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2 BALKEBEELARZIERBREXRYD

OH(OCH2CHZ)a(OCHZCHZCHz)b(OCHzCHz)aH
AAaBmbZ AL ATERAARLBLHER LE XA
5 BASF Performance Chemicals 2 & (% # & il Parsippany) °
M B i &% CTFAS & K 3 & % & 2 #2108 ~ 188 ~ 217
2737 ~ 238 ~ 288 ~ 338 ~ 407 ~ 101 ~ 105 ~ 122 » 123 ~ 124 ~
181’1 ~ 182 ~ 183 ~ 184 ~ 212 ~ 231 ~ 282 ~ 331 ~ 401 ~ 402 »
185 ~215~234 ~235~284~333~334~335" 4032 R |\ &

MR o HARER X R EYRI24 188 ~ 237 ~ 33842407 > -

adib 2 {5 % & 12/20 ~79/28 ~ 64/37 ~ 141/4452101/56 -

% & % HS-15 : 3t EBASFA 8 (4 /¥ & /i Parsippany) R &
Y R L -oEWE0RABEEKESE  c  RTHAWRI-_BALE
BG o oF T AR R Bl — B o 4R RO % & L HS-15 # &
BH A H30%Z A MR L B ATO%Z A B R C = A
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;2 R o\ &M : AAABEHI ARG FRA
¥ 3 e A -6-4% 1 BE B (4 7 & /] Nutley Z Roche Vitamins 2
2) > RS RE >~ KRR ER W R HmEs(=xb® i) FRAR

GEM B OE A BRERKAFRREAERFZASY > W
WA RERABEBREBEIERERAZIRIGLEFENMEN R
R C :.*4&*5%%‘%@%“}M&zﬂkaﬁ‘?éﬁéﬁééﬁi%Eo
B oML T AR ALREERA - R = HAHKMK
> % 4l & ¥ B IS &k ¢ 8% 2 PEG 2000 XPEG 5000F % 4 >
SRS R R R 4 A Ce-Cu B AT AR R
rREY -

%ﬁ,%u'ri-%ﬂﬂa'ri%‘ﬁﬂJﬂvxé‘éﬁlfn{@i‘s'riif']z%.%ﬁi‘x
HEAEI-4SEEEBETFHRGERMZIEN A HL-20- &
%> BHAMBMERGERA - HLBLAL10 - R HARAKR
# » HLBAX# 10 ©

ARl AEABRATATEZZ S XE AT 6
GFETZTAEMRAEABREEZDE o

' GpiEiT B s AR AA DA HL10% (WVEEE
BmrERrABRAEZIASY - ERhERAZLFA"ERA"E

A —BFEAZE Pl R RDTHE TE -~ Z2RE -

ﬁ

AE"AEA_RESERLAZE H
iz RRACL =B -~ " =8 X% =8 (PEG) - PEGT #
E"R B AAC_BAREE B oo Ak A A el
%iéﬁ%ﬁ@%@mm%a B2 (2-OH¥ ) ~ # & (3-OH

OH A
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Ak MEBABXZITLIERBEZ zZ B R LAR
@ E B01E3.0M kAL — R AEEELFER > RF TR
&@%ﬂzﬁ%$ﬁ4°%ﬁ%%i%ﬁ&1# e o i

EFaRAEIAAMEF AL LA A THGRRARKRLES T
i%ﬁw&ﬂz@&ﬁa

Mk ARFEERBIABHNELZREARANREN
S mm Rk RERGERMSTIRERM X
% o M 3k £ A #4200 nm > @ F K 10-50 nm= F ¥ iE
&oﬁﬁ*ﬁﬁ?’hﬁﬁﬁ%&ﬁﬁﬁﬁﬂzﬁ%%%
KA B B AALEYMiLR % (SEDDS)ZEA L & @ F
%%ﬁ’ﬁﬂﬁ&m%%MHﬁaﬁ%&%%ﬁﬁﬁnm
B o

B 8L R ;ﬁmﬁaimi%%a;ﬁ&ﬁﬁ

N
~

*&ﬁﬁ=ﬁ@ﬁ$ﬂ& Tt (m B~ &L &
B~ 4o~ A HIEME - o B A AR A M B R A
ﬁ%%\%ﬁﬂﬁﬁ%ﬁ%&ﬂ\%ﬁﬁ%ﬂﬁﬁﬁi
A B M) Z A KRR

Pl A I B ARXSARILEGY  REFAHER &

%ﬁﬁEEEE#ZZ%ﬁ&ﬁ&%Mﬁ&@%NM%%
W&&%@%&ﬁ%%$ﬁ°naﬁﬁ‘#%ﬁﬁﬁ

B oo KRIEM ko F 2 B KM AT A 0 o S B BR S E E BR AR

WE S EAAEBIRBEA -

LR E AAHR-RESAEB XN BEEZEMK
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KEXSAR ST BAAHMIRZARBERTERLARRE
M2 HF o R LOELERABMESE @R EEGUER)
BB R AEEG(RABERE)Z S FTRAE L RAHA - £
BEMEHZIERBREREEORZI A K °

LR REOERABREBALTRBS AR X LAE
ﬁ~%ﬁ%ﬁ%iﬁzmm%%o%iﬁ%i?z%ﬁm
TEY(BVI) -

(VI)

HAABLH (B LEFEBRB)ISAERAZRLER

"W A BRI RAN ATEAAABERABE@RE K
RELsmEM(RB) TR ALATHERIRLE LT L
ERILLHEBEHRAR ZOeBEIRARLEZLFZIR

BiEs AT A M 0 w2-F X T A-2-FEARKRC-2-C R

C-4-X P ELBS R 5 B ¥ & 7-deocytaxol ~ C-4v =% Jk X
BRAEF O BAINARABEAFIRB T EATEY » LT
A BMS-188797d R i A 4o » R AR AR RRR S ARG Y
s BRAEEERY > HANRXABLABHE - BRE - BH
W oEs B 1,2- — Bk & A & J% -3-B& o Docetaxel (Taxotere) 77 A&
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B~ BARHA (18)
BEZREY  BAREHBEILHETAEVI

(VII)

%éﬂﬂzéalill’ﬂ’ﬂl”ﬁim)\%e A AMEREHZFTRE
e A @ o @& i b4 &= K IR epothilone Af B ~

—

discodermolide ~ nonataxel # eleutherobin (Chem. Eng. News
1999, 77(17):35-36) °

% 54 55 ¥ @, 4% podophyllotoxins & £ #7 £ # ¥ F Z 4 o
s pF2HBOBELE&ETHATECE VI :

/3'\

mAaABERZIILLELREZ S —HEERRABE EHK
AEABLEBTATE  LeBREAEFLRETTH T
ZHEBEHFRIETITAED AH AR 4‘\**7%44‘&(%]
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IX) °
(IX)

AAABERZILELBREZS —HERAREBARAEBABNHA
3% o (anthracyclines) » £ XA AR & H T #A T B (8 X) :

N—

X) .

EXz@oxABMHERAOEARELARBREAEAZIR
K e

BromzrTesRBERMERRBEREZIILSYS ¥
wo BAALERAESTHRE S RERART XA
Taxotere * Amonafide » Illudin S » 6-5& & ¥ X & X § %
Bryostatin 1 » 26- 3 3 & % bryostatin 1 > 47 o A
Khizoxin ® DUP 941 -~ Mitomycin B > Mitomycin C >
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Penclomedine * F # & a2b> & % £ R W # &AL >
Cisplatingi Kk M &4 &4 > W A f1b 48 2 2- B -4,5-= & -1H-
%&&%im&z&%&w;ﬁaw%%’ﬁi%A’ﬁ
A FERETAY  HAXAFTHRARE

A TAMAERAZIALEHEHE P 1,3-REQ-RT A)-1-3
# % Jk ("carmustine" & "BCNU") » 5- AR B owe 0 BT E
("adriamycin") » epirubicin » aclarubicin ~ Bisantrene(#.(2-%k
ok wk -2- % B)-9,10-H = % ® > mitoxantrone » i ¥ % %
edatrexate » muramyl = Bk > muramyl = Ak > & R 4% 1t 4 0 9-
b-d-FT 35 18 #& vk v B %% » ("vidarabine") & H 2 - AT E W
G A %R A% B AMA %K Carotenoids» & BB EFIF

