEM (thioguanine), ZiFEM (mercaptopurine), %
A 7% (fludarabine), , ¥ 'EHTIEVT (pentastatin), 5237 F)E (cladribin),
R % B £ (cytarabine), PR & BE (fluorouracil), 2 Z bk £ (doxorubicin)
(BFEEMEREZ ZHENEIR), FA%E K (daunorubicin), HFiELLE
(idarubicin), iR 1#H K % & (bleomycin sulfate), 2 ZE FE C(miyomycin
C), M4 H ZE (actinomycin D), ¥ 35 7 ¥ (safracins), W B &
(saframycins), Zi% & ¥ (quinocarcins), it £ £} 18 & 3¢ (discodermolides),
K FF W (vincristine), K&l (vinblastine), 8 4 BR £ F IHVE (vinorelbine
tartrate), & ¥CVHE (etoposide)((ELFEE MBI IKILIHE RIERE), BB W
H (teniposide), K E 12, fih 3 & 3% (tamoxifen), #f 2 7] 7T
(estramustine), M 5 7] VT B R ¥4 (estramustine phosphate sodium), %At
f% (flutamide), A7 & ¥ Ak (buserelin), &S B2 2= P I #K (leuprolide), HE 0
(pteridines), #iJE 4l 22 (diyneses), Z-JERK M (levamisole), B 3% 4z 7L
(aflacon), F#L 2 (interferon), H 4 (8] /1 Z& (interleukins), Fi#hH N5
(aldesleukin), JE#% 7 =(filgrastim), ¥0#& &) 5 (sargramostim), F|Z7g
B J1 (rituximab), BCG, % H B (tretinoin), kR 3L % JE (irinotecan
hydrochloride), I fth4F#) (betamethosone), | & 4thiE (capecitabine), #h
1% = 7 fhVE (gemcitabine hydrochloride), 75 FF 2 f% (altretamine) A J2 3% 4%
2k 71 (topoteca) & H R LM ATEY) o

19



200580039385. 1 o 1 E15/256m

REFENSAREFEHENNEEEFERE, EART, WHE, F
%M (carboplatin), ¥¥ 4L % % (carminomycin), & ZE UM (aminopterin),
2 % ¥ (methotrexate), F ZE M R (methopterin), #4523 743 (ecteinascidin
743), HIEE E (porfiromycin), 5-FU, 6-FiZEFEM (6-mercaptopurine),
= T4 {th ¥ (gemcitabine), [ % M F (cytosine arabinoside), A -FiF £ A2 EE,
ZZWE, FLEE (daunorubicin), #ZFEFE C(miyomycin C), FHH
# 7 (podophyllotoxin) Bl R FA B BT ED(FE W, KFETH T (etoposide),
1% 1% 1K FE 1A H 8L B J8 VA F (teniposide)), 35756 (melphalan), KFHEE,
KEHW, FKEHH(leurosidine), K FHFH ¥ (vindesine) Ll X3 & K F
(leurosine). T 4> DL LG 8 R FA 703X L8 7k 2K 245 ) v B P B4 58 08 77
S@mEEREEER, #Fms, #YNLER ST 5-FU 247,
F/SEATHHARE, EARR T F5EME(capecitabine(XELODA®)) 4 &

B,

TR S AT ENRE P LOIETE TS WO 99/24416 F
0 ) ) BA 25 4K 3 44 8 P11 60 57 (cyclin dependent kinase inhibitor) A %
WO 97/30992 F1 WO098/54966 i L i & [ IF 2 - B U B B8
(prenyl-protein transferase) il #l5 .

