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L — PR K YE DIRZ A A0, FriR M 25l & W0 A IR E s Y 9, iR
ISR, B G 7, DA AT 1 1 FeAth 25 2 b mT 42252 B ROE 741, LA AE T, BTde B 3 In 550
TPGS; Herp BRI A 7iE 5 T4 :EDTAL £ R VU 2018 —AM#h VA1 2 — VY 2. FR 45 4 s

HULSHAY, SSTHERR S EM0.01% 21 %w/ v;

PLSH AT, TPGSHI B & MO0, 1% 220 % w/ v ;s

PLSH A, FriR 2 A RIS EM0.001% 20, 1%w/ v,

2. QIR B SR TR AR K DR 25 A &, LR AEAE T, LS A A Wit &R ia
28 M0.025% 2£0.5%w/vo

3. AR E SR TR AR ACHE D IR 2 &4, SRR AEAE T, BLa A 5 it , TPGSHY
EHEM0.5% E5%w/ v,

4 AR ER TR BTIA A K P D IR ZG A A4, HAREAE T, SRR FITPGS 2 Lk
H1:1%1:50,

5. QIBUREE SR U BT id i AR K P D IR 54 , HRREAE T, SRR FITPGS 2 Lk
H1:2%1:40,

6 . QIR EL R 1A BTk VA K I D IR ZG A A4, HAREAE T, SRR FITPGS 2 Lk
H1:4%1:30,

7 AR EL SR TR (VR AR K P VIR 25 5, FLRRAEAE T, LLSH AWt Brid i

A S EM0.005% F£0.05%w/ v,

8. GIRLRIEL R L ik (VR AR K P VIR 25 5, JLARRAEAE T, LLSH AW, Frid i
AN EE0.005% £0.02%w/ v & B AR .

9. AIRURIELR LT IR VR AR KM D IRZG A &40, A4S AEAE T, i 5 252 LT B2 16
MR .

10 QBRI £ R O B ol () VAR K 1 T IR 25 AL A4, AR AE T, Frik () 252 b nl 4252
(R 703 1 T 2« EIR 55 B 500 380 7 B A 5 .

U1 ABURE SR BT IR BB K P D IR 25 A &), L -

a) [0.01% 21 %w/ v ZS i g

b) F10.1% %220 %w/vI{ITPGS

c) H0.001% £0.1%w/vi A

d) —FhE 2 P22 b 8252 (R E ).

12 ANBCRIESR LR B K VE D IR AL &4, 6 B T 4

a) ZS M40 . 40mg/m1, TPGS 10.00mg/ml, Z — &P Z, B —4H0 . 100mg/m1 , 45 e ¥
400.00mg/ml, tIALER1.00mg/m1 , #2 FF JL AT 4E 24920 . 00mg /m1 , 24 7F /K& & 1. 0ml ;

) Z3HIE A2 . 00mg/ml , TPGS 10.00mg/ml , Z. & VY 7.8 —4MH0 . 100mg/m1 ,

4 HERE400.00mg/ml, ILFLER 1. 00mg/m1, 2 FH FL 4F 4E R 4920 . 00mg /m1 , 415 7K & &
1.0ml.

13 GIAUCREE SR LBl (AR K PR D IR Z5 A &, T8 A J LANE L) LRHG YT .

14 BRI EE R LT IR B RAR K PR D IR EG A, T B a5 ) LEHA T -

15, — P il 2% WOBSUR) B SR BT IR 3 A4 K PR D BRZG A & W J7 1 B FE D R 8 43t
HEF HTPGS ML 5 IR & s Horh ik i 25571 3 41 :EDTA, & — &Y 2.1 — 8 Eh T
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S RMERE) LM ORI B S
[0001]

[0002] D1 ARIBAAZG AL & W& A7 A3 IR AR AT (Nepadutant) fEDTEPE K73, PGSTRE A HE % 771
A RARIE R B G 7 R B, Ik A S A 2 e sE » HIE T LR E Bieimia s 7 I R A o

ARSI

[0003] AR EHIE KW 25 AN , FITid () 25 W0 40 & WA 25 JaUBUTRNK 252 A H5 B ), B 4%
R 3AAE , HAR A T K PV

[0004]  Firik (2540 & W ke g VA TR, wevt FHT DRSS T izas TRk 4y, HLARIE FH T8
A JLANER A LI JLEHE Wi o Ik 26 W0 ke e T2 HB T3 TGP SAE Jy 3G s Il »