TRAAABEH ZREAFZIHERILS Y EHE
Decarbazine * Lonidamine » Piroxantrone ° Anthrapyrazoles °

5 kALY > EAK 0 9-MRAEAKR 9 AR E e
% # 4 -11 ("Irinotecan”) » Topotecan ° Bleomycin » Vinca 4
M & H B % # [Vincristine » Vinorelbine ~ Vindesine
Vintripol » Vinxaltine > Ancitabine] > 6- B X &R ° &

navelbine °

TR A A BB 2 RAFZHE RIS S B taxol ~

eleutherobins ~ sarcodictyins > discodermolides 2 epothiolones Z
S o TANAERAZIL AL EWBEME SR - HE
S HHEOHAERFREAZEGH pUBLEBKERS
K kM M % & & B & 4 epothilones ~ elutherobin iz

discodermolide °
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75 T 4 A & /X B > tacrolimus > & 14 #& & - clarithromycin >
M E o VR E BEHMK o RTRBREKET A RBFHA
¥ 2 hE 0 HBE > T A > polyketides —# » B %
El.& — % > % & % # % (ciprofloxacin) > benzodiazepines &
— 38 X“F:_;”’&ﬁ » 45 = B » #& & F > androcephin e

ek i ABERAAMEHLE2CEEHLR

ﬁﬁ@&iéﬁﬂmi%% tAGBAZLEZASY -

AERashzthBRNTENALERNT - 2R
BEERACEEAEREERMNBIEN > FRCHELHY AR
Frecomadsh -  CEREDDI% (W) BERE MR
0.5% » @ B &4 & N 03%- bR HTFTERNTEH &
B ffr s RAE S TEHAKE BLEERMTFAERANE
MR e

AEELBERA T AENAGHIERMNTRME
AEFEALLEER T > ¥ XTFHRYE > —F K EMHA
(DMSO) ~ = ¥ % & M (DMA) ~ & = 8 (PG) ~ R ¢ = ¥
(PEG) ~ N- ¥ % -2-wk % o 81 (NMP) & & T % & ot % & &
(PVP) e NMP#% 4n PEGRPVPZ A EH R &M (R 1) # -

nn\

# MPEG-400m B E M A B ZI T ERB/ARE &

EHERFLALAMNEEINERIAFE - LRTIR
é%%ia:-ﬁ?é\%ﬂ%l-w%’ﬁiﬁ%l-zs%rﬁﬂiﬁﬁjl-
10% (wiw) o @42 R _BEHARLHA200E600 > 8ER
3005400 FH »F & A (K1) ERAAHALERSK

> BEH o FT &% S » T EPEGs (1,000-10,000)% & B 1t
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%’]V/\%/ﬁﬁ&.qﬁﬁiﬁﬁﬂgiqiz_*@%ﬁaﬁ o
21. Ko FERC-_EEZ2HhEMKE

4 M H PEG 200 |PEG 300 |PEG 400 |PEG 600
> 8 190-210 [285-315 [380-420  [570-630
% & (mPas) 46-53 66-74 85-95 130-150
i 4 £ (25°C) 1.459 1.463 1.465 1.467

2 B (C) -50 -16to -12 |-3to 8 15 to 25

AER L EHERC =8 RE 0 KRERMLERPVP
NMP)¥Y 2 BB ABAFReRHEHA L B ERAL

Dowk vk EABE R A B LB ALRI M EIBRERN TR
AR PZLRBLBL_BLETAL-S0% B4 AL-25%H
HE#AAEELI-10% (Ww)e

ABEHZAGMESAE %‘(sﬁx&ha 2 F BB B R
W%zﬁm’ﬁﬁmﬁm~nw\MT\iéﬁiT%@
HEHmhRABEBCE - > LARTEATEMB LS
%=ﬁ%m\u%m~m%m~§m\ FE@ERN-BERN -

HKTEERN S BBEAMBEA--HFA - FHEA - BA -

AENHEFERSTETA RASCERXMEA - AFAZIL
FT ALK E L AN HIRMERBMRALSHZE SR
w4 i B R F

AEE—REE ABRAAMATHERSTREMN
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- BHRA(B)

Bk EWMLER CEAABTRERZIAERERLRS
MR HEAE>RAZIAE s AEB A ABERL T
R a-A BB FAEE"®AEAFE X a-AFHEFRE
TR Eh  REAARAXTNBEHSZIEBE  HFAHRXZH
s mAfFEEAL S AEBRERTEMNK-
AE-_HERBRT AEREAHANLEIRBAZALTF
ALk EPAGAAMAE LR AREE(RAMAKEERE
M ABAKEMNZKAERRABRAARESH)EY Z 2 R
# o A ABRTAMNT  BERBIHRAREHREDLR
Az A AR EIHRRIEBEF T A#@SZEA
# o LAAA0E60CHRBAIESL wHsTERCT -8
(MW>1000) > & # i & ° = A & # & # Gelucire( 7 B Saint
Priest> Gattefoses: 3] )3 2| # » A & & B MR H LEER
e AFBFEEHBARAFEMRERT  ARBAERT AT
—HBPEBRY > BN EABERBRE2-SHRBEZ
mA ik ARRBERBIBMELERKAERELATF °
AEZRKRE ABERELLL - RESHEFLEFBH (K
hEa-2AETH)IMAR  BARBRAAZIAR R F A

Mk ERA R T -

AEABERZ S wik &y o 2 APEGIL % A FE (TPGS)
A A FEZHRFTPHESEZEREEMA o A APEGIH 4
A +EA %A FEXARTHEEEZZRGFRA - & A
R AER R _B(PEG)FTAEAEALRTH AN
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A BARHA ()

e d o M AR AR C 8200300 400K LRS-
- A EBHA/RERBFATHAAEALRTZIRAT
%zmiz@zo%w/wo&TPGS#E%@%%?%’iﬁﬁh\
HTPGSZ b #l Z il & #1:1 % #20:1°
ABERZILRTE-—FLFERE TR M & 0 dm 4 R o KK -6-
R B - RS M RO -EMALBE - BEEHRE S
EELER =g Al REBETHAAFZGERARSGS
42 B &AL B - RALTHEETHEREERY -
AERZART LS AKEAT - ki@ FRA 300
mOsmZ 2 & MK » @ LT & B AL -~ B E -~ W EE
Ro-@ A -_MEaEY - FKRALREN CUANHTT
A K AE s Ao 4 A R OBD % %&iﬁ%ﬁ%i%ﬁ‘ﬁo°
Bezihmia sl B ~ BRALE - RBRAEDHER
a1 B~ 4 MR~ e Al B R AR/ RFEEEME K
BEHE o WA AFEMPH KRR ¥omEEZARH e
WA AT MEEZIHKAFE E D250 mOsmZ 5k 71
4o 7t MK B R AR ©

MBI ER ZAEALRLALIOZES00nm > HEKIO

il

%200 nmdm H & & B :10% 100 nmz % B (FHEL) - HA

35 0% 5Lk 0 MR TR BOBT BE BE PR K K AAS500 nmZ B A e

71‘%%%‘1%?&%&@#%5&%&%%?’ﬂﬁlﬂ%%é‘ﬁ
,éyg%&;\tmaﬁﬁz#*r\7}4;‘2'&_‘1@@5@&%o4&%&5&}%‘1%
REAMBANAES20ER/EFHZRAELRLELELE
(LEBHAF THRZIUE)RADHAE wMR @ EMNR S

_27-

AEIERERA T BB FEE (CNS)AL #4& (210 x 297 2% )

( ot i 26 5 o0 o e Y (v B ke R P S )

'_——-_-—;_"'""I__"‘_"'_"__.___'ﬁ'_""—_"':‘t"__"'_"""rw" '."_—_—f——:_——f-___—-_—



- P o O B0 H e e P e o S B

1290052

A7
B7
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i FEE A 0 B F LR E N A 028 Kk B R & T A B R R
'[‘%’]‘ °

