[19] FEAREMEERMR~ZNGE

[51] Int. Cl
A6IK 9/22 (2006.01 )

. ] & B & F O RO

[45] #WAEH 2009 42 A 18 H

LTHS ZL 98808225.X

[11] ¥R LES CN 100462066C

[22] BigH 1998.6.26 [21] HAis= 98808225. X
[30] #£5E4
[32] 1997. 6.27  [33] US [31] 60/051,021
[32]1997. 9. 9  [33] US [31] 08/926,155
[86] EBRERiE PCT/US1998/013272 1998.6.26
[87] EBFA% WO01999/000113 # 1999.1.7
[85] #HEANEKRME R 2000.2.17
[73] £F:WA FEEEYRIEERAF
sett 58 EUINARAE Jé TN
[72] BA W/R - P« fRE WHW « I -
fHIESL « BHIATE
KB« Ce-ybrgsn
[56] &30k

CN1130868A 1996.9.11
CN1148957A 1997.5.7
wmaR i A
[74] Rk ENM  JERAQIEIRF~BARESE RA
|

rEA BER

US5565478A  1996. 10. 15
W09602247A1  1996.2. 1
BURIZE SRS 6 B 3 H345 103 1T B P 4 1T
[54] %A &Fk k(U SEBREGHDTRRX), H—80KHE

23] B0 T 1) B ol 2 RN . 7 9k
[57] ®E

AR RS T T4k Nk L i EK A2
PR ( PR A R ) WA S R TTE,
Hrp i E Y R U B ( FHAERRE ) BAR =
RE ST RIS . JUHE, EARMAHEEEY
FHEAEPHBER BN TP &L mUE, NEFE
IR MR, WA EH A WOk R A0
YR, ZHEFAEERNTA L BOREBRL. &
SE 2H 43 B ASE P R0 2% 2 AE (i, AR P W S0V I )
BHAET), BLEGE A WA HLAH B e A O i
e, SR AR BN RGO B E AR T
200nm, RESETCREILUE. HKHE A A B ] 2% B UM A4
REEBHAET B EK THRBER, ZHREFE
B BIK AN Y2 W B 9 K 0RL, T B AR 1 R
SEFAEENYEYT. 4RBRE MM RIS
R, Hrh—o By R g R EYH

Ve AT AE T AN S AR 3R A 2R AR



98808225. X W f E k #B H1/67

. BEBEMEAEY 2 —MREMhE Eb—MEERERTHE
w52 b—MEOREGEMAEHI IR R b—ME
AFREEN T E R BN EATEY Z rik—ME 2 M 2% BT
EXRFEFPRAE, HPRrRfREE T2 TEIHEZEN
HTEYMZ rid — M MITNERE, BARRNEE, K2
MBFFEDZ iR —FMREFLLED 135 mgm® WFE, EARET 2
MFHIG AR RN G2, KT sIRAE R OB, BT
HIFELIE PR 70 5% T WY A2 BE RN AT AL W) 22 B ik — P BR 25 o O R,
FHHAENED 1k, EPRaECENTENRRRT .

2. WRERAEK | T g, KPR 2 EmamEw B
IR — T B 25 o 0 ML 8 B P B £ B T A P AR

3. EEEMEATEYZ —MEEMHE R D—MEAREN T Hl#
BRE—BY5RREAREGEM A I PR ERBRBEKNEER
R B LAY 2 Bk —Fh S PN 25 % LW B K H
%, HPHREREETATHEERTINZRE, TREGTELE
FERTAEYZ TR —ME SR TR, EEBEMERTENZH
R—FhE S ML E D 135 mg/m’ 7 &, A 2 /N )2 2 1R
vy, HHRITABIFIAERZAEMA, JFHTRGREREITELE
TR R SRR AT EY Z Frid — M 2 R, P ERAET 1
Wk, AR RPN EYRERN .

4. BB EYZ —MREMER T H#& 2% L& Z 6
AR, ERRHRaE RS20 MERREEMAE
RS ZE D> —F R AR AT T I R BB AT £ P 2 Bk —
R h, HPFREFEETETRERTIRRE, RUENRL
ez Brid— R Z L E D 135 mg/m® FIFIE, ZENET 2 M4
A ENLAZS, WITRBLT 3 E, EPrdIRIA SR E B,
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It BB IR IE FTd T 5 T M R AL BRI H AT 2 Bk — PR & T
Rk, FYERNED | ok, KPR EYBRITENERRES .

5. MERRIER 4 FriRf g, KpprgmisrARsT2 /.
6. FRIBARIER 4 Frid g, HPFrdfar BEOT 1A,

7. REBAEGANZ —MREMHEATHERE MY EER
FASTHEHAWITEE AR TELNEEBERILTEN L
ik —FhaR £ R 252 AT R IR A g, P TR IR E
HT28ATFTEERTHRRE, EEEEMETEDZHTE—H
WEFUED 135 mg/m® WHIEAZ, HPREIRAERZABRK
W, IF BT SR I TR T R R AL AN LA A L B — A
LRER, THEARET 1 ok, HPdREENTEYRSE
R o

8. EMEAEGEDT —HBSHERTHERE -MI5EH
TS T E T H A TR B A LM I T B TR I A BERLAT B
Fiid—Frek £ #0255 LAl AR P AR, P g siREE
FABATEENZRE, UDT 250 ml ARG Z, P HTRH
FERZEERME, FHRMRHNGREITETERERMRTEMR
HIEMI PR — M S R B, P EREE | oK, KRR
REEATEYRERT .

9. MIERFIER 8 FriRfHE, HPFRMAERDT 150 ml
10. ARIERFIER 8 TR, HPRrAERDT 60 ml.

1. EPBRHGFEN —MRSHERTHEATE R 5K
T 45 & TS B4 BT iR R B 0 B BT R BT A Y)
7 Bk — R £ B i 2% AT R M EIR R g, KR ATREIRIE
HFLBLFEERTHERE, UED S0 mg/m’ /M HIEESEA,
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Ho R $IR AN &R S ERM, HHRERNAHERRLEERER
HIZZBEMETEYZ Frid—FMEE M ER, FHERRET 1 M

X, Kb S ENTEMRRRN.

12. MEWAER 1-11 PE-TBFTRKI AR, HPEREEAR
I 1N

13, WEAFERK 1-11 PE—TRR A HE, EPRPSLAN
Bt 30 434,

14. WIERAEK 1-11 PE-TPTIRIHIE, KPRREHEN
5 b

15. ARIBARIER 8-11 PR HE, HAPridr s
EEBAMEMTEDZ ik —MEEFE D 135 mg/m® BFIBRLEH.

16. MR ER 1-11 PAE—BUTRETHE, HAP Bk s sl
REBAMEATENZ i —FEZHE D 175 mg/m® KIFIBLAZ.

17. RIBRCRIZSR 1-11 PAE—TPTR I AR, HA FriR s L
EBRMEATEN Frid—FER S 2D 250 my/m® KFBSHZ.

18. ARAEACRIER 1-11 PAE—TUFTR R AE, HF B sl 2@
SORR. LR BRKA. BN, BURASE,

19. R|ARIER 1-11 PE—TFTRR G, HPrdsiHAT
VITRIFUNRE . BHUIRA . BRiRfE. BUNA.

20. ARWEARNER 1-11 PR HE, HABTid i Hl5m L
SEEBANRTEYZ id—RREMED 135 mgm’ KFIES S, 8
R AR R LRI BBk Ry, BRI,
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21. ARWARER -1 PE-TFrR S, Hopprk i EiFe

BUBAMERT Y rid—HME M ED 175 mgm® KWFIBAZ, # 8

Frid sl Ok AW, BEBkA. BRIER. SRS ZHI.

22. ARFEBFER -1 FE—TTRRI &, Hoh Bk i &7 B
REBMHATEY Z Frid—MEZ M ED 250 mg/m” NFI B, IR
PrdflsREa O ik JLAW. #EkA. BIEA. BIRASZR.

23. MRIEACRIEK 1-11 PAE—TFTR R &, Hoop ik 5 0 LA
EUBNIT A Z Frid—MEZHED 135 mgm’ KFIBES, A
PO BB A TR T RIFURRAE . SAVIRA . RIS, SUWE.

24, RIERFIER 1-11 PE—TIFTRRI A&, HBEridpHm L
EEBMENTEYZ TR —MEEMHEDRE 175 mgm’ BHIRSZ, 3
BErREIFE T 75 . SRTIBRAR. BERE. U,

25. MRIWAFIER 1-11 PAE—IFTERKI RS, P Bk a7 e
BB EY 2 ik —FERE M E D 250 mg/m’ KFIRSE, A
Frik IR FIaTRIF e . BRIRA . RARE . BUNHE.

26. WIBBORIER 1-11 PETPTREIRE, A AR rIHIR L
EMBRETEYZ g —MREFHE D 135 mg/m® BFIELEE, FE
Frik B4R i AN 1 /AT .

27. WRFERRIE R 1-11 PAE—TFTRIHE, HF g
EEBAMEATEYZ g —FREFHED 175 mg/m® BIFIRLZ, 5 E
PR 48 25 AT 1 /BT

28. MRIWHFIER 1-11 PAE—TFTRKIAE, AT KHI
S BMEATEY Z TR —FMREME D 250 mg/m® WFIBSAH, H H
PR 4R 25 AT 1 /i
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29. —HMAEBECEMLGAEYZ —PREMEFIR, MEZR
PERMEATEY Z TR — M S MEET 2R E B A BN NBEF
B, TREIFSEECEMETEY R MM TER
REES—MEARTHY LA EZHHIFIZH, FrdHim s —
S EPREE RS &R TS RTREARERNEEEMETE
Mz ik —FE SR, LHREREETUED 135 mym’ KFIE,
fEAREE 2 MEE AN RASSEY, HPRHHAERIAE
B, FF ELBTIR IR TR T B T R S R R A M AT A 2 ik
—FhE SR ERL, CFHEAARED 1 ok, HFREZENTE
VIRTR -

30. —FEFBEEEEANLTEYZ —MESFHHER, ETRE
FEMBANEATEYZ g — MBI ZRE R, FdHRIHE
(T TR B EATE Y Z ik — R B 0 5 20 —FE B RAF
ET25% L2 RS, IEEZEMETENZ e — MRS
M —RS SRR EORG ST HE BT ER R, HP
R IFAR A B Z AR, 3 B R TR R L Bk T e T )
SMBREATEDZ Frid— MBSOk, FHERANEL 1 3
*, HAFRECENRTEDRERT.

31. —HEFHEF, AFE-Bs520—MEARE R YR
NEFRBEHFAENEERERNECEBMATEN L —HRE
B, FLH BT RE TR A 1 T B R AR AT Y TR — A
WL FRE B T ESEMEATEYZ Frid—MEES M, HLHHE
HFAERZEERM, 3B PHTdEIRSHERRTE B RRR
MBRMEATED TR — B EMER, FRHERANET 1 H0K,
HP TR RN R R R

3. —HEMER, AF-BS5ES-HEEREENHER
ST D> — PR A RN R T E R R E A B EATE Y —FiEl
LR, HPPRREIFE T REELEYBRHGEDZ rd— L
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M2 RH A FEREBRMAT Y2 Frid—Fhei 2 fh, Frid il &F
BURIEE SR 31 MGEFHIFIFK SR, KPR BRITEY 2%
i

33. —FAGEF, BBRECEBREGEYZ MRS HETE
FRAMES—FEAR, HPdERamrd—8r5ndER
I 54 T L B 404 BT o B 1 T B I R AL RE A AT AL ) 2 Bk — T
B A, HorbprRSIAE TR R 8 TR BRI EY Z T
—FhER PSRBT TR R R EAT Y Z Brid — M B,
o BT R IR B B L BB R, I B BT AR S Brid o e
T2 2 B A AT AR I T ik — R B S Fh IR, SIS ERAAE
i1k, R TR SRR ERRREN .

34, —FhUREIA, BEEERNEYBNRTEN RS
FSES—FELR, HHTRESENHATEY B — P
— WA SFRE ARG AL B WTEEAREH, HPIEH
FEHK. BEARMKEE DA 20 B2/ BFHECEARTED
TR —ME SR, HPRGIRAERZAEME, JFRXPE
a1 306,455 T ik T 52 T T 3 0 SR A RN L AT AR D A BT I — A L B A
B, PHHEZATET 1k, HPRREBEHIENRREN.

35. MRIBRAIEE K 34 Pk OS], AFEECENIATENZ
—MELH, HPEEBENETEYZ IR MRS MHRRER DR
5.0 mg/ml.

36. HRIBACRITESR 34 TR HOBAAHIF, BFEYEBMENENLZ
—FhERZ A, HPEEERMEATEN TR MRS MRREEDZ
10.0mg / ml,
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A B b T 5 ko 24 B4) 24 B A 40 O FH O 04 B o1 2% 7
i VRS A i A &8 . N MRFBRIN T R 3G, AR RV
NAEVR N EIEA KA I 25 BRI MR 50 (n B e 24 SR A2 19 ) 1
o MI5—Jrmn, RHE T B E AE MRS YR T SR R
o wIFHIBRI T 1009 E T AL, SURGBHE B — R A0
T’fé%%ﬁiﬁﬁil?ﬁ% Shseh. AR T K AR BRI AR
ARG n] LATE AN FH 3 AR AR T P 77 A ] 2R i o AR 1R 0 11
Fro HETFEIETT, AARBARME T — Pl LU il AR /N ORE )
Wl k. BESABSHEAMERY R, JF BREFET &
CFEVAB LY RO, ARV ] DO R BRI . [RT,
AR AGERE TP LLRAR SCR] 75 20 B R T S 2 it R 4
P gt 1 Al A YA 4 (i S BB U T4 &
WO 29 505 )R - R R 2B 25 080K

AR K T 298 anPusE 25 A2 BEAE G 4 (I ) 1R 65 R0 FH
Fike MKW, EAZBERIHIF, WATEE Capxol™, M &L
'''' Fhra] M ERDIE IR TE 15 B A B HIR) Taxol* B KT HEH . M5
TR, BTEIEIR] Capxol™, B WHANG 25 5 T LLSEA T e 21,
PRI AT DAL T B X S8 2 2508 S I R v 7 (1 A

KHBHER
ERRKEE A A RUER . HES ME S, Mk E B R

Fb RN DAy 3 S ML PRV A T R B (] P gk B M U K, A R
TR BIVE T 7 P 9K BORL S BN RS SR P 14 2540 mT A L7 of 8 o i
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BT P a2 R T

A SR B AT R TR A AR RE R A TS Y A H HRR R
fle),  HYEHDE ks EgE R LR U E LA . eIl w9
HIH 25707 R 2 B K%, A4S B sh B R A 12 18 R,
UL S 25 ke S L A B A B W B AREH . (Tice M1 Gilley, Journal of
Controlled Release,2:343-352(1985)).

I A B A/ R AN SRR D SR — AT UGB T i L e A
BB PR, MO EASE T REIEME, WM. EER
A E A MR YR B BB A 8 CK),  H M
MEAEHR 6-8 OK), FML/MR(—BERN 1-3 oK) ERZHEE
ML I bl A Bk i B it . S ER T 10415
oK ) AR (L SO A ZE TR A TP, SR 40 I AT gt IR A 22 B Pl

TEFRPES B KT 10-15 HORRIRBIRL. (H/AN T 7-8 TIOREORORL &
WA R AW, IR ERE A PEEYR, OB LR R
&, FLA), EIRAIMBAR R S

BURLI KN R A o T e T A #4749 . Strand 54
Microspheres-Biomedical  Applications  Ed.A.Rembaum, PP193-
227,CRC Press(1988) X H#iA 1BURL A% HEL A TIOK /b JEHTEIL
2K B 100 29K VR IE) FTE S )5 BE B L, Al BETEMR LSS
RRE e Y1 7 Ot Vel R R SR N e AR © & NERE T aTe e
RN RG(RES) MR TP UG R . AR R AR B E
I RGEMPS)e KT 7 WK TIRIUR 78 55 Bk 5T 1 4 A ok 7 i =6 40
Bh s EBIRK R TS ORI B BRI S R, R
AN RO AR i v | I 248 e 10 B

IR BB E . XS AR S BUR T 259 A 5e L F A
oy 22 2 (R Bk S B IR . XA 210 B B b 25 ] LU I A
FACEBL, RIVRS S R 259 55— Pl AR (B 2 B R KO 7
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R E A B AR E AR PR RS R RO . R EL
AR A E 2 R, WXL A o] CLE ik 4. EE TR
4,073,043 S HiA T AR vk b OF 5 oK AR 2T WS 1 R An O B RE
pluronics(FR N M A ZIEAIR L0 TH B2 3L YD), FAHN B MR
MG fE P R R . PCT B R bR 4 28
WOB85/00011 “FHiidk [ —Fhal i LA— P g Wi A A & 2 LR i P AH Bk
I RRIE 2 O 2500, 2R R B A S R A Rz v S BRIk Y
T

PR ANE VLY SE ) R A EE, R E B Wani FEACK
PTHEAUEMELBEY S AT 2ERNRRTY
(J.Am.Chem.Soc.,93:2325(1971)). EPUH L3 HFH, BEESH—
ANBERR B AR, X5 22 Ry T BCE SR R 3 A R
R 7 R o L5 HARSTA 2293 357 an T LARH LE 1R Je B (1) AR B
FOKALBEAR L, A2 BB 1) B 40 B T SIS B R R I AR i 4
), RE AT LAH R 4R R I B R R

B, —MRAREENWSERUEY, SRR ARG
OF 89 B A BH 2 M PU MR FHUE SN . X T R E R AR AL an B16
M EB, L1210 HIMRE, MX-1 FUBEMER CS-1 4 s 7 i
PSR ECL BR T ARG E. BERLOR RS
IR R RBP4 . Kb b, SRR RO A
I F REAE T T 90 SR e T . (H R TR KA R A A
NARFT 254 T i, S2fr L, IR ORISR, XM AR AEBK
R I 9 T KA A DS 2 2 B B R E . AN, B
BT A I R R A2 B A 5 (B Taxol®) T8 - M E L WAL &Y
(cremaphor ) RIERE 1Z21H) . ) RIGKIFIE LA 200-500mg. X F
MERELL 1 1 KOS Ol RO B ERPT. L,
R AR B AL 300-1000ml AR DLAEER KA T . H AT B S
W RGN RE LA B . TEXMEIF PR B &Y
PITAE A LL 2B (Lorenz 5%, Agents Actions 7:63-67 (1987)A1 A
(Weiss %, J.Clin.Oncol. 8:1263-68(1990){ ™ B BN, FILEE

10
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TCE TRANE BRBR G A G2 . KENHRE FER
BHEC AR 175me/m?, SEECE] L FHFETER R, M 3
ANIFE] 24 DI o PIE, AR RSB B R D

fE T WISt A IR Bk % (B P
IR IILILTIEIS R TP SR BURR. B RIAIZ5 R e
5 7 LER S 2T U M R LU B L LA
SRR

AT EEIEAZEE PR, LA IUE Dl i a] 3 ol K P )
BRI Bk A 2 45 . P H R AT AE P (Kingston 5%, %
[ &) 5,059,699 5 (199 )T 7= B B A is P O B R R 2 (Mathew
% J. Med. Chem., 35:145-151 (1992)). XESAEMH A] DL A=A —FoK M
IRTAEY, BT ER A WA B /K P R R B B R K A B
X, HXEEMEE I 7 A S RCA, AT R 5 AN I EE A R AT
B RURON, R/ ] B iR 2R R -

O SOk TR E B B TUER AR R A A ES WA R B EUE . B
IR R ] LU I # AR P B S AT BRI T 1% . VR R 1A 2
MELIRE D) R 5 A 2557 B B B AT —Fha i@ i) A 100°C 2
150°CIEEE T =4 . RIEREREH — F& @& R RS R IF R AE
Leucuta %5 7 (International Journal of Pharmaceutics, 41:213-217

(1998)) L HR T AR PEER AR 14 774

27 S BB R 1 A TS U S R
B BSHLRIRAT . Lee %(Science, 213:233-235 (1981))F13 %
RIS 4,671,954 ‘S ukid 76l 777k

LR e SR RO A AR O 2 B ) R AR R, LR AT L
T FKE IR, ERIAN BRI . X R BR IR %
Wl BOARA T BT AR, BV AR A B FLAKAR &R
R B AT BRBRRAR W o ATV 1 ) 25 ARV i e 3 KA I R

11
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. H#RE AT RERS A S BRI AT R TE R H RO, KR
A ME R 24 70 Z0 N BERIEE A TR BB BRI B B 2R T

HIE B KR — AN TR O R SRR (B Lk A
VIR, KA VIR B W) B B A KA By VR A PR 77 (an — S &
BCHAREA, AU ECS B R B ), K 2 G ) LS R E SR
AR, AT A E R G REE A s A EUKAES, B
WA KBTI FLR, AR S TREBA RS SE. WM
AN RS R, R RSKP R AR, HT APt
WA T REWEHET, K] g XM T 1ERB I — 45,
H 2y FRATEH— R ETA MBI E . HEMEAEKR
il A ER ARG K R 7 v B AV 2 PR B HRIE(L, W Tice #
Gilley, {F Journal of Controlled Release, 2:343-352 (1985)_ /) 3,
Bodmeier A1 McGinity, 7t Int. J.Pharmaceutics, 43:179 (1988)_F ]
#; Cavalier 2§, 7t J.Pharm.Pharmacol., 38:249 (1985)f* 3L % D’Souza
&%, WO 94/10980)FF RN N A T 2 #2547 .

Bazile %57F Biomaterials, 13:1093(1992)F Spenlehauer Z57E7% H %
FZ 2 660 556 ‘SIYRIE 18 HI PIFH A=W AH B R 5 ) ) 2% 40 K 3
Fi, Hrp—MEESYNRILR) S —MiE s i — M YE iR s
BUHA, S -FR a9 E & E HERREHR . WG FF RS,
YRR R T, o e TR LR M SR A 2 i

TS — B T e R A B R R S Was R T3R5 TR 1)
FUAEAER BEN .. WRIIRCE SWIE T A EH % ) 4 gk iR
Frn A7 AR AR, X FEYE AT L S SO SO - K SR
I, R E K (W Boury 2870 Langmuir, 11:1636 (1995)
(S0, BT LR I SRAT S AL . S 4h, BT R  R TR LF
19 B 85 H(BSA) A 5 RFLR LAHMEH], nl 28 & A - K St 2R 3L
BRELL . DR T AT 2, ZETF DL SR, s A R TR
SR TR AE KB HUAE P IR TS B &Y (R IR n] B AR HEF AL
TEHL. SEBR b, RIBBAFE AR DR REAT, W A T8

12
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HO NIRRT ) e B S AR A

Gy AN BT 2 R OT VAR R L R 2 s AR AT K R
IR ), EHEIER P AERATAREY, KR ERRE
TEPEAIIMA RS PR — R, @ N A m R R E
TR KB IR, 2R 5 28 RV R 3R A5 T8 1Y 25 4 Rk ( AL 4l
Sjostrom “51F J.Dispersion Science and Technology, 15:89-117 (1994)[]
fbjz)gﬁﬁ3¥%ﬂiﬁi ERRAEMY A G, REEE R TR
,,,,, "Eieal, K1 IIOKITRL .