ARt 5 DA VS NS 5551

[0005] P

[0006] 75K 2 E0 B2 23 il 55 75 ZZPE ITNK L RINK 252 44 , LERAG N IR 15 R I EUE JUR
A BTN 5 B F3— 2 7], A0 55 2 B A BRI b NK23Z AR 45 470 77
L0 AN PR B PR P IR 51 RS H BUE SR R A 3L

[0007] B " £ il i 20 U 5 eh R SREOHE S 38 URNK 252 44k (1) 375 1 R 2 i A B B 1) Y
PEPERI AN PEAIHIFLH] (GiulianiZs, J.Pharmacol .Exp Ther.246:322-327 (1988)) . It4h,

NK 238 5k 32 44 18 45 B 1B B E M (Hal lgren®s, Am. J.Physiol.273:G1077-G1086 (1997)) , If
H W25 K8 MANK IE bR 40 i v K A 5 70 W i 8 5% (Tough%% , Naunyn-
Schmiedeberg s Arch Pharmacol.367:104-108 (2003) , FI N A &BUSME R JH T (JuliaZe,
Gastroenterology 107:94-102(1994)) , 4 Bl & AEMETE ER A B LA A 2 PR A B TR A 1%
BLITEAR N

[0008]  JERIBIK ) X B 2R 225 5 14 8 7m0 PRNK 252 A8 1) e F PR S $0 770 mT T8 At 0 LA
B ) M e A5 AR A U B S B AR A 1) B Bl e » 480, 1 A W 2 SR BRI 25 ) (Leccid
ZECurr.Opin. Invest.Drugs 3:589-601 (2002))

[0009]  ZiH4EARR 2 (1) Fras i £ M IsRUIRNK 2 32 AR 5 5071, B I HRkIE TEP815126 . H:
FE IR 7SR, HAT AR ) 22 4 PR 52 PE

[0010]  NK2FEHu5, A3 0HIEEr , A AR IR A

[0011]  [N*- (2— 2. I Jiie -2~ 8 S - B-D MLk eg A &1 M %) —L— R A& B -L—a— (0 R R -L- 2K T
AR EE-L-2,3- T AW L A i R ] -C-4. 2-N-3. 5- N B g —C-1.6-N-2. 1- A B ik
([N*- (2—acetylamino—2-deoxy—B-D-glucopyranosyl) -L-asparaginyl-L-a—triptophan—
L-phenylalanyl-1-2,3-diaminopropio—nil-L-leucil]-C-4.2-N-3.5-1lattame—C—1.6-N-
2. 1-lattame) BUEF [3-2d B -L-TH 2 Mt - LS 2d W JE-N-[2— (L BEIG AS) —2— it %A —B-D—-HtL g
B ] LR AW G- L-a— R A S B - L -t 2 R -L R P B 2k ] (4— 1) - Btz (9CT)
(cyclic[3-amino-L-alanil-L-leucil-N-[2-(acetylamino)-2-deoxy—B-D-
glucopyranosyl]-L-asparaginyl-L-a-aspartyl-L-triptophan-L-phenylalanyl] (4—
1) —lattame (9CI)) (CAS RN:183747-35-5)) (B FKNMEN11420) o



CN 104507476 B w Bg B 2/11 Tt

2 ‘ri
o ;\ N
X :
B o4OQ s
NH N o
S L a0
[0012] P <J. v \\
. i H Q %
N, PR N s
o <. :»- 2 R 3 :\:mm,;\
3 §\2 \\ & X‘H\ {’{‘ O
i L ) T
W UR X
A H Q D o ¥333
X S
b —— 3
A
pETE S 331