Bz TESASHSE  0.1-1.0%2 %k % & X 2 K10
£ % /%) 1-10%2PEG 400 1-20%Z 4 £ ¥ E ; 1-10%
> TPGS#0.5-2.5% > ik B W 52407 % — et ash s
1.0%> % & B % £(10% %/ZE %) 6% XPEG 400 8%
>4 Ah ¥E > 5%2TPGS 1% 2 £ $# R AFI2THE0%
KR
MAASAILAGLIKRERS W0 F ¢ 0.1-20% %k x &%
% 4 > 10-90%% 4 4 £ E » 10-90%ZPEG 400 N- ¥ % -2-
ok % e B > 5-50% 2 TPGS » 5-50% % % — R kMR & F %
# s 4m Polysorbates (Tween 80)~ & # £ B A (L #H & R 1
F127)#% Cremophor EL/RH40 ~ % & % HS-15 - i 48 (4% £ &
E)TRELLS R CH An % 8 > i RAH_BFE - W
ﬁJ;JEﬁm%&ﬁ;ﬁzﬁ~;%ok%’ﬁa%%

4 F % PEGs (1,000-10,000 MW) & & %5 % + i B A #& 5 &
ﬁ#@%%&o
AERzE—FABEAPALRRBREZT L ES

”m&&kz%%%ﬁ&a%%&%~mﬁ%%k~m,,

mkEBEAEsE FEARTIHAEHNEIRABHE L
# 0 4 X &PEGIHL 4 4 ¥E - v FZ FTRANALE - F
B ARBBRATEREIBEZER -

42N T2 ARHUTATEZARTHAEAZ - KR
o

-28-

AR R E A P B R REE (CNS)A4 s (210 % 297 2% )

(e 2 i o0 o o B B R o )

P e e e e e, e e e = = = Y ——--—"'?Rﬁ' e e e e e - —————————
t . ' »
' l‘ - \ .
r e N



ae
)

$ 0 P S a3 H omo Jo e T o ol 5

1290052

A7
B7

B BHARHA (D)

T
£l

AEEBMYIRABBRALERESR

& Sigmaft % 2 3 (% #% Z M St Louis)#F 2| b 4 8 K X
05%4h & & Adl-a-AFBHB AL a-AFH W ARFAEL
3k % & o B Hauser Chemical Research 2 4 (# BB % N
Boulder) B /% % % B % % % > @ E A HPLCH 2] 99.9% &
B o208 A2k ABRBALFEROCEFZIRAKRBHLE
( /m M GardeniaZ Spectrum Chemical Manufacturing Corp) &
Al % a-% BB o CEAKAEIZCEZ LB E R
EAEBREE BiMEABETLHESENHA03I% (W)

ERERAEZEAMY > RMEDLFETEH B H200% &L/

(w/w)szfaiﬁ%i?z‘éa-i%‘f%\&ﬁ%};{°i%%{f*z
REBRBRLE(ES400E L/ L > WW)TEH a-4%F B

£ #2
AAR M a-A BB LR BT HRE S MERH

BT XZHFERAEMBIRIE 0B LTI ot d B
B r2E X RABRAEAIOLZ - AFBARA LR

B o A= CLEEEAEABRNS ¥ 20 mMZ &

i&%fﬁipH6.8yXWﬁi2x§fﬁﬁif&°%50%%22x?§f§?5&
A Waring# & B % o mAO0SE X P b K-6-47 M B

(4 # & ) NutleyZ Roche Vitamins and Fine Chemicals2 a )
B FMHRBAERBMBLEREATA4IOCARRE S22
b o ARALBELEZTa-E2F SR ARBAREETMRERE

-29-

ABIERERA YRR REE (CNS)AL HAE (210 x 297 2% )

(i 2 6 0 o e B B R O )

S S S

i



o
)

D P S O ue 2 H Omo 30 e X gl o 9 34

1290052

B7

B~ HRARA ()

G mABALBEY EATHARHF LHNFHM - LKA
Ak RAAOCCH B K - R ANEHAZI K &
RABMAEI0EH -

4 78 3 & ¥ #H Z Microfluidizer 110Y & & # & & (A& N
Newton Z Microfluidics Inc) o # s B 452 2 4 & ¥ A £ 39 1L
ﬁ%%%mCzﬁﬁm » 3 B AR AR E W Bk o EA
% AR ABBREERFLHISkpsiZ B A H A BB
R EEEEBRLION 4 - AR B VHI0EI /24 BTE
2ABHIALBEH25K o

A RZIRAEBB L ENA - A FTHRBIARAESAT X
ANEBE R FTALAETCR2SCARBE - £EF R KR

e BCAE E B R R AL B oA e

vA Nicomp 370 # Submicron Particle Sizer( /w Jtl Santa
Barbara Particle Sizing Systems Inc)#F | X # # & T~ L &
B #4280 nmz F¥HEE AL
B #13
PEG/L # % # E (TPGS)Z A ik

Bk a-4%2F & > PEGlo# &£ £E (TPGS> “ex ¥ER A

v 7 = B -1000-3% 34 B2 B > F & W # & N Kingsport <.

Eastmanit % 2 3 ) ~ # K X = 8 - TPGS#% % £42°C &
B A1E2100% TPGS» A #H B a -2 FBHIERRHTE
S HBS-AFEH  REMWEMAZIRAEBIE - R
BARKKRESR F ¥ EIT.5%Z F R 0 M AKmA
AR b LEETHR > RERLMWZIMITAE EAEEFTIR
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B~ AR (2B)

ﬁ%#&%&%%iﬂi?r%é\’ﬁﬂi%%#bﬁu%&ﬁh%ﬁ@yxﬁf
gL Am e e

A E A% A EABERABSFLEHFHREZ = Mo/wil
FrEESER M AZARAAFEHRTHERE FM®A X
o ApKa-AEEBBEIALGKREGTAGH R - FE
HEBBEHNASHH1:1ZTPGSH b #l TR &S 1A
M RA L MALR c ARKKSE EFASEAB(R
AR REZER - HABEERS>HAR s H A ERR S
Mmooz B e

Tz E A ae- A FHERGERAA S > H
o > TPGSHE JE e 1 ~ B é# FTH G HETHXAR G FHM
ﬁfll(%lim’E?;B‘ézéé%ﬂ;ﬁa‘#%#ﬂ@iéiiﬁmﬁsﬁh%ﬁbﬁﬁ,i
F-68) XEHZ B °

T ¥ 4

AR MERALBREARZL - A FHAR
WHATHAEHIBT

A BB AR 1.0 %%

a-% F B 3.0%%

TPGS 2.0 %%

U oo K -6- 47 1 BR A5 0.25%%

7t Wk B 5.0 %%

= LR ZpH 6.8

7K A4 E100E 7

W HEWT AR a-% F B (& F G N Nutleyz
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A~ HRFRA ()

Roche Vitamins4 8 ) ~ & % B ¥% % & (# & £ % /M Boulder
> Hauser 2 8 ) ~ 42 ¥ o & -6-4F # B B OB (R B OBE RN
Milwaukee % Aldrichft # 2 3 ) & TPGSiw # % 40-45C M &
N104% B A = & K & % M T 8 (4w M GardeniaX Spectrum
Quality Products® &) c A& A Z#H R T BmAEINARYE LR
BO3EF% °

EREHERASA Y HERBERTRAEHRIABAKE
LW A GEHLK o LROMEE EI-4A5CH S
BABAERI0sEmE—F AR HHPHTZIRARS
R B e T AT & — P AL

40-45°C > T8 8 & % f Avestin C5H L B (I E R E R¥EZ
Avestins 8 )£ 44°CvA26 Kpsidg b 12 248 » 17 2l L & oA
A A BAHE#H200mmEFB R a-EFHBE > AZT
8 fi (Spectrum Quality Products 2 8 ) Z & % 1M s R R AT
pHZ #& —F A X

& T#ATPGSAE AL FTHBABIL  HAIRELES
%Mtﬁﬁﬁﬂ¢M%*‘;é%zmﬁé BARREER
EEAAL TR Ak ERAAAAIKA2%ZTPGS/R & #
A a-LEEBh o LAHXTPGSEUMBAALRZIN &AL

AKME R ERAEGH2%ZTPGSR AL -

R Ey E4CR25CRAESBIEARRILRIYE
et oLBHERMA THBBRIMNESHEERD
Nicomp 370 % ( #w # Santa Barbara X Particle Sizing Systems
NAYA Tz mESABRAZLTFAEATAB]L - ¥ B
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F o~ BEARA ()