C2e R IR K/ F 2 FL e KANER]. sk, AR
)R AR TEE T B A LR K/ B Y8/ N BB A LA HP 245 00K EE ik
Ao MRS EREHCE R & R I, KR RO R S T
77U 3 A Tl 2% G K URE (TEAS A B Y — 225K U7 56 H) . S, 7E Sjostrom
SRR LIRS, B R 25 ) A G AR BE R S0 78 H A8 P R A AR TS
PR, R T BEVR AR - KR S 1 BT LAFE R | ) 25 R P
i, SUEEIN T UTTERY AT REME

A R ORE (9 T8 A 2R DL S e i BE A B, W Calvo % 7E
J.Pharm.Sci., 85:530 (1996) I X E i . XA RE R T 25 90(IiH
KT BRAYICR CNES)AMRLE —E P BRI, RS G E
G R THNE MR (Ploxamer 188)#I/KAH b, 7P#E WK Bk (216 4
K)o (HAE, IR TE AT R S IR B T AT

BRI D RRAFERI &Y, WHE AR MR,
L, McGuire 55 R IR AZ B 2 6 A 25 4 2f v 0 B0 L9 1) — NS 4
#i. W, Anndnt.Med., 111:273-279 (1989) [-f¥] “Taxol: —4~/b WLA%}
MR IO 5L 1 R R AT B BAE B IR 2 R) T AR B R B R
R, Bl SRR SO E A S RG], WRILL F4e g
£

O R A B AL A AT BRI R 0 B M ) o 1 o

13
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ALOES b, D BRI, SREESS DM R AKE
PR A S 8 S E S U Y B R AR B FANE T
U N S BT AR RO B M E S Mok 41 B R D E AN A
PR L2955 AR FIFB U WV 55

Brown %57E J.Clin.Oncol.,9(7):1261-67 (1991 5 7 A) LW “6 /)
IR KA Taxol BUNEPR 1 BASKER” ThiRE 7 —MilmIK 1 BisLs, 7
G AT A A 1E LT Taxol £ 21 K-~k 6 /NITEfksmiE
52, 31 MIRARERZ T 64 AT IITRE . — MR AR A T E (8L
S RRBRIUR N, 1% N T E A W v S B AR 3 DL ROm AN B AR
. MR DB, HIFRE BT E TR . AR
SR BN, MRIET R AR, BT MR AR 3 &
KEIE A, PN 3 iR LA, HADIAR MBS 1 &
A2 G5, g AR ELFHE T IS IR B B R, N N TS EL P T Taxol
Megdh. RIS HAD R NG A HELEE D MmO, — AN
REFR I BN ). FERE & KN Z A8 A 275mg/m?, 7E 11 ]
SIS ORI RS A 225mg/m?. BRSO 1) R AE AR RGE
[ EE, 2E 6 £ 24 /NEFE 0 2 8% BB N RAER. W
AR IE B MR ST AR G, SR EKE TR, B
AKX T HASC IO AT 2 7E 22 M e I 2R BRI A AT /Y, Ak Taxol
BT A R A B E

7L Kris M5, SRR ZBAEY EL 7K O
BRI RIAE 21 RET 3 /NIRIERBKEE, HFIEMN 15 3
230mg/m”® 3Rk 9 ARG SR, Kris FRHE L T
SRR BT R, ANBESE B 20 I H LR ] 245 Bk ) A0
AN HIRIR Taxol.” W 1986 % 5 F 70 &% S ¥HE Cancer
Treat.Rep. .

e L S0 A5 P 24 B SR S BRAE R 1) (1-3 /NI B e ] LA
i U B H AR B R, HE— P B YKL Taxol {7 TG4
TG RE (s FEA AR ), AL 2 (U ARG HT )R H,- 52 (R BH W)

14
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VEKE TECE & TEAaetiH, HEr e 24 /M LUERE
RN ZHO"E LB N . VEE T IR T B SR aT 45 SR O oy
J¥. Taxol WIN VAR K EAEA 250mg/m?*, HyE 24 /DI, —
WA 3 SR I FE. AT THUEEKNL, ZRH AR T
DI BRI R V.. W Einzig % 7E Cancer Investigation,9(2):133-136
(1991)_E 1 “Taxol X 567511 B 4l My A1 TTHASEER”, A A.B.Miller
"ELE Cancer, 47:207-214 (1981). LR “FRAE1RIT 45 RHRE 7.

Koeller 26 4f Proceeding of ASCO, = 8 #5(1989 £ 3 H)HIF) “ Tt
B2, IEKHE Taxol [ 1 BAZGMZ) i3 50”4 25 HL TR
2520 T B R E 2 B B ERNE AT cremophor BAR(ER &
SRR R T B N IR B E . WA RZHREGE
175mg/m?* 1| 275mg/m?.

Wiernik %47 Cancer Research, 47:2486-93 (1987 & 5 H) L/
“Taxol K I $GRRNZ5h S50 PETE 1 IR
W5 25 R4~ cremophor Bl I FRbKAE, BERTE0 6 /)
e 3-4 GEBBURNAE 13 MTREFE 4 NhRA. BT TR
Bt 1Smgm (Ml 1/3 BKHEHEMNE). FEELEM, FMREK
ST 3 MRA BN ERE RS E R EY, AR5 4-6 MR AFLBEE
RN FIEACE AT B . 25 R B S MR B I 3skis /DA
RAIBEMIER, JF LA 1 BSER RIRE N 250mg/m®, JHHUR A

2.

HAb o T REBR S TR Legha & 65:2478-81(1990
Ry B “Taxol MEEREME A 2R 1T HISLE 7 Rowinsky 571
Cancer Research, 49:4640-47 (1989 & 8 F] 15 ) "y “Taxol 7F mwil [#]
Maor amm R T AR ah 7 E iR Grem S5 7F Cancer
Treatment Reports, 1987 & 12 A 71 &5 12 $A19 “Taxol M FH B mK
1 BRBIESY, B REEN R E KA 5 K7 Donehower S¥7E Cancer
Treatment Reports 1987 4 12 H 71 &5 12 # L) “ Taxol L $HE
TR AR T #30E57 7 Holmes %57 Proceedings of the American

15
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Society of Clinical Oncology, 10:60, (1991 £ 3 H) Iy “Taxol ¥
M H R MBO) W A PTYHIE AR T HIFE3Y 7. RIFE Suffness 7E Gann
Monograph of Cancer Research, 31:21-44 (1989)(F /445 Taxol ¢
UL 24 /NIRRT 2SS 29) B B FORE s AR PR 25 K
HE7,

Weiss “&1E Journal of Clinical Oncology, 8(7):1263-68 (1990 4 8
) B “Taxol WIRBREER N R IEAREHER & AT {5 FIHE B N.(HSR) &
RAZR, RO SAZBEFIE S I T AR AR OK, i B oS3 v B ]
FATIIGT HI255%F HSR )R SR IRERE R AL toln, 5 M2 Taxol ¥
SR, IR 3 /N, FRIERKT 190mg/m®, wAETPTHZ,
Ko 3 ANRAE RN [RIB S BsiE) ok 6 /NN, TR 2y, B &
HRAE 30 MR APCE—-NRAERN. Fit, XU 2K S i (A
L 6 /MR LD HSR BIRAEZER . SR1M, Weiss 25 R INJw NFERZ
250mg/m® Y Taxol ¥t 24 /MR K ESar i HSR. B, BRAAN
B ALK MR BT A & 6 /B ER 24 /NI ER AT e Rk S ON T AT e
XA LRI RIS, B2y 78%1 HSR W RAETE Taxol HiE T
G 10 RN, IXRICEEA T RN R RE AR L.
UL, HERRE R A R A AT AANE], RO R E IR AT
Z /NI Taxol H RN . #HJE, AX Taxol HSR FIMLEIARFL, MH
TR EA S LAY HSR 802 B TIHEACR 2 ZFEL &%) EL;
Badische Anilin und Soda Fabrik AG(BASF), Ludwigshafen, 72 [ BEFS
SEMED S HSR W iiAE . AR H 25 2 55z HSR ™
FARECE H A AR, (BT, RO e N 3
AAATAT SR SE

o LURT A AR 96 - 0 28 K By e T Bsh S ¥ B FH 24 L 3 e dB B
W 1e DL A 6 /DR IRl = A, S KR ESE
KA A BL LA Taxol, HiF 24 /N Jpd s vay7 B A

LR

SR T A A s T A 1) 7 VD B PH LAY R SR A2 B 1 @ 4
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A LRJEnTRERY, BN TR) AR AR AN T (B IR I HLDR O 7
WAAEEEA 6 B 24 ANRTWHATIRI A0 BTt BAh, KA
SaiE T S NAEBR B BUg B e 9% 22 /b I 1) st [a)

HE BRI CE P A d . e B S a4 i
SCRF(AHPCS) 2 R S AZ -5 K3 B A Bl ok A AN I B 1645 e PR 1) B KT
2 E(MTD), Stemmer 5( “ RFANELKILEE, B FNIRED LL A
PG U FH 40 A 2 RF: IGPK 1 SRS | J.Clin.Oncol., 14:1463-1472
(1996))4F 49 AN SHREZE FIFLIE . FE(T A% 4 POk B 78 (NHIL ) i 9 &L
RN ATIRIR T 915858, HrpRERRTFET 24 i, FIEZRER
o, R E 4 T R B BE B (5,625mg/m?) A1 41 (165mg/m?) LA K
AHPCS. *IT 825mg/m* B EAZE MM N HIL T RSB E
M AL T 2R E RS, HMRRA 3 4THEE, CNS M
HEMN, WooHE., XMEKEFHK MID #E N EEERNE L
(775mg/m?), PR % (5,625mg/m?) A 4A (165mg/m?), 423 18 [T
AHPCS. 24k &2 AR EFRIR K B & W, HBENET
AT AT AR B2 10 . 33 ANFLREH AP 18 AN54%) KL T R
£F NHL %5 A(5 NN 4 AY) FOREERAQ MEATFI 2 45T
WA R T IR R,

EIHER] 5,641,803 SIE T 175 F 135mg/m? F| B HIEZEH)
MR, A 3 /N i BB A Ty SRR B A T A 2, R
T 35%IKR AR LU Y. S1% I ATRIE RS s R A, &

B 24 NI A E R Ah 48% HRIRFRZ AL, AT 3 NE
IR N 54% HH B2 R

SCHRH I MBS R RS R B . O R R .
A I B R E R IR BB R 2. BB R
TS RN ATRET 7 EE, WP ATREM:, NCI ) Reed % (Reed E,
Bitton R, Sarosy G 1 Kohn E, “# KM B RE ", Journal of
Infusional Chemotherapy,6:59-63 (1996))7 87 T 15 v6 97 90 898 M FLIE
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o N BRI IR PR 1T S I0 3088 . TR &5 BT T 2 R R on 8
SR BINFIE SR SAMENRAE RNV PR RS SERNEIHF R
S, A PAEA 0.022. X FRUERRE D B2, XU P {EA 0.004.
{E 135mg/m*/21 REMER T SME S B AE K 13.2%; 7E 250mg/m?/21
KRINAMERNRAFR D 359%; £ 175mg/m* P FIE T ILIK RV &
"ER LY 135/mg/m* 1 250mg/m? Bf Y RE LM R, M H&M[RIH
I3 BT I 7N X SR B AR S R B 0.946(Reed 555 1996).

E Holmes 55— WUt 5L ( “¥QIT B MR —MEH 4,
Taxol HIG AR 1l #5258 7, J.Natl.Cancer Inst., 83:1797-1805 (1991))F1
MSKCC H1( “EAZEE RN T 41 A48 B AR V& IR I8 -1 18 A S 8 1 SR
HIRIEEA 2 VRIT 7, J.Clin.Oncol.,11:1943-1951 (1993)), K L5 &7
B B 250mg/m?® K] A2 B (60%) B LLE AR H B AT AR B R &
175mg/m*(26%)5 | #2 3E m RN R A%, (HiXEg RIFRAWER LU
VS A B SEE &R BRLeg BRI H T L2 A&l 6
o R s N A b R

T Taxol TEFPTHLY, X% F X 7EEE B Hid & HIIR A2 4670
. DRLE AR 7 BB — BhIC TR F 24 b BV B S AZ IR 137 o

Hi1 ¥ Taxol FETIEIMZT, KOh HSR HLWHIEHIE KL, B
DLARS 5 M — B A B BU N R R BRI . R
ANGIE R m I HV R A B A

1T Taxol Wit —BCRAMB M2 aittr, Jf HfEHEE)R

WA RD T, 32 B TE B B R NS L A, R AR
TR R B AV ALE ] ST AT IO AL R

HBEIENE, WARH TR A Bl ] DUL B8 2 HIN A XA
SR AZ B
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T ELIUESE Taxol HFIBKHERIER PARMMEENE), B
MRS R R — R AR I A BRI

RN HHEERTP AL, BENXEN TRANAEMREARNSE
FIFIYR T R 1] o |

- 78 4 S S 0 B0 LB 9 A ZE EE B R BT 1
RS, E BT LRI 3-24 /MY

BT Taxol HAAKSAFERRERE 0.6-1.2mg/ml Z 7], T
A—BIRBE KL 250-350mg, XHEB T —REFENET AT
300ml. EEFEERFTLERERE FHE UER /4 20 4
HEER, HE AR RN E.

BT Taxol HIHNELAERFARNBEHEREE . RTEMTL
ILUE Taxol®HIFI TR Z — B LS WRIAT &5, EtIEE TE K —FF
REEGF, RhRERCTEASYEANHTIEMNE A 1EF K
BHEREREE ST P HHENBEESHEY .

FEAERHN— M ERNREAGEEEY R (EERE, S5k
(taxane), FEFF, UL ZELY) BB MA—ANHEW D,
A B WA S A B ORI FLAL TR B IR 7E BT 5 R i UK
R, g0 B RIS niL o BRI T i —HE .

A RE—A— 3 B R HEE YR B — MR R

HRBRMAED T, REFERFE-MEENEYHEERIF
H. |

RMAKAK A~ EHRRUAEL —FHERBERRAKE
I Y BB E AR Y T OK B (PR B B 5 v . —
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R L BB TN AR AT IO . 5 v DU 7 2 AT T 8 MR T
VR AR T B 2 R MR ) 4 1 T 384

AR B I R B A e 380 3o 5 5 13 S A AL R B SR T B T

oy Y

WIEA R, TATCE RIS b by K A 25 78 5 M) R
U B K R T U TR 1S & LUK B it
Wiohes . IXMRIRTERIE IR T SER K R 2 30 5 ) R (¢
BT & A WA TAE B 3h /K 10 Z B R B8 2 S8 0 B R 25 3L 3 e 4
2y, W0 Norton 487045 2 JEE FMIE DL Taxol Fl Taxus
WHY M2, 1992 £ 9 A 23-24), XIF DAL S0 65 2 5 F
P R R

IR A R B 3R 1 ¥ 0 26 8BRS [R) 41 1 4%
I 7RBL LA FE B2 BRVE P R AR B () 7 v . b, s
TICAEETS s 8 T SR T B AR ) AT SRAE B = AT S R T
VR TR RO AT R B A LoD TR 1) 4 1 R T FR AN K SR B 3R 5 . BT A
Lo EREFENAME A8 Q) A RER . 5 R e,
FORAIRL ] ANTAT AT R 12 0y, A DCERSERE AT B R T B L )
JR BT TE R

AR W25 A T AN E P B T 8 A 6/ 9K BR (B 43
T 200 GBI 7598, Aok AT I 0.22 fOK ISR T B i g
JE T DU [ A WA ANl T K VS R0 2T 4T 4k 4%
FIHUAR . AH HBURAT WA T 25 YRk R aR 3 . Tk T LU T 0.22
OKDE AT VB & AN B IR B A= X, B
O R BEAT AT R (U0 B ) BRI AS B R 5 5 T K
EHTIHEE, B & s,

IRAEAK AR IABSERE R, BATC LRI T ol A 1k A ik
AT A G EE R MBS . RO A ) A 47 B
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A%m?M$ﬁtMI Y B 2 BRE PR B B [E A SRR ) A
. BHI TR EAE AR . RS &R AR

KAﬁﬁ%ﬂé%%ﬁm Arhhse el LLBF - M A AR A K
AR A5 24 .

KRPBE B T —MAPRERG, HPBEEYR
W FEEREREALE &S, BN ASEA G
M LARORE AR R 2B PR 5 ) At A 5 AR R AR
OARRIRL o 51 2B PR R B AN KRR Dy — P 2 (7S PR R A7
1L, RBATIRE R FE

R PR R EECH M F A BB Y S B E a4
HOELHR/KEE T EER), BREE R -G N
WHEH. KRR HI "4 AP ] DR s — Fh 2y 2R
PEd s, s RS 9 RT TGS — M &R A R GE T s e 1A
HAFR)S 5

AAFHEE T —Fheets 5 AN B & EH S NPus 2 228
TR AR AR R O, W Kumer 25, Research Communications in
Chemical Pathology and Pharmacology, 80:337 (1993)). £ /& i3 FTk
iT" EIREEWHEH, 5 Taxol® (Bristol-Myers Squibb’s EAZFEHI77) AH

, UREERESEHERNS FREANAY), HhgiEgte
memqjéﬁiﬁﬂﬁiEﬁ@§i¢$o

S5k, NS HEE T RIS R G R A SRR, A
R 7/ R = S ES SN Dl 7 ) QU sy i A [0 B e e
ﬁﬁfﬁh%%%ﬁﬂ¢9%#WV?WﬁMm%m GRS NARIS
IS RIS S B IR 40 B, HL S R R v i e R 7 TR 5 A AR T

WRIEAKI, R RO TR AR A EROKRRL, ZF
A LUR A 5 DK B K 3 AT B . T 2Bk 40 J5 af o) 3k A8 8y
Ao NI AR AT DR — SRR R B 45K iy, TRl )
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RV BRI AR B A. RAE AR I RZ 022 HeKiESs
THE, RS PR SR T I RUR R AR T DL A R e B AT B
VR AR

AR~ ANRFER TR T — MBS MR RS
), KA RATAL T PR 7 AR R GK IR B AR —Ffn] LA
(EERZE R AIDRES )i kL S e W L AEL A R SR 7 S
XS S ) AN B T T L ) MR PR R T AR P R 2 R T VR AR
o AEAMRMIEVERINAFAL F, SIS IR NG RA7 Lo sl
AR KEI 25D RAR(ARZT 5 oK RN EULARK) . X8RI K
A EEER BRI S BT R RN RS 2

[ st FeAT TR AR S A< A B B 7 A8 I RBORE ) LR S5 R . ]
LRI, BRMERRESY, — ROk ZAYFLET M
TRETEHIBIF A o XA AT ARG [ 3 R AR, DA 58 41 B 4 2R 7
e

PR KA T2 NFRE RN &, m, M, fiE
e, SRESFAERRIAR, BRI R S BoR T HEE B IRIRTE
YE. HAT 224N E 5INEREE Y FH XY O 898 37697 76 FH CLE T LARY
R - Fh & I8 TT 7 RIRTT R B M s R T 1E
Taxol® [t 3 S PRI e 5502 10 v A 1 R0 KLU St e 1) 7 4 M v B A
(1) 50%5 2 _FEW-AY) EL 1 50% B3 ) BMS #17). SEHIXFER ]
FIHEH 30mg LM, WE N 6me/ml. RIS 2RI, XHhHIFH]
WAL 1 10 FEFK TR S 0.omg/ml I &5 E KRB
W X PRI 2 S shHI(Lorena %, Agents Actions,7:63-67 (1987)#1
A (Weiss 2. J.Clin.Oncol., 8:1263-68 (1990))/™ & {1 B N BL R 7

R, DA R DS T A T I U (S KA ) R B AL M 24 TR F
4, NEHHREZEAENEEHRANEN 1TSmgm’ HES | ),
MR TRIAN 3 /DB R 24 A, (R, TR BN AhPhERTEE N
e A NI
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Capxol* 2 PUE AW EZER —M#H K, Jo Cremophor 5.
BTSN 9T & AR S — PP IC cremophor HIHIFEFMEE N, HH
AT e i NTRET 250 T8 2572 O T el /b ok 0 s o A I B0 I
N, IXEE R R R AR H AT LA UFIRA T HT R A2 ] Taxol®H
AP Cremophor SIHCHIZE B, Capxol® & —F 4 B FIFRIK LS 25 11 7%
FRIA R B KA AN 0. 9% AL AN SR ER 0. 5% kT A
WEAINT, Capxol®JE B —Fh e & KR BE R BRI B ORI HY
KNSR 20 9K B 8 ok, PLikva 2 K4 20-400 44K . Capxol®
PIPRPR B R ARE MR R A2 R A MiE & E (HSA) . iHF HSA
fEK R AR, Pl Capxol® B LB #) I AT1A] 75 B IR 1 5842
B2, 1052 HSA HIEMMERRS]. Kt Capxol®n] LAZE MAEE (0. Lmg/ml
BAZEE) B YE (20mg/ml RAZHE) 1R T8 IR FE VO B N A . XK
Y RAR AN

RIEAKET, [RINTERAE T MRk N A ik ) T VE AL S0
ﬁﬁﬁ%%uEAum%ﬁ%%%%%M%%%ﬁ%ﬁﬁﬁm KK
R &9 2B F R Y RAEE N . REWR M EWHEBEMD
ﬁ,W%EEEEEO%Wi%%%%m%%%k%muﬁﬁ@Tﬁ
HI B ME R B R b 00 A 0 R b B, Ll dm DI 26 7K A B Y
CIEFE A 7 kRl (L, 0 Norton Z57E2F 2 Jm [E B AE /2 Taxol
A Taxus WHT SR E, 1992 49 H 23-24 RV E) .. EMm4ds
I B i 5 T 5 ™ B ) s R RN LA &I H

25 G0 a8 DL - Fob BURE B T S AR 0 5 1) Ak T SRV LA EE
myﬁy%,ﬁﬁﬁﬂﬂ%U%%ab%EM,ﬂﬁ AR AR
AR N B2 R4 (RES) 40 O3 o 88 1 A FH AN [R) R /IS R ks ARAS [R] 1Y
s Pz A5 n] LU B RES 28 B USRI AERT o (Y45 K R AN,
A MR BB AN A I Capxol * i f B AL LL 54 RES £HZH L)
SR gr B, B, =L RORE. wSE IO B
RIAE R Taxol®

Fuk, S NEE AR EIRZ R Capxol®, — FhgK i
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R, IAEANAUSUME, BRAR, SR, WIRE, BEHSUKRE, B
JEUL, FEANVE RES MISSE P, HoKVRE s T A2 B2 1 AR B0k 51 75
Taxol". Kt Capxol®nf ULHI R 1AIY XML 4] 29 E, HAUR T
Taxol™. {HXTF HABH L4340, Capxol®F1 Taxol® AR, Kt
Capxol “ 7t HAth i LA H 09 E M BB 22 /0 5 Taxol ™2 %5 R,

TE H 2 BR B 5 {57 FEIE AR 2 il FU0RE K /)N (20-400 492K) ,  BRZ Y
AP ENEARASH, ©nl @RI EAZ 4K (gp60, gpl8, gpl3
) EALTERTI . R HEA N A A AR, AT
R B SRR BE BoR X AP AR SRR AORE et BRLIAE R B
FEE R 4 R B A X A R P AR R mR . XM A A A
PEY AR R AE A R BH I PUERVE R 2 Y. — R A al ZE R 51 iR Rk
PR 1 IR AR, LR S 7y B A — P S
FEEBAEEA, LMk K/ 20-400 gik 208, JFHAAEH
cremophor. IXMSZifi AR EEHUESL S FSRER Taxol 8L AT 7E
AFFINR, ERE, Bl O, BRBTIA IR SIRE KPR RS X
FEE R IX AP A BRI AL T g, ARSI 7%,
N AT S ALTIBR AR TR T b IR B Rk PR 72 SR AL S 1 SR R B

SN A2 EAZEE L Capxol i B 20 24 AR A AR
VIR LU Taxol ™85 £ . IXE WX T FAEFE K EZE,
I ERAT N ] B i B U e 1

A NARUE IR 6T K BRUAE A 55 7 &= K Capxol® 1 Taxol™HY,
Taxo ¥4I FHEHHIM TR Capxol®miF 2 . HUILE A (A
FAE R R 4 B el D) TR AR ER R ORI . [RTI AB n] a b PR IRV I
IR, HBTRE 21 K. B Capxol®(f Ry AT LA Taxol®f
B

S NI AE BRI Taxol 84k (cremophor/7E & K P M 10 2 8%)
W LR R B 2E 1) R T B S | R A BB R R T B AE R Y DL B
Bk, TEFRFEME SHIER Capxol®H I A& W& BT X FEH) KR «
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Mt Capxol™, EX—MEH Taxol B AW EZER], REAHR
BRI

A NIEF AT Capxol™ A1 Taxol ®LA RIFEFIE K &2 B LS
KB, ATRILYE Taxol®tHE: Capxol™ My&EMHAK, HiF#HEZ
LDy, A B & . Xl R m ANVEEEE S, B RKNaIrf
AR . SCER P IR TR R B SRS B ] 0 R R SO

JT R AR X R 25 B B AT ¥

A NIRAET B Capxol™, —FhA 5 EANE T /K 2482 B2 1
AL YK R EM B UMA ERE R 2EER, ZAIEIEEE 0.1-
20mg/ml, HIFRNUIRFLL, X T EELAIE Taxol *H EBEM
et HIE/NsIERE, TR T Taxol®BENH AT M n)8 (i ie)
e eV E SR FAEER I UE. Rt Capxol™ A Kb FISCE T A
il A1

A NIRRT M A RIBERI B T KRB, 5 Taxol®AHEE Capxol™
WA RS E M TTIES, T Taxol®BMEfE PHIEH BonE M
ZH/MHIER

AR W — 25 /] SOV R B R A S B EOKANE TR 25 B
PR AR E NBIA SR Y, KK T 5% 4B A RIS 251
DL IR AT 45 R GER AR BT AL

5P YR AR, ARYPEIR (Capxol™ ) S HIE
(PEAZ 7 LB IR B RIS 1) B 35 42 e 45 7E R

P Capxol™ & ABRAT ORI T KA B S
o N i B R )

Capxol™ B —FM{U&H RN IEAEERGE TR A BT
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R R e T ) BRI R €, AN E B RLR
cremophor( A2 BZ ) BMS #il ) i) Bt #i 80( 1 Rhone poulenc
docetaxel MIHIFIH) FER U LBF LAY . EIFFMHER LR
Vo AR AT RO 3 L T A L
TAXOL Fd [,

Sioh, YA RIRIA T E SR TRER AL NZ 254 .