(1)
[0013]  FRIAIHERE— RIMASMIE R DA e N PRI 7R 1 (1 100 5 W -PNK 252 4476
AR E FRIE T4, 4 0 P R o B e 2 B i ) o
[0014] B il I, SRR IEER X B A B0 CINERBOK R 1 R4S 20 I 4 A 53X 5 76 i 4F
& AR BEA SRR KR 1 ARt FH 23 R 3B RR R 8 7 it FH 5 8 22 24/ sF A FRLFINK 252
WIEALE S IEIE S, AR SRS 8. s At , 23 IR RS O 70 8 v 1 B AR R R A
HOIE B A 28
[0015]  XUEezk BURIR T DRI I RERITE 77, B2 R e 3 4B )L S b, B, S5 iR 4E e
Al PR T B BiE e dm (022 ) LALim) BIRERVE T, 1 4nw02006045820H BITid .
[0016]  EMAZEHA4E JLAIER )L GALB2) (28 H & 234 H) 18 AT 11 AR VA A A DL 366 1 771 284
(EMEA/CHVMP/PEG/194810/2005) o 35— J5 I , £E A B il 771) (] s k) A2 568 2028 A 5 4 3l
ST T AN B A A B 20 o DR I, A B T T B T 2 R ) J LR P A3 R 48R O IRV AL
[0017]  SRFSEERAEVE T K A B, 35 A 80k Ak, B AR T RS T RS  H2 =R
R 11 Y VR A B A B A U
[0018]  7EW02006045820 HF A T — P AR T N & F LB S iR 29 A &9 (7-8
T, SEa sl 1-4) , Brid (4 -0 R AE AR T8 FH 200 BB IR A N BV 7] s Ik i 20 54 545
AFEAA NI S e AR B N B SR N AR A& TR 7]
[0019]  EP146434141E T —Fh& B TPGS (4EERE TPGS 1000, AR Nd-aEBME L4
TEE1000BE FABR BR) AT T 232 R IR FVA R/ LW o 72 I TPGSFIATUIA I PR -2 T
FRBE R A A B 7 PRI SO A & AR T, 38 A R 38 T AT AR 75 25 TPG ST ¥ W XTI
YRR S 9 THEURNK 252 A4 3 U R B A A E o
[0020]  7EW097/35587 /A T SrHIVER (A BEHI I TPGSHN 5 TPGSHHYR A 1 55 K MEFE KA
FRERT VLA 11 7R 1] 2%, D0 1 Sy 3k B 2 s 2 1 X 70 0 o 2% 7151 S s HH B vy FT LDV R 1 AT
TV WA RE o AR K VA 7T I 75 s AN AT 2D
[0021]  W099/26607HIE T — FSH: TV i 45 M 4 oAk &R, 72 b 250 BV i T-TPGS.
N T BEMLERF R, RO EE R 5 TPGS [ [E] 44 45 My 3ok FLAL T« B 7] 2 3% P 77 B
HAR A A A AE B AT AT R o T AR 00 7= i, QO R B | 7 771) S L7 [ 44 1
MR FRIAL o R R TPGS # FHAVERE— I3 71, 1 3 I TPGSHY (50 % £299.9%) £ .
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[0022]  ZE[E % FI55831054R I8 T 48 3 Me M A0 /B 9 25 PR vE 7 & 1 e I R T T &
T 4 AL - TR Z A AW, TPGSTE IR 0 il 5 FLAL ), e A R a8 A 7 o R B SRR 254
TR R BTEAAE S 45 3 2 0 T NK2 52 AR S B i s A /e A

[0023]  W02006036614HIE 1 3 HH T [l 42 il 77 A A4 sk du 3 T il 1A 591) o L AT IS A2 08 S () TPGS
JURK A 3 B 138 A IR B [, wT DAAB N, B, 1 59 o R R [ s A 2 ot 24 989 T/ B LR
AR IR IE

[0024]  EP1216025%%31E T 785 nl & T 7K1 43 B AT G A 5 b i) vl v T4 A 0 i g T
PO ] 00 47 [l A skl 3000 e, DKV R R TPGSAE A 3R s MR 7 (290, 1% %290 %) 1 A g [l 4L 1 VR
EUHEEE NHPMCI: B2 b, s A R M2 338

[0025]  WO09531217HIE T & TPGCSHI £ Fa—4 B Wy VA MR B FLAL K ASVETEZG 1K) 5848 F
551 o

[0026] 5 438 VA TPGSAE Ay s e 77 B2 FH DAASE 76 B2 ME 2R 555 b 2 il A RE 52 XU MR Ak (US5,
364.631) .