E #l5
REBR A EHAa-AFTBHIALRIILERTTN

%, fb 4 » % Phenosphere CN# 4 (5 #% % » 150X 4.6% X)
A EHAZRFZIRALBEAT BHAMOLE T B/ AH
B AAELOEF/ X AR - £ ARXEA230 nmUVA
BEABRAKRLBRELERZE AR BE(E2) &
A A 45 % 8 B B K # %1 /% A Hauser Chemical > & (f & 4z
% | Boulden) X R £ 4 F Kk L B ¥ & — & o

A BB AHPLCHR R E A4 LR ZALE 2 TH - B 3
IHREBZPLMBAERE  RABBALFANLRFTFHRE X
EV3EA M c B2E3XHBE-—REAAL4CHRAE
E 53 @A ZHMEE S RIPRREEDEXNRAILRER
Mo
T 6
R kB LKL RE T QWA

mEWAFEEBIOEL/EHRALBRLEIHFREY
HERALR AAAARATIASY -

kX BB ALK 1.0 %%

a-% 7 B 3.0 5%

TPGS 1.5 %

30 HE ofn - 6-4F ¥ BR B 0.25 %%

16 Wk BF 4.0 5%,%

Z LB ZpH 6.8

7K HE£Z100EH

-33-

ASIERE A ¥ BB AR R (CNS)AY MHk (210 %297 2% )

( S} P 2 550 00 b B [V B i R R )



e
Al

T D o o) nge B H O 3 e 3 ik o S B

1290052

A7
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B~ BAA (3)

B 7

wx B A ELRESTQWB
ﬁﬂ‘%{*fﬁMFfrii?zU%lo%i/%%iff«iéﬁ%i?‘zﬁﬂ&%%

BmERAE -k XRAATZIASH

%A BE LK 1.0 4%

a -k F B 3.0 %%

TPGS 1.5%%

% & %HS-15 1.0 %%

it Ak B% 4.0 %%

Z LR ZpH 6.8

& A 2100E

# & % HS-15% % % & J Mount OliveXBASF2 3 X & & °

F 8

10% £/ EF2 Rk L BE LT L RETQWC

do F 42 R Ok B BA0T(& F & N Parsippany ZBASF 2 3 )
EHEERBAFEMEKHEMIORL i/%%d’&i%%i?z % =

LR B A o

B kBB LE 1.0 %%
a-% F B 6.0 %%

TPGS 3.0 %,%
BB RE407 1.0 %%

Te Mk B 4.0 %%

Z LR ZpH 6.8

7k A4 ZF100E 7
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EREM T 105X R BV MITRIOLZ R ALEE L
FEA60EZ a-AFHBRIOEREZICHELER MR -
kg B R LB o A 3.0% ZTPGSHE 4.0 X b K BF
EAQOB I EM A K RLMMA R 2 AN R HKREEH
kAR R MBEASCERBTARAMRTEAL

K°E%%ﬁ&ﬂﬁ?éﬁﬂ&%%@%?ﬁ°

AL £ B4k it % Avestin C5E 47 - B@ B LR R £
525 kpsiBL SR B & 42° -45°C o A A RSB A L 8 AL
® s A ARBSOCLBE - AHALEFINSOEN/ o4&
z%ﬁ°ﬁﬁ%ﬁﬁﬁﬁﬁ%w&z&’ﬂﬁ%&*é%
c ML B H200 4 c KEHR S B A A EEHNHDE
ﬁﬂﬁ%%%%%%iﬁ%i?i@a-iﬁ
iz ¥ e AR E77 nme &0.224 K Duraporelg =B (O
i Bedford = Millipores & ) & # #® & Z % > 3L & &£ 3 # b
ek B E4CRF EE ANBIKESN -
 #9.

EH/EHZRABELELRER T QWC

wEASH AL B RLBREAETZIEASNLAZ 2R MAS
MEIOE L/ EHZHEY LRI AT ¢

# o

B 5Lk o 3

kABERLR 0.5%%

a-% F 8 6.0 %%

TPGS 3.0 %%

W B 8407 1.0 %%

76 Ak BF 4.0 %%
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A7
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FBERA (B)
Z LB ZpH 6.8
23 HE4£ZE100E

BRI ILZE o BEHa-AFHRRLEZE LR
s HAMEERALR A AAS2mX P AE AL - £0.22
#% #% Durapore & % ( & M BedfordZ Millipore 2 3 ) % B B R
24 LR AEAINFTHLAELCHESE A2 RARFKE
o BREZEHR R NALIY
T HI10.

k% B % Lk LR E Z QWD
W FTREBAABKREEZIRABE LRI -2 F B A

"

A BB ALK 0.5%%

a-% F B 6.0 %%

TPGS 3.0 %%

W Ry E407 1.5 %%

B 7 — 8200 0.7 %%

T K BF 4.0 %%

Z LB ZpH 6.8

7K A#ZE100EF

/% B Roche Vitamins 2 8 ( & 2 %/ M Nutley) X & m& o - &
% B USP-FCCH # 3t % s ° R T = 8 200 (PEG-200)#F &
Sigmadfbt & 2 & |

WL 2 % 0 B H AF60nmZ T HEE AL MHMFE
B 9L & o 4 0.22% % Duraporei % (fk #l BedfordZ Millipore
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B~ HRARA ()

AA)Z022  AEBEZE > LRARADNEFBLLE4C
BEAFAABREN BREIBHHERXINLI% -
EA11.

B BB A EATPGST EMAB M EERZI KM

£ %5 1.0% 2TPGSAEXNI0E A X W BT R ALEHS
+ A TPG3SZ R H AME - THHELSRAEELETZ
TPGSB M mm - # o A4S5CRA B (LRKRAZLR)
BOOE A X R ABRAREANLOLXZTPGSm R i k% B
B % & ATPGSZ B A &k o K% #H bk 85 X TPGSH &
REBR AR ODEHEZEAE > AFE01I1 5
10 ~25~50~75890% % /%I 2 %k &% x % TPGS
L oo AFHERFTMHI00E L X & kL EX LK AHTPGS
s x e A0 9B Sk TAZXIREARASCHRD AER
BA o BHALBBIFAEAARTFIREBEMEFER >
# % 80.01-0.1-05-1.0~2.5-50~7.589.0& %/ X
RERIBELFRAE

# A Nicomp 370% & 4 Particle Sizer( v /| Santa Barbara

\

&

~

D)

o
)

¥ Particle Sizing Systems2: 8 )4 B & & o /7 3 10 nm & &
2 hE o AMTPGSARABB L RAXIBRER £ — B -

£ F 52585/ EHRABELERZIRABE L RH
TPGSZ B M B KR 2L E Y248 > M AES50~7.589.0%
A/ Z AT #E ZH o M AR BRHARFTERY RENE
B GHERMEARTRAALABEAFEAALRBEANT a-&
ERRALTHRBEER B FRao-427HHTPGST
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A7
B7
~ BBALEA (3P)
MR L ETEEIRSREIBERALETRAZIALR -
AEEEEEZHRNApHE BREZERT AN R LE

o

K EHERERAIBRRIVER » HAXRMPAUCA K
TPGSE o -2 T B ARTZARAERKE EHHAZIHF
R - th AAZHRABEBALEARP A > REH A
RS T EHIBEARENZ a-AFBAAER - LR
K+ TPGSH# o - A FBHMXZRG@RANAEHIOER/ 245 > K
EUS Ad -2 BFB AL R AERXREFNH -
BB AF o B miHBEFTH > WTPGST R AL
YRS XY RN Y EERTE X PO £ K
AHTEHBELER T RESHEZIHRET  "HE" 2R
ATPGSH & a - A FBM AR RE@ERBHZIEHIIAEB N
ERAELE ST FPBRAMAZRAFLIHM  TPGSZ
ﬁ%%%%iE%A%¢ﬁw&@w0@ﬁ;%ﬁ%a;
BV A ERAHACLEAKIFR AAERER -2 7 W
AACRHEFZIHRAMER -
AARZAEXENApHE > BHREERT AN R LR
R rHBEERAIIVEFEE  HRABAHMAUCA K °
12,

208 A/ B RABERARTALRES

EEWAM BT Sk EHMBERE R5%X a-% T8
B 5% 2 TPGSB 3 4208 4/ EH X R ABEAL R -4
Tk BAEBEARELETRAZIEALEBBILRLTE -
TR ARXBERSRA

q
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B~ HARA (F)