D CRtE, W LD, /LD, BHRE R Bor, Al LMER S
FE USRI RBIRR,

B BRI (S BMS Bl ELE) AT LU B va 5T 1 R BA(H
AN 3 RIS IETT 45 R .

L BMS #157)(0.6mg/mD#H b Capxol™ A LIEE B KK ELH(HE
20mg/ml), SV EARKIHF EMUIERIKEINEA 2.

Taxol® 55 A A F (1) 2 H B LATE AL TN ZBE R M e 3 e 2% B T 4
e BUAER AR AR E P ) o] BRI R IR . Capxol™ ANF T
JE H O] DA DAEATARER RS . 146, (UNBIE SR G R A s
M TARAEATA 5 F cremophor FIVE, Capxol ™ % B X F R .

1A ARE] Taxol ) R AR N FE T EEERITE. X9
BRI R AT EHIRE. B THH Capxol™ BAKEKIE A
WA, DTEE iR BERR 7 BRI RITIE R R, Taxol®ff45 2575
BT R PR 1 PR AS DL 2 BRITIE A HADUTIE R 5. Capxol™ gt T L[4
RS E T o e 7 22

ML BRI . 71 Capxol ™ il A A2 B A AR B [ itk T i
WRBUTRIRE EAE R, ARORIBN T Taxol™ Hl 1 H 48 A% B4 P (0 B4
M.
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C ERFRGAH-ERBRRRE T RCENHHINLURA
UL AR B

FRARF N EHRRRUA—FRZEHA T e A
., EAT RS AR E R TR .

KRB H— B HREEATY 2mg/ml FEHEBIRE RS
.

ARABE T EHERRE-FAE Taxol® R B L EH

3l

B

ARALFEA—PMEHMRRU—MNELENHF USRS
PERTEENRANERRE,
HRMEZ, ARARHEWTILAKE:

ECBMATED 2 — RS EZEL>—HEAREHN TH&
BRE-HESH—HTERREDL—FEARSE ST HANI BT
RELS—MEERBENLTERNELENRTEDNAE LA
RRFRFHRE, KPARHFEE TS84 TESHR—MEE
MREEMETEYRIRTHERE, RERENEYE, Frid—e
SHECEMETEYUZRD 135 ng/n’ MFHIE, EARBIT 2 N
LURAANSE, HPRASIRNERZEEME, 3 EmRsie
PR S T BT R TE 5 T B AL AN FLAT A W, R
A 1 kK.

£ EBREARTTRA, BIZEEIN/BEATEY) K45 2R 8 7] LB
o1 bE BHEAE, SERATLREE 30 44, Bk, 42
TR NEEIE 5 ot ATLUGEE DR WA A, BBk, IRiEm. Sk
NG, RITREST RIS . BARA. BIRE. S, 2
M ECHAT AV R 2 B A 2 PR, TTUARIL X Ry
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)RR

—MREMELENTEY S E2>—MEAREMNTHE&ER
— LS P84 5 AR B B R4S T R At B 4 BT IR B B BB A
(70 e FE R R A2 BRI AT A 25 % LT M BIFIP RO Mg, K
FrsFEE TATHRERTINZRAE, ERELTHE—MESH
RIZEMERTEYRITEAZ, Frid—ME M EZEMEATED L
/b 135 mg/m' IR, EAEE 2 MG HREANSEZ, HPh
EEIFAE R CEE R, JF BT HR BB R — M e
(A2 BERN AT A MY RORORL,  BURL RN 13K

R, EAZEEREAT YR 4 250 8] AT AT 1/ JE3
&, RZGETIAIRT LA 5 404, ATDLEE L DR, LA, Bk
M. EIEREA. Bk, RIEW. BARZ. BT BEEXTRTSIRRAE |
SEATIRAR BRI BUME

— P ER S AR AL R AN HLATAEMDAE T % 252 B TR A A
FAE, HPRARRIEFERE MR —8rE520—-MEH
4% <5 T H AR B 7 4 22 20 — i B B B A B T R B B SR AZ B R LA
Y, KPS E TE TRERTHIZAE, Frig—hels i
FEAEMEATEY L E D 135 ng/m’ FIE, EAET 2 PITHISZ
IHE gy, T RS T 3 A, HAP AR A ERRH,
It AT IR EE R TR KR EMEAT AR BTE — M EE
FRIRURL, BRI AANER 1Rk,

EZSEMT RS, WITABLST 2/ TEE, WirAMAST 1
Rl @O R ULAR. BRBkA . SRR NS R EMEATEY.
VEIT R R FURRRE . SEAUIRRAR. BRARAE. R

EEBMEMED - MBS HERTH&OERE MRS
W&o E5EARSMHMATESES REENTERNEZE
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MEMEYRI 2% LT 2 mfin Pl Ag, Xhmdbnegs T
ERETHERTHIXAE, TR —MRZWECEMEATEY LR
b 135 mg/m’ IR B, PP BIRA &R A M, I BT
I 770 B FE BT — a2 T BT IR T E T T AR B AZ B R AT AE A (9
WKL, RORLK/DANEE T 13K

FIAEH, YT AT 2 B BHE, MRS T 1E. @il
Ok MUAW BBk BUBIE WA R HATEY) . BT
RISUBRAE . BRYIBRAR . BRIRME. BURE.

—MEEMEACEMATEDERTHEEEIR —MREH
—H ESEERE G MW E A RER KT E R R
AT F LR EIR T AR, PR RE
TEAETHEERTHRRE, ZHIF 0T & TR B Bb R i
W MG 2, HAPIrdsRAE R A B, 7B Hime
5 TR — Th 8122 o B i 70 58 TV ) R A B RN AT AR ) R, R R/
AHEE 1K

ELREARTT RS, EREFATLUERE. B, Wilss. |
A A% o

REBMBETEY 2 — MRS MERTH&aBIR—MHRs
Fh— #8055 5 R AT HAR AR -4 TR B A SR TR S T
PERMILAT LR 2% BTS2 MRS AR, SRR eIREE
TERGTRENZIXE, PREAKPIEBEZ, HhpREm
AR LEERR, H BRI 5Tk — e £ FETd I 2
ABTRAZ B AT BB, R R/ AR 1 ek

—HESMREEMRETEYER TH & OEME—MHE 2 H
—Eb o 5 E BB A T AL IS TR R AT TR R
BEMEATAYIN 2% E T2 I HIR P g, HhrdsREE T
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LB BETEENZRE, UDTF 250 nl HIARAZ, Hrhprksn

AERCEEMRM, FHHITR G E AT — P el ik 7o E 1
AR HAT AR, R /NN 13K

FEZFEARTRSY, LHERALUDTF 150ml: JLERE, BT
/LF 60m] .

YEEREATEY L — a2 MER T 5 & 8EHd—fMRg
B— #0457 E R A 0T T A R AT A I 252 1 T4
ZHSF R AR, KPR EFEET 294 FEEBTNSRA
5, LLZ /b 50 mg/m’/h B4 ZS, Horh BTk AN 6 B 28 B R
3 ELF7 3 5 A 95 T b — T B0 5 o T3 T 58 T 1) 6 A RE RN LA A2 40
BOURL, BORLA N AR 1 Bk

ERRPFIEHARTES, AFEEMHERFTR. REFRIHE
W FE TTEFRP, AANETRRED 1R, Bi—5, 4%
I AT AANER S 30 438y Fit—28, HANTR AT AT 5 44,
HAFNER] U2 E /D> 135 mg/m" FIFIE, £ 175 mg/m’ WFIE, £
250 mg/m' IFE. SHGAEHEETOR. VAR, FbkN. BEE
NG AR BB ENTEY . 18ITESTRTFUARE . AR BRE.
B . TR B ENEMERTR.

M EZ MRS M ECENEGEYPRTNZEERSR
R E TR ERE MRS REBAEATEY IR, ZHRE
HEERMPTR—F R Z LY BMETENNEL M EART
i EATEZIRIR o, TRSIReETR M Efh—8a 55
I B 1 4 A T A 350 0 1 B 2R B A B T IR R A R AT AR
Y, KRPrREIFRER T2 135 ng/n" WFE, FEREL 2 /D
K2R ERGY), KPR fIRANSROEE R, H AR
B EEITR — P B TR TR T E2EE, REFHREGEDH
WUkL,  JURL K /NANEIE 1 Rk
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—METERE MESMHRECEMLTEYNZRES AN
B —MEZ P RZEMEATEDOER, THRES TR —MERL
MREBENLATEVRIERZ, 2SN EaLERNTR—MEE
MRZENLTEYME D —MERRT 5% LRI F,
Fridflm et — MM —Bo SRR EFRE SR RY
MAEATEY, HPdHfEE FUED 135 ng/m’ BFIE, EA
i 2 NSRRI Rl N2 5 4525, Hp BT A& R LA B AR,
AT HIEEE MRS MR E R EN AT ED
HIRURL, SRR/ A AN 13K

—METFARE- MBS ESENLTEYNZRE, ERE
3 VAT B4 25 1 — Rl £ A SRR AT IR, K
EH BRSO TR N LSRR AT EYNE > — MBS
FF 2% LA MEIRZ B, ZEFERE R — RS -3
Bk R A RS BRI, P R IRE T LR A
135 mg/m* O, FEAREL 2 N EIA T NS4, Hhdpid
HIFAR ST ZEER, JEEFR BN ARG —fa 2 F e T
T S AL R AT A D I Bk, ORI/ MBI 1 3K

—METEFTE - MESMREECEMEATEYNZIRE ST
RS FRZEMEATERSIR, %6 ET 0 — M
ML ERAREEMERTEYNE D —F A RFET 2% LA
ERZMIBIR A, KBRS R A E R, JF BT R A RS
Pk — M BN 2 P TG 8 T B A2 BE AN AT AR M RO UKL, UKL K/ AN e
o1 ek

—METHR, Af-MREH TSRS -NEBREE
HAnE o E B R BN TR N EZBEMEATEY), HFrd s
ETEIEMEHE-MREMECEMLTEYNZREEA R
B S MRZEMEATEY, Kb RHIFIA SR A B R,
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It HL B it 55 570 B0 485 B ik — A B 22 T FG SE TV 1) 2842 B A0 LA A 4 B 3
R, R/ A AR 1K |

—MEMFR, af NN -HBr5E20—MEARSE
HAbE TR B B B T E MR R R HATEY, Wik
BETARE-MESMECBENRGTEYRNRRE R L rid—
MR PR BEREATAEY), Brid KM & — R T-H5 45 K 8K
Wil KA ZGETHASHE ML —Hr 52 >—MEOREE
Y AR 2340 B 1R B BRI T E TR RV R A HAT Ay, Hop
FRERETRLIEMSFE MRS EEEMLHTEDNZRA
HEH TR — PSR BENEATEY, EPRRSHA SR LA
BRI, I BRI B HE Bk — PP B2 o T 2 TR B R AZ B A0 AT A
PIRORRL, R AN AN 1K

— PRI, B MBS M E T AR AT R =
M—MEAR, K aErt—MReM—8s5mtEA
Jigi & T H A o W TR B S A R AEATAEY, Hpd
HAE TR RS FE M REEMETEDRZAE 524k
—MEESMRECEMEATEY, KhdsR RS R oE B, I
LA 537 95 il — i B 2 o 0 X8 T I SR A2 B M EL AT A ) OO Sk
MUK KN AN 130K

— PR AFIR, BF-MEEMEERNEZEMETEYNE
D—FEAR, HPHRREEEMEMTEYRN—ES SR E A RS
MM ETAESREYE, EPmREFEHE K, BAFMK
2% 2. 0mg / ml TR —FrE S MR EBREATEY, HHPPR
HIFA SR A ERM, AR HRIEERE—MERES ML e
BABEAEATAEYRIBRL, RN AR 13k, 78 ik d 7
B, iR —ME MR ENEATEWRIRE Z /DT LR 5. Ong / ml;
BiHE—F, WEZRDATLL 10. Omg / nl.
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phiit, BEBOTEYRRFR.

PP R S AR

B 1R T X B MEN R (B4 n=5) Bk A 2 B B
S8, BEr5ERHKinEa(e)Ekara (m) AR e AT
8. B EAENRATT LBENE KSR, wiraniEs
20mg/ml SRIZEE, LABRRKEIRA LM RIELE 5 RAZ.

B 2 AURX B TSR E MR EXRT A KR e
PORTHLIE R ZH IS R . TIRBURRIAAR, NIk =i,
BUTURRRIE 5 R 1657 FFERRT B9 100%. 0 RACEIGITHIVILE. /\ﬁ?»ﬁﬂ
X RAER K (=2, RRN—RAL, ELIFEN kg
ST HBER RN Ing/ke (=4, RN ARk, E.ttmﬂ%
CHEUEARITRL 1. Ong/ke” ) B EBEAKERL, B o e
B 0.5mg/kg H2AZ BEGNK B FO B 4 0.2mg/kg MR
(=4, FoRA—IRML, EEFFCH BRI 0. 2ng/ke+iE BRIGK
HURL 0. 5mg/ke” ) o PAAMEIT 41 B BT 1A 25 (0BT AR R0 S,
RPRTREEE, RN RAERERBT AR,

33



98808225. X o E27/103m)

B3 RETREEEMEIARNER. H—AHr 3 LKREAET
Capxol™, % 20 3 HKREA T Taxol®, WS T8/ TEE Tnl
BRI, RIS A EZENSIFIEN Sng/kg. TEFIRELE
Ak CARRIK AT s 7. B 3 Bon AR B REI IR bR 1 40
(WBC) v+ B 7 be A2tk

4 AR T Capxol™ )-A> T [T 5T LA 5 B2 ) 71 8 1K) v FEL A
MAE. /D U(n=10)28 B PR MX-1 FLEFHE, 4 RE HI K4 150-
300mg K/NFFEGHATIATY . RERAETH 12 K, WGITTEVIIRHERD
JEH 13 KIFHA. Capxol™ LAHKE K LSS S AL BEADK ORI 16
. RN RU(n=5) LM 1) Capxol™ J&77, FI&A 20mg/ml( LA
VIV-1 &oR), TRZGRFEIKAAZ R AERESL 5 K. XA (0=5)
UL IRIAFE IR 1) 3R DG SE 7 MDA I8 B0 A/ M eV T OB B o %)
ML GRS 2 T 4500mg, ZARITA SN
¥ 28 M 39 RAMIE. W5 — 7, WA RxRTHENRITER,
FABNITE 25 R¥g¥cA ] LA E BRI IE .. 24 s 39 KAt
A, USSR N BRI AT T UL

o A
MAEA L, R4 TR 12 R EFEWNIE,

BT CIER AR L M2y LR K HI 2 S s

TRAR) 2, FlERDH 175mg/m®, G2 [RIANETE 2 /T

RIEARY, WM T MR RS T DT HE 1

TR PRI RAZEE L, -Fh e B a2 IR 2 SIS T RTid R 2
#, HAEL Dk 35mg/m?®, L2450 EIARE 2 /M,

BB AR MERA MR, ROT Fs s
P BRI ik, RN AR AL
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M L2 EIR S HNA TIRNZRE, FBE N
[135mg/m?, #5250 [A) ANRBIE 2 /NIE, V&I R BEANGHE 3 .

RIEAR ) — TR AN SEME T ., et T Fhig S m ey
IR A 2 A, b= R L
Mg EREZ MEIR S SRS TR ZRE, FIBEED N
250mg/m*.

IRIEAB I SUERNRISEIE S T, T ok s
TR ERRARE WG AT, BRI TR S ETR 4 G
PR T FTR 20, IR A B R AT 24 e 2y, |
R B AR H S TSR B R R AR

RIEA KR TUE RN ST B, 14T Ml Rrmey
TR RABE WG IE, TRK IR AR RS S
PERIE: T BRI S2R0F A% HI AT A — Fh e S IR A B ] 22 4

2,
WRAEA R P — RN RIS TS, 2T Mg gismey

TN FENZIRENAL T, TR EAFET R ESRE L 5:

CIFIES MRS THRNZRE, B8/ T 250ml.

RIEA RN TR LR R, B4 T FgErEs
TN FRERZAE NS ATE, TR T EEIETRK S ES S
PErgs TR 2R, R 5 /b 50mg/mYhr.

MRAR L HIUR W0 THRE R N SE 7 %8, 4L T —Fi g S I 1
AL, AT RS2 AL VAT 13 R AT LA R e 2 1, Bk
HUBIR S & 2 S A A a2 aF, B S %
175mg/m?, 25250 (A) RFBIE 2 /i)

MRAEA R B SR AR ST 5, 3L T FhE A
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BEEE T~ TR BN IRE I ERER SR, AEES TR EEE
AT 425, FTiRIEIFAFE S S S ME N g a2 nH]
A, FEZR DN 135me/m?, LRI 2 .

RIEARIAM - TR SER T E, RIET —MEaslEE
FEes TR ENZIRE KRB, a7 MEAR 3 FH, B
MHEIFIOFBEAEIMAANA S LT &SRR, MNEZDN
135mg/m?, 45 251 B ANRETT 2 /N S

WA B — TR AR SEE T &R, =BT MG e RERE
Won T L RERZRE MR ERISIF], Prid mslm el — R A S
LB AP 255 AR ISR S R

MRAR I — R RA R SERE T 5, 1REET —MESKETE
DIEMEA LS T O R ER 2 B R BE AR T

WRHEA R I RN SER T &, 1R T —ME S REY
MEAERML R 4 T AR E RS2 1 PR AL BE UK R I

MRAE A KB — DR AR L7 5, RO T — PR
IR, Hoh & KARE 200 2.0mg/ml KPRAZEE

HARA R I — B R A RIS, 44T — R i R
G0, RS PP R LAER R Sk B ANV 1 B 2405 U ) [ A
TRAR IR

Horpprid gy E B AP A& H TR EA

T i B 22 3 A 3 S B A PR B B 1 B
B IR 2570 P R A A O S TR ) B R AT AR 1Y

Horp BTk BRI RV B AR AR 2T 1 K.

MRIEA KB —TUERA R SE 7 &, $—4E T FhiE @R
ATT R TR 2 E I IHI, Pk pli e N h 1-10
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AN B E L R, b BT IR ) R ROBURLAL S /N2 50-1,000
YR K 25 AT R BT T A

RIEA R, MR T H &SN EIERN AT EAE T /KT
FE D R T, BT R TR
a) 5
D —MEVUER Pk PE ) SRR
1) KB PP
i) RS A A
iv) RS R
AR — M FLA: R
b) ZBRFT IR (1A LI LAIR 1S Bk 1 v I 07 ik K A 3 4 oK
R B -

WA R — DR R AN ST 5, S8t 7Pl & 54—
P 1 ) B A AR ORE B i, PRI 5 VL R AR TR & — R AR R
M, PR AR MRENE TR, W LB R R ML, H
BT R A S B TR B R, BERPTIR FE A AT AT B
RAG— PAFAE T BT ARFE A AR H B AR GOKBUR &, H A Brid
GURBURL & A Brd KSR, T ER/D T 100 29K,

R A KB — IR AN SE T %8, fReft 7 P& &H —
ME PRI I KRR 772, BT 7R BLR R & — B AR A MR
R MR VA, LA BB ML, b B i AR A
& IR RTEVE T, BRI IR I AR5 A AT AT SRS AL T Bt
PR AR B AR QAR H AR BT B AR KRR 5 AT BT BV T )
i, PR T 100 K.

B Lidshid ikl s A s Mas R rit s, i ds
BOWE B a] R 2 A2 EE YRR — M E AR E AR R AR
10, B < A O A E A o) 2 B A A S A R I S UG
Tk
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FE—IRIE R SE e 77 S rh, LR A i S0k T 1 AR AN I K
27 200 40K, IXEETR FR AL EAE TARAIN L2 o idug, Bk
Y R R 2 Ak A B 5 A BT R 0 25 BUE VR TG A TR 7R

o

WMRKEFRGEY], ARBHBRHKARE “BE2E” O3 8EE
WETH L, BT AR R w5 .

Capxol ™ & H1iE N2 1L NHER T3 W B2 BER IR AR . AL
FTFRT Capxol™ fUAE —FR R BT LR 1 HiEHI&HEARE
W BAZ RGN K AMORL A iE /7 50 Capxol™ J&— k15 L FI i H A4,
TR O AP R ERNST .. RFER TR, M
fE— PR ARG 0B ENE, T BT H
2y, PR 2500 B 2 s U BRI B O, I e i Y A H T
LR T E XL Taol®HF PR ZEHUAEWITSIER.
Capxol™ &-—Fp ] LE A M FR ik 25 25 HE T K. B Capxol™ 5
H 30mg WIRAZEERIKY) 400mg ANMIEHEH. HJLLEERKN TR
1 0.9% F AL BT SR B 5%t & FEE ST EMI, Capxol™ T JEH—
FIASRE B AR AR I . IREAR G TR 1 K- /T 400 992K
YRRIRL K USP A IMLVE H & A fE A A HLA 7 R 1 S
BRI RS AE A& T . SR E BBRE A AR BIRE &
EEBE RN AE AR XFRRZ T L ETIE, %A Capxol™.
A S AT H AR s R e F. P TR M T A
Tl Ab 3 B RN/ 0 B SE BT DRE 1Y . Capxol™ AT AP 3 Ll 43 A
KAGMHI L EEA A NS M 2 F(HSA). ©1F HAS fE/K 2 H ]
HY, Capxol™ ] LAME A MBI 75 R AZ BT, (U HAS 1Y
R PR . e Capxol™ Al 4 B AG IR EEHIR %, MR R AY
(0.1mg/ml “ZAEE)FIIRAERI(20me/ml HAZEE). X n[{figh 25 (18415
FEH D

HEAb BT RO iRt RAemaEwm ik, &k, £,
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AREEW, BN, LA, BN, JREE, 25, BAl(EM), FE(HE),
JRIE, T1FREK, BEN, Bk, HOBRSEIRRE TI -FE 2SR

[

sy .
SEAERT FHEOARTE “HoK” RIF=KBT oz — it BHAL.