AFEZRTEMANEEESY, HeHREEATFL Nt
)R] A BLYA T B T i BE 3 7 1 s LA B . AT AE R
B, BART, WEERJGEW, &2 W (herpesvirus), ERE
(poxvirus), $L#7iH-FE /R (Epstein-Barr)fi &, = b H7(Sindbis)¥ 5 A1 AR
WE) ENRBERIHFEGGEW, &5 MO IR E (systemic lupus
erythematosus) , % & M | B F /D Bk £ 5 £ (immune mediated
glomerulonephritis), EXEMHEXRTT XK, 4 K@, REHHULESA
BEWERR), WMAETEERBOED, FZERKER, AIDS-HHKMH &
RIAE, WMEHZRKER, PSS HEH M R # LE (amyotrophic lateral
sclerosis), €& % {4 M & % (retinitis pigmentosa), & B8 1AL A Z=E 45 5E
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(spinal muscular atrophy), LA /%A% ¥ (cerebellar degeneration));
AIDS; B84 KA B IAE1E B (myelodysplastic syndromes); FFAEREREMHER
ffi(aplastic anemia); &I P AH 3¢ §9.0 lJL#5 ZE (ischemic injury associated
myocardial infarctions) ; FMREFEFMHE; BHESE, OLEARF: 3
FkiE; EREBUERIIRNR; LBERFREED, BHERInEFERE
BER M) VIR E#SALKZEERRFEED, FRBM5RTR):
7] UL AR BB 14 & 82 % (aspirin-sensitive rhinosinusitis); 4T, £ X
HEREALAE: W, LARE MR

FUONHEENAREETHASNEZTARAARREHGEYN
1-500mg/m® MIVaI7 NRBES R U MEERR AR T E, Harlsan
FEHEN T RFEGEW, B 14 K)EH. fln, BEEIE
(metastatic breast cancer)™] LA} 21 REFRAH —XFIEFHIE 40mg/m®
I ILECRE . SRR B MERI B F B KD 545 B IRE T e
AEBKZMERTE, REFEFY ITEMAEIREESERNK,
EFRZE, FR . BFE. BREL. BASREIR, 4AE S5
&), ZWEER, YA G LR e R BT E T E

MBI N B BB ITR Rz, ®RILEAHIY,
. M. W

wE, FUNttE-BEEHEEFE NI RN, B RN
BIERFERBEZEEN L. —RAMTEEARA R R 5 HANTE & &M/
TR NSERFIERGZEE. FYREEAEN —RFER G
A, BARRT, 8%, KTE/NUHE(arthralgia/myalgia), KEE,
o, FE T B MBREADRE, LN AR IBDRE B 2 B

—RAMBEARANRECHEZNESBHEERBFRT, BESH
i AT R B OB A mgkg B AL R mg/m®( W T, B W,

http://www.fda.gov/cder/cancer/animalframe.htm).
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W EATTRN, BRENWTEOSH. ARANITEREE NS
AR _IRWAZE. OREGEAT TELHPAASREGRH, A%
AEE BT NS, B, &R 3-4 A%

HE—AEHFRET, 41EY 50mgm’ WFIBRERAR K.

EARFSEHETES, 412 E4 150mg/m” HFE, BEASH K.
(W, BRERMBREK —IK, FE&EZREELESHABRIRK 5 X).

R —SZH RS, 410 24 300meg/m” BIFEEL 3-4 B
WARGEEW, BREA—K), FJE 20 RAG AR RN .

52 77 =
5K 1 51
24 DU S ) A BLaE — 2 U0 93 A 2 B T AR A DA BR A6 A A B

SC ] 1

] & ¥ T LA e

H115 6 & 7 0 DLELBE[1S-[IR*, 3R*(E), 7R*, 10S*, 11R*, 12R*,
16S*]]-7,11- —$23-8,8,10,12,16- 11 FF Z£-3-[1-FF & -2-(2- B 2L -4- IR M L)
2N ET-4- B 2R -17-F 2 IR [14.1.0]F 5% 52-5,9- —BR) I 3E R4 &
B . B, IBA 2.783g Tris B R(Z(FEFHEKEF 7)), 500ml KM
1N HCI 178 pH=8.1 ] 0.046M Tris 2. HIK, Hl & 43.5g Tris £&
IR (43.5g)F0 2.5g Opadry™ Clear Coat # K (Colorcon, Inc., PA)KE 45
KB EY . AXMREY TN 4g b DUELFE & 4 B in A4 30
SRS E MR BRI . EVE A BT 60 H I T LA BRAE
M RED .
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i %% & AR P R

22 B3R B TURLIE 1K v P A A B TR M AR B UL BT AR .
JREAR A 18/20 H ¥EHRL(Sugar Spheres, NF particles, (Chr. Hansen, Inc.,
WI)), #ERERKXTF 0.85mm H/NT 1mm.