B HI13.
£ PEGR @ E MBI A - A FBHALRZIMNE

AL Z R _BFILREGEMKH > Hl > Triton X-
100 ~ PEG 25% & — B A fi§ 8 & -~ Brij 35 (Sigmait #
3 ) -~ Myrj 45 ~ 5242 100 ~ Tween 80 (Spectrum Quality
Products 2 3 ) ~ PEG 25# W = ' B B (% & &=
HopewellZ Goldschmidtit & 2 3 ) » & A # M o -4 7 & 3L
1t e

%ﬁ’~%£m%a;ﬁm%@%ﬁmz%%@%éA
EHRBER a-ATHRARFTZIRABER LK - AT HEHA
TPGszﬁJ&i%Jﬂi@’&n%wW)’rifii‘i%aﬁﬂf&’@.%fm\
% % 3Lk ¥ A Tween 80 &EMyrj 52 K TPGS# A £ & R &
M B o B & Tween 80 & Myrj 52 H# A H L F A TPGS X
HIBE LA H #2 0BHRERF Zao- A FHALRMEFLHA
ﬁ@i%'fiﬁ'l"%ﬁﬁ’ES%i/?aﬂ‘ ¥ABRT FH ETR
LR BHEBEETHRBEIZINENLE & > m HTween 80K
Myrj 522 @ RE A RHHAERY  SREESHBRZIH
g EE o AR RABELEES —F o T MTPGSH & »
BT b ik M i@ 80224 KR B Eﬁ&‘%l%z;‘%#@a‘ﬁ%’
Tween 80 & Myrj 524 B A & S EHH B F £ & & %
# & e

HALATPGSZ a - A FH R ABE L RALRZEHIN
REHEH S THRIBE LEYATPGSEARTIEMR
B ESHINVEL/EH c RRXEHERKNGESHRT
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A7
B7

o BHERHA ()

# BETPGSH T F B2 A -2 7 S Ey By @ LT ko ER
i?%%m@ﬁﬁﬁz@ﬁom%’a-i*mﬁmm%%
M ARRBA AL, TIHARE  GARAENLE
BB % 2 L WPEGH R & & % & -

T H14.
EBVHAEIZ a-AFHIAR

a-% F B 6.0 5%

B’ RE407 2.5%%

¥z A8 BR 4R 3 o B 0.3 %

7t Ak BF 6.0 3%

Z LB ZpH 7.4

K £ 210027

%Mk BV B 407 (BASFA ) A £ B R @ E LA KM
- A EE  BEARFEARASHWACSHALBE(MFREK
% 2 Avestin® 8 )£ 45°C 2 #H B K A25 Kpsi3g 1610 &
o mAAM B EAEERAELISC AR a- A F B
MEEZi s TREABREILR - Ko ERRAEBRELE
PS> AARBTHABRAER LBk LB % R

oz ABREATPGSHE S X EREEMMZER

A& e
KHI15.
y S 8
#E 142 4L &£ KT m A Maltrin M100( & E N
Muscatine % Grain Processing2 8 )4 & 2x R #t ° % 'R
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BAEBEARFARLAEARETRL - £ARTAN > ©
R 3R e

AR T EEBRBEAEFFIREA S RE A A A&
TR B A B (e EE %9 XF A EKEN
St. Louis= Sigmaft & 2 3 X PolyPep)X 7T R BT °

T HlI16.

A BB A A - AFRARIAETFER
M E BRI ERAZT BRI NEY ZHS
B LEETAMARESL R NS RAFIHE - A
%’%iﬁ%i?iﬁ%ﬁﬁﬂ%?&i%%%%%*%
R EIRE  c LAAETRER ARWEASRALER
% % 2" —FDA#H T & % [ & F & N Princeton Z Bristol
Myers Squibb (BMS) 2 8 > Taxol®18 » A ERAZ LRI R
RRABR AT ZIHEEK UM BEA6E R/ EIH(QWA)
RTEA/EFQWB)EAZ R AL BB AL EZIAR - ARTHK
% > Taxol 4 6 & % /£ I+ X %k A B % L k& H T B
cremophore EL 1:1 (v/v) ° & A # kA BREEAETA G KR
%ﬁiﬁﬁﬁﬁ“oﬁﬁﬁﬁiMWﬁW%W%iﬁﬁi

b B RRE S E37C2 e BB AKPBS)ER T LR

o f2 sk o AHPLCE /7 B th £ B 47 A BHEBRZIZTE A
iﬁmﬁ%@%ﬁzﬁiﬁ%iiz%ﬁﬁﬁ%&kﬁi
M AN o b BAZEETRE > £24 0K AL RE
FRAS%NZRABE ALK RMAEBMNRHFA LT Z
BMSHE 7 Bl #912% - A A T A B LR X EHBAAHD
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AREBR L EZ a-AFTHARIEAMEN

?T%&ﬁ*ﬂ%iﬁ%%°%ﬁé@m%ii%ﬁﬂﬁ
Ae#HIzHmEHmTER - & F RaAM=3)EZTLWEPHO
Pk B 0 30E290F /2 Fzh BB EHa-4%
EMmARLIEFTHET MAZIEHBREBBRFEN @ F
fk 36 B o

AP AEZERBITARENIVEE > AEMTHETER
BRI ATHKLIIFZIEMN %i.é.ZES)Ocz A/ o BEX
HREFAER2 EEHAKEBIORZIHM  ARBI AL
FEREE1T% EAMAZE > RERIOER/AT
B REMEE -

FERABREERAE BELLEHALRIGHRERE
B ERESBRAIAEHZI G E MM SR E o L
BABEEAARTZIHEETRBERLRL

LR AAIOEL/AAZIRABELERRRXTER
#EMID)(R2) mAZZEHA@AR - A REAMHRF
2Bz mE AP AERIABTRRE LT

%ﬁﬁzé&iﬁ,’FDA#T—zﬁaﬁ%i? E10%E /2
*HEMBRAETEALART  c AX AT XL H
AR zmﬁzﬁﬁﬁm%?ﬂnﬁm&woa%
W EHexzabhAEXRTETER - E E W Taxotere
(Rhone-Poulenc Rorers: & # 14 3 BEErFTzREEFMHKL
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o HERHE (©)

% 2
u&i%%i?%&é%<%m1+ﬁ5§&

(%€ > mg/kg)

2R FTR

| S 4 1.0 ' 3.4

5 4 1.2 3.5

RrBHEEILR 2 -1.0 2.2
(QWA)
(36.3)

R BHRALEILR 4 -1.8 1.7
(QWA)
(54.4)

BRI B LEFILR 4 -1.5 1.6
(QWA)
(72.6)

RABEILEILR 1 -1.6
(QWA)
(90.7)

T 18.

R ABBEALFALRZIBEFMS
FEAEEMH6ZRALBEAFTARARATER 2 HBIOX
FREABIAFARBEFTAK BAARRALT ERERL
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A~ HEARA ()

EOh B A AR c HMBWMm L THERLGRED LR
3 B 4 El A TR AR AT B ER S o KHFE
uésﬁ%z ¥ d (% ILS) &+ °

B AIXHE/IATZIEHR ) R10Z A/ AT
Q2Dx4% % % % ° BT E H10%ZTAXREFHE M D)EE
8 EMTDT #t 2 &l 42 £ 30 ~ 40X 50% &/ 2 T Q2Dx4x
A B AL EZ a-% F B Lk ik EMN %ILSHE K R E30-
50% > c) A& LR A30 > 50870 % %/ FF Q4Dx3 46 3% 8
R 22 AEAR ETOE L/ AT BRI KN
%ILS » B d)BPiE M £ £ 48 R90E &/ F XAl &4 R —
koo BE #36%ILSc BEBEBEFBRBAIAEALRTH
FPRRERLEBHR A TR FTRNE

EH19.