BEAEBT I BARTE “AEYAREN” A T — R 5 A 88 LUE (T AR
5 AR B Tt N AE Y R B

R A R B B SE e P Y B SE B b KNV P 1D 24 B 1 A
IR BRI, WA, BRI . SELE R
S5 B4

IR FIARAGIC BT A UL AR, X BV IEEy, Anisdy, ZEAEW,
TNVEHEER IR E, HRRANESS, FEBRNSST, UREE, SR _E
MERR, AR HE, RN, BERRAIARL XA AR R A R,
PR, fARNARE, AMREEARE, HBFKK, K
YR = LI, SERRANATEE, KRR, MFMEEE AR, AN
Eeih, 1%, FREVH], SRR WATERRREE, WER TR, &
By | Bz, WA ZERLLACSRE

PREER (AR e, ZEE, Bbe, emsE, HEER, 5
B, HEAELLAELD):

Vmg S (A VT, B ZS, Traxanox, LWEMLE, BHER,
AT HFF, Montelukast , 22 %K, B IPKEF. Pranlukast
Seratrodast , Suplatast tosylate H ZRTEIREL, WEF KA, Zafirlukast,
Zileuton, FHL KA, A e, MK . EHEEER, NERER
Fi LA R )

FUERWHER, BEHE, AF R, kAwWE, &Lk, &
IEVLY  PENUEIS D WS ESPLY/)E

PO 5 (AN A g, BEIRYT, R TERERER, sCyb-F,
W SRR EL . ERERPKEAR, SRS EAR, KM, M
AR &b, EHVEMERE, MMRAM AN, ST, R
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R, EhBRNIKE. SRR, B, SRR,
FEIE, MR AR R, KA TRy, X B AR R £ L K
FAUH);

TR PRI (R, B, REBEARGT A4 LR 25 44)

MIRR (WK HEE, WM, PHEE B, IEEE, ns
LEYYIEN NEY/)E

LML (0%, PN, oxyprenolol, FHZEHLEE,
MR, SR RATR £, B IIERIR LR, MAE MR LR, AR
Mo, %8R, IOV, KEE, B3R, s, i
BRANTG, BlavakE, By FERLE, SRR N LA & 25 04);

MR AAEE SR E Y, FASER, M85y, FKIE,
ML e, (B PTIORs, HhEKAR, FOBKAS, STk, Sk
WKL, SREFA AR RALI);

PUMIE 25 & 2%, M, BUTHER, #vEE, Fag
=, MER, KLWAE, 438BE APHY, JERwE, £ £
ZJHBCNU), HIEE-CCNU, M, R, FHE, ZMEL
HATAw, HRIVIHESEE, SEEREGAY, REWRHATEY, K
L K, MBS, REAZ X, URIEE N, LRSI,

PUERIE (N 5E, IR TIEHE, HR%E, FIRTHhE,
AR E, THEES, ZE, BRENRERLE, HhBBRE, [
WL, BIREE, —HHFZE, SELE, WMERERE, LK LUY):

GBEANEIR (A 2, GRMIERS, BRMEST 7, FKS06( 4 1
i), BLR A

TUMSK R L (N E AR ARE:, HBELY, BETHEE,
FELLAR, DL

FHLAR IR AU (D EE SR (R B L2, TR EE 24, mIRT e b
%4M), benzodiazapine(WIEFRH % E, =M, tomazeparm, BKiAME
CER AR, LA

PULLIML (G B - b 352 URBH I A7, 0588 3 B v 70 Ly 2
HLWE, HRER A ERRREL, AR, WEREK (MmN R, &
WAEERE, R URTIURHEREL, REEREIUREER L), LUK K A);

TR 2 (NBIRIERE, &I TR, BT Hhits, &
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PERE, EhERE AT UER, R 0Eh, BEE /IR, BB EHRE,
HHRFEAE, Ay hER, MR, RSN, LLACEL);

PUBENT 25 (U IR BR R )

POLARE i(WNR AL FoREIR £, R R IR A, HRERYE
P, LMEAUCET, BB, HiEY, FHEER, HRIE
IWVAIR ﬁﬁ@ﬁﬂﬁfﬁ%hﬁﬁ, B E R, WRER ], BEERE
JeT. BrImERER T, BREKE, SRERE, BRANZF
Bl BLRZRAE));

PURTT R (WA RN, FTHRIR, BB, XUKHEE, W2 EE,
fR MRS, MRRZES:, HEKRY, MACERBRESH, BS, &
55, SUREERE, FURBEIREN, LU

LB CNRKAER, AIRERR BT, LLASEUAD):

PUBRRICIOIT R, IR, SRR, DLACELIA):

MR ES RN R, Beile, FUtelg, LURESEA);

A G EOBERAWEE RN _FE);

A1 AR AR (i R R AT )

UL /IR Z5 (AR #rUTAK, empirin, ascriptin, LA IRLI);

PUR K25 N IS, divalproate sodium, A%, REZILH,
SAEZE, MR, REWE, REZY, RS, »REHZ
B, Wtk HECWE, BROWE, RFEE, KPEL TR
B, RZTE, KLBERR, & nfEiEe, “AEEE, = HOUE,
DL R

PUE AR (W L 8IZ,  ULEERAAD);

PUeH e 2/ 1Ib BRI SRR Bk, SRERORIG R RH,  H SRR P /R B,
HoRRRIRORME . ShIRFERRE. FrERE. B SRE DT, Rk
HMIE . HOREERLLVVE, HRER ORI, ARG, TORIRM
Fofhse, ShES phn ARAL, SRR R IR, AhER R, trimprazine
WARREL, PLARD.

Jﬁﬁﬂ’é‘ﬁﬁjﬁ! FCanlEss 25, HURSIREE, LU IUAD);
LA A (WRRAK R E, 2, AEE, FTHREAEE,
TFRIFRS, HAVERRE, RRIANKEE, ﬁm@&%ﬁffﬁ
=, WHREMOTEZR, HIEM, SHBRHIEM, RERKANER, BB
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E HEERRYY, IMEMEZAEEE, DULIY):

PURB (I y -8, F2RE, RREN, —FAW%HE,
T, LR );

T2 (UL AR R R W CL AR, SkfhE, SKAEE
N, SkAERLER AN, SkAUPRRTAN, SRAUREREN, SkAuRIEAN, SLARRE
B, SkAmgfmgn, kAR ERRA, kliftug, KBER, LBREE
B, SR ECR K EY), Skif 2 EEEY, Ve TRy, ke
PUE, SkAREER, SkAAfagh, Skfifne, SLAEREN, SkRIER,
SRR, DURRI), TREERBAELLIIA, PSR, FA
HEE G MOk, MEmKS, S8% G, F8F VH, Ik
FrOURRE, ZEPMEPIRREE, DA URERERER, SMPTAREN, BRIk
oy, PAPYAREN, REAPUMKEN, BER G . HEFRHREEZR G,
HISEPUARSD), Z8RVUMEN, DAY, AF/RBLET e
BR, CRAEER, 48K, LRAEER, APRLFEZR, lactobionate,
erythromycin siearate, £3& | “MRA T ER, LIASLW)), RIS
SR E, CHNBRZ A E, HBBKEHE, DAL, L
MR

UG 25(4n GM-CSF);

TAEY RGPS EM A4 ER'E FIRE, MBRRNE L
MR, MRERRTE FREE, ZERAE ERE, ZERAE HIE
FHIERE, HROERAYE LIRE, WRETmA, fFhmx, WK
WhE, HRER A DIRELRRE, SRERTE EIRE, WA
AEFRE, MERAY EREMERE, B ERE, WAREY LR
), REICIERME (R AR, EREM IS E A, AR
St BRI FARE, AN, MR KA IRAS T A (TR
Y, RN R S R DN R R AR AL SR RS, N ERES S
EAD. EPM R, SRR ZNBRE(BDP).  FNFERE, ATHiZE
e, WSy, VRAEY, xinafoate, MRERIAIFAHU T FARE, dher
W FW, REZBKE, WMRARRAE LIRE, WA, R0,
UL e AU )

WAL (=2, RO, HFERE, oHS
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M, pefRsely, WA=, SV, KORE), MEREE -
B, mRMERRIRGE, JCHIMEER), REBERERM R E mARE, TR
TREE, BEBRRBREED), PR REI R (N R, kA, HRZEK
P, BEEREARDZEREL, BERRMBIERAL, SRAOKY, BEERHERIAA A
W, NER R, WHESRRIIA R, SRR, HER AL
IR, SRR IEHERM, BRI R IE R,
triamcinolone hexacatonide, Z A 42, hydrocortisone cypionate,
ik e, flurocortisone acetate , WH MG X @K AL, prednisolone
tebulate, BEFRELIKEAL, BERPIEAIRER, SALTTIF IR
Y, DLRCRAYD), WO (i Ze e R AR R ) LL & 2y, BLK
B

BEfmpE 2y AR R 3, At R, AR E R, LREE,
SUEETAIR, MERRER LUK, WOARRE TR, ZhumEAR, DUACERI).

BEIMAG 25 (N 00, AREFRIRES, T H, &dmiT, B
WA, LLARRA):

FHF(W DNA B, ERE, HEYEIEE, ISt LIk
FALA);

IR (W g 2B R E L I I XER X HR, &
FEAEMRER AT R A B, DU SR A);

AT A0 A B ) 2D (A i 2T 40 il A 1R

PO AP A (UL T, WWKET, RRERET, U
&S Ve

WSRO AR 2 (i EhBR EUR R, R BREE, HIRSEAR, A&
T, HRFRAME,  WIRGIAME, RESE, DALY,

HEH ARG E R A, D, B, Ko BURZERIY)D):

Ay tn @k E 4%, visadine, WHSEEMREL, BIREHAE
. BURBHR, LARIAD).

VI RIFE AS R BH B S T P S 112 WA R LR R 6 b A,
SR IRAR -2, < RBE, R, LAY, ®EvEXT L
RACFRR Y, BRI &Y, paramagnetic, UL A ZRAD),
VA R HAS R, X SR A — ey BN S Ak S A8 U DL
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S AN T AR TN A BEREAR 25 5 )ik -

THRIEAR R B S N I E =R B R, WX, A
i, OKAEY), REdEMgEERngELER A, D, E, K, B
Y, WeWr, BATATPRMELB R UL ERESY.

A. FHR IS J A P& g oK Rk

LI AR IR I AR 5 A 1 3R A1 5 I 2 B T 4 SR B
AT BRI 25 1) B L OR A2 [A] C B IR I TE T T B o S R BR T 5
HHINBEORTS, DU AR BUKE IR ZEBUE bR FKANE 241
RET). MRIEAKY, ReWn—MEE )T SRS XS REBAR
DR A A AR . R T AT SR B VA R 2 TS
73 AR SRS — A A SRR R AR A A R A (n
AR BRI, AEILAS IR RO SRA S0 52 T TR JE KA R 1 /N
JFE. @Ol A TR A P AR, AT R A KB
w, WSBEAR TR, EdEsRERER/ AR -
O ST 5 RE (2R A W A A8 BT BB AT BRI B

HARKREIEAL, AR R B k2R
Yy, BEEM R LS & AR MR EEAR) A7 7E BT SRR
s N o B BOR BT B MR R B AG, R o)l o3 B A R &5
e nfLAXTLL )2, 8 AR BT ERITE R AR AN R R
ok, BRI TT B KA R EE M) Rk 5 IR
A HAC BRBIAAE M R RO AR, RO AR B 7 i A B
FRE S BN RURE ) BLASAH R AT /NG . O 58 (B 3B 5 H B ) 0]
TN EEEA T HCK(1000 40K FIE B HR SR “AbFE R
RE7 K20 25 gk Al LU G B SR B 3 AR BOOER AR AS & B E4h %
(FHA B oy BOEE AR AR AR R

I, ARIEASEH], — ol 2 B0 T PR RO AR AT A 38 B 37 (L
Al W LRORE, LB, AN, CE5ANLk, T,
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B, Hnf DL PR ECE 2 R RS . ARA A BRI AE S
T A R S R B R v, AP, BRI, AR, AR,
ZRKIH, R, FTERT, C1-C20 BE, C2-C20 fE, C3-C20 Wi, 2L
M i, TEREOKWEY), HEREBKEY, xRS KILE
MATEAIRES Y-

AR T H RGO 4% 1%, REVI(RILR) = NS R
il o FEASR AL D 2 AR A R B VR AR R A
HNESEE SE e/ )i

N, A BIKAE T —FE B (A E A E EOE R
TE AN KR R RS E . AR B RIIREAE KL 0.05 2 25%(w/v)
LN, BUFHRTE KA 0.5%3] 5%(wih)ITa . AE T 5 S g
IR HA% 738, IR Y R I AT AR 2 T M) (i + IR R
Y, UNEEME, nhiE 80, AEESFRISRHEIEMER F-68, BEZRUY)).

N, fEmEMEY)E AR PSR
o IXFE] AT B RAE RS AP ST, — A J3a
FE J& K2 3,000 21 60,000 F%/3eF 2 (psiDo. IXLETFEILIETE 6,000 Fj
40,000 fe5/ 91 VB P 3T I0 . 15 20 3R KA R AE S /N
AR (AT Ve 1) 2 PR R P ) ) AN AR RS E AR AR /N B A KR
B SITHRAE AV B 4SS T e V)RV B P R ey
SIRAEH, mYARRSES, @B, mUIEHERESS, IR,

BoJes VAR DR A A LA AR R e R 6 A Y 2 B
PRI B BN AR AR R 8. SR INZR A IR B0 48 1 Y T
Rk ks, Wi IR A Ay, WISl A RFRAL, LUK
L. R K EBRE R

FEEBE R AR, WERE AT RS E —MSEHEN
YRR AR R . RSB A AT LLEE R 7 (B A, SEF AR
EWEIKARIER A, Sk, K, SN R, SRS,
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AL Z, MK AR BRI, A LLURAT TP BUE 24
R AT D MBI, A ORI A . Ve
LR R WA AR T, BT, LU .

MAEA BN 70— Ik 56, Sk T ARl & 5 R /D i I
ORI RGBT BVEUR AN T 200 9K 5 — 1807 1.
SR SRR e W6 1L 18 T T DA RSB B BT L ik . AS A HA 51

PR g2 R R RN £ 28 ) 090 O 97y e
KBRS REN .

ARG REWS TC IR U BRI (BIURIR <200 402K), 2 BE MY BT
AR R AL T IR SE B 7K S8 6 B WL 1) (AR E /K R i A
EANT SR, WP, BB 2B S A ST v
Mo S EREN L IR . AR5 R & 90 KR A ) 7%,
EEVRIALR) R D BN . AR I %R P H AR
DS H WA AP R A EE YR

N, MUK GRE R PSR — KSR E R T 10%H)
BRI BT, SRS A BB VAT RY 1%-99%v/v
L2 8], R 5%-25%. KBEEMEEVIERE B FHEHRZ
B OWE, OB, VUEREmE, SaM Ok, R, TE, A, WAH
W, IR, CIHIEAR, RS, DA R, ik
Jiiksd, HARIS KR EEERSKAGREEBRKEAY, &
e 4 24 R ) O AR R IR A

2D VA BB TR A AT A A AR
KT b o SRR 18 R T R B oK s e 7. IRAE R 2
LB E M EVE R E AP H 2R . [
FIZKAE P IIAN—A B, S BRENMETESHELSHESEY
i, BN ENEFIRE S AE PR, A HUE A Bl K4
0.5-15% v/v 2 18], ALIETE 1%-8% v/v Z[H].
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N, FERY AR T A AE TR B ST J A R R e O R D 4
AEAL I RAY . X AE L AR, g TR 5 b ik
AR B R BT e - 4, WS —FP s IR s ie = 519801, skl
& K2 2,000 E| 15,000rpm. 2R J57E = R (B K4 3,000 2| 60,000
fs/9e~l 2 IVEEI ) P TSI RAER . SREMES Y E - MEAMA
M35 H & FD B A, AKAEHAEENYR, B R E
AR wJE, BRI RSP R AR K LIRS R R B R
S A HIEEY U R E ), HB SR AT Rl s iR /N g K B
Fr(BIEOR HARAE KL 10 4K 3] 200 9KRITERIN). ik Bk ok
B RAE KL 50 49K E] 170 GKRRITERIA, IXEGRT 517 FiRAE
SR

MR A A HA il 4 U BEAA R ALK BRK, a8 1 7 5 3 P Uk - B (]
Lo NIRRTt AT i — DA O R . R A L
H A AR — A R R T FIBUR TR A, B AE R oK,
R /K BRI FT AR 7 B s A, ANT N AR IR VA VR CR 4P 71 H 5%
7, EAE, BELR, DKW, BAATE, (HmREAEMNE,
SRR AT DAEERRHE L0V R ER TP A AT LU 2 4 & B 150

2 BRI TR ) B S R 2R 48 S0 VR e 7 B 2 TR TR A 5 LUAR X /S
HI B TRIE . Iy 705 N R A 32 KB R I AN R B B0 B
e S34h, BREINFEAEA B BE — PR N AT B R L AR R, Y
EaWe MRAR)TCEEE, FIMEREEARAERIEH, &
L5 LU £ 76 7728 B P I 2 B4 D PR BSGBF BH0 EE

ZHUEYAR B R S P TR BOAS R B I S i B0 48 51 s |
IAEIE L BIE IR R ST . AT NS RIREA TR, 454
TR B G AT R S Y A) HER & — T B A B
LR SE P L2y BRIE MR JTORORL A BBl B0 Ah 7 BBkl i SR N TS B AT
LTRSS B EATI 8 SEREEmE I B, FARE
SHWERAER, K, SRATE, SRRk, FHR, HER
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B, BERE, DGR, EEZHE,

R, BRI,
FEE, W RIREE IR IEY) .

ﬁ%my £ '::’

WAL BRI A F R E A E E AR AR (E A 35 MR
MRER), EEEREEH, BEH, BERGEH 6 MEREREE), 0
LD o, B, BAHEE 6 MENERKE), WRBER(EH 8
MEREBRIEAE), REREE, o-2-BEEREH, FHELeR, PR
ghiew, fddpkaln, e DS, &a G B Uik
LARCE TR &Y, AR AR P ot-Jl (8 BORSE 7 I — e

HArprd i e ERMNERREHEH. ENEAW a-2-
Bk, MR, T DU SRR o5 e 4 A B A e
FORAN M 2 AR A B S SO R ER AR, B 0 90R FPRTE X B RO
ShIEIRIAREL . R S PR AT L SRR KU AL [ by S RO B AL . Hofth
Ly £ 1 U v LA SE A 404 B i) B 75 AL R A4 Bt T AF SR
TRk EE MY .

i Eskyl, ANTL&RERESYEER RS ARSI TRk
FHRGF LD . o, RIEE L (I BEEECH), ROGE,
RWNGEREE, RIPCENENGREE, RGE, RIILEWH, XK
WIEBE, RANENGER, ROGHERE, RAZE L2308,
LIRS, FrE TS, BIEATUR B A EE R S
TR A 3L 5 <

RSk, A LA G 2 R S SR B b K AN I 2 B P A AR
EWR R GE AT . 5k, v RITEA R WS T i
A B S e SRR B R/ TR B I SR R R S B A
MBS BB VR R LR ER . & B el 3 BE R/ 0 g R A 1 1) 2R P
FNIRIRIE LB &8 HHMREMBR MENEHNRENGR: &
17 B HSREE /B A BRI R 2R SRk, 2 B b SRR/ B
AR RE MR R MG, S B SRR B B B TR R
CAEMES T, & H SRR/ B B B R R R L
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TH H B/ MBI R, B, AN,
BCEATHI Y AT AR ERZ M TR G4 -

AR BUEIRHE & T, AN TR BT SR g K
b K ANE M 29 BE TR 5. vHRITEAS A HA 1) ST o A FH B AL A i
L5 AT BE B 7 B R 2 BV R 3K MR, EREARE S T
FA R R ERNE RN, BARSHBEYYRA SRR N, 5L
St FERE P K, RO, AR, BB, 0B,
MR, ZRRI, MR, PR, BF 4-30 IR TRIRER %, 8
MRS T KA n+ 288, n-248, n-Ck, ok,
WS, KDL RRAY)), & 2-30 BRIR T 10 B e ol 75 2 e B (40 - B,
VAR ZRYD), & 2-30 BRIR FRIAR NI I ECS B IR ER 8 (0 £ R L Fg
(Octanoate), PARZEBA), &4 2-30 IR HIbcEE, HEE, DB
LB, DUSRRE, LAY, & 1-30 BRIR TR E T AL K
WOUEE & MU LW stk AY, W CH,ClL, CH,Cl,, CH,Cl-
CH,Cl, VLAY, &6 3-30 BE-FHEZRWNER, TR,
AR, RBELTREGNR L R, VY, ST
FrEi Ll FEREEA YD

VI RUFE A 5 W B S HP A5 A WL BT A e VR 5 A PR B
AL 200°C, T HEFEERERAR I R, &, LR LB,
w, LW, TH, CBRTEE VSRUBRR S, BRI T 258
EIE R SRR, T HAE AN AN B R A RY),
R R PR AN EIOAE I B SR AARA L
SO SR A MRS DR A e 2 PR S I D A AT WL o P RV
M. XEARF TR, R D BOREIERNAN . R, %
RN R BT 2 R A BB (UAFE LA ).

DL bk 8 4 0 S — R0 B A S 1 2 B E M ) B B L
Y AP AR R SRR B . AR Bk, Ehk, —
MEH SEEMRIER, - M S EERANEER, B, BAFR,
kAL G, e E SR LU T
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XL AR A M) R LU LM BRSOV, W (B BRE R AL
Be) LB R o, Morbm s sk 5 ey SORI a0 A A R il 2 B i P ) 3R
By, WPERASEE . BB L T DL E A R B B . A
st Capxol™ nJ LAt F55 BBUBS A 5T R IR0 AS Tl 703 S (B8 P A e
e AL R R M A & T R LR AL R/ LACHR), AR aTAE T
T AT T R FE T 8B Capxol™.  Capxol ™ 7 e A4 #E L1
A N B AR B B S P 2 e AR AT R U A R ),
1 Capxol™ il E & 45 A A2 B R RF I m) AR AH 23 AR IR 2
Ve, RIETan R 4 S A B S, XM Capxol™ HEY)
g HAh 2Kl Capxol™ MIMLZFEIGIT 45, S4AVHANREWE—
LT )35 P BBk AL A VR T 2 LR T HRH N (O S0 ) S A e
UL R e N - HeAh SEpR g 2B ). XS A IR AR T-%
FERNA, LN T2 G B8EEY R OREbusg sy, %k
PR, HABLL 2RI 48, LR ).

LA B3k 7 v o 1 R AR SE s L e B - MR B WIRRE
2 hal AR AR & Tk S HaE S, B R AR T A LIE7E —
AR A b BB T AR . IX AP BRI FK, 2K
A, K, K, ERNEERE TR, PR ME T
FREMBOKCEWEER, EENEERZTER, NTERERS
WIS, A ERIELA, LR

Yioh, IRREURRE RS B A A ERCR AT B, Hp R
LB MEERN RS RA E4 &, tF IR AL ME R R B
WFEERSS, BF, REBE, CFR. Bl MIREURUR, BEERER. MRERES
LA R IR A A e AR AR AME R B IR S 8 PR A
WG SYINRGHE O A BRI, ROmE, B

Kamtng e, LAKRABAYD), BENS(AnBEAEMIEERPC), BEAREE LB
(PE), WEARELULEE(P), Miwfs, LLAELMD), |EB(WEE, fiik,
DL, ZRECIGERy, 4%, HEM, Bk, RELHE
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B, BT, EBER, UL, BRI SRR 2 B,
MEZEEATAY), ORE, JEIRAEES, LR, BT PR ER
LI HIREYD.

Fo 8 ISR RIURL I — A ) LUR AR ARG o 2 B P49 B /)
R~ Ao 2 R A ) T R T LA SR (R & AT ¥ Tl A2 09 T
() A8 W RE A 1 4 EGRIRERA) P= AE — Fh S AE A T 1) 7 BT
RIHIRESM . MEZ, REINFEn SH - FAEYP R 2 8on R
W Siah MRS M R B DR &SN, K
AR P A S8 I IR T — R R A A WL ) (20 v i A )
B TERBEREANCIHAE IR AR RMER, GIINERALS, 5%
TR, BOOKA RSB XA LUE A H — MRS B R BN
—FH AR B AL o 5 AT LU N AR
KAV TR A 2l . TERLE s, BSHOERh
ST A PR A A B AT Lo — Ra T B2 MR, ik TR
B#, WU R TIEE BRSNS — I # A TRIE . 7B AL
b, ARSI LA B A R ik e, e 1 4E ]
MR AT B o) DUH IR RO A5 B 5 VR T R — R R & 41 5%
(3B BT I%, BRI RT DA — i B 0 L &5 AT R Y I B0
.

AU AR R B N D0 & UGR BN 2 AR TE AR e B 1277 THT RS
AL 2 WA BER) . ER AN N BE N Pral LI L, tA]
KB HIESEY T, ERE /MR BT ] LA H B Vi
(P32 RN HAh RARFI A IR A4 . HL N H BT B 2 T 1
B 7. SRR BENE), NEE A E i E
Fell, SR N AN, AR BRSNS AR TS A Bt
A P el B R Sk R A B L BRI R, R ) U
s, AN

AR BRI T 200 2 B T R R AR 36 U 17 20
. |
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30 Z2IURZEEMRTE 3.0 2 & . BRI E 27.0 ZF+
NILE HEBEBRT (1% wiv). BEYES SRR &4 TS
5 ER(Vitis SFEHL, BIS: Tempest LQ)LUIERFMIEF], KRG
Fe R 215 s S HL(Avestin) . FLALTE 9000-40,000 5/~ 2 [ 44F
AT, BAFEREAED S R. FENREHERIAEERER
@y, RN (30mmHg) ZF LEETE 40°C 20-30 S ERRIERER
BRI EREENR, BRI REZEER — KR 160-220 91X

(Z-average, Malvern Zetasizer).

7 ARAE AR IME AR IR R RIRE L N+ 48 /BT,
15 2 BAR Y AT LU L 0 7C B K BR Eh /KAR A 5y A4 Al Js s 43 PR
ERA)EET A NA NS PRl

I THT B St A7) 11 S TR AR R 2 T v R A R R TR T A
RO K — BB, AP SSEe] 1 s ArRAELL, HORIEEN
BRI —Fh R EE R AR 80(1%%] 10%). KBEER & H
Bifa, R VRN R 122 KPR BRI S (D62 B
Rl di Y6 B A . B IL/DS N AR, TR RGE & AR AR AR
RANERZY 5-15 BOKRBOYERI A AL I e 70 S At 4 4 FH i) e
T A R ] AR B 8, X SR TS 15 40 Pluronic F-68, Pluronic F-127,
Cremophor EL 1 Brij 58.