EERS BRI AR R RAARM THGLREN Wuster BIZ
YA RGBT AN B E Rk L. MERA RAERERSF 0.8mm B
¥ [f]  Aeromatic-Fielder MP-MICRO™ i #& FK i1 I #1 (Niro Inc.,
Maryland). [6 BRI THLF B 90g #ER BT L 50°C, 47 L
b, EME R BEWOE LR T AN S TR S 50T M In 2 2 OBV
b WEESEER 1.1g/min, WFEFIE A 1.8 (180 TMH), ALE
BEd 68°C, HIREEN 32°C, FFHIRIEEN 32C, HREHEEN 4
m’/hro 75 EEANHEHN A (B8] P9 28 40 HEVE M L BRI

FEMRSBERAEMNTE, SR OREAEREHHEEHE
R YR L E] 40°C 1k,

FrEMEaRMBRAS 2.75 EE % FV0 T HEGE R RIRK
BEEITH).

HE Ik B AR =
SMEARMBPRENRERE. XKEXEBHEBRELIRS S¢g
Opadry™ Clear Coat ¥ K 5 95g /KIFHiF: H EIRBEE E B H %

FERERZEFES, F A U] & 2 E 4 K BUAL I AR R n TAL.
VAKER i THL(E A A 80g 2B AKKIBUR) TR EL 50C, HEFFJLaHH.
5 B ST 28 404K () FURL 16 % R A FF RO IN 5 TR S HUE IR B AR E -
EMREREERE, 4FEOEREERFH DEEERKRFHEE
EE| 40°CHIE. TIREERNBARAEERERE BE 2 EEXKE
KE (RFRZEKNBNEEETH).
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0 i 4K

BhaRENEEAEREKENZEOKMNER L. HREBEDF
F 60 H %M idyE Eudragit™ L30D55 B4 %4 B0 (Rohm GmbH and
Co., Darmstadt, Germany) I /%% . Eudragit™ L30D55 E &% 08N
A4 BERNFRIERYIVKERZFR. BELIERN Eudragit XE 5
B (200g)FH 89.5g /KFREE. HIR, M &MFEH) Eudragit K &%) 70 80K
hin N 9g BKBR — 2. B8, BEJSMA 9.5g IN NaOH . s KEMR
i pH {4 5.0%0.1,

TE R A PE R A R R R, {8 A3 4 & 2B A I UKL BT L R YR A PR I T
Bl MARRKRIMTH(RES 70g £EKPBR)Z AL 50C, 4R
oeh. BREBER LU T EMS FRSEFEN: 0.8mm BIY, 1.1 g/min
WERE, WMEES: 185, NOEE: 65C, HOWBEE: 30C; 7=
YRR . 30°C, RUBME: 3.5m’/hr. 080 10 8 28 7 3 M A B
MnEBmRERE, #FRADRELEEE AN DEERIFWKEREIL
F 40°CH1E. FiBEAXBAKSEN N FHBRERA Imm.

& 1 FIHAE S TR AR IR R A AR A RIRIE N B
—MAMERE T HEEB RN EEETH).
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x1
R AR % WIW
A. ZARMFUR
VR R 55.49
Fyb I E R 1.60
Rl 1.00
Z(REERERK 0.10
B. REKE
RBRE 1.80
C. A
A A IR IEZR D) 34.59
BRFR — OB 5.19
NaOH 0.22
Ft 100.00
L 5 2
] £ ¥ M LA B TR

W8S F P IUELFE[1S-[1R*, 3R*(E), 7R*, 10S*, 11R*, 12R*,
16S*]]-7,11-—$:3£-8,8,10,12,16-F FF 2 -3-[1-FF 3£ -2-(2- FH 2k -4- MR ML L)
7 R H-4-F 2 -17-E 2 FUFR[14.1.0] B B K5 -5,9- B B T Al 70 &
EW. B, JRE 2.7832g Tris MAR(Z(RFEEETST)), 484.5g K
#112.7g IN HC1 i 78 pH=8.1£0.1 # 0.046M Tris S . HIK,
A 33.6g Tris BT dg V0 TLLLRE (&) BIR &4 B EABE#F .
[ X —REW T I 2.4g Opadry™ Clear Coat #;>K(Colorcon, Inc., PA)
FEEE R B A BE L 30 A BRI ABIE AL BRI . IE LD B R
it 60 B G B RALMERED .