[0027]  fEW09808490 i iE 1 Lyt v [A] 44 19 il & LAAE O Hi 8 15 A2 ) Ak 3 /g 73
(biodisponibility) ANEERZEARTEYD BT o 3028 P e A0 0 T Bk R BHAT Y .

REARE

[0028] AR B ¥ B & A AR IR ITPGSH VA E « DIk MUK AL &1, ik 25 &
%%%Tjtﬂfﬁﬁu&/é?f”%ﬁi%%m}\Hjizji L LI M AER6 HER 22 L (AL o
[0029]  TPGS Y HAT 39V I AT AL FEME RO S5, D b m] A DA S 8 o S A v JEAN AR E 11
Yo ARG 5E 7o B AN, TPSGEEAS ok , DN thid HI O e #5818 2B LRI L 22 o & AT 10
7 8 I TPGS 2 1 ¥ ML AR T AT RE 08 SRATS WL AR08 0 A3 IR IELRR VA R, HL MK
BT ’Fﬂﬁﬁx PRI, Fotthy e 5 TPGS—[R] E HI A AR AN IROE 771, A2 g P B K PR A K
VTSI, R TR ST A A S5 S0 T8 AR 8 A R AR 2

[0030] .LH: AT B 2 S IR AR s PR ANTPGS R D 8 IRl ¥ 2K PR A
RYESE/HERE LY/

(00311 FEAI B K —ANF 8 SK ] T i (¥ 2 4 )45 A0 TPGS AR Dy Ml — (1 389 4 )/ B
R SE BN o

[0032]  FEARIN J3— R Sk b, B i 20 B m] e ﬁ%‘&mu

[0033]  ZEA KB 55— AN SERE B o, BRTPGSZ A, Bk (K 4 & Wik o, Hofh 2524 b ml %
S RIE A o

[0034] AR BIRYSE A B A &4 AR IHILES , TPGSMIAE: I ) 25 A 70 AT H A AR 28 O RO 57
M2 &Y, Ik 25 A & RT3 A LB 2 0 LRNGTT . Fe Al 2 T B i i
KLBHATT -

[0035] AR HE AN B I A2 AR W I 4L S P il 46 T ik

[0036] et F-F ) LM TR 700 iz FH T 10 ey 25 K LA 2

[0037] &l oK A&d& &1 JLRHRC T T 7o SR M0 B T A IR IR AR VA TR 22, O T VRl 2K
SEHZW A E D PR AR S PR B A L AN R A

[0038] A /A HA 77 R G P B AL AR A2 3 FH T J LRSI R 5 A1 DA DK o B 384 95 71/

6
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R A PEA BT = A BIE .

[0039] £ 4 fil FH A 37 A2 IS YD I SRR 510, B, 1 s Vb 41 88® GRS D1t 1883
PEE (termone) R R A IM AR A LM ILRY) , HER A IE A+ 88180070/
IR BRI A LIRII80 % w/w) o SR, AN T RE HIVFS v 4 1 88 EUAR FIT 5 H A IR IEL s A 7K o
IR CGR D «

[0040]  ZR1) £E25°C T , AN[AIHR FEE Y 3R FRIA7AE T A3 R HELRr (10 7K v 9 A P

[0041] |- 0,13
0,50% 0,20
1,00% 0,21
2 D0% 0,28
[0042]
2,50% 0,31

[0043] 7 [0 e JR s il 77« L 22 AE B 1B AR R, 58 LW AL R v F T, B a3y 77 R
BRI AERR N (B433) WA 2 52 /B B s N 7)o 23 A JE e R0 56 1 B B BRSO 1 2 A 4 iy i A
1| F S AEW02006045820 FH HE R 1 (it , B 7-8 T 1-4) o 38 11 BLEE I 1) e 2 i W 7RI
TR o A7 FH )8 A R0 A0/ B0 R 7] DA 48 5 375 12 ol 3 0/ BRI ) ) R 2 ) LR 0 il it 3 K 224
FH B 77325 » H v 78 23— R R 551 R0 207 Yol R PR 700308 0 4 A S A A BE W R MR T IR A 7 AR
PRI IR DT o SR 75 5% LU B 1) 2 SELRE W SRR P 7E =0 T AR IR 22