MK e g ST LIS A 16, 3 LTI M 001 o BV AU
BHEAMAEA R, FEAREECLK. R
A4 A0 — 5 R ) B T K 2 B S A0 B T
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XA SEREBUESE T W MR A, W MR E%
OB, T RRTE R KA ST S TV A Cn U007 Y 25 B8 v 1 M) iR
e AT BETE AN KRR

30 BICECIEEMAL 0.55 ZAF VA 0.05 ZF+ LB . RN
A 29.4 ZFFLLL 1% AR 80 Wil(1% wv)H . RBE
WAL B o B TR 4 A N ST 5 3 B Viitris ST AL, Y5 : Tempest
LOI)UTE MBI ALF], REEBE R & LS KV (Avestin) F . FLALTE
9000-40,000 #%/%~F 2 (4 N HAT, BIFEEBESED 6 k. 3K
BRRGEHEE L NERET, [T 40C, WUs (G0 ZXKK
) F 15-30 PRI RIERE L. BRI B AERR, S
B RKEE RS SBRBIFIEE R/ N Rk e M SR ) 2 0.7-5
oK. S BORTEZE 7L SRR/t — 0, 24T
HATTE .

XA S e B HE AR T RS SRk AT BT e B I 98 B 2R I AN T
PRI 30 PRI B ARAE 0.55 ZFH A0 0.05 2 H L8 9, BB
NF) 294 AT LL 1% A A IS A& HERT (1% wiv)e
RAMAG PV BRI FAK S 4y Bl (Virs SIRPL, B
Tempest LQ.)LATEHCH EIFLA, IR 5548 B 5 1 5 A L(Avestin) H .
FLILTE 9000-40,000 B/ de~) * W4 FNittr, BIEMFEEHE® 2D 6
Ko RAFI RGBS 2R R KA, A 40°C, K (30
ZKKRAE) T 15-30 o BhEInGER 6. BRI R ERT,
Fr 5 2 B0k -— % B2 4 140-160 492K (Z-"F14), Malvern Zeta Sizer).
RGBT 4 0.22 HOKFITRFLIE RS (Millipore) AT IS 8, BB M K
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B R N AT A . BEESER HPLC A8 B8 97%1
SRR T SR, Rl R R T T R A R ) R

5 T 1 7 RO AE AN AT AR v R AR U B L R 3 — 20T 48
/NI A3 EN I BR Y AT DL S 0 B K B R K 1R 2 B B M BB A
IHUR . B JE Bk Y KN SRR AR TR .

XA SE R 1 AT R4S R G B U B 2 RORL ) — AN T
Rl 225 23 MR RELE 2.7 Z2FF 0 03 2 L8, BB
ANEF 97 ZF NIIEEEEBRT (% wiv). JRESYITERE DA iE R
REIEET A% 5 A8h(Vitris SN0, 5. Tempest 1.Q.)UATE B
HIFL, RIGERBIE RSN (Avestin)h . FLALEE 9000-40,000 BE/
gl A T, BANEEENED 6 K. FEBMNRFHER
FhEsE AR R, S 40°C, BE (B0 ZAKM) T 15-30 43
BREIATIRE Y £ . BRI SR SE RN, a2k —RES
N 140-160 49K(Z-F1, Malvern Zeta Sizer). 2 BUBE S — 4 0.22 1%
KL BE LSS (Millipore) AT I €, TR b 4 BRBIURL KN BB AT AT BU2R
KW &2 HPLC 247 Bon S BT 8 A I 45—k 70-100% 1) 5542
Bty AT Rl R AT SR AT — R OJC T HR A 4 O

T BB 4 B A T B A R A AT BB, 3 LRV
(1A R AR AU P T 1550 0 Bl A 3 K Bk B8
O BB 4 B . TS IURL I KA 5 5 AT R AR

TR SE GRS T 7R R 8 A LA 5 H R AR E il i E
2.
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PRl L HEAT W — R T SEES b T SR A AL S AR g LAk, H A
L5950 4 Bk AR PR, LEEEE HUE P IS EHEEFE 10%v/v.
S DREETNAR LA m] LLBH B 38 ISR A/ 7E 4%viv AR ERB R (BT
TIRIVR IS, BY, 5% viv B &I AR B BUR B A% 2 250 49K 78 3%v/v
FHEEH . Bk KD EAE 200 9K, 1E 2%v/iv AHELRI, R EAS
K150 492K,

R, HAERRA LB BB D0 T e F R AT AT e

DA B SE MBI AL SEE AU P 2 IR ERIER . AT E
K, HPREVETLHEIAEPEIRE N 50 Z27/Z278 75 25 /2T,
ifif HoAth 24505 S 2 TR AR . RIVEAR PR ] A B
12 K020 150 GRBIFRURL, T 450 o B 0 A il 58 /N B ks, BY 130-138
gk, AT —ANRRIRSELS, (HAE VAP CERIRE RN 50%,
AR RS, B, H[9KRIE N 25 Z27/Z M 50 =5/
2T, PRI E AR R4 210 48K 156 492K

XS R M EE SRS P Sjostrom 25§ 26T 76 22 G 157 77
1 R KR FE B HRE A A

30 5 AL (MR AL YN B MR 3.0 2 H ST k. B
WANAE] 27.0 2 AMTE & QBB (1% wiv). BEDER)HiE
BRI FAHK 5 o8 Vitds S138HL, 45 Tempest 1.Q.)UUE
HMELA, REEBEIRESEN(Avestin)F . FLILFE 9000-18,000
/9] P B T REMT, RN AREZERRZE D 5 K. FENERS
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BRI R A, CRPETE 40°C, U (30 KORAE) T
20-30 PRI A g 5. R B 0 EOREEHE, P 2R
W Bk 120-140 92K(Z-F14), Malvern Zeta Sizer). 47 BUEIL—
A 0.22 TR IN LIS 25 (Millipore)it 173 &

TG B ) 3 BOBAE AN IS M AT R AR P I T 00 R 12505+ 48
AN 15 B B AT DAE s 0 G R K B ER K IR A B B R R
BOR . M I B0 1 KN S5 5 BT AR R

K] 9
Rl

JNER

R SEYR 0 S BT 980/ S R P UK /N e . BRI 30 = TE
RS ARAE 2.7 2T R PR 03 Z2F L8P, WIRmAE 27.0
ZF A E B EBERT (1% wiv). BRSSP EIR M &
NS 5 Bh(Vitris SJEML, A5 Tempest LQ.)UAFE I ZLH,
RGBS BN (Avestin) P . FLALTE 9000-40,000 B/~ 2 [y
MR HT, BIFEBEIFRTR D S K. RENRZHEE I e
AR, ZEPEE 40°C, R (30 =Ko F 20-30 prpFElA]
WIEY £ k. BRI EREERR, RSN —RES N 90-
110 42K(Z-"F1, Malvern Zeta Sizer). 4HEOBIEIT —4 0.22 KR
fLIE2S(Millipore) i 1T L€

%%%%ﬁ%ﬁ%ﬁ%&@%ﬁﬁﬁ%%%%FL~$%%48
AN o PRI ERIR ) AT LB AR NG B K R R KR B 5 B A K LR 4
M&O§ME%MWAJ%%+WEWM%3

30%% F EMRTE 0.6 Z2F LW fEIXANIRE (S0 27/ ZT)
BN AN TR, HEIE P A 2 SO S BRI B 29.4
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ST AL B EEERT (1% wiv). RSP RS & M
N2 5 ER(Vitris SN, S Tempest 1.Q.)LUEECH 2L
SRIGHERE 2 m R S KWL (Avestin) . FLALAE 9000-40,000 FE/5e< 2 #
AT P AT, BAAERIEFRED 6 K. RGN RS FHER 2 et 0
AR, LBREAE 40°C, WHs (30 22Kk T 15730 48l AT IR
Wb, AR BB NG EIFER B8, A 250 9KE LK .

E BB T I E AR 7R T 47 78 JOBORLAN g B EHIR B A2 BF &
P IR EEROR AN A A RER KT o XA SEESe T H] L BES5n]
05 KR A RS ATEAR R 5 E P A LAG R R ZVBUR I T . HK
AR 9, BIURTEAR B VE P A BB AE . TR A R B
JIRAE HRIAE 259 B Ao PRIV AR B B A SRR T 7K 5 VR 5 P )
HOMER] . AR 7l IR A R, BRI, JRE 5K A 5,
A TR AR & LI VR A A A W RO KR o

30 R ELBEME 13 ZFH LB, R MKECKY 245 %=
SR YRR T EEMEN . WEIMAR 28.7 A N HE
W (1% wiv). IREVTEG TP ERIRR S TR 5 280 Vitrs
SIEML, M5 Tempest LQ)LUERGAHIIZLN, RGHMBEESIHK
Pl(Avestin)' . FLILZE 9000-18,000 kE/Hi<t 2 (psi) AU FHEAT,
BIABERMEH D 6 K. FERIRGEHHEBIRE ERSET. 4
BEAE 40°C, UE (30 KoM T 15-30 40 BhEl el s ek = . 155
A 43 HORCEIRL R /INETEIER T8, M 250 KB LK . 7E B E Y
PV S ST e dEyN Tl MRS NG AR 7 N i iy N D
ABERR K5

XASSEWER, e LRSS 10 ZAb, ARk T ORESSE A S)
SRR G A R 55T f] LS R R BRI RL, Hh4y
ML AR 58, RUEAR P TTET AR . KA R B 772 7E
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S P A 2590 il 4y B VR R BN 43 BT AR AN HERS: T K SR A S A R AT
Mo REEITEFEIXFERER, BIEYAERIR, DRSS /KAGEE
PESFARTE & LU= A A4S AR I 9 K 550k

SO B R RHE H 2 AN R RN BB AR AR AR AE R, R/ Y
FURTE 5-500 Rk . TERRBKE S T 2520050 S A AP e B 2
FHY, A RATAE B e RN R UMK A P 28 7E . 40 1 OV FE TR
Kro Dok, HYISRIERIERE L E R AY)/ ML, RILTER K
5T G 2R ER L . A B A0 = Ml AR
s, Rtz n. PRI A R BT ARSI R
YU

X M AR KT AT AR SR A FE R T R I A R 45 S BE
G SRR . XA RIAT 0T B I-EEERAK: e 2-7K
+IE A H BEE - EEEN A ERNYER S FIEE 4-
EREHF. FMRERHAA CuKa BEFLEM 2° B 70° 1 2- 0 it
17X MR, IEAEY 40 T RFIREE30 24 (40/Kev/30mA),
— B RKANR 0.05° 2- 0, —ANEHRRENEDNEE 2.0 B B 1
Bk T AR R R R . KB HGRIVEEEEEM T 517
2-0 . B 2 BoR TR A S AL, B 5 b n) AR
5.7 2- 0 U ERIE., FEA 4 BRI BRI B ERE &
(AR SE, T H R IRERE R 2 M—FF, $RIORAE R BN EE &
L br e T 25 B R 5 A7 AE

R A K B A 1 A K JBORE I e e T R R DA Sk R B
A sl 2 9 KR T 1 IR T R L. B, BRI R
I, tnAE 3 EEH) 5,145,684(Liversidge Z5)FTi&, 1 Liversidge-Merisko
Z54¢ Pharmaceutical Research,13(2):272-278 (1996)+ Frik, A p—Ff
S b I e
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SAF N S B Vitis SJFEHL, TS Tempest 1.Q.)LATERGKHFIFL
H, RIEEBIEILSFEN(Avestin)F . FLILTE 9000-40,000 5%/ 5L~}
DA TRIT, BAREERNE D 5 IR SRENREHES 2
AR R, &EEBLE 40°C, Bk (30 AR T 20-30 44t
BRI 25k . BRI BORRE AR, iRl Rstk— R BT
160-220 ZHK(Z-*F), Malvern Zeta Sizer).

A BRAE AR I R IR ORIPRIRRE O T 25T 48 /MY
15 2 Bt A T DU R N 70 i 7K B /K AR B 5 B K BRI 46 70 RO«
R JE BRI KN B R T R AR R

S 14

30 ZIMHE RBEMA 3.0 ZEAEERMER 10%E7H I < BK
WY REBBIMAZ 27.0 Z2FAANMEBEEERT (1% viw). &
EYER D BB T AR 5 8h(Vids SN, A
Tempest LQ)UATERGHIIFLT, RIEHER 2w K5 K L (Avestin)
FLALTE 9000-40,000 f/de~t 2 g N T, MM EEMES 2 5
. BRI BOR B E SR 160-220 94K(Z-F14, Malvern Zeta

Sizer).
S EOR AT LA R ER T 48 DR, HEEIIAEE A G IR

il PREIRTBAR YT LU IR A0 0 B K B K AR B 5 B8 M) B SR 06 0
o
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5S¢ 15

BRI ]

PUEE N 25 0] P AOBURE BOR Y & LA 2By N8 (DPD 8 1 0
HORAL. THAL—FR BRI RS, PR FORES,
HaAEEE, MUBORES, BUBGIE, PIEIMIZERE, DR, H%
(AR BAT 2B IR N FR R, T LR 7E WP R 2
.

A P i R BT SR A P A 3 24 W R e v ) P 1 o A D o
FITT 53 BB —Fh i UKW P T B — R K R LA o 1 LA
NEW AR U ERET, B FERESRPEESYERRT. &8
WA 24 R B IX PP A4 o o] LU Malvern Zetasizer AT HE, 15
Y Z-FIg KN 260 gk FEDRIE B SERB] . X SRR AR B K
I ELZ KZ] 50-1,000 402K, BEARRIRAE KL 70-400 4K .

XA, HAVRE R e E . XERBAOEEAN
R T I) HEREE 0.5-15%, FHE 0.1-5%, MZEFRR. £ —0E,
B FEE 2, BRI R AT LA 25 TRl R TR R
T TR, BIETERGE, TEEBRIFK/NE Malvern Mastersizer
B 5 RS 1-10 K0 D(v.0.5) . RSB RT O ALE KKy 0.5-15 K
SEAR R 0.7-8 Tk .

X PR Z R KRR G SE A E sk KRG . tesh, aTH
JUR AR, WHEFLME, M, Pharmatose 325M, REfE, HEEE,
DYrE Ve - SN RN A D R ESE L TR ER - N
63-90 f#>K, Pharmatose y 40-100 T8 K).

TR EI R RE @ d P Andersen J\JE 4R 3EAV IS 4 A I 5E 2
BIEUESE . € RE )45 B W R /NI BT ELBII(FPFY A 2T 60%.
XA BN A 38 = IR ORI RN BB 7EMEIR R ST X FPE
L NFEG R G, ER S S TE SR RIEUR HH 1 254 R AR 49 K Bk
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H TR & 2

AT SR T NSRRI T AR T4 DPI SEEH %
)T 0 Sl 30 s 0 B T b R A . BoRHE FPF S REW TH
WO A A DPL A

il 3%HAS W . 1E 51.7 Z2H 25% AN IEHE A (Albutein)
FINA 3793 ZFKUMEES . BR TSR E RS —FCE 0.22
K Nalgene — R ITyESS 8. PREFIE 4 CHBMEH .

MR 1.0 WEAE T —HERT . AP LlaEntdls CHCL,
MOERE . RS #1333 ZHEN/ LEREWIMANEIER
BEHr . e RIE PTG B2 B R . Ry ioE T 0.22
WK TG Teflon JEAF T JEIFINELE — NI H B .

R HAS W0 27 SRR A AR ) A I . fEH Sentry
R & AR S R E/HAS Wil. SJWRIRS G, RATH B
ACJFRHR A o @I RHIE €I PR S Y ek 5 215 2
T N BERSIRAE S T N T ) Kontes [ JERH-

K HEAT BB AE R IO T BEA SR AR S b . TR U A
T AR RE ek, WEAUERIZE R, X AR R AH
AR B 2T 3 2R AR B i AR 7 By RIORE K

I EE T, [ AE 0.45/0.2 HekuE s i i s T W A
ToEWCEER . B4 3 B UME HPLC T BRIk E .

e RERERTS 30 B2R(HHMSFAR)REERFINEANE. K
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TR L PE R S N R KB ) Wheaton 30 ZFHiR, BHRLKL
17 ZFEETER). HEmE KER Wheaton MiEMZERME L.
BRI & A K4 30 BICRIIE

GEERTE FTS REPHZE AR R ML LA 10E MR T a4
BHATHT . FERETIE, & DS, H 20 ZK Wheaton SR
VRMEAE S A L . & AR O . AR TR I E A
T &M AT

TR R S ERRE/NT 1000ppm, Li%k/NT 500ppm, BX
H 2 /NF 100ppm.

R R EMLE: FRLEERERENGE, RTREZE
W%@M@ﬂ&%ﬂ2ﬁ*%@ﬁ%“iﬁﬁﬁﬁoLﬁ%%ﬂﬁ%
AN TEEM I TTE FIEA 30 Z2FHEY . PR ERERS
HHRAL . SRR T EA TR R AU AR

Ml o

N7 B IR v He A S e R T R SR ZRD R K A T R L A A e LA
FREEL o

SE 17

4 P AR B S S A HEARMALL, A 7 LR F R B Y
KA P 2 T 0 T A K SO A D A e 3 3 702 1 () - R S B
E TR, AT iR R s RS BRI T A SR
L, ety FHBTR R kMR

KT HAEEE BT ENERN, EEFRHEERREY,
KT YRS T IR AT R M BN S . BT A
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FE TR o] A PR 1R b R A DR B B ACHE A T

AR BR BRIX AN T3 T LR LT T R R 1 4 S A AT VRN B

3 =+ USP(EE HE 245 30) 1) 5% A i 88 H % (Alpha Therapeutic
Corporation) B AN — MR A2 H, AT LI E — B A H L | (Heat
Systems, %5 X1.2020). HEHBEBLL 6.5 Z2F USP HANZHGEE
M) . BRI AR IR AT B, 7R 20°CA I 4R
Rt ® . @AV 30 ®b, RFEHATPE. RoREFHFRE
FLHOBTR. SWAHEHEEKEL 1. 5 WL —FRkiTt
B2 ke JCT R A A S B B ek . I B B Bt 5T
ekt Hg KIS h 1.3510.73 0K, IR EBRN SR E AL
10° Ah55/ 2T

Ext i, AEEERE DR HE R R AN TR
FFE BAMFL A XA G R RS B RO ERR I R AN TR )
XA ATE 35 R B AN E S BT STIE 5K

REEBURAE USP URE M, KREN 2 B/ET. 3 2K
USP5% NILTE H & HE R E AN FEIRES T, a8 Al 7 — Vi
PRk B HEHEEREL 65 2R KZM/EZVBERRESR. BAHT
Sk BYAR U BCE A IRV AR, AEPETAERRIXAE B E, AL
ITIF 30 #b. iR e A - MRENLEERR, ZeREEE
FUTEERIR B Ao, LB A A R

A TERREA RSN ARG E RS ENAY, M5
FIAY R KR (S A A A M AR R D) 5 R & . BBt
AARDEMEX TR LR LR8), BT LS RIREE s . 7
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HoAbB 7 rb . A 5EHI R e A DU fE 502 PR R
%

20N VLB LR A ) B 535 ) DA SR 3R 15 A8 5 W 8 7 ) P B Ay
PEo SOt FFER R AR B AR AL(RU SRR, B, BERR, B, W, AR
o JR B BE AT SR A W A M LR S (R B (LD, A ABE 0, BRARR
BRI, BRI A 1 ) A SR B s R B 5 R VR TR oK

S 19

20 ZI R REMA 1.0 27 & . BWRIMAR 40 ZfFA
MiEAE A% wiv). REVITERE S P E M5 AF(Vitds ST,
M Tempest 1.Q.) NAI3E 5 A8 LURE — MM ELAL, REHEHE
-/~ 40kHz (B HUAES . HEAELE 0 B 60-90% IhH A& FEM 1
5351(550 Sonic Dismembrator). VA WH B e A& kaEH, K
FHGERE 40°C, TRIE(B0 2R T 20-30 - fnl il a2 fr. B21K
Wik — R EAR A 350-420 442K(Z-*F13, Malvern Zeta Sizer).

G BORAE AN I E A R ORT FURE L Rt — D kT 48 /MY
5 BB Otk YT UE IS i 7K B ER 7K IR A 2 A LR IR 0 A
FUHA Je FURL AN S T AT 2 A R A

S5 20
7 4+

ot e CLEAE R H R A VMR N R R E BB ST G PR A
A, R Rl (L5, T Aldrich 153 #EEA MK H
EH (HSA) BEITTINHWAF bR ic. T2, 2R BHIETH
RN, IR/ RGN SR H A bl R S R T VA A
SRR SR A AE B KR 5 . 5, ¥ 2ml FEBREHR
£ 10 P NE N KRRF K. TS 1 DR~ Hah, 24 /b
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fa Aty A

100 BUKRIRG. . W IMAERRIKETIA, 9O RME TR
MATER R SN ORI IO YR BRI Gkt 75 1 /DI, KEH
REITRERETERN (B, RIWAL 1 HCKkER T
R, JEALT AR . 7E 24 /NNE, GURbRT7EAT. Bl JRRD-B 88 P W
SR CME THLRNBERO, RYESITHIIN R DAk,
BRI R RO Ok . SRS T80 R R W o 70 AR B
BRNAFTWELE, RO A EENE.

K] 21
il (SBO) WIRAIFE

EE MR AWML 15 iR, BRI ES
KR FERE LL = A AN R VS, —FF & 20%SBO, A& 30%
SBO.

REWrFL (BEMRAFIULER), —MEBRINERAE N, & 20%
SBO. /NRJEHI LA LDy, /& 120ml/kg, BNt 30 TEA/NELL 1ec/min
) 4ml.

H SBO AR AHI FHRA MR (BH=H, 8/ RE
2930 7). BANNRBES 4 ml & SBO BAMEMHISEK. —4
NIRRT 20%SBO B, 15— AR RERZ S 30%
SBO & -

B2 20%SBO BMANKI A — N/ R ks
{7, HAE SBO A B EWERS, (TH ST 8% k£ BEN
B (UEER S 30%SBO &R = H/NE - KA fE
. XU R RNY, FEH SBO #I7 (BIIAF Mk, %8
ARPFFBHIREIZNEHMW, £5H LD, fENELHEN. B3
KAV T MR G PR R IBRE R (BRI, 3T AHF) A B4 ek
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). L R FLAARAS R s R AR S, XGRS LIS E il
HUE7 1)

SE 22
MR A TR U 5 itk 6 4k 3 A= R L

oA MR RE A R RILRE, RES ORI
B AR, AT T AN . B R AL T VAT A M
(SBO) WIACHLERA (AEMA) MEREME S, BRI SRS
PR S KR RS 20% AR, 5 ml WEIRALHEH 10
EE N K RIS . 05T 5 BB BT 1R) RORERIX LK R I (i
W, SRR A E M i =BT (R EEE =
gD

5 ml T FIRERT LA (BEBRAITEE, —FACIKRIKE e sReh-
S 20% S, 1.2%0REBEAE RN 2.25% H ) AHEX . KR
F OB /e R LRI LARSE ILA . U BRI U0 T H o = BRI 3R K
S, AT LA A R O R B R AR R . RS 2006 )
BAPNEBRAL, RIES T RIREE R 30% M E A ER & A SE EKAR
A5 ml. =T, AR KR S0 H b =88k T
* 1, ehHBAN mg/dl.

x1
il L H =8 (mg/dD)
A lhr  4hr 24hr  48hr 72hr
HiE B AL 570 A e 114 9419 3829 150 8.8 23.8
(20%SBO)
REoh5E 24.8 467 438 293 242 434
(20%SBO)
mo bR 334 561 1345 832 343 33.9
(30%SBO) |
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FESTRT I WoR AR CRT B AR, X TR FLAIAS
MR, TR A= mm%# e RE, Hm=EKrad 24 b
RSN S R B, BARSRIMAETEST 5 n] B AR T

THSRYEA (20%) MFEEMENSHME SRR, B
LS R R U = R B E AR AT T BT Bl 2y I
T ORFELC P BN, R H il = BREAR S B0 B F P18
BRF SR B RN IR . B2 30 % I &l RS AR B TR
(o H = BRAKCF (RA E S A8 B0 IR 48 /DI IER .
Bk, REEZ RN ALA RO AR LG, Sk =8 KT
WAEW KT & X RS, R B A ISR R R
M, XFERLA A TS S AR R A AT A I RA 2 AE B I R LUK
¥, FEAERMNACE B K AR AT M. B, BEARKHRS
R FEIN A B 2R AT RS IX R R AR A A

XA DM RSN ERG I RIFEERER. LR ARMI. 4L
FRBER KR UIE R B WA E S (TNP) 254, LR TPN A
HRrAr A BORRRI L (n, SERCRILAR) ZAREIRECH), BOAVTEAE
LR THIIE LT, AR AMEERT.