1] & 25 )8 AR SR
2 60,73 ) AL A2 3 s K i R ) B R VR o B 2 5T RNURE T
% . FEREUR N 14/18 B ¥ERi(Sugar Spheres, NF particles, (Chr. Hansen,
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Inc., WI)), ¥R EHARKRT Imm H/MT 1.4mm.

I R4 B TR VBOE I A R A R I THLG R E N Wuster BIFIR
A7 ZA 45 )8 35 T 0 B R UORE B B IR AT R A EFEEH 0.8mm W
i) Aeromatic-Fielder MP-MICRO™ it 44 bR il T AL (Niro Inc., Maryland).
FARFR AN THLAF3ERL 70g FERL BT E L 30-50°C o MRS &IF R AE
THREME RS T RMBIERSA E: BEEEN 1.0-1.2g/min,
mEEE SN 1.8 B(180 FiH), NHEEHN 65-70C, HOEER 28-32
C, FEYIRE SN 27-32°C, BREEE N 3.8-4.2 m’/hr. TEREANHEN
A 1) P 8 22 00 0 V5 VE R 20 B L

EHRASRFREHENTE, $Fd DREEREEOREEZEES
REYIREIE R 38-42C k. H—HERAMSASERERKERFH
FE R TR R N BA T2

RNk B 2
SHAHYEBNTRENROKRE. XRERKEHBELES 8g
Opadry™ Clear Coat ¥} K5 92g 7K F 45 £ H B K15 ¥ 18 v W ) %

ERBRELREF, £ A UH & 284 B8R B AR R In Tl .
SR TE TURL(65g) T IR IR Il THLA T ZE 4 30-50°C . fEH AT XA
AR TRLE &R ATFRENS FRESHEEMREKE. DR
A EZEHBREKEER. REREBBREHEMTE, 4ERFH O
EEAERE S REEIRYREEES 38-42CH 1k,

I i AR

BHRENBEFRERKENEAYAENIN L. BREBRE
TH A 60 B %M it JE Budragit™ L30D55 4% 8K (Rohm GmbH
and Co., Darmstadt, Germany) Tl %% . Eudragit® L30D55 &% a8
WA FEABRLERMKERZE. £LJEN Eudragit &
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S IR (133.34g)F 55.61g KFaRE. HIK, MEL#HE Budragit BEY 45
BN 6g BXEE — ZFs, FE/ENA 5.05g IN NaOH %K. Figmak
AW pH{EHN 5.0£0.1.

AR BRI, F &K FN AT B VAARR I T
Al WA IHEAEE 65g R-BRBHR)ETMHZEY 30-50C. FH
TS FRSEMmMBAKER: 0.8mm W%, 1.0-1.2 g/min Bi%
R, WMEEN: 1.8 B, ANOEE: 65-70C, HHAEE: 30-36C;
EYIRIRE. 28-32°C, RUEHEE: 3.9-4.1m’/hr. MEINHARSEEH LG
REBEW. BNTEHRERE, #RADREEEFADEREHI =Y
PRIBEIET 38-42CHIE. IBLAKMKEANKTFHRAERZ A

1.4mmo.

F 2 P FE LSRG T HIS R AR AL . A RIRIE N
— AN ERE S HER KRR EERTEH).