[0044] g 1 3G 05 A A3 MR R AR IV MR AR E T, BRI B A I 78 2 B A 480 T2
PR ATAE IS, A ¥ T AR S0 O A AE R 25 0 T 34T o IR B S AR T ke Tk
FEH (RN ] 8, AR 1 380, HLIEAS 2 UL 5 4B 137 A 58 1L BB I 1) 1 7 I AR e
[0045]  —Ffrm] B (1) & AR AR 2 AR B 2 B AR A o DRI, B A T & AR 4
AT S P EY)

[0046] BT W& T A Rl ARHE [ B Ak 71 S HL 2 & 0 38 58 0 AL B IR 8 0 /B N 38 v 7 1
0. 4mg/m1 ZSMAIEER 1 IRVE R LA FIFR E PER 2 (R2) .

[0047] 72
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[0048]

gy 0.4 0.4 0.4 0.4 0.4 0.4 0.4 0.4 0.4 0.4 0.4

sl AUERE0 | 125 | 125 | 125 | 125 | 125 | 125 | 125 | 125 | 125 | 125 | 125

FesE 400.0 | 400.0 | 4000 | 400.0 | 400.0 | 400.0 4000 | 400.0 | 4000 | 400.0 | 400.0
e 10 1.0 1.0 1.0 1.0 1.0 1.0 1.0 1.0 1.0 1.0
ST | 200 | 200 | 200 | 200 | 200 | 200 200 | 200 20.0 200 | 200
el S| 0.035 | 0.035 |0.035|0035|0.035|0.035 | 0035 | 0035 | 0.035 | 0.035 | 0.035
R 0.015 | 0015 | 0015 | 0.015 | 0.015 | 0.015 | 0.015 | 0015 | 0.015 | 0.015 | 0.015
N AL 20 - - 20 20 - - 20 - - -
[0049]

ST RN - 0.1 - 0.1 - 0.1 - - 0.1 - -
Z MR 25 - - 0.1 - 0.1 0.4 - - - 0.1 -
WHERE 4
{Bis=sodium - - - . - - 10: 10 10 10 -
Bisulphite)

. S = | x5 | ® | &2 2 |7®| F % ¥ | F10
ik v

1.0ml | 1.0ml | 1.0ml | 1.0ml| 1.0mi| 1.0mi| 1.0ml} 1.0ml | 1.0ml | 1.0ml ml

[0050]  fE Ml 26 F T (40°C/75%RH) fif 72 H G llE SR & & (R3,4) 4 AN
A, A BRI 7 P AR & SR T RN AN SR GR3) TR
2 2 PR AR X e 25 BURT B8 S HH T 61l 7 pHAEL Y2 =5 P AIK , MApHDA5 2 I ipH A 3T 3

[0051]  REIEH L VU L BRENITEC J7 0 235 MR MR 4L 20 1 £2 5 MR 3G NG w2 i . SR 1
THRE RN, Frign SEEITEAA”, R EFIRINERN & O IR &Y
1) 1 752 I A3 i AR A e PRI S 2 38

[0052] 4R, HH T~ O 1] B 3 BV 25 AL Bk 40 85 () IR, ¥ 8 182 TR IR AR 4 e v 1
TR L' M.

[0053] RIS EHUREBEM (sodium bisulfide) FEERBERA SR ST AT
ASAHES o K IR ZS IR IR A R B BT AE I 2 A TR ) S8 IR B B B 2920 % (GR4) o

[0054] %3

[0055]  7£40°C /75 % RHZAF M /2 ), & A A FE =R AL A e RR S8 LA
A IR R A5 IR 5 & (U%}Jﬁ“ﬂﬁmfﬂﬂiﬂ% SR ES ) .
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[0056]

0 100,0 100,0 100,0

1 97,5 89,0 82,9

2 95,2 79,0 70,3
[0057] %4

[0058]

[0059]

FE40°C /75 % RUSEAF N A7 Ja » & A7 A A E R SUAAL R E AR & Y LB
F R 7 b AR R IR 5 & (AR R IR IR S B 2 b o

1

n.t,

nt,

n,t,

84,2

2

n,t

n.t,

nt,

79,2

[0060]