RAEBBLEFARIKERL

s E 6~ TES8Z k(& B QWA QWBRQWC) A £
B H4BI6E £ & X &F BEBERABALEHA LA R
5o AEEHMISAT EARZF &« FALARIHHK
EmAE3 Kk EATA a)EBAE R A% (BT/Co K

(T-C)» Zc)fmpe /e © # % » £ & & K & @3.32xME & 1 &
B X T-CAp - BT mBRAE KL L R R
Lﬁaowmimz%%%ﬁﬁ’%ﬁzﬁ$m%=@@i
Eps  mHELARLER@mBRCHEAE Hoa-%F B
LB ENRERBABAR LR I RERE > HAR
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A~ A (42)

SRHRZIERX -

%3

‘Eﬁﬁu&a7o%imwrzm§%%%oﬁ@wuém%
2o K ERKLBKR Bz A A iaE R RH

@ QWA Taxol®#% & X Bl6/E & £ R & %

% o 48R BATAZ P34 ERR 0 RE %ILS (48 ¥ #.5%)
(F3 +SEMY (FF345 +SEM)
HwHm(F40 8 12X) 13.2+0.9 B
k¥ (%480 12X) 15.8+1.2 19.7£8.6
Taxol®(10 mg/kg)(F4 > 6> 8> 10K) 16.4+0.7 242454
QWA (30 mg/kg)(5#4 ° 6 ° 8X) 192+1.4 45.4+10.3
QWA (40 mg/kg)($4 7 6> 8X) 213+1.4 61.4110.3
QWA (50 mg/kg)($4 ° 6 8X) 18.8+0.7 42.4+5.7
QWA (30 mg/kg)(%4 > 8 12X) 153+0.8 15.9+6.4
QWA (50 mg/kg)(54 ° 8> 12X) 20.7%1.3 56.8+9.5
QWA (70 mg/kg)(%4 > 8 12X) 242409 - 833164
QWA (90 mg/kg)(1£ %4 X) 18.0£0.6 36.4+4.4

"SEM=42 # F %k £

T=84KXFHEE
C=#tRBR X FHAHE

-45-

bosJLS= 4 4F & 4 3 Aw % =[(T-C)/C]x 100> K F :

B NCIE R » KAS0%ZILSE R TEEFIRERF M -

AUGERE A T B E4EE (CNS)A4 #A (210 x 297 2% )

( miDe 2 7 o0 o o 6 (v B i B O )

e e e e e — —— — —— — —— —————————— IS | e e e e O ____.___ﬁ e e e e - —— —— —————————
* ' ﬁ ' ' ‘ !
" ' ° . A



i-:a

2

1290052

A7
B7

B~ BEEAEA ( 8)
%4

3&%%%%%?ﬂ&ﬁhm%ﬁ¥%Bm¥%@z%ﬁ

s (BE |BEAE |RAE |F158ZFI8AZINTC TC fa o 8 © i
mg/kg/ (X&) (mghke) |18 € BB € F|FI5R (R |QEHHK ;Bg
PR 3 Flag (P g
(mg) (mg) Z
px 4
8 0 4,6,8,10 0 836 2139 %
wr xS | 20 4,6,8,10 80 383 1217 46 2 0.34 ?,
;!
QWA 20 4,6,8,10 80 381 1197 46 2 0.34 %
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BI6Y /& M A 2 ik : %% % %4 #HSONUSK
B EH EILRER"QW 8184"

K% BT | R R (REIEBEEVTAR % % | T-C |@me
L Ess (mg/kg |(R¥&) |(mg/ke) & |T/IC (B%) ([T
| &% #) (% 17|#13K #HE
X)
114 7 10 13 17
sk 805 ¥ |q4dx5 8 [245 [1271 {1800 (2916 |14114 |60
0
#w#£® (20 qdx$ 100 6 1123 |331 |2 2192 14901 |20 75 5 0.9
9
g&AD |60 q3dx5 |300 11106 [221 |234 (400 [400 60 14 13 2.3
0
8

B o

T #38.
W M BE
AT RE AR

%T/C=lE B A EWH(BERZIEBEETTAH/HRIER
F % P42 H) X100
T-C=fg B4t EREBRA(LARAT)RH B AER(C)E A
£ ADN(>TS08 L)X B ¥ 44K
@m%tﬂﬁéﬂcﬁwunx@@%%ﬁwnﬁﬁﬁﬁ%
M A AE1.758 °

B R4 IE R A RF A~ MR REE R R T H R
B —H 2 AEFRATHRARIDRBEAE KRB K

SRR ADI M E 2 LM AR
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AUGERZBA TR BEREZE (CNS)AL A6 (210 % 297 2% )

(ot 2 o ¢ v B B )



#-0 PY o o 3 H w0 e D G ol 2 3R

1290052

A7
B7

B~ AR (61)

BrAKLLe

%11
e DX % TH
A REK BMH~F 4 A (0m)
(2-8°C)
FEE | NAATZIEEZIINYH
2 71.3 154.6
3 69.3 151.8
10 67.7 151.6
15 69.8 150.8
28 66.3 152.3
30 66.9 150.3

Z M EEATE o
T #H 39

X TR

% 7 Nicomp 370k M X A > M AR A EHZ o md K11
T HEFAN EBEXITFHEARIONERIFARE
HE A2 B  BELBREFHAREBRREAKRZLSH
oo i ARAHARFHARIARBEL KRB E

&mﬁwszﬁﬁuﬂmﬁﬁmmﬁDzwﬁ%%iﬁ(i
maﬁﬂﬁﬁ%%iquMWa%%iﬁ%i?&%
ﬂmz%&iﬁoﬁiu¢’%%%&%%¥%&ﬂo
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A7
B7
I~ FEAREA ( 62)
£12. B A D2 LE % T MK

B RE B R E
(2-3°C) (mg/ml)

0 9.53

10 9.54

19 9.39

32 9.54

B HEBER T RADIEH KN E B EEAF KM
THRERE -

i BB ARMEBEABREIEYEHR -

T #40.

4 PEG 300 X NMPx 3L &

4 PEG 300 R NMP (N- ¥ % -2-wt o5 vz &) H v A 10 & 7/
22 R ALBRLEZ a-AFHARTAHAKRIS
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A7
B7
o~ BHA (83)
%13
AR Y PEG 300 NMP
£¥ ¥ £¥ ¥
(g) %o (g) Yo
A BBEALE 0.05 1.0 0.05 1.0
PEG 300 0.32 6.2
NMP
(N-F 3k -2-vk %% w2 BR) 0.18 3.6
TPGS 0.25 4.9 0.25 5.0
v R 0.05 0.9 0.05 1.0
407
i #4x £E 0.40 7.9 0.43 8.7
X 4.00 78.9 4.00 80.7
o 5.07 100.0 4.96 100.0

E@ﬁ%%’%iﬁﬁiiﬁ£mﬁwﬁ%%%%£%
(PEG 300 % NMP) ¥ ° # PEG 3004 A 7w # £ 60°C VA he ik K
oo #HNMP#E % > EEBEIERANEBREN - K& /o

60-65C A LB B R @ EMHLLERTEARR - R
B BA5C P BB MALSCTZR - ARBREHET I
TREEaAREE ALk AARFFTRARMERAIDZ
BAR(EG) BERARTE-—F ASZBEALARE @I

o
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AFBZAB(BRTAR) ALRAMWAKRI A RS MAZE
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A7
B7

B~ BFEAEA (64)

T 41

WA E)ZXEB FZD(KRG)

B 7D (QW 8184)% X # 4% #
BRAEMANER MR Z ¥ B > A2X2AF DM RXA
BHEBAAATALCH(BPERRTASH I AKX

%14
& AN NP2

ATz EE | TBG%) | mAEATZE@R | TE%)
A BEALE 21 1.01 21 1.01
PEG400 123.6 5.96 123.6 5.92
a-%H B 164.8 7.94 164.8 7.89
TPGS 103 4.97 103 4.93
R R 407 20.6 0.99 20.6 0.99
AR R E 433 20.97 413.2 20.73

FREERAHE °
B 42
LML R ELERFE

2 aRABBALERFD :
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HAALRZEMH > 416,85 2 el R413.258 20D
P2 BB A 15804 X EH A K(£46C5548) - £
B R A AHT0nmZ FHFERLZI@MAR > BP0 T HE
MRz B FD(K11) A KB & —FH G002

wEMAIFRAEBEARTAGH I RAR2S5AT)

KGR REEA T BB RAZE (CNS)A4 M (210 x 297 2 % )
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A7
B7
&~ BEPAHLEA ( 65)
%15