%= 2
A % W/W
A. ZAIK KBk
B AL 71.0538
FY N EE 2.2220
Opadry Clear 1.3332
= (5 P3O E B e (JE 4A) 0.1039
IN HCI([E %) 0.0171
B. REKE
Opadry Clear 3.1100
C. i
HERGERILERD 19.0017
(Eudragit L30D55)
KR — 2 ER 2.8501
1N NaOH( & /%) 0.1082
D. I EHRE Y
=R 0.2000
Kot 100.00
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SEHE 3
WMTFFREEBEEFY N BRI .. AR 3R 4A a8k
RAFUTFERI S,

*®3
r—%”ﬁfﬁﬁd MEXE EERD R RBKRE B A&
3.1 H-AGH L& H i H
3.2 ¥ 25 il T
33 7 KB x H
3.4 i KREZIH f H
3.5 . REZHE ¥ =l

Fi A W% 2 AF 35 R ¥ % 2 /) Aeromatic-Fielder Type MP Micro i
KRBT E %, BAREHEDT: #E&E(50-90g), EHEE(lcm),
M M B 42(0.8mm), ZALJE J7(1.8bar), WiFE#HZ(0.9-1.1 b/min), X 5IHE
#(3.5-4.0 m*/hr), ANOEE(58-72°C), KIEE(30-33°C). FEF—HEM
SBERN, FYLE—PTFREIKEREEIY 40CHIE.

FERL AN 18/20 B . FTRRAWERS BEFWIN TR

222 Opadry THEAKZE: XA ETE 0.046M Tris &M (pH 8.1
+0.1)H § Opadry® Clear (YS-1-19025-A)H1 8% (w/w)¥E ¥ . £ N
B~anEBEM.

Opadry KBRRE: HAEE MilliQ K+ Opadry®Clear ] 8%
(Wi . BRI ~4% BB

ZEMHAPEAKE: RETEESHE 2% Ww) FLIHER

0.046M Tris 2K (pH 8.120.1)F # Opadry® Clear K 5% (w/w)¥E K -
SHEINTIA~4% EEHEM,
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REZEWMMZYERE: HEEE Milliq KF HE 12%(w/w) F#
vb JUELBE B9 Opadry® Clear B 5% (w/w)EW . &N E~3.7% EE 1

I

A HA A MilliQ /K9 H 66.67% (w/w)Eudragit® L30D-55(30
% [E4K), 3%EAIR — 2B EBVFW pHESL 1IN NaOH T £ 5.0+ L,

ZEIMmAE~35% EEHN.

SEHERL 3.1-3.5 KIBRIRRBEA WA T/ MEFEET 40CTF 8

B . RTS8, @it HPLC 1FfHBACER N
¥: YMC-Pack Pro C8, 150 % 4.6mm, 3mmo.

WENAE A: KF A 10mM NH,OAc: Z fE(90:10) (NH,OAc, Sigma)
WRENAE B: ZKF A 10mM NH,OAc: Z.Ji5(30:70) (ACN:EM Science)

REE

. UV, 7F 240nm F

1.5mL/mim

TS AR 10ml
EFUER A KL HE(50:50)
IR BEEE
HRRE: 4C

BB
it (8]
0-2
2-36
36-51
51-56
56-71

i BE A

—

% A5l
8 A
80
80-69.5
69.5-20
20-80
80

% BN
i B
20
20-30.5
30.5-80
80-20
20

Z & (EM Science)
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FREE W (0.2 mg/mL, F¥0IUELEE, 4 99.3%)

IR HEV BB L AR5 ~50.0mg YD MELE HE A 250mL A KR
F, BESMA 100mL BmBERIG & . KB EAYBEFELEL 5 D4
HEEAEERN I, BBREACHERZ 7K.

il 18 B AR Bk Fp A F {1 Al Tablet Process Workstation (Caliper
Liferscience, Hopkinton, MA) 7 #7. A& #Hl%: (0.2 mg/mL)

x4
SEHtif] 3.1-3.5 7 40C 17 8 G & R
5E 151 i 88 YRR EEBERY | BRI
B JUEE PR b
3.1 ZEMHTEKE 95.2 2.16 2.54
GEMMAYEKRE
KB E
73
3.2 LERNAYWERE 98.4 1.29 1.75
RAKE
7R3
3.3 ZBERNAYERE 94.5 2.44 2.93
A
3.4 REZHNAWEKE 98.5 1.27 1.74
REBKE
f A
3.5 REZWHILEYAKE 97.1 2.75 3.26
7R3
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