AR A FITPGS A BUAT SR A W0 i A7 R 5 Im 7L 5 45 ) A2 2% W HEL R 1 9 it

A S B AL ATEE PE A SSEIL LRI A4 th A L4 52 (10 241 5 W IR B R TR 75 SR AR A G )

RSB T AR T 5
bt A B T 4L 2 T 4R A R E R A PESFURAL IR ISR B - TPGS (44 3RE

[0061]

TPGS 10008kD-a4E B My 2K 404 £ —BE10005E HIIR ) , L- U3 ML BRDL—a—4= & Moy gk J 2 £5
A3 B FREC 1, 8 1A B B 30 % TR IR A (4E AR BTN 4 BT o M 1 £ FH e p S
J7) VA S AE15 % [RCCTR TR 4E A RE (a—E & I IR B 4t o B T o e Fve B 22 50 , Jin
N AR BB ERRARHEZS DA A4 (S 1912) DA 930 A 1) 25 R LR 1) o MR 3 1
(325) o E /A P ANBE i (0 78 1 72 o A3 S M U i S0 R B SO AT IR A

[0062] %5
[0063]

VEBAEA0°C /75 % RUSR AT T il A7 R (1 A IR HER [l
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[0064]
Galbil PrEMA E [H] [%] Bl £= i e 4

SE ) 1 55 0 100.0
(171 K) 1 82.9
2 70.3
Sl 2 TPGS 3 mg/ml 0 100.0
1 944
2 89.5
SEIti 2 TERESGHAREERE 0 100.0
30% 1.8 mg/ml 1 932
2 87.8
SRR 2 L-Hidf fLBR DL-a - 0 100.0
1 83.5

[0065]
B % (tocoferol i 2 g 2 77.3

i 2.3 mg/ml

S 2 TR E R E 15% 0 100.0
3.9 mg/mi 1 83.5
2 771

[0066]  HITPGSFERZ E PEJT HHUAG 14 NG HR $2T T

[0067] & NBRVFII 2 , & A7 TPGSTE N LA I A B BAE W e AR WAz 2 1, 15 A
IMATTEAFI A B BEATHE VAR < 3R

[0068]  ith4h, [FIREA N TR AT K BH , TPGSHR AT LAAE Sy — Pl 77 1) R 24 % 2% MRS Rr 1A
71l I TIAE KA TP AR AT LR IR EE (3R6) o

[0069] %6

[0070]  25°C N AR IHILRF AETPG S IR VR 14 i F

BWIHIREE | RIERRRE
[%] [mg/ml]
05 | 1.60
[0071] _
1.0 | 3.39
2.0 3.59
25 3.59

[0072] [ TPGS A L £ 4256 1L AL B8O B o 80358 ) M T AV AL 450 5 I
S, B A AT TR U (S 3)

(00731 MRS #6EU 4 TPGSHURE T 7% Hh B B i

(00741 7) ANIFl 2 HLIEEE BRI B V45

10



CN 104507476 B w Bg B 8/11 Tt

[0075]
[0076]
[0077]
[0078]

NS DU Tk 22 1 25 5, A AT 6 = Rin] BE PEROR 1 5 PRI -
72 AT R AR I IRIE , BIGE BATAE A AN ER 1 AR R

sk P2 - BOAT LI R TE

RTINS

iy R | TR
e AP
[oo791 | B
TR S F N e *
uEd
T TPGS a
[0080] /:% FTPGS }Eﬁ e
[0081] 2=, sk &5 sk -
[0082] MM AEE GG, HIFIRIAR T I (3R8) Tl LR 4T (S 614)
[0083] %%8
[0084]  7£40°C/75% RHZk N ARAT S VA TR 23 I A RRf [R] Ui 26
[0085]
K A BAH g A E‘&ﬁ%m
SEHEf] 3 TPGS i 0 100.0
1 95.7
2 914
S 4 TPGS L AT 0 100.0
fh(sodium 1 99.2
diedetate) 2 96.5
[0086]  —FPPLILR , K PEVETE I A K HA 54, B
[0087] &) BA0.01% 21 %w/v (BF, AO. Img/ml £ 10mg/m1) [ 43 TH %R
[0088]  b) MO.1% %20%w/v (B, M 1mg/ml % 200mg/m1) [{I TPGS
[0089]  ¢) fFHEMIAO0.001% %0.1%w/v (BT, J0.01mg/ml % Img/m1) [ B 457