MIERAINENEE T KA (MEEED, B —MIiER
& E AR ORIREY RN . XM B B
SYIERI E NIRRT . AN RIEE LD 16 Fritidn b
B LUK EIIR SRR, BETHNEREAENIY, mE H
oM. OBk &AL RS . BAMEIESER 15 TR VAR
&, S ml FSEMEMERES MR BRI B K P MR 10
ml. @%%W%?%Hﬂfw H, HETSEREREAEIY. £
R B TRA, RIMANEHRZL, RHEAR LERT
EHENER], FEBSEME. B8 E, HORBRAME
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FEAL FH B MR LR I R+

T T, A NETE R A% ORI TG I FE i U TR LA
SRAS R BB, 1200 50 P AR A P R 6 R 7K (ol RO A T35 AR A4
HEHET. REHAHTARRG I RNEAEEED, HAME
Hila-2-BEREH, ~MOEMPIFER, T THNREITHE
W AR MR MO B . Tk, {8 PEG RERIS T RT3 NS0 Y
ERGHNT, LMERARATRI [

AR FEALER . B BT A R REBOR L BE TR BB R . 1A
g, WRFE, Al B REARAHRER (B8,

MERB R — A FRENIIRB RS, EEEAHESEYIRE
B HARRIRE BRSO T, [ o R A B B3 e . EL
PWIREAR L RARME), RIElT2EHEEER R MUK ERE—
Ao, e SRR R/ T 1000 2= CAD, RIS AR
RO . LRI P I IOR — AN BRI, AR A5 1 an KR
TR . G2 W, Wi, Rosof, RMEMMFEEIFEFRE (Progress
in Surface and Membrane Science ), 12: 405, Academic Press (1975),
Friberg, 73R+ R (Dispersion Science and Technology ), 6: 317
(1985).)

1~ Bl s A5 R I8 AR L DR B R e T A 25 B A T 4 D gk
(GRS ETEINE S

UETE TR, SOEOR R ks r B AN R, R AR
AR R E, WA TR REVEM AR FE, FH%

PR QRERE & FHEREAS . BAEREES . ALK E. RIKBESS &
= BUU) S0 T % A ) B K K B FETE R T 3 i 5 VR AR TE 20 B
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T N IR &AM ELAE, —ARERIEAM &S b, B A
F A, AT R T VAR 25 RN 3 A ) RO R R SRR . B A
TR A/ T LA D s R, BRI A .
R RS S REE A BEF 2/ NI SLAR0R, BIMEAsHE, & et s
Ik ST 280 Microfluidizer, Z45 2MIKT 75nm B3 714505 40 2 o Y
KA FLAIA SR ARRS E R, T H B R S MEH R & I,
XA FLA B R 2 R R AT B2 3 BUR R Y - A

PR B 0705, SElR T LR VA A8 R VR BT R ()
[EWRFSN Y SENDE

a.  CKARE T KPR A BRI M M KR B R 2R
FIEFIA . SR L, 2907E R TN RIZR SR S IR A 1 TR
R IXRIkE & se s Al -

b, FHE Y 00 2R TV 700 A0 K v A A B SR T R R TR

c. HEHMEHIKBUKEBIMAZIFTRREESSY, T2, £F
HRTTm B a%, w B T KB M MEIRE . A AT Al
SRR, B . B AT AR S — A B ] S W T LR
HIAS A .

d. EAG m@%@ﬂﬁMﬂM%ﬁﬁ$

e. {EEET, @B RERER, TEBR R DKIESR
AR I 25T, H— AR RSP/ 1000 3=, BT BRI
R &7 RIS TER . BB R EM ARG YR A EE . #E

SV IR A R B RIAR E AL ) . AT RS I 2 R TV A AR A B
BOUR AL RS . RIEACKR BS . WIZET e . A Tgas . A fh s T Y
Tl BRI 28 R 2

£ nfEPEH, ATLUBSDENT . U W AR VR R B TS
PEFURN e B R PR, XSRS E A  Cn A 1) e i)
A AR

g, EAERE. BRSO A R U RS
FIFATE R A48, 0 LLE S 2 BENE UK (K. &
M. KEH, RG-S . B0k R/MET 1000 1% B & .
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S 2IX TRy n] SRR VR v T BT A . R m) [
AMWEAL R G EUTR, S M o a, m H i, F
B, HEH. RPEGHEE. BOBEWEEE . Z5R0R. fa
B/,

KGR IR A) 1 o0 5 IR R SR OB U &, LAEE
FHEB YA AR EHR R RURFE R AR In ELER A B 254)
i Rt M LU, RER . SAERKERAR S 25,

A7 B TR 56 AT B FH B o1 2 B AORURE RO AR 1 7 V25, BARTE
LRI B “ BT CFLIR MR 46 ) (pre-microemulsion concentrates)” )
G MR E Ly =

WA IR A SEMAF 20 . R B S @A R, L
R BT @I B MBEERN . i AN =BT R
& PR 2R BN AR DR A — DB R, UL r R/
AR AR ERER, TRE S T AMAREE hE
BURIBORI R /IS RO B R A8 R ) . B A R )
A VR IEE R, WA SR . RS SR
SIRASHIFLAOTIEAEL, BT AR P OGP KRR RS, Pty
KM R B ARF TR 8. RO R VRSB BRI /N, L
e R AL N MBS, FTLE B R AR AR, SR
FEPAT R E R, G e TR RS R TR 2 4. A
ATEFLAE R BT = B V) AR T, B AR i B U 245 4)
AT HIZH R TR T FEAS R BB HRITR) b () 25 ) B S A,
FRUETE, RN [RVR L &0 SO UM MR L, e
HUERCER . B, S (RoRD eSS CERRD R4 2 15
Felive H R FLARIB R FraR AR ORI R, 5 2 M LG, AR
DS iR prilbe- YN S et <l ¢ S [ 8 K Y 1 & RN 7
547 CLORETE R AR, AR ) 259 B 6145 & Bl [ 1457
=P WAL FRFIARER . BT HEE A RN AR E (K
PP ERURL /N, ORALE T 259 LA B &S A 525 381 4% B OORE R AR A Rk
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RUE LA R SEREG1 R AN T /K 537, JT88 H T ol 4% B8 SRR 1)
2B, (HIFARTHEIAE TKIIZ59). 28], va s AR
ETRHIREE . FEMRBI AR &Y 2 AR E AR T P
FIBTH T AR B s B V1S 8 T TR B B A &) -

N EESETER P R R SR E R RN LB T B, B2, BRadEEkE
VAR Z BT REM TE R A G I FLIRIE, AT A7 A VAR I 75 200 R s 7 s
AR EWEH TA KA. XMER AR . & H 5. 4
BROES. CBTHES. 287 THe. LR, ST L EEmE. TR,
N BE BRkE. AR M. FRLBECEE. NEE. ISR,
e, g, . “HEWHR. —REFEE. FEMERE. 5
A M. BRI REOMRGH . Z07EWh. FRFP. B C1-—C20.
Bek C2—C20. B2k C3—C20. BLWEI. ik, FEHK.
AR d-2. DLRETTAE A%,

HT W 3fER R EEFEENRAY) N YTERVIES
SR BL A RN BT . B2 XMEER, BFAEA (W, BSA
CFIMEE&EED. HSA (ANMEEEED. U1, . KR, IgG.
SRR, FEREAR. BEH. KEEAS.

FH 2% B B 2R TS PR 77N 4 78 A7 7618 B 4R Bh 3R TS M A A
AN, Bets B BOK MR, AT R A& o
Jot CO SRAFFE I TE D BTTHE o 2 T 70 T DL 28— 3R ThD v 147 (e
i (Tween). Span. i1 (Triton). Pluronic. & H 2%, H
B R EVEMEA (SDS. HHER Eh2RFIR A IR . Fe iR 2 2555),
B R IE A (PN - RS, s TR
VEMEA] COFBERE . 2ERRAR).

FH DR IIE VN S0 5 IR R A & B 3R R EUR
WA, MAGEFEROGD T (BEER, @R U
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VE AN RO BRI Al DR R . S B SR THD V& T R T DL A P
MREMERY, W TEE. N, KA. AEEL,

FETYORIURE VR 70 BUR 2 R T B e A 18 mT e 75 S0 I IR 7
PR GnH EERE . AR, EER. R, SRS

WA b, A B BTl 0 SR B ] N T AR LA R R R, e

L. B AEE S R IR 3 2R O TE 1
P AT IE R . B, WRERAK P RERE R, A2t
BEFH LR BRI I AR T 7E K P VR AR R

2. LA BT PR T I ARR G B S 3 R T AN A
2R PR RGR £

3. RPN B AR TEVE M 5 TR BB T | H R 1
BRI e, SEBIEER. WRRPERTBE L.

4. HFEREEWERELTHIEN RS (AMEEOR. #
MRS RESAH 5, PR HAT ER.

5.0 A, RTDUE T RE AR B A B 287 ) ) B R T A
FILIP IR E e I S

6.  HAIAEANINASRE AT R LR IBOE B B K 1 (g
i, ZMEEE), LA & o 1R B L BT 45 2 B A 2 e 3 B

7. OAEWEAHE NS BIIUIRBE B LEED, Bk
bR E IR MR T Fralh, BERIRERY (FELEHER
TP R R ML A A i A LAR

8.  ARWMAMAMAE, REEW A AN Ab R
R, Sl CansaED LA D AR IBOR T 1 2 e An A A
i e A -

9. R, W LI ], R IEFUER &Y
Cl PVP ).

0. ALV SN S AAH P IO T R 54 R 4
A WD THEE H R SRR M E AT RE

P BN BARRRL (ke VR k), BRI T e
KRB, o] SR PR AR IR s .
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12, BRI EL K BRI B TE 173 V3 1 9 2 AT FL A 20 SR
A B BT 6 AR 1 [RARE S B AT DA KA PR RRL . Bl an, VAT #
FHRTE BA L/ B B8 ) R ORR

115mg HEEZE A BT Iml L8 T BN, 375 2¢ Mhidl X-100 .
n- BN 401 FEBARE. BH—EENRESLE. B 10g K
N2 . REE R RKEEMELIRE. A 10 g 1 % ESEH
W, FRREED). REREEREE. £ Rotovap B 40°C.
80mmHg 4+ N R LR T . RERBTEE .

FYGT MR MG E RN K e R Z— PR/ 25—
33nm, [T LA FEEWES AR REIRAML 9 nm. FEEEE WA BN
Pt R AR SR BIRRE . X 45 RR W AF 155 45 AR

TEIAELRE (2% wiw) Ja, IX 5 TR BV A 73 RO AR R T

{27 -HOEEYRE, KT EEREMEERNRS, FG
TR R AR A P H R KN 5 R AEIR R AR, Z—F 8
{62} 40nm, PLATA G 3500 A R EARAE 10— 12nm (8]

SEHEfY 26
AR R A B UAT

119mg M HEZ A BT LR BN, Jfs5 2 Wilifs@ X-100 4
SRR 401 WERAEES . BEERENRS. BRI 7g KIFE
A sl REE R KM ELCIR . A 7 ¢ 1% EES
W, FEIRRRED). REREREREM. BEAZERR, HK 101
MiBERf ih. E— Rotovap B 40°C. 80mmHg 451 =k 218 T BE.
RGETHTRRE R WAHER AR NEMER . Z2—F53IME
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45nm, PAAIRI -8 A dos i B2 A Hinm.
EIOAFUHE Q% wiw) Ja, IXESE R R 53 OB R T

B HEESYEL, AKTHAEE"E - BRENRS, KT
AL, LA AR R i P BRI AT T B I 7], 2 — P E{E 2
25nm,  UARBRN G780 AR s M HARTE 9— 11nm Z[A).

L] 27

2

L

R A ) & LR : SOmg FREBEE . 0.5g B8 T ER. 3.04g
Wy 80 @ Y ZEECL T 1)VAD 6.8g K AR 28 K LIIS B Smg/ml
WA ERMERBE. EELEH, FRRE LRRTEEE L]
T8, BMYTE 17 N JE, AR RPIERE .

FIEVEMEFE R e, BEEILEBREES (Tween). MK
IBLEE RS (span). FEMERESR. OURBEAS. B Rt H AR, R
M — J N M ik B 3L B Y (pluromics). 22K (MR AN%E ). HEZERES
PURETT RS, LA E R . EERELILERSN . ZE R NTR 2 (myr))-
LEFEARIRIE L (Brij). T kiR eh (SDS) &, tbsbh, #HE AL
SRS, WmiEk. B, dEETEYS. B, TRk
NHE, AffFHAAEAS NEEREREREFEER, LT
McCutcheon FIMVEMEFFME CTFA REINHFIREFE R, /THT
PRI S A Eld Bh e i i M R LRGN . O Tl T

SCER) 28
|14 BHT BHMER

110mg | B HAEBHDE T Iml BEN, HL 2ml fiF78 X-100 :
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n- TEE N 4 01 PIEWOETRE . TN 32g 1 % MBS E HEW, EDIRIKR
QAR BRI, SommHg, 40T 4 FHARHE KD
. FHREIEBUR AN Z— PHIE 30nm, LUKBLRIST o5

5K 29
% BHT &1 A

Yo FRRAASE ] 27 PRk i VAT, KAV B SR B
£ 40°C. 80mmHg &K Ja, RALB/FER, HZ—FHEIPAN 10

nmo.

30mg RAEZEEE T 2ml ZBR T EeN, 3RO\ 4 0 1 By #hidriE X-100 -
W 4 50, I 40ml 7K, REREIRM. BRE, RETHRTE
Er. Z— V- H{E R 6nm, UIARFRAI 9> F 8 AR s KD g 7—9nm.
e 4°C—KJa, EFREERAAD,

SE it 31
R R

PEAETREUIRIR, I TR R BV A 2R T VR SR A ER IURURL )
TR XSRS NS A RS AR A K B PR, AR
NIESA Y REKER, RIENETER, LR REH S Bh R TS A

KA LB T BRIFLAR R ] FEAR B o B K S A e PR (LR
BB H IR A 8 it AT nR I RUOR R IRIE BRI . IeAh, &
TV A 110 A R T e 3 ) A R B 2 I R A R il
80 (ZAEMK LA — B> AN _#. A BHT 1ENE/KT 715
BYREAT TIRSE Sy, AR K NB ] 4y 20— 50nm B HUE . FEH 0.2
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uom YERR YRS, K29 100% ) BHT 3@ 7 g .

I R EETE A M B R S TE &Y (P25 BT R & R LA
FAPEL GRS SIEAERR S, BEE BRI KR 2R A TR/
S TS PE A R o BOAR B o o “OKER” W25 o YR
HRCRET DA P A B R GRS - B T A A v
FR R TR AR B R R AR, AR P B AR T R X I IR )
ok (AT /N IE R A B AR o AEBEAT AR B SC 56 T
FIFER VAR BHT T CBR T BRI RS

WAL 0.2 0 m I IERTE B INBR MO VRO T FLR BRI &
BHT HBTRERh (g8t . @it OB T BRI B S & K (60mmHg, 40
C) RSP MY H5RiE, MNP LRI,

WMARBER AR AN 2 DR EE . n- T2 R E ML
e I IR TR TR PN B AR TV PR RAEAS R LU B vEA
mhifd 80 ¢ Hv 5

My 80 - Hyl 401

ity 80 ¢ Hyl 301

iR 80 C Hyl 21

v 80 ¢ H 1:1

Span 80 . Huli 41
Span 80 @ Hyl 31

vk 80 & A 401
iy 80 ¢ TR 301
iy 80« A 2.5 01
H i 80 A 1.5 .1
iy 80 ¢ TR g 11
My 80 ¢ PN _EF 1.2
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((Hhy5 80+ Span 80) 7 1 1) ¢ N _fF 3
((H-35: 80+ Span 80)7 : 1) N 1
((":¥5 80+ Span 80) 8 : 1) : A __HZ 41
(("E75 80+ Span 80) 5 : 1) N _FF 1

i 80 ¢ (N ZEE+H) 11 1.2) 201

RIGEA RS2 . iR 80 fENRIIEMER, N _EEE
ARBLREEVER, BN 101 VR T n- T ERLERER. iR 80
Nl 11 RUKREREFTHEE. BIAARMNEREIR: A THEL
FRERFIAU T 2. KB RENAHES n- T ELREFIHE-FE.
n-J R, IR 80 I WIEE 111 FUKMRGEMH— VRN

T 7% 8 T HE. 30% RENEVERI/PG. 63 % 7KFE i BIAHURL K
BT TR, BRI Z FIMEL 20nm. STANGET/KEIGRE, AF 1,
YRl 1g LBRTHE (5% LR THR. 23%RENEMER/PG. 72%7K)
H1 10mg BIRE T, 4T T8ROSR T B EE . & IR K /N2y 17nm.
% BHT, W7ESE 1g 48T lE 100mg WIIRE ~, 4T T HERBIN
AL, RGN E . Sk K/ 20—50 nm, K H AR
F 53T 7

%P 1 F1 BHT #AT 7 FSELE . 10mg 7 T IR 14.4g K
i, FEIREWTH A 4.6g REEER/PG. LFES IR FEAs BLRE
24h. MEL R HST T HOVERR . T 24 A BHT AT RIFESLEE B (100mgBHT
A 9g /KAN 43g REEMFI/PG), WWEAZR BHT MEkf. 7Eit

M BOHEITE R (40°CH %, 2 60mmHg Ik 7)) . ZEK A e I A 5 5
RN ZRER . B 2V EE D 22 20—50 nm A1 30 nm.

ARG, FERZ 020 m RS yE, oIyERT S BHT Bk & HI LA
TGN . R RERETICE R, e B R BHT B
(SVE (Sl N
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AP RRE S CXUEERE AR R 1 4% OB TS, 14%
FIMEEFI/PG. 80% K, KEfh 2: BHT123mg/g B THE. 5% L8
THE. 18% RIHVEMEAIPG. T7%K),

SEMa 32
TEREAL 28 i 2 i A S

Fi A PR B 0 5 A N R R e v
Capxol™ = i (B K SRR f4 4 JLR T IO AR T A5
B SLRR BT F

WP WAL F
TR 2% Rt iE A2, R E R
e R HIEA) 3% (Avestin, Microfluidics, Stansted),

RS (ARG

WO R AL, PR BRI, R
R, R, TR . Mg

R K 2% WRTIRES, W TR

HT Hl stk N B E RSN EIT LUEREY (R L. R
WAL, RRIGES) S, WENEMNE T RN RE A
B P, XIS AT T S Sl e, e
B IXRE R, E SR R AR 2 S K 1 LAk b oK
VIR B RE . ARTID, TR VYT R P AR (g K A T e S S
WIERGH AR 4 & . LR, HRAE B Gk v 25 3 S A R
AR IR P R TR . T, BRI R R AR E
1, OISV AR AR o g B R M. FE R R M 2 R A
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IR BT, A AA RGN ER BE TR SEGATT
S BT R RA T 4 T B T 25 ik B ROK P 2 Ela T
I, XA R MR A R

HLYE, #RRK S ONBRUK I 25 BE MR  THET T kD e . I
PRIEMH AR SUK S 4 & AR A R (R &R E) KHIGH
{5 PE 29 58 BE AR Pt B M R R DRI, AR AR A R b
1< 2R -B IR /K P SR R LR/ MR 25 M O vl e, R B 25
W R I KA R B AR R b AR NE BB EUKIE YA %
BEYMAEREY (aEE) BRI EREL AERUKER G
Mk R IRE TR SR . T, AR TR ASCE 2 UK
(ERGEI: Ik pe

SCif 34
EKEN HPLC 2T

HPLC:  Shimadzu LC-10AS &% &4
Shimadzu SIL-10A  HBNEE 28
Shimadzu SCL-10A A& IEHISS
Shimadzu SPD-M10AV AR AN 2%
Shimadzu CTO-10A  FEjndhp

FE Curosil-PFP, 5 1 m, 4.6mmx25cm, Phenomenex; &¢ C-18
WMBhA:  K/IZHE 65145
i [FYAAI, 1.0m/min

BRI - 228nm

R LAY (BDS) M-

et BDS PRI NEARME (99.9%, Hauser th 5 W97 4 a] Lot
1782-105-5) #w BMIE T LM+, o mliFE N HPLC W. JES 10w
1 1.00mg/m! (4422 BDS A1 101 1 2.07mg/ml MIFREREZEE. B2
B BDS HIEEF a5 H Hauser WSR2 EEFRAER f5 88 I B AH
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> Lf?
)

BRI BDS 134 RE
SAZEE BDS Al e A2 B a0 bR AN HPLC . MR 51282 BDS
LR B AZ BE I W TR R BT 2 AN bR v R AZ BRI A BE 18 H B R R

«L\b
HeE o

AZEE BDS K443 Ah

AR EE RS R R EEHE S AP, 1.0mgml BT L
EIf 2 A2 RE BDS 10—20 1 1 v EN HPLC, IEFIESL T AR HPLC R4
HRV R 2 7 S R A o PR Y W T RO S 2% S 43 A

M€ Capxol ™MHVEAZRT I RK At

BT 7E 3% HSA g BIA AR AZEE BDS HI KR (60, 100,
120, 140 F1 1601 g/ml). Capxol™FEMTEER /KPR LA E
257 1000 g/ml. FRAEBWIT Capxol ™HE P4 cephalomannine
VE A NARHE, Bl S E A SR EFEAE SR AL (W R . 53 A7 HPLC Wi
ANFHFREMAR (20—30 0 1D BIFRMERI B Capxol ™4 @ il &,
BRI cephalomannine [A]FIMEE MR B . STFRUEE N
B8 48 AT 8 B /NP Okl A TAGHE T 26 . 80T R i
ANBARRAE N R B Y LG U TE Capxol ™ H A2 BE RN e

Capxol ™MHERAZ B V) % i3 AT

Capxol ™LA HPLC 4852 [ MR B EBARSE L (WL Rl
A 3001 M Capxol ™HHRENIZ) 1 mg/ml SRAZEE, 0 b TR e 4
ikaiil

[l AR X

Capxol ™R, A4 A AL REY 100w g/ml. I  B AR
HUFE Bond-Blut CR5& —¥Ef) (C—18). LIRS, FESH
AFERRZITAET . RIERKRHET, B IR . Rl
SRIEET LIERETE, $UEARIHPLC .
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AR TN

Capxol TMEE FL{EER /K H B4 % K2y 100k g/ml. 7EKZ) 200u 1
HIRERE SN 800w 1 L. EREW WG 30 B, R 3,
000g &0 5 %1, B e BiE. JUETE 2000 1 KPP ERFITF
BEENIDE., B R EESE-RE. BRRGE SR,
B Jevk A2 HPLC b

SEH] 35
) 2 (PCS) TANR

7F Malvern Zetasizer | (Malvern {X8H R H]), HIEFKEL
il (PCS) MHTEL Capxol MBI T 43 4. A NIST FliBEF
{] Nanosphere™ K /Nr#E (Duke BtF MW ArH MWL H D, 2 1H
Zetasizer. {L Malvern Zetasizer I ill& Capxol ™KL N ~T {04
AR BN FSHL:

W 20.70°C,

BT 90°

PR HON: 1.33

HK: 633 nm

R (Visc) (HZD: 0.99

HEFTST . 0

HES T Zetasizer Ji, BEHHEN T REFWER R~FE, M
kets/sec TERFR AR MIREMAER: (HFER, 2000 1 EEREf A/ NEA,
SRFE N2y 2ml 28 0. 22 v m AT UE R AR TRKFRRE ). Dt R B
Zetasizer HE/NHMEAENIFTFEINE . — HIE 4R, K A
il iR o MBI W v ECRVE tEECR N I E 100250 kets/sec
WP A . RTH R KR EORAR, o B8 R BRI AR R
PR . FEBBNIETT 3 G, B4 Capxol ™ K/ 2 BE 4
W 2498, FHRAs. 25 it Capxol ™RSEHER R ~FA4 155mm
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S 23nimm,

B TR REITE AT IVR T SR T 2 2 (HEl, 2f
HAE 40 N AL BRI CH NIH A/sk FDA RRESHHE), %
ULV IT IR T T RIS 2~ RANVB IR S B R AN
MMFERL . WEE B . B, EREETT N R S SN
A fE R R AT, JUHR AR AESUE . JEB R
Fa. ANFEHL, AFRIEEN IR E W AR RN .
Gb, ARG, XMURREARN AR R, Fit, e
R (WEREEEET MR ER R GT, S AZBRBEZ
TR LA ISR R A ) 1 R AR BRI A AN B ROt A% 1 A% IR B A
B, EATHEIR KA BEB AN 4R .