&R A AP ZE(E) FTE%
PEG4OO 154.5 5/97
a-%F By 206 7.96
TPGS 128.8 4.97
B EEA07 25.8 1.00
AT 515.1 19.89

HABALRZBH > 496.7% 2 b 48 R 420008 X EH A
K(EG6CTSHsE) EHALRRBARAN  RAATZY
B S LR T BALZBELR R

# Vacutainer#s A FF £ Kk £ 8 M A L Rk ° © f R
MEEECLLEERAERNE BRALAALEHILREEAR
THEBMA -—RINVNERBERER > E - AHBE > Lhia
B (RBCs)R# A& EF fctmpp o K ETHALZME AT R
B o AEE B R KWBCH BB e o R A MR K
Bk AR ARSI vIVIR A ©c EAHR v A e R A E S
HABkL:l  HFAZRAMAITCRAERLAEIOR3OS

Gkt A AZMEE c b2 LA RBEBERAERAY o @

AR EAINLRALRBRBE AL RIMELIFIBE O
e - MHARGAENLKABERBCERLZ XK T ZIFHFFR
2, R umpEIHBEARAEAALRFZIRE FM®
i O
£ 43
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A7
B7

B~ BHAMHA (1 86)

MR M RE
316 TEPAIZIKAABRFTELICR2SCHREFIMBA L
EH el c  BAEVAMBENME S FHFHRLRIINR
FaF B AGREHN6SHISOmmILNMEERAE > AL
LB HEERER -

£16. QW8184 #y 3 2 & &

ik 77 BF M F34% 42 > nm 99% R # %4 > nm
(A %) (35 £sd) (F39 £5d)
4°C 25°C 4°C 25°C
0.0 64+0.8 63+2.1 150+£0.7 | 150%0.7
0.5 67+2.9 63+2.5 152+2.8 | 149+2.5
1.1 64+2.5 65+2.5 149+£2.0 | 152+2.1
3.1 66+1.2 62+2.0 | 150+1.2 | 148%2.5
6.1 63+1.2 64+3.1 150+£1.5 | 152£4.0
9.2 64 2.1 62+1.0 | 152+2.1 | 153%+0.7
12.3 65+2.1 63+0.5 151+£0.7 | 151£0.7
18.3 65+2.3 61+2.7 152+£1.5 | 151+2.7
B 44

1t % & T &
EHAIZHARBETMARLBREALARAI RO EBA
248 29BANL R TRBEBETFTARITRIS - mh B
HEHRAI B AR CEEBRELETLERET REA
mAAMAERMBEREREVRFALAAKLRA

—
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A7
B7
F o~ BARHA (67)
£17. £R4CZRABHE L REANAERE
EHEEM| RALBBALE e A8 ]
) ' (% > “F3# £sd, n=3)
(A #) |¥34 *sd, n=3|7-Epi-/% L & | Baccatin-3 10-% T &k A -
(mg/ML) RaE hEBELE
0.0 822+0.64 | 0.17£0.01 | 0.12+0.01 | 0.15£0.01
0.5 948+0.08 | 0.32%+0.05 | 0.15+0.00 | 0.16£0.00
1.1 8794+0.53 | 0.31£0.03 | 0.17£0.00 | 0.17%£0.00
3.1 9.50+0.07 | 0.61+0.03 | 0.20£0.00 | 0.20£0.00
6.1 927+0.17 | 0.28+0.02 | 0.17£0.01 | 0.18£0.02
9.2 9.21£0.12 0.36+0.02 | 0.17+£0.00 | 0.18%£0.01
12.3 8 80+0.30 | 0.30+0.04 | 0.21£0.04 | 0.20£0.03
18.3 | 9.00%£0.10 0.29+0.02 | 0.17+0.01 | 0.16x0.01
218, £25CXRABERAREN K& RA
BN RABRELE % A%
# N (% » F35 £sd, n=3)
(A #) |F3 £sd, n=3|7-Epi-#% &L & | Baccatin-3 10- % ¢ B & -
(mg/ML) BAE REBBEALER
0.0 822+0.64 | 0.17£0.01 | 0.12+£0.01 | 0.15%0.01
0.5 9.10£0.65 0.334+0.00 | 0.17+0.00 | 0.17%0.01
1.1 8.06%+0.75 0.32+0.04 | 0.17+0.00 | 0.17%0.01
3.1 9.19+0.79 0.65+0.05 | 0.22+0.00 | 0.22%£0.00
6.1 9.11x£0.71 0.33+0.02 | 0.16+0.02 | 0.15%0.03
9.2 9.02+0.68 0.36+0.02 | 0.18+0.01 | 0.18%£0.01
12.3 830+0.80 | 0.35+£0.07 | 0.21£0.04 | 0.21+0.04
18.3 860+0.76 | 0.28+0.02 | 0.18+0.00 | 0.16%+0.01
T 545
# & A
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A7
B7

E >~ HARA ( P)

e B 18 ~ 19837 » A E P41 B 5 HAwBl6
2 EBmz AR mMABREMAA KLY

%£19. QWS8184AB162 % & # 7 48 ¥ Taxol®Z 3 I /& & K
X |mE R |AE %T/C* |%TGI® |T-C° |4 B %
W |mgkeg |R¥ |(FHLSD) |%208 (%208 |[R# |THE
n=8 R

Bk B |q3dx5| 17%2 - - - -
WA I |g3dx5| 20%1 93 3 3 ]
BHEE®] 20 |q3dx5| 19%5 77 23 3 0.5
QWS8184| 20 |g3dx5| 28%7 11 89 10 1.8
QWS8184| 40 |g3dx5| 33%5 0 100 17 3.0

T B 46

# % 3 A

b: 9% TGI=100-(%T/C)
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S RT/IC=( B R ZIEBRET LR/ HBRIERETE T 4 )
X 100

CCT-C=pEB A RERBMB(ERA(T)EH R A(C)ERB E

AL AN(CTS0OE L)X B M ¥ 42 &) |

4. mp it - HE=(T-CRE)/(3.32X & /& 1535 05 M)

EFAZ A EABZA 0 QWSIBANR & KR BK L E°
ZMIDERBTAERZZH BEAX KR ZABREZIRER F K -
A RAARLBER L EZI AN T EHNLZRRKE B o MTD

BmAMNFLEARRIIKRREZIZIHEF -

RAGEREE A+ B B RAZE (CNS)A4 Ak (210 % 297 2% )
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A7
B7

B~ BHHARA (9)

QWSI84(E W 41)H I AP £ X & H # 4 IGROV-1Z
MEmAENR RRAELTASELAEFHAESLERT - R
E%KW\é—‘ﬁ}i?ﬁ#ﬁdﬂ%&tﬁii}iTi&ﬂi?@i%%i
IGROV-IA P £ % - BB R DBEHSXSERE > B Y
BEHa R EBEATRBRA FASIETAARKITER
B o QW81841420 ~ 4060 & % /2 T 2 q3dx5 ~ q4dx5 »
BqdxSA R BREE  BAX AL RXKEZZIHE20% 2/
AFaMBAzirREKREeE XFRAFAKERH KR EHG
1 RAEARSEREN TLALLRERBETE LEK -
AHEEREN S AN TIETR > EAKEB YA AR
THHE LB TFHERBEE  HEHFHNK20 -
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A7
B7

A~ A (70)

£20. QW8184/£IGROV-1 A I & M/ £ 4 4 48 4 4a %

%h RO MR E N
48 7 T2 FZ REERBEE %TGl | TAMK4
| (mg/kg) |(F39 £SEM, mg) Z# &

Bk qadx5s | HR 874.8+178.6 ; 0
QWS8184 | q3dx5 | #i¥ 839.9+80.4 4.4 0
QWS8184 | q3dx5 20 115.9+39.1 93.4 2
QWS8184 | q3dx5 40 0.1%0.1 ; 8
QW8184 | g3dx5 60 0.0+0.0 ; 7
QWS8184 | gddx5 20 69.2+28.4 99.9 3
QWS8184 | gddx5 40 0.020.0 ] 9
QW8184 | gddx5 60 49+4.9 - 8
QW8184 | qdx5 20 158.2+56.7 88.7 3
BHE® | q3dx5 20 223+14.2 - 3
BaE® | q4dxS 20 24.0+11.5 - 3
BHE® | qdx5 20 16.7£9.6 - 2

(i o s (¢ B )

—————————————————————
4 3

3

A

)