[0090]
[0091]

d) —FhEL 2 A2 52 BTS2 IR 7 .
MRAEA B, Pk (0 BUA IR S 50.01 % 1 %w/ v E RS TR 5%

MHIE%R, fLi%0.025% £0.5%w/v,

[0092]

PR A5 A& 2001 % 1 & B ARy 389 7R/ B € 71K TPGS , A8 12 M

0.1%%20%w/v, B WIM0.5% Z5%w/v,

[0093]

FEFR A S YT, A AR MGV TPGSI R LE AL 121 : 50/ vE Fl Y, L

WeAE T 221 40V RN, BN AE AN T 1 4551 : S0MIVE I Y o

[0094]

AR AEYE ] AR E TARE G 4 0 4 EDTA) 4N (2 =

11
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1) W .18 —AKEH) (¢ =Rl 2 50k F—4n-[ (=) W 4RI K & 455k (o=
F& VY ZPRESENER) o AEFTIR A S, Frik 8 G700 & 8 0,001 % 0. 1 %w/v, Pl
AM0.005% 520.05% ,BEM0.005% 520.02% -

[0095] W] DAAFAE At FIT ) LR FHOa A 245 25 b m] 2252 IO 77 5 Qv ik 741) Rl , B0, 468 4 e
B B N0 38 7)) (A5 20 St s e , 542 B SR 40 4 2080 AR g R (a4, 1 B ER AN AR I
B2 o

[0096]  JRA ) A BRI A Y B

[0097] &) ZSMA4AER0 . 40mg/m1 , TPGS 10.00mg/ml , 4 HERE400.00mg/ml , 1L FLER 1. 00mg/
m1 , $8 R LA 2 254920 . 00mg/m1 , 2675 7K & & (gs) 1.0ml s

[0098]  b) ZSMHIALF0. 40mg/ml, TPGS 10:00mg/ml, =7, —F&PY Z,B&4M0 . 100mg/m1 , 47 e K
400.00mg/ml, tHBLFER1: 00mg/m1 , & FF FE A 4E 24920 : 00mg/m1 , 2f 1 /K iE = (gs) 1.0ml;
[0099]  ¢) ZSMHIA%E2.00mg/ml, TPGS 10.00mg/ml, — 7, —f&PU Z, 480 . 100mg/ml , 45 HEHE
400.00mg/m1 , (L5 1 : 00mg/m1 , ¥4 B L 4F 2 24

[0100]  20.00mg/ml, %y /KiE &1 .0ml,

[0101] R 7 & i FIX Ee 2 &4, AT DAgRas n 2 T 20 LB FH= I a i b 5 a2
A4y, FEAJORFBORAR B

[0102] % T4F 08 A A AR B —4F , fiade Jy AR BI75 A H BB A LS LI B W18 5w
BIT, ZH AN Z A H AR AT, X TR AR

[0103] AR EHIGI J— Pt b Birad i 25 W 48 -1 1) il 28 3 v2s , Fivid 5 V046 PR 23 e 48
FR5TPGS, ML EE A1, 5 —FhE 2 e o B rlReZ IRE A IEATIR & .

[0104]  — bz 8 B s f) 1) 7R AT i) 45 B A PRI VR 91 30 R B s

ST £5)

[0105] 54 5% 1L AR BRSOAE Jy 143 7RI il 71

[0106]  SEjitafs) 1 Okt Bk 451)

[0107] %57 15W02006045820H BT HE 1) AL, HZ AR MU T Hil 45 1 o

[0108]  ffi|#& T FH A &0 L L ALER LR FF L A 4 2N, AR R AL B R TR A ) - 4135
C-40°CHIESE T , FriR M TURMVE AL 2l K (LB E1160%) 1, [ B E— N E R &
ML BRI Pk .

[0109] Bl )& , KRy AV B FE20°C-25°C, JFFAEM ME A AT, Jl L e b 91 2 AL In A58
L ZLEEBESO S HR A I S = 7K CRER1140%) W EEZ 617, B 23R A 5 E BB RS
o

[0110]

5%y & [mg/ml]
ZMA IS 0.40
R ILALEERESO 12.50
A e 400.00
th 2P 1.00

12
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[0111]

R A Y2 20.00

B T AR 0.035

LML Sl 0.015

ali 15 7K i&E & (gs) 1.0ml
MR W& (g.s.)