UK EFTRGARKT, K DNA. RNA. JFiki, E%HE. BSaE
NEAMBREN, A{EETIES R b B #EAE s L.
PRI, 4B B, X AR ) ) T A2 A0 AR P S TV P
BEUEA T PR BRI ARG . P R (R 8E 2R A b 7 LB M I U A S R
Wk AEH 2] RES 4, @RS SN AN, sl B
B ST NI o BLAL, PRSI B ST B R o 4 H SR AL ) 7
W5 ) 215 R A0 PR PR B A

ARSI AE TR ORI BRI . L AR . BT 4
B 2R B R . AIDS 4. B, BREERER
G (IGF— 1) FL D] 4l 8 20 8 1 Ah e N it LLVR T T B PR
PERp2e I FURE BT, bR+ IX M- vl CRIFFEd7 w1
TR ) B B AR W B B U RS s YR e B . A A,
KRGS (LDL) 2RI RE R B8 S A K W B A R B A 5
A ] ) RURF AR LAV ST SRR AL .
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At AT T AR kA S 1 R R R B R RO L A A e A T S
MWIER . B, HLA—B7 $iR, $E&EFAHF 1 DNA 4wild,
WP AR R IR R B e N UL E BT AR Cn e ki) . — Bt
AR, PulsURK SR AR B MR R e 0 R m g R F (i TL—12)
ACY, I Sk S RAE I INEE T

AT, R R IR £ 1 R AT A A ]
(B RN A, AR OB 2 BRI S 55 T i v
STHELRIF] D8+ T 4IHE, 1 Ay 2 Fh B MU e s 1 A
RETAIT .

AR BRI E A i IR E e B R SR H IR T AR S
MR AR RS, WHHR B HE. ZIMR(EZEFRPE— )
TR R BRELZIREESH 21 —mer HIAHRE.

AR B R AN SR AT R S 2 I AT 4E AR ) B IR A
(CFTR) FEH. kRN N INEME AT 4E38 0, Al Z &
CFTR =R B A K ¥ & U B A1 52 B A NG  TVR 7T

B b A] A R B R A ATk . B, DNA BEEARZEH 4
ER . A, B (ribozymes) A ELAIREWN, HELARE
AR TR B D& 2 BT AR T S [ 2095 75 G0 1 B 1 B0 B R AL H
WA AAARREPREMREANIFH TR T VLA A EEK A 4
4,

() g P ey s e A AT 2, T S ik 2 i ) B PR Y
AE RS B N R BRI TE. BRI A A T AT LU LR
DB A GIEERR (ACBREARAT RN N F DR IR EE T, 29 B iE M Ak
TP UVEAZEE, AR I TR ON B o R AR T AR BB . Capxol™
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TPEA MBI R ORE T 52, SR R RIS 3 B (5
RS MR ) PR OR R S, IR B e T
A A AR I SO o 91401, Capxol™ AT LAJR FEREMA R a1,
AR I SE TR B ) SUR A R A AR (A
PR S, 7E R L P R 5 BB B Y Capol™.,
Capxol™ AT 43 itk A3k LM TR A MR, DL (s
BEIIE IR, it Capxol™SIFIHIAHE (578 4 15 %R
G0 P I B IR, DR FTFRHG IE i 4  HE b
LR Capxol BRILARALIFZHAEJ7 AL Capxol ™ 1L 7 2515 A A A
SOV I PR TG 2RI R %, DAIA T IR R C 5
BB ISR, R T IO AR . e LT
HARTEMBORA, T T2MEOEEERRS, AR
P, G AL 255

LR 38
HEHHJG Capxo"™E R E

TEWHE NN BT Capxol™HI Vi 5 AL 3 Sh /K Ik B K 0 IR R
3 1. 5. 10 # 15mg/ml, &R THIBMAHIRS. RIAEX LR
SN, BW ARSI 3 RNEB . EEC I 8] ST B 50 /Nl
BRPPR AN MEE R ERERS NEEENIUE. HiRE
P T2RE (Taxol® ZARBEZRIIHTR T Taxol® kA 1) &R,
Taxol®fF EHIZHEFER 0.6—1.2mg/ml IREE, 24 /T TTIE

seAh, EHIE) Capxol™AEFEAN R R EWE XM R, Wk
BE . AR RO ROBGAEALERER SRR, 2RER .
AT Taxol "I L EAAE A, JEH IR T 5 LG i B M8 W
H:H: <

SEHE 39
Capxol™ i 75
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Capxol ™ il # 2 7218 24 /NI B ERTR e BRI, Al
PR A A AR NG T, URERT L EERNAE
FIAVEAZ B P71 SRR A4 T B AR B A K B AR /K s R 1) 2
TERINT & SRR, SRR IR L IR, LB SR TTE
QU B R OB B S E B B A AT

b, Capxol™ 1% 4 TR, 7T SUAS T 52 10 6 VAV
7 I SRR PP T A SR G T P B R T 2

L

FEFEHEARE, A TRRECEREMEYSY Capxol™H Taxol®
i, Taxol®H# Capxol™4H & S HREIIS. X 7] 5] EEARA
PR HEM W SR RED) RAER. B0 R IRIT 2
RUTEEAITE], TR 21 K. MAZBEARBHS25B %A 5, Ik
TRERINH ) v 4645 21 2 JEEE 2>, (180T IR e T A 3. Ak,
HI & AR B 25 B 29 3 22 41 70 7 B Taxol®$2 BRI i ik .

S 40
L/l BE v

Taxol*4 1R AER /D WU Capxol ™ kR 57 A) KR
=B WA BRI . A, FIEELIRI 28k iR & &
W BR) A A R ISC 7 AT FH T 2500 T IRIROKL . XS5 75 A 3 N R R TS
AR NS DX Le 25 0 D AR . B AN ORI, R IR
RIMEPEAZE . BEAIHIRIE . BEBG R, BRI g
TS 5 A ke B S AZ BRI IR . 3 X AR A T
FEAR T A LGB & . — R LGk . 25 iR . HE R .
&R - ] REE L% i bis-N, N-dibutlaminoethylene
carbonate ). n-BEEEHAIR Sh M n-LE RO IR L. NRVEIEIE AP R
AR T2 M40 . BEEE H MBS . poloxyethylene alkyl ethersacyl
carnitines, JHERHN. AHEABERYN. 41 SR EEMIRYY. EDTA. /K
BRI S KRN . BT T A R BE B 75 ) 28 TS P 7 2 R0 g
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FR AR BRI H o AL A B Adad

L) 41
#5F Capxol™ ) sANH A 25 ) 7% BE AL 77

AR BT rEL KA B . BRI . TR ES . BBk
WVEST . TTATEST. HARZE. JBATEST BB . PRIEWTE T B T/
Bk MUAWESS . BRNES . SAES . FREE BN E T
EREELR

I8 AR RS  QEAE 288 AR A 51 28 T IR s 1) [ R/ B
IR R R R LR B A O, BRATIE IR R I, Capxol™ ] LLiH
PR R RGBT R EARRE,  DURVEIT B AL e
Ith, Capxol™W] G HLillLE A MG, A1l Capxo™HE G, A Al
BE L 7E Capxol™ E B bl MR & 1A T I E K E R4, X
FRRKE—/M-F 2 RGD (K& —HE R — RAER) . WFEH MM
Vi M HARUBR SR R B 21 Capxol ™y HAth FH A & BH 5= 1l 4% 1) 259
L HFEREVATT . BK/ Capxol™] FH HUH ki TR A TR

L 43

H Capxol™y57 R A ZI%R

2 RS P 00 B b R T LA RE @ I T T 45T Capxol™
VRIT . HERZEHE RO HEEE Tk B AE R E . Ak, Al
ML Taxol™ 88 @ 58 LA B ROME T 5. M H. .2 BT 4
LIS I ) 70 B H SRR 2 AT s Capxol ™ &5 A 1T A 5 = K0T 23
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25T Taxol“F1 Capxol™ ] L& AEST

""" Hllm R R TR S &5 5T R
v IX, BIEFIR AT (R
ZN¥): Sprague Dawley KF, HEME 40 H, MM 40 B, 5 D/R/4
RE: 300+50g
BT A 15 K
974 Taxol® (1 KA+ 43 Hiasrd)
Capxol™(1 RN +3 Hiair4l)
T H Taxol® (0. 3. 6. F19mg/kg)
Capxol™(0. 6. 9. F 12mg/kg)
FIBIKE: 0.6mg/ml (FTH KD
FIEBH: Taxol® (15, 5. 10. 15ml/kg)
Capxol™(20. 10. 15. F20ml/kg)
WHEEE: K2 0.75mlhr (FFE KED
FIEAR: Bk T, FEERK
RS, 1 IR
AR 25 0 X (JAIFRID. 1. 3. 7. 11. 15. fif NCI #=HEEH
PR
GNEE Hi-1. 1. 3. 8. 15K
O+ gAY o 450 0 B iR A R 5 R 04, R g i A2 s LA
Gho)

St 45
EEEE] UMEEEND WAt

0SB FFRERT, 3 HL Capxol™ALAEUR 3 4 Taxol*4LK
ST R T L SE 4 R FTRIALE S Smeke, AR 2R
Tllkg AL R KL s . BRI R
th L 3), SRR WBC HEEET A% (R
SAMERR R
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H RN A A

$HE B R, Taxol Y4 WBC 118 CFH{E +SD) B E L T Capxol™
41, FOF Taxol“H & mIEH I HREFNH] (Taxol*f) & K WBC #ll#>70
%; Capxol™f{jB Kk WBC fMI#1<30%). IR B, B 0. 13 #0
14 KAh, MHAREEIE S ZIMESR T EEER (p<0.05). I,
% Capxol™ZI7E 6 RINIKE WBC IEH/KT, M Taxol®4LNFE 14
FAKEEHR WBC K. iXFM Capxol ™ 2 FRA% I Mk 55 .
AR N B PR ES 8 BN 45 B, 4 s R4 s 5 Ry

Al gER 2 B, BEEN 1 REED),

St 46
PR BRI Y

15 PRI 46RT, F Capxol™#EHAT T 3R s A 57 LA & H #r5
BEAEE. MR (n=10) FFME MX—1 FLEMWE, SEL
KL 150—300mg K/NBTIFERTETT . wAJEME 12 RIHIL RS
B, 1E 13 RIFURIAIT . Capxol™H Eh /KK &K 7 LRGSR AZ B
SRR . /AN (n=5) F 20mg/kg (LA VIV—1 FIR)
() Capxol™VRYT, T RAREIKHEESZ, &L 5 K. WHRAR /D
B, LA IR R O RE (B 2 3R 7K . LI TA) 1 o O WU e /e XA
iR AR Kb, B AEGEIE 4500mg, T H LA RIS
IR 28 RN 39 RZIEIFET. H—J7H, e A SR I BERRR,
BT H sh4E 25 RETSEE nT N ERIFI R . AHBYME 39 K4 ERiL
s, HREATRE ERERN, WEREMIEIERE. SR TE 44,

G

S o Won I Capxol™HE FUHHUAITREYE . (AL, 76 Capxol™
7 PR TR B PUIRE . BT R A ER K N 45 T R A RS
TORRE Rl 45 T iR T X ) — A 38 K Capxol™ &R TH
RO KRPTRE T, MRATECHENHEN R L ZBhaYH
Taxol™fc 77 4 Bt WL 21 8P AF .
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R MRS SCERECHE RN SRI (R F 5 EE (Southern Research
Institute ) ) FFHEFKIJKER, CEE N MR TCBIR DR, BHT
MR 12 (RO WA LB, & Taxol™FT H K [FFEMRET])
B ER B AN ZAE (MTD) 2 22.5mg/kg. Uhas B 2@ PLEL
Taxol® (6mg/ml L _FEAL &Y/ 2.08) Bk EEMBA 12
FEAZBEM R . XM N TS T RNR L B/ LB
LR B R E. TE 22.5mg/kg FIER, AREERBT 12
A EE R Fid Capxol ™A FHALLIIRLBE .

Louvain K 5 B R BT B 57 98 B R 45 FH ORI 442 19 it
RO T RIATTRBOR - S SR MBI TR N AT R R ™ 8

W) 53 AR 52 A B RL Img/kg q.o.d. (BRR—R), B
BB MR 0.5mg/kg+IR A 0.2mg/kg q.o.d. (BRE&IRIT), B
WHIZ 6 R, RETR—W, H=RF. BIKKNEIFHEITI (0 K)
FIEF ST 299 . A2 AR ER K IR 20 0 e R . S 36 45 ol T
FES B BE B PR A BRTOR /N 42%, BRG TR 97 LU /S oiek
b 33%, Tk IR AT/ MBS IR 4 20% . S8 RARBE S ETH
NI HIR N A 50% . SRR THE 2.

iR, FFEAZERHE HOBRR K R o TR AR . i

"
IR HP A2 R E B BV E R, AT e s I & Ry AU & 24
o T 15 B LRI RCR -
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SE 48
Capxol™Xi 3h ik Bk A2 B RUE

SR AT P LA (VSMP) fEBEE O MR, A6
(. @RIV 2 A P AR, 50 VSMP L2 15 2 Btk 30 Bk
HOBA (PTCA) W% MIFRIE. $EIRE, PTCA JGii VSMP 5l
M PE TR 1 SR 2E 3— 6 ik 40—50% .

fEb8 PTCA ML AR & R ARG RN fIR7E S5
T B UL S TR & I 290 9T . 1 T IF SRR 1 ] Capxol™
Ik W IR B A BB

1A 350—400g [)HEME Sprague-Dawley KB (Charles River)FH &
RN Rompun BREE, JFHREBEAIUEBIMK 3.0cm. TEFRBIHIHLRALL
P4~ DIETRICH L W\M X S A AIFR L 2em & T2k A H ,
MIANS R FE ML B AT IS & A B M AT I s
MR — BBE 9 3. BABA—IMEE=EIT X LR 30 55,
SR Jir M I 1 5 43 )T s HH T T L BE B TR AL, SRR AR i
DI TV ST . VEST 2—3ml BEER SR Eh/K LAy th R 2 BN 1O BT A I,
R Je = B TT R IR BIRS R R S R S — T ] &R AU
CBE2YBh 25ml) WEENE 3 o8& s B . SRIGTEM
M R ST e LK . AESCERAETFAT, I RE b 0 FLIF 4
FFE A& LU b it . B v K SR B 1 s a A e 4L B RLIE
il FZHRH 7.5-mm & @IOCH,  FF SR AR e vk o

TG s LIREANELRER, FHFERESE 14 Rk, Wnl4
M2 BT IR B A . R TFAR-—EN BB AT SKae AR b
AR AR BE

L4l @A E Capxol™iHTT

LB Smg(w/100mg N HEH)keg/H, V.

2 4. KFE Capxol™5)7:

L 1mg(w/20mg NEHEH)kg/FH, V.
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34 AT
NEEHR  100mg/kg/fH, 1V.

SRR AR A PR AFAEAR /R AR SR A R B U)ICE (8
um) HFHBAREEO LAY A, mEE (WIE, RSN
I PPE .

T B AH 345 1 290 30 Ak s B 3 B A TS LR B R R TR R
VSMC &1 . #HBhkEE S BRI . R AR, vRIT 4L iR
BER A S AR R R

KEME MBI MERE. JURE. BEE IREE. FERHIRER.
W, ZRERE I N R B BT, AT AERE 9 B4R A IR
TBAL. BEE FBE ) W TR T RS W RDE

AR W R T R & A TSR PR B ST P B 2 SRR MY R
FIREHT L, BRI AR B T UK EMRER A5
I IEAREINTN, B RSISEREER G T L. Nk, AT
N bR HER B A E BRI fla, WTMER (mE&E) SI&NE
R, 1 HE R B R B T T IR A B R
TR AR R AT, I BRI IS ARTE R &AM S AN T AR
ISR A AP el & R U R TUR MR A I L DR U 2L 2
Mhgge b5 AR D HTAR AN R AR PR TE R & AL e S B
JFAHA, SHERGHN TR E RGPS B AR URR B £ H L
APREEE IR A B R AR (AT A RSB B AT D . BESh,
AR BT R HUR T HI T4 COFE RSB P9 B0 7 40 1 1) 5 B0
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Srs

AR TSR E B, CIBT e R AR R R,
CFE D IR R, ORI O A BRBR.
B, NERATT SR RB AT, HERERZ S
V288 RIS S e, T HLAEAR CAE Bl i/
RN, AR AT IR BUR N . St B R R
e Ise i 4. B EDPUE . FIIMEE Rttt 1
NE - RO R E.

S EEHE LD R RE S, B0E 2 S TEEAE QoK
RS LB H B S K R R VR R, SO RO
W BEOEH B IR BB ST R S, AEIXR
BT, MAEEZETZE (K4 30%) MR ZELGY (RA
I E R B, B TR ST AT U AR B KB 5 %6 BT ERE
R 1:20 ) 10100, FEEBKA (iov.) e, DRI 4
Sof 2B R K2 30% (Sandoz 29428\l 4 SDI—Z10 (Ad),
1990). BH, HEERNEKS S BRiHT Taxol®# ik H 2517
LEMPR S, BIAAS i v. BFTAMMEREN R Bl s
TR BN AR R S N . EAh, BRI AL R AR B R I
29 CUNERMEE ) B 14524 J5 B H I A G 1) Ty 7K 0« 48
HFR AT R AP R S H a0 BT A BRI B AR E AL, VRS R B
Iy, B R A LR K T o 5 R R R

T L BT HRER L (AT R A AR I
T4 25, 25 AT R A A 0 2R LR
IR, EATE LANAELE AR SN, B, BT
PSS ORI 0 RES ROV, 7ERASMENRIEIREE (R
S e EIAD BB CRFIT R . KRE, T SERRR L
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B G4 B BE R AN T SR AR E 18] T e RO

FU A5 Toft fiet 788 B 2H R | B8 T B 4R B B B AE Capxol™ I, AR
Capxol™ Bl H At H 4 %z B U7 v 1 % 10 25 ) e % 52 AL B # AL . ol
w, Bl SIS RI BRI 2] Capxol™ FIFIEIE N4 2y, XU SRR
N ARK B AL

SE 33

VRITAIIERIKER ), . BORE, el - mEd
VAL 259, ETIRST 9T OE, ARLELIRT 25108 R i
FER SRR B, R BB B e S A, mH, — BT ERY, €
RARERARHY, T AR B - E R e S Rt BRIl
HoAw a7 7 O BRI A K I EAR (CHEm A& EH) W,
K ER IR N 25 2 RO B B B T R . AN, 2B PR AR A
WAEG DA, B, FRES B &R N S8 S s iR
FEAE, e AR (BCHARHLED, BEhsLE eI M2k
k. BT HAYHEARSYER (WABEBER) RIET e,
APPSR AL 2 & B AR B ARG 2. 1A
AT, SREE T SR TR S, e R A B AN H
ORI RS P AR, B2y TES
VAT SR T IR AR T BEAY, S s D I AR I 25 R P AL
A R 40 3G 0 I 55 i AR D 25 AR R 0 o (R A8 T
2R JEE B RESEAR 2 B A\ 3 B 1T I 29 ) )
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JUAI T 24 DRI EC B B R E T A AU B BRI B 1 . Taxol® O
) ERXMAYNRAEGT. % T HERERNERZ e/
BT Taxol™Bf, w2 E R AR B REMEIER, N
i N BT Bk S 25 22078 3 MWW ARG . HE,
HT AR R s, BABRER, AEYEEL TS
M, B BE ] B BRI B KD .

Sprague Dawley K R4 T & HIFIBH A K AR & & HE
EB SR (R A2 (Taxol®). PIRPHIFIE I BF KL 25, Taxol®
%F Smg/kg WIRFIEAKE, MAKWARNEG T Smgke M 12mgkg
BANFIBACE. 7EAZE, WK R R 5 40 M v 2 B BE IR

bR,

I Taxol® (Smg/kg) TERZYEEHE 1 FI%E 2 K, WBC 737 HF#
47.6%F1 63.5%, T Smg/kg MIASK BAFIFIFES 1 FEE 2 K WBC 4
AP 14.7%H1 2.4%. T 12mg/kg B EAEIARIBEIF], 7L
551 A% 2 K WBC MU 3G 0 6.5%40 3.6%.

I BRI, 45T AR R S F B 2 K K R B i AT
il

A ENNTERESYINEE. S TECERE, Bk
TREIAE. £ smgke 7B, Taxol®7E4Z)E 3 REFURE T %
10.4%, M4 FTHREFIEARFEFKELENGIE 3.9%MEET
S5, 2 WA R BRI BB ORI

R BNIIR, 44 TR RAHIR 8 R A & WA AR Taxol I,
Taxol 4L [F] 4 % 1A 81 I 4EFH Lo 7 | o e PP i B . XA ml 5
FAG IR R L TR R AR ClndAs v R 0 PR/ D AE ) . R T LA
HEATIEIT Z IR A BARTIR], B Taxol®HJULINTALN 21 K. NMAAK
s g BR AL &Y, SLAMIR R gaRE R 2 L 1 REGED, 1
ot bR AT S A A DRI, P A P 1 4% 1 24 B2 5 W L Taxol®
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P R4

TIMEAYELE, DR ZBU-EY) L8RS H BMS B
Ui, ANRERTERAK A BBRan 25 . 3R RN LB 0 BT 5 R ™ B )
RN, RPN TR KBRS JIARESSETERTT .
Taxol Bl /7 R AK A SITE R T N4 25, FEAEM MLy 44t 1 /NI 3 24
N G IRIEACKIA RIS RIBI, BTN RN AUE, AT
Sy LR K A R TS0 (BRI, ZEF 1A S FR A, misE I
A lIm RN B Taxol® B WL R EE I n) .

KAEERR NIE B AL T 200—500mg 2 18], 4 HA%EE Fnik
KEFRMFE . Taxol® WML FIEWRL N 0.6mg/ml BI452), FTEX
EEARE (RAYHLYE K2 300—1000 ml JEEIR ). &, A& KH
ANEA MCPRE], FITERTRRIRE S ). XA PREE A= AT LA PR )
FHbK N B TRN, ATEAL 2 LB TR N ga b . B, (RanA
R HIFIEHIE] 20 mg/ml PIFIEIRE, 200—500mg &L 77 & A 5F A4
BUN A0 10—25 mls IXFENGIARSE B MBI 5

O, SRR TR (B Taxol®), 751
BRI KA, B 2R AR B bt
SISEIATT . Taxol I HEPE 5 4R W A0 B8 BUBTRLRC /7 4447 T LU

Mt @I CSTBL /R FE K AN R E AR AR EL T, A
RS R I S RO IR AE

A1 Taxol®, 30mg/kg HIFIBAEFRIKNG G S 740N —1EEE .
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ERBEAE T, FEAREIE A YW i sEfE/ . 103
mg/kg WIRBHOESRIEC 7 B/ DA ER LN E, AEME&ERHEER
ANEE . K47 1000 mg/kg. 800 mg/kg F1 550 mg/kg [ EH# A Bt
M, BEGENTAR, HaEESNT R 24 N2 E Kk, &
Be 5 S 7&K T 103 mg/kg (BT 550 mg/kg.

Rtk REAR, EEEAKAR MBS RN AEE ERT
Taxol”. XTEIGAEEPARANEEN, T4 TREANENLITAY
DRCEIL RSy Giub A LA TPNPN A a

Sk 57
JF2 )% B #7121 % ] Capxol™F] Taxol®
IRERIK M 2524 )5 /A B LD, K1 E

TERIREIKNGZEE, IR T Capxol™. Taxol ™ AN HEAKGEA )
LD,,. WAt 48 1 CD1 /MR W5E K EAZEERIEXT Capxol™J2 30.
103. 367. 548 F1 822mg/kg, X Taxol®& 4. 6. 9. 13.4 1 20.1mg/kg.
Capxol ™Y N HE AR T 4.94g/kg (FH24T Capxol ™7 &
548mg/ml) K, BN AEEEABE AN Z AR . WK Taxol”
A (Cremophor EL®) [FIE R 1.5, 1.9, 2.8 M 3.4mlkg, 77l
YT BERE S 9. 113, 16.6 1 20.1mg/kg. TFNKRELS T 3—
4 FUNE. SRE, EEELL Capxol™% T HI#HEM /N T Taxol® B
4T Taxol® AN . LDy, 1 LD, 7E Capxol™j& 447.4 F
371.5mg/kg HIEAZEE, 7 Taxol®/& 7.53 1 5.13mg/kg HIAZEE, LU
M 1325 H1 794mg/kg Taxol®EANY) HHYU T EELEREN 1506 A0
9.06mg/kg ). EMLAFST T, Capxol™H) LDy, Eb Taxol® K 59 &, LU Taxol®
ARG K 29 f%. Capxol™HEIZEER) LD, Lt Taxol™H [f1 EI2EE
72 A% I FT R I A E BRI, Taxol ™8 /42 Taxol®1R
L HEPEIAR R . 557 Taxol® Al Taxol A4 1)/ B AT I 31 T i P
RIS, R TESS 25 5 AN I B4 €8 B2 IR BT . 75 Capxol™
FT Capxol ™MEEA- M WA IR P RN . 4RV TK 2.
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x2
SR H K 25 2 ]
4| RS SE(n) T H % FETE LDy, MTD B
(mg/kg) ‘ (mg/kg) L;ll(o
(mg/kg)
CapxolTM 822 3 3 0 447 4 371.5
548 4 4 0
367 3 0 100
103 3 0 100
30 3 0 100
Taxol® 20.1 4 4 0 7.53 5.13
13.4 4 4 0
9 3 2 33
6 4 1 75
4 3 0 100

REEEFIER Capxol™ 2 USRS 7 &% THI, AR T AR
F24F K4 80—2000mg/m? FIFIE . HAFFTH Capxol™H] LD, Biax
K2 FIBA S T AM9KZ) 1000mg/ m?. {8 53 & Tk g A4k

Taxol® & 175 mg/m*.