QWS8184/£20 ~ 4060 % % /2 7 £q3dx5R q4dx5T X
B A A LA BT A RBELI0%ER L R H > LEELA
) 8MTAR3-OMSERALAMABAR - BT > BAE°Z
B A RAEITARAYE RIBLTLERE RBE o £ qdxSTE
QWSIS4 R ¥ % %O H E B F MM o K@ > QWBIB4MK
BEAREALEANR T MARARCETI BN
o= o QWS184 & B A M 7 X # L IGROV-1IA P R R &

-0 P S o e o e 3 X 3
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A7
B7

S RERHA (T)

BHEHYBENESAAK FTHA BT 1 BILRE
5 ECHAERER

£ 547

8N RHR
AXZENREKRIOEL/AFHMHREEATTHIIZIRS
(QWSISH) 2 B L # A % » AR ABLE AL FRT -
2A 3 BF 32 i (Taxol®) K 3 B 4 &l & (QWS8184) 3 4 K & %
B Hke o A BHRERO-T2IHRERRE S M
B B Mok % B A & MR 4 R M (HPLC) & &
LC/MS/MSH # »# k A BE L FRE - RAKBEH 3%
AFH AL ERE-HRIBEITERERNIEI>N - #
Mz BB LELEBRTFTAE2l o mTAR MR B4
B

Toax ! EH R G L EL B Cra) T EZIHH

Coax ' ¥ 2R B 0 K RAE

AUCo. : A B E-H M B R T HHMEERM(RE
¥k EE R)ZFIEE B

AUC,., & & & R IRAE E-HEBWLE THHESEERRZINIE
B 3%
K.: 3k 7% &
Tm:#%$i%

ot A M
CL : s % i A
Ve BLKBZOARM

)

ja
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A7
B7

B~ HABA (72)

£21. QWSIB4R B ALk A10E XA/ AF(T0E L/F F X)
HEEABMAEEEIRALABRAFTHTIEERNESH

BEMNESH QW8184 Taxol®
He bk e M He bk e M
Tmax(hr) 0.083 0.083 3 3
Cpax(ng/mL) 58950 53900 5867 7227
AUCo.(ng.hr/mL) | 35504 32761 18138 22701

AUC,_, _(ng.hr/mL) 35551 32829 18347 23002

K.(hr") 0.0940 0.1375 0.1283 0.0754
T,,p(hr) 7.38 5.04 5.40 9.20
V4(L/kg) 2.99 2.22 4.25 5.77
CL (L/hr/kg) 0.281 0.305 0.545 0.435
V. (L/kg) 0.228 0.242 1.44 1.09

QWSB1842 # Nk 38 K # 3 B #% X Cnax & AUC,  1H ¥ # 3
O BRFERIHRMES  c RABBAFRAERLETZ
%iTm%%%ﬁ%%ﬁﬁlé°%i?®iﬁ&%é%
QWS8I184 % i= » m A M T KRB X A B MA(Vss) X 2 R A

Tofk'riéﬁﬂfi'riiﬂ%zfﬁ*ﬁﬁ Mk A BBEARZESRE R

L4 HzEFRER

£ 548

AABKREELRABZAFIALET ZHB AR
HEATIAFT SR HA4S5ER/EHZIRAE
RErrB@ Ak RADFREER -
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A BARHA (73)

& Golden Jomalina Food Industries2 & ( % R % = z Kuala
Lumpur) ¥ 2/ Gold Tri-E° A A Z W B R&EH - L &z & W
ZHPLCh % BT w B EI &% - ARG HZ aTEA~03>
T EHAH20%HBd-a-AFHESE X A2H X0 -4
% & (Sigmaft £ N & )HFE A « TERE 201 HFd &%
Ok L BEE AR AR KRR T K EANPEG-400m L B 4w
%ﬁo%&MAwm&iﬁz%%m°%&’mAﬁﬁ

B EAET2CRHEILRAEALHGEARBED - RV L
rotevap&ﬁ-?Tﬂiﬁﬂﬁt%E45OC HE4ER

AR wmAAFPZEE | REE (%)
PEG-400 3.10 gm 6.0%
kA BEALE 0.25 gm 0.5%
TPGS 2.52 gm 5.0%

= tEhReY 4.03 gm 8.0%
R 0.50 gm 1.0%

EmRiTEAFEI0E I 2S5 mME K B TEAL 7 & > pH
682 kA FH E45C - AmAREF A RBRESUE ANXRS

B ACSHILE(mE XE K¥EZAvestina 8 ) ¥ R & &
HEREREI0H,4 - REKH BISCEHNBEE > 20 kpsig
WRA 1208/ AR - HEA22CZHRBEEH
B R ERBILLBAEAAZBENR ERARIREHALEY &
HERTZBAMNETAEL44C -
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ABRMBBEREELZEMFEHRSG  BERABREAEHZS
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A7
B7

B BHARA ()

RE% KEAHAAHEZEZE - LARRERELOI2um
B RBERAKRHEA > @ A A Nicomp 370k F & &£ K& # 3+ £ R
FHEA~TOmmZT FHERE  BTREIFERELL > mA
Gentamycin 15¢ g/ & 7 1 & B & &

HKEERE 2 ER o A E AT =M 8 4 (Gold Tri-E)f&
sk b A d,1-a-% & & (Roche Vitamins 2 8 )4 & i 48 X #
MAREELEHRAE -

T 49
MA#REEZRLBEEZLEZI-EFTH LR

INHAERESWERFERTEAEME - AXTH T > Wb
Sigmaft £ 2 & % | 90%%44 X A H~0.0ZaTES & X2d-6 -
AEEH REBETAUMAERSHIRDER

7% kX BEHE R F(mg) § -4 F B(mg)

A 8.5 83.2
B 12.0 81.4
C 20.2 84.4

L hABERABKLCEALABRENE & o & R IR £ rotevapE 3
BEXTHHNLCE IR mEELHAAL - 2HRBREBHN

FXHh & EHRPOERABERLFLAI-ATHIRRE

M wrPZAEARLAEALLELERAY FHEZIRLEXRLE
:/\h“}’/}% TZ}\V/\—F°
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A7
B7
F o~ AR (75)
% % hEBELERA
A 9.3 gm%
B 12.8 gm%
C 19.3 gm%

e

AR EN/ EHBEMTMASOE L ZTPGSRI0E £ X
h BV EA0THEE R @ E KA o m APEG-400 60F X ¥ B
BEH cRAVWABREBAB R EEW o o RAHE N HE
ETPGSR @A MA » T %2 aTES E A0.08aTEE 42 »
m R REEAA T AR ETNA00aTERE 4 -
- Y R KRB EE E45C A AB0OLLZ B
Ko AMARBTI RS U A RTAALR BAUERREATE
FE A mEARZEEIAE TR L AEAHILE T &
— S AT AXpHARA S E R A >  TARALRHBEMHE
k&R EA

T H S0

Bk E M 6 E X R A B X L & (BMS-188797) & B F
B AT A Z L RE A

BMS-188797 4 £ iE A LB T R MmN a-4% F B > Myvacet

9-45(4= R % £ ) ~ TPGS ~ % & 7/ #8407 ~ APEG 400> H &
EB(H60C)RAE RELEGBAATTIRLIEAEAL
mABEHZEAEAE o HEmAEISCRAEZHAKRALM
78 3 ik o & & & Avestin C535 16 B ¥ 44 19-20 Kpsi L /& & 4
B AE35Z245ChR B AL RAHIALI0-1590 40 B M & & 3L
o — B REAMARZIAAY TA T R  BBIAZRZITH

-78-
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A7
B7
B~ ZBHIEE ( 76)
BERIV%NER S AAZEEENHA01E202xme BEHLR
HET@BERBY  EERBREH MBAESHFETS
5 4L b A B C
(% w/w) (% w/w) (% w/w)

BMS-188797 0.32 0.5 0.5
a-%t H & 8.0 15.0 10.0
Myvacet 9-435 - - 5.0
(A4 T gL
B+ ihE5)
TPGS 5.0 7.5 6.5
407 1.0 2.5 1.0
PEG 400 6.0 6.0 6.0
K 79.7 68.5 71.0
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The invention provides pharmaceutical compositions comprising one or
more therapeutic agents that are water-insoluble or that have a relatively low
solubility in water, at least one tocol, at least one co-solvent, and at least one

surfactant.
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