[0112] {7t 0 R T 2. 34 Y il 77K

[0113]  SEZjEfI2 L B

[0114] 2 RSt 1 il 2% 5 SEHE ] L AL R B A I AT SR B AL AR A &7 B TAFAE L AAL
71 BRI AN 5 2 S PR S I

(01151 i % B Ao TR o PR N1 PR 1 4 2 B R R AR 7 4L RS 1Y T F00R B o T R ) VRS
BHEIR B35 C—-40C N E R T 254K (LS ERI60%) , RN 7E—MFr e IR S HLE: B HH:
UL

[0116]  fifi ) , KIS A 2220 °C-25 C R L, e R T 2 BAL I 2 L0 AL 8 R 80 37T
A R IR AR EHIK CEERI40%) SRFZ G, B2 RAFE R 38 BU A
(01171 Frfi FI ARG H A AL G H N 4L TPGS (MEAE RESR £ B 1000 3R IH ML B B 4E 42 R E
TPGS NFZ) 3mg/ml, L—ffI3R ML ERDL—a 4 B B A IR FR P £R 2. Bmg /m1, 4EAE SRE TR A 15%CC
(a7 T e 1R i Tl 2 2 T8 T XM e 2 T P) 3. 9mg/m L, AR B TR S0 TR E30%
(kA BRI 2 HUCT 2OV & PR 2 e ) 1. 8mg/m1

[0118] A3 TPGSHE Ay Ha ¥ 7RI il 71

[0119]  SKi 13

[0120] ARS8 Ui W] 5 7K PR IR SRS R TPG S DAy 359 770 (A0 WA 1 791 o 122 A 77 ) A0 2%
R FE PR R

(01211 ffil & P A BERRE « 1L BRI R PRk 20 2 2 AN ) T TR sk o P 3 ) VR R AR 32 35 °C -
40°C M E T 2K (B B ERI60%) , FIR HE IR~ UAAUR T £ e FTR A HLE B4
I AL .

[0122] i , K& VB4 A 2220 'C 25 "C RO BE , HEFE I 2 AL, 1By Herboin A 20 %6 w/vIFI TPGS
VAW SRR LR SR 7K (R 240 %) o iRk i 77 B 28 3RA3 75 B2 BT VAV

[0123]

o & [mg/ml]
[0124]

ZIA s 0.40

TPGS 10.00

A e 400.00
IE, 1.00

B RA YR 20.00
ZIEYIN & (gs) 1.0ml

[0125]  SEjafsl4
[0126] ALt 9 (] BH 1 — Fh & 45 7K L 23 DA IERE RN TPG SR g 38V 751 F6) VRUAZR il 771 o BT s 1147 71

13
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FIEAL BRI R ATS PR AR AT I, BAEREHUSNN 2 Y 208 — e S

[0127]

il % ER AT B L BRI R PR PRk 2 2 2 AN AL ) T TR R o P IR 1 SRR R A U 5

35°C—40°C M &M T 2K (KB ERI60%) , IR AE—DHFE R S AL BRI 8 miL.

[0128]

Bl VA 2 2220 'C 25 "CHITRLEZ , I S HE I 25 Ak, 1] He P A 20 %o w/ v

TPGSYEW ~ 2. —F& VU Z. T4 25 MR A =1 /K (R ER40%) o

[0129] 512 1| 77) B 2 3R A7 v L 320 R ) 7 VA

[0130]

JE Rk & & [mg/ml]
ZIAIEsE 0.40

TPGS 10.00

0 VY 2 B85 (Sodium diedetate) 0.10

A e 400.00
A4 1.00

R YR 20.00
LIREI & (gs) 1.0ml
[0131]  sLJafs15

[0132]  FH5sKhEf4h —FER 732, dil& i R A A

[0133]

JE Rk & & [mg/ml]
ZMA IR 2.00

TPGS 10.00

0 RV 2 B85 (Sodium diedetate) 0.10

ey 3] 400.00
[0134]

IE 1.00

TR LA 2 RN 20.00
21K & & (gs) 1.0ml
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