HFRATH RS, RIENYER £ B 5P (Cremophor)/ L BF
RGN R FIRAS RIS BRNAIET . Taxol“E 4
51 LDy, ¥R BoR, ©Lb Capxol™FHAH U Z HEM, Jf HAE Taxol®
ot R EE AN SR EAE RSB R R, HE T
i, WA AEME Taxol "4 2 HSR KR [A

SEHEf] 58
% IR E ik 48245 )5 /> Bl Capxol™ TaxolLDs, IR

TEZ RN 205, BT Capxol™AN Taxol® A H & 44 )
LDy MILM7T 32 2 CD1 /MR, BRGTELEREN 30, 69 A
13.4 A1 20.1mg/kg ) Taxol®, 1485 Ko B—IKELS T 4 HUNK. 4
FHT 3.
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&3
- ZIREEK NG 2y
4 AIE | S%n) | SET L | %Aewm | LDy | MTDE |

| (mg/kg) (mg/kg) LD,
| Capxol™ 103 4 4 0 76 64
z 69 4 1 75
| 30 4 0 100
T Taxol® 20.1 4 4 0 8.0 4.3
| 13.4 4 4 0
1 9 4 2 50

6 4 1 75
1 | 4 4 0 100

£k B Capxol™EL Taxol®#& /M. Capxol™ (1] LDs, #l LD, 73 42
76.2 1 64.5mg/kg EHEE, S22 ML, Taxol®5Jil 8.07 1 4.3mg/kg
AR, TEUEFFTH, Capxol™H] LD, tb Taxol®f 9.4 {5 . Capxol™
(K] LD, b Taxol®® 15 5. WP RERI H& HIERLS T2 X050 E
I, Capxol™[{I &t Lt Taxol®/)h.

SE 59
Capxol™] BFFHEL 77 A1 Taxol® B FPE R HE

) MX—1 AFUERRE A EAMEE T MR NCrnu /DR, BEAT T
Capxol™. Taxol®F1 Capxol™ZE /3L BE FI I BT 5T .

g4 5 H/NRIIRALL 13.4. 204 30, 45mg/kg/ R HIFEF#R K
WYEST Capxol™#H|%] VR—3 8 VR—4, 5 K. B4 5 JNRKEA
WL 13.4. 20 H1 30mg/kg/ K HIFBEH KA H S Taxol®s K. 10 H/h
BP0 TR 4 % bk N VR B Capxol ™R AT i C AEEH, 600 mg/kg/
R 5 K. PPN SECEMIE s SR TR IR R AT
T SR e B R

Hl Capxol™ll7i] VR—3 87 7EFr A 78 /K15 e 75 &
B, WABEFIRIE 103 KEHE3] 100% /775, Capxol™ifil7] VR—4
FEEANRENEASRMEEEEIE, 7 134 mgkg/ RARK 5 60
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COIHIB . A 103 RJa HAEAT RIS DT 7 VR—4 4. i 30, 20 A1
13.4mg/kg/ KT E ] Taxol®¥877, 5IETE 103 KEAEIZER D A2 40% .
20% A0 20% . HHXTREEES M a T R IR AR KRR AR, BT 33 #
47 Kla b1, 4RY|TK 4.

x4
G DCR J 5
(mg/kg/ K) CR/B 3 TSF/TR (KD FET/ 54

VR- | VR- | TXA | VR-3 | VR4 TXA VR-3 | VR4 | TXA | VR- | VR-4 | TXA

45 5/5 1 5/5 1 NA 500 | 372 NA >88 | >73 | NA | 0/5 | 0/5 | NA

30 55155 | 44 | 50 | 500 | 22 | >88 | >88 | >56 | 0/5 | 0/5 | 1/5

20 55 1 5/5 | 4/4 1/4 | 273 173 >51 | >47 | >57 | 0/5 | 0/5 1/5

13 4/5 | 3/5 | 4/5 0/5 | 0/5 1/4 10 8 >29 1 0/5 | 0/5 1/5

CR= /& 5E 2 VH IR ;

TFS= IR {7 i
TR=IMEE K;

DCR—mé?‘ﬁiE?i%zo

XKLL AP NI A R B, 8] Taxol®AHEL, P Capxol™
BT RABEYG . MEAh, BT HBNEBAREEME, 7E Capxol™4 AL #
e E2E. X E BRI ES 24,

SE 60
KRk A 4524 J5 *H — Taxol* Al Capxol™ ]
I 3 5h ) S AL LR o> A

K R BCHIY Capxol™F Taxol i 5t (MT %4 [f) H— & AZBE

W Eh MR 2y A l_ﬂ T IR T . HE TEU\L‘L‘L%?%WW
B 10mg/kg’H—Taxol®, 10 H KXHEH 4.9 mg/kg A,

SR K BRI Y IR A 5.1 mg/kg3H—CapxolTMo

"H—Taxol“8Y, *H—Capxol™7E 5 mg/kelV FH4E 25, AR MK
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RSO T T R A B K B AU P R B , ¢ 1 "H— Capxol™
Jer TR O TR A2 W?J(ﬁgﬂ%&ﬂﬁﬁﬂtﬂ*ﬁu;ﬂ?@:ﬁ‘] ‘H—Taxol®. I
{IFR B 7P S VT M 45 Ay IV

If3% HPLC B& 7R, “H— Capxol™#F1 *H— Taxol®#i 5 & FEt
E’Jﬁlﬁf%ﬁ*ﬁ“ﬁ’]ﬂlﬁﬁii {H)E, H—Capxol™H i % i< iE B
IS, R ZR 2505 24 /NI ILBORCH T TERT 44.2%5% R 0 51207, T °H
—Taxol®{X 7% 8 27.7%. *H— Capxol™L5 H—Taxol®# & ) HE 77 2
FRHEL, FCTBCR YA K P AN B I PR AL B HEE, - B R A AR 2
‘H— Capxol™a&Y *H—Taxol*7ELL 5 mg/kglV 43255, S i A2
PRERBE I H TR 5.

x5
Yﬁ}"{? AUCO*M ?&%ﬁm CO Xﬂﬁﬁq Cmax Xmgm Tmax t1/2 B
{(mg eq.ht/ml) (mg eq/ml) (mg eg/ml) ( hr) (hr)
TR
H—Capxol™ 6.1 7.6 42 0.03 19.0
SH— Taxol® 10.2 19.7 13.5 0.03 19.7
ESA

“H—Capxol™ 3.7 7.0 4.0 0.03 11.4
'H—Taxol® 5.4 17.1 11.8 0.03 72

14 PR LR 12 FF, 257 *H— Capxol™ & U vE /K& T
‘H—Taxol®. HWTMEKFAL, 25T *H— Capxol ™)1 B H LR
He, HEVMH ppm HEBR . X mUSCRFILR S ) = 80s e
(1] *H— Capxol™ M I il 21| £H Z5 1) B 43 17

BE A Capxol™H1 1] "H— B W/~ 5EA Taxol i F ik 4a )+
) H— 2B 2595 2 #R W, (BALUIMA ppm LEAE AT
R AR . Capxol™JRYT P IITESR 2 2 A BP R IILASE PN S0
MR FICT Taxol®WBIT N, R *H— Capxol™ 5 I Hi ML
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{17’1 L”l/]‘]\ fﬁ H é‘go {| I — (,apxolTMB'J'meﬁT? l':i |5 %B{M&s [ﬂjﬂ é/ﬁ\??]
Jei 24 /NI LTSRN TR 44%5% R0 IZEE, 1T *H— Taxol™ {5k B
28%

Capxol™FJ I IR NIHE ), [Al Taxol®fHLL, 4T —/ME
PR RS T . R mEE S REERE R, T8
B SR S VR B 8 B P RO IR B R AL AT S . 445y
MWFITF NHEFE 6 1. BIRE R AFH 10 BRI FEREME %
( Capxol™H Taxol®).

x6

Smg/L(g"’H-CanolTM%l] H- Taxol“%EﬁE(ﬁﬂ?j( N&EZE

Capxol™ Taxol®
A F¥1E +SD FHE +SD
fii 0.106 0.008 0.145 0.020
Ny 0.368 0.063 0.262 0.037
il 1.006 0.140 0.694 0.057
AT 1.192 0.128 1.37 0.204
= 0.670 0.110 0473 0.068
HLA 0.422 0.120 0.386 0.035
HAikiE 0.802 0.274 0.898 0.243
¥ 8 0.265 0.023 0326 0.047
JisE iR 0.963 0.357 0.468 0.070
gl 0.596 0.070 0.441 0.065
fEw 0.531 0.108 0297 0.051
m 0.912 0.131 0.493 0.070
S 1728 0356 110 0.161
ey 1142 0253 120 0.237
| i 0.131 0.010 0.181 0.020
------ 14 0.131 | 0.012 0.196 0.026

R, [ Taxol*fHLL, Capxol™FHRETL /LM E WA B &
FIACT . XSS B ORRTRUAR . AR, W, AT, GOE. BRI,
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[, Capxol™AEVATY B ER B ARRAEIN 1T 26502 BRI S0 B K
YR, b Taxol* H A R .

TEVRIT ATAVIRIE I, ATAIBRA LA B 7K 245 Al NS ER I
P NS G RXTVE T PR A B . FIHIMER 7 70 78
N (B4 10 FD) AEHE, B~ Capxol™[F] Taxol®AHEL, BiFIfRES
R REN . TERTHIRR P @ AL FIERE n] G2 1B KN (20
—400nm) MIEER, BURASIFIPFEE &, ALETRR R IR = A
(gp60. gp 18. gp 13 %) SIRIFIIBHL LR, BLEAEE,
HAB S DA BN ol AR R AT 3R A R A X A 4
WP s e, 5 R a0 E R RS B A X S 20 20 J5 350
EIREE S R XM AYHEANEY) T EAEARRAEEN . KER5
MR B R RS ) — MU H S LB R S R M EE AT
By, HEURCK/NE 20—400nm BB, HERL LAY,
S LRI FIAE SRR Taxol“FHEL, TEREAR. BAE. MAE. O,
BOMHR 5 R SR R AR

x7
=4 10 RXRA T Smg/kg EEENESRE
Capxol™ Taxol®
| 1.228 1.13
| 2.463 1.04
| 1.904 0.952
| 1.850 1.42
1.660 1.31
1.246 1.08
1.895 1.03
1.563 0.95
1.798 0.94
1.676 1.18
CTFEME 1.728 SPHIME 1.103
'SD 0.36 SD 0.16
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HAE o [F] Taxol®4HEL, Capxol™E # 5 R 1) & A7 KL 2 150% -

Capxol ™74 KA BETE AT FUAR ML RS o0 A, mT ik A
b ZEHE T BRI VIR LAV R 28148 B A RS, W, 12
FHBAES 5P BT R LUAIT PR 2 CRTZIIR B SOE AR ), T
VAT B RT PR AR K BVA T I 254 ] LIAE AL 7 SBC I LIRS M S
HREIE . MBI, Capxol ™t CoHIE AL &5 o 3 e Ak F5E 1 A\ s L vl 45 11
TaTT AR ML TS DL R B RERE AL M 0 . B AZINE O AR B A T
577 B3 B A8 FBBREREAL BOVE T . IR, Capxol™ & R AZIE H T X L8 9
AL, mH, CEMREEEE AT gp60. gpl8 M gpl3
SRS WA RIAERIMLE 455

SE 61
K BB IREHIK NS T & KF Capxol™/5
M E Al

WL AL H A0 H oK R AN Fe T CH — Capxo™ B i 5%, H
Capxol™7I & 9.1mg/kg. 26.4mg/kg. 116.7mg/kg F1 148.1mg/kg HY
SRR R ARG 2. WRFICRE MBI AUC,_. 7E 24 /)
I, SREE M VRREA FHRE, K EREAE N HPLC DA SE Mg - £ 46
HEPHIKF-.

IV 4T H—Capxol™ & S\ BURE A AZ B B MU BN 1) 245 T
s,

B 5896/1031

X8
Pl AUC, o HEBTH C, WELHT C e WERM) Tooe | 1 B
(mg/keg) (U g eq.hr/ml) (M g eqg/mb) (M4 g eqg/ml) { hr) (hr)
A/9. 115 10,2 7.19 0,03 22,3
B/26. 4 43.5 44. 8 29. 5 0.03 16.0
/1167 248.9 644.6 283.3 0.03 8. 48
D/148. 1 355.3 1009. 8 414. 2 0.03 9. 34
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%%%bMNamﬁﬁl%%$@%W%@mPM}A%mAgJ
w3 148 mgkg ME, 24 DEE AR ESIRIKEA R 85
€0.04ppm—0.34ppm ).

5K 62
KB REIK AL Z S Capxol™F] Taxol®H & HlE

T H B2 ME BRIV 5255, Capxol ™A ADMEPE A B
H2EM . Capxol™LL 5. 9. 30. 90 F1 120 mg/kg FIESA T 6 HHEN
A6 HME KR S A ) —E 75 8 RARLLZSRALIFHATIR .

%Eﬁﬁﬂ%& 31 REg . Capxol™KLZEFM )45 R -5 4= HE LK

IR, AR 5. 9 A1 30 mg/kg Taxol®Ab IR 5h )45 RBHAT

H:is(o

R EHZ]. S25)E 1 /N 4 i LA HERER —RIeE
ZW¥). FEEIRILLAT, WEEABIYIRER MBI T I R i 2% I 5

FEAMEZ 30 RHEAMR], &4 13 FlIFET. LL 30 mg/kg RS E
Taxol®CH P 12 REh¥yfe 4 RifAET:. JUfF - HH Capxol™
RCERI BI5ET . b Capxol™ALBE M E##552 90 mg/kg RIZHE, #
KRIAESE 15 KAET-. L 90 mg/kg BL 120 mg/kg 7l & Capxol ™AL ]
HALSI A FET, FIA NPT S BERE T X,

TEML SR B K] 4 /NS 3 I‘Eﬂ H Taxol®4b B K 2 8 5hH) b vl WK
BT EBEMATEGERDS, AR hm TP Y. £05
Capxol™ MEB@KJJ%LPEMJ?J . 7EH 30 mg/kg HAZEET R Taxol®
KRR Sh PSR BT AN M, AR 4 RISAET. BR 77 90mg/ml
HI 120mg/ml FUE K V-rp g 2135045 37 £ LIAE, 7L Capxol™4k H )5
P s S 2P Y BRI

1 Capxol™ALEE (EhY) S RER S . % 8 KA 31 REIM
(RO 5 R TE 6. 75 Capxol™AbFR [ I P 20140 1046 T 28 2 W9 7
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DR AR EAM I . SRR 22 L R 4l R A A 2 v
W, FFHE MR EARERE. BEE Capxol™5 &N,
R ME B4 E, LURE2ZFKEN, £ 9. 30, 90 1120
mg/kg FIEE Capxol™ACIEENY) T, MM A S A% B 82 21 B 25 1) #
o R AR RIS A AR, XS AR A R R
1 Capxol™ [z H i A% . 7EXT AW, AN Ynt B4 5h 4
B RLE FH Taxol®Ab ¥ 1) Bh 40 K B o ok WL e As

IR EAIMNY, FXETEERB MR, WRryi s, GE
HHET R . RS (EATIRAR) BIGIT s PIIRE I —Fia T
FB. Capxol™ill id 7E i BN SRAF SAZEE I & SRl ok B . I vE PR Ak
SRR ERENE . GBI R I RE LA R BB R 4 A,
MAREE 7VRIT LR I —MoBrEe /7. K, F] Capxol™AdT Al fi 52
A At I 3 2% ) KPR

R &R 7K Taxol b3 {204 R ] W2 KA B2 2 IRE . IX
] iR =B Taxol® b B HISET. Capxol ™AL HH i Zh 4
WEER DNk

XA R MG AN AR BRI B = R NIRAT B, ST i B 988 v 7 A3k
fFM 5—120 mg/kg BRI KR S22 FE ST A 30—700mg/m’
e AEEREN.

.2, Capxol™Ltl Taxol*HHH Y/ MIEM. & T 9 mgkeg FE

. WA TaxolALHZNPIR[ 47, BR T TE 90 mg/kg Capxol™ZH H11]

PMBRIR LTS, 52 Capxol™IE ZIAIHE 120 me/kg 7l& KT H 3l

W AF . Capxol ™ HEME & JEAS B A = EAH R HIER,  F i

PERIAT . 257 Capxol ™5/ BRIA B G 120 me/kg HYMENE A B ik

AR AR B AR . XS R A H R U gy, Ak T
TN 30— 700mg/m? K57 & .
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SE 63
B FZHUER (Capsorine 1.V.)
Bﬁ%%ﬁ)ﬁ# (PK) %

([A] H Al Sandoz B4 Sandimmunel. V.Fi¢ 77 L&)

PRI 712 CSET 13 AT 1474 B EF R B 5B 70U (Capsorine
LVOFEE KD ER], F@d &k B4 758 1 41 3 K Sprague
Dawley K. 54 3 H ARG FEBKPHRNS R L BBLE
)/ LEE ) Sandimmune LV.. ®EHER 2.5mg/kg M EF BRI HEE.
fE0. 5 15. 30 (44D FI 1. 20 4. 8. 24, 36 F148 (/P BFR
HUMATREAS o LR PR RE KT F HPLC AR, 05 #7 f PK
ZH. PK Mg B B R I AR .

AR FEIR
AUC, mg-hr/ml Cmax, ng/ml
Capsorine 1.V. 12,228 2,853
Sandimmune I.V. 7,791 2,606

$EAh, #T Sandimmune LV. LA RN, 1243 AR 2 RE
Y lE 4 NIPSETT. Rl e B R B % 1 B T R BE
(Capsorine 1.V.) [ET3%82IME Y (Sandimmune 1.V.) ML ERH
KR AUC, HEH.

5E 64
D reE 24 5 Ao EARM AL (Capsorine Oral)

fZiish 11 (PK) ¥

[i] Neoral (HHj Sandoz &AL ) i

LIRS SRR R E MR LRI ERE OB mAE 1413 1
Sprague Dawley K. % -4 3 FORR M@ EHVES T AT R
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(1 Neoral, ‘&M 2B & ALK BCLRIREC 77 - 41 LU 4%
LIRS 2RI ER 12 mgkg AEEZE. 768 0. 5. 15, 30 (%
BRI 1L 20 4. 8. 24, 36 A1 48 (/MDD BEREUMIGAEA . MR
MR R P H HPLC W, e 81285 PK 2280, PK MR
AN BT R E R AR

HA IR
AUC, mg-hr/ml Cmax, ng/ml
Capsorine Oral 3,195 887
Neoral 3,213 690

R, A& BB EMEE 7 (Capsorine Oral) Brx5 745 2IHE
Ji (Neoral) LK) PK TE6E.

VI BRI SV F BE MR A i, 2RI Capxol™Hl5 7]
Taxol*AH b B LB IIGRET R . FHMIRKRITBRRIRY, I
AW FT /) Capxol™ B 417 8 7K 7 N 24 F A 8 (1) Taxol® 5 42 BE 11
MTD (& KA E). 2T HEBRAKR#E R, BB T
H TG ARREE B IR Y4, THBRTES T RAZEE LA H 2 0 7R 25
#4952 Capxol™xt Taxol®fAHE R & — B, #1152 RISEPUINE RNV
e, WRMRRZ R ivE (3 B 24 M MIFTE, Rz LR
RIHR] N 25 2 (<1 /MBI 0.

SHEAZEE, Capxol™HL 77 V2 E I L. Capxol™ A & 48
FLEEFN N3 A B A9kt T 2R i SIS T B ) e A v
W, HEHENIMLNmE L B S (FEER2ER BMS B
i) B2 4 FEF 80 (7E docetaxel ) Rhone Poulenc Bt 5 H), F1
WA LBERIERI LA R 29 . EREHILAANE B> CAIE Taxol™4
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b, R RIS T RERE . JIHAEZI R

H TR PERUR, 4 LD, /LDy, WH5TAT Bon i, Al &I FIE
1T A5 21 B e U RE -

BRI D (R Taxol®tHEL ), WIEE R4 HE G J& I B [a)
CEH A 3 /D MsERTraR.

Capxol™H] LAY Taxol® (0.6mg/ml) 5 /& IR E(E A 20 mg/ml)
g thy, AV SEARHITE S ARIT Al REH FR KA BB 5T T A en 24,

I Taxol®f1—> B0 1) AU RAZ AL B B B8 N IITTE. X501
AREMICEERIFIE . BTHBCT Capxol™ ) AT M A N FEAS
FEME, UIVE B IR R T

SCRRR R, BT T AR N BB 7R T M
o LR S BN . BRI, Capxol™ e 77 S A R e ik T
RS AR, KRR T BMS Bir S R R
.

SE a5 66
Capxol™if% AR % v 1B £

WRIE: R tIUE

FE T E: VRS BYIR SRR AR, EMRHE Capxol™
7] Taxol™AH Lt 5 ZEREFHMIEAR AT R CNREFE LD, AR,
ZE, NREBHRE LD, /& 398.1mg/ke. FULFIE R AL T
By (3 3 mg/kg (B AN THE N 1194.3 BN 1200mg/m*s XA,
DRSF AR B BD BB 1710, 4 120 mg/m?. 4R1M, C4FEDIES
REWAE 175 ABETELEN, RIEM Capxo™HHATHIR SR E
AER A B RERIERG, Pt 175 mg/m2 FE ) Capxol ™ /7
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VU I, IR TTHE, Capxol™MEFITE KL 1530 Sy
IR P45 24

S 67

Capxol™IH & EAR: %6 VI 4B E2

BINH I R TR, SRR IaY7 T 1
SHE 0 Y I I8 R T R M LB LI AT Capcol ™ {2 25
i R

ME—T HRBRAE: AT 1 P55 AN AR SEYIFE N 2400
KM BRI SZ5E (MTD) (135 mg/m?). FEJEHIFIELL 25% 1
FREOZ DI 21 2] MTD. FH8) K —#B/K PR R IEE =
FFRTAME. B, %6 MEAFHE 2 N RS KRB
3 AR EREEIRE R 4 LA BEIEIEN (3% WHO B 1,
P IET ST, Capxol™ BRI BN 15 2 A B3R5 b (- B AT )
e R E EES TR 45 R, BN AT B A 4%
WETER, WA R X5 B 24 /N EE .

A1 XETHTEEIR A, W TR 8 S K38 24 N ) 5 Y
R AT SERE B2 B DR . I A 2o B AR
AUC, Cppr FRIEM M ATRESHL

WA HANA: Sz MTD 5, A5 T Ryrers
FETA S AR U FLRE R A CKE N [T RIS . BIECEARIEZE 95 % B2k
Vo RURTE S IR 0 B P S N R BB T . e, itk
WIFTHIME— H B, R E RS Capxol™ A & 3 & [ /{5 X |,
FEPMER IR SE R R . BT I AREA KN R 30 4], X7 11T
HIRIES 00 11 HBAREG h R ek 1)

Wt HEEEE RN SO AR RN R (CRPR). thAb,
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P SR N ERIINFIFT 5 R B L RO R IR ] 8 WA 2 R
RS B B B B BB AR A 1 22 A
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F2/400

LI VA

i

98808225. X

SRR BETUR ST

0 K = 100%

140% -
_ i TR R
KYGIT
120% -
100%
80% SRIGAA 0. 2mg/ kgt
/-
SeFIE YRR 0. bmg/kg \\\
moﬂxv 1 <
AN UL 1. Omg/ kg
RMO@,\O T T T T 1 T B ‘_ B T | | T B \f\t.lJ B
FAR[ 0K w3k MO BBA HRIOK FRPDNE A L NI PPN HE CIPS

K 2

7 IR
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B

98808225. X

BEERRUH, ng

10000 >4500 mg
i o &
1000 +
100 1.
. ey STHE G i)
AN
10 | \ - =B - - VIV-1 (20mg/kg/FHE, qgdl-5, iv)
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//
0.1 4 A
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