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HER XIIB

BOMBR AT 9T

(54) & BREFR

AT HGE 7-[(E) - BT A W 58 AL ]
B2 IR BB 1R T R4
(57) HHE

TEMHER T — M A S WA R i1 s 1
HAEY . TR TH TR 7-1(E) - M
TEEHE I ] S0 I R Sz BB TB0A
7RG, LA HEEMEY A B AT
60 C IR s EE 5T, 7 H TR s PR R 22 D30 2
RN / B RN / BY inglobated.
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Lo FVRAE H B SZRUBE TR A&, & H 7-L(E) - BUT 2028 58 7 AL ] =Wk
oAy ¥ T A3 A R ER VRS R S A 0 2 I SR T, BT IR R SR )T B Gelucire™44/14,
Gelucire™50/13 Fil Gelucire™50/14, 18 H F id ¥ 5 43 2 /0 &6 70 W i A / 8R4 8531 B DA
0. 1%~ 50% [ BA7H4E.

2. BRER 1 Ik 25649, Jorh 7-[ (B) — U T 0 2 58 3L ] SR e 1o

3. BURNEESR 1 802 TR I8 25454, i LG R T 5K D1 vE PR 44y, Prid 3R ok i tE4
Sy B SRR B ORI ER AN T e SR AR R AN 1 9 R LA L B A
P R Y1985 v 0l Tt 5 B BT I 0 A A S IL 2 IR » P DRl T 22 1 ke 0 I R A T 1k
T LTERERUESEEAR , BRI ARG IE B Tween™20 ~ Tween™80.

4. BURER 3 ik 254864, 1dE— DA HER] 0 50T iR o N 3R 1 7K 7 7 M4 43 1)
P2 P AL ), P LS50k B /K 38 & S H IR L AL

5. BUNE K 3 BTk (25 A &), Hrh Brik R isk 1 ig 4 7 AP A2 A K T 10% &
H,

- BORESKR L TR 25 A G4, Hoh Bk 25 AL G40 i vk [ A4 s E 44T K
CABRER 1~ 6 BE— BT IR I 23 A G %

- BORESR 7 BTl (I3, O s I I e 3

RS BURIEESK 1 & 64— T TR M 25 AL A ) 07 v, HAFETEE 1T 60 °C R AL
T BT IR PR R0 D 5 2 BT () A T S v TR B

10. il &R EE SR 3 8% 5 AF— IR 241 -& i 77 %, AR e T 60°C KR
I BT IR T 53 A5 PR S8 R BT () 4 S BT Y A VR AR A0 I AN I AR B K 3 BTk
BT RN 4 E s

11 RO EE SR 4 Frik M 25405490 51, JLAFR e R 60°C IR E T, PridiE
F8 A E A S5 5P 1 A B0 A A TR AR B0 G AN I AN BR34BTl AL )

12. Tl AR EE SR 7 8% 8 i i e B2 (1) v, HAUFR R BRI EEK 1 &2 64— I iR i 24
VARG VIMANTF BRI 22—, I8 B g

o 1 O

O
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ATE 7-[E) - T H:ILRERE | EREEE ORI
BIFRiaTT R4

& BRI

[0001] AU BH¥S B —Fi & s W ARAE D 3 M R 23 1R 2 051

[0002]  REHH 5

[0003]  EHHESE— P Wall 255 IR EMH (Camptotheca acuminata) #1473 B Hi 1) A4E W)
(J. Am. Chem. Soc. 88, 3888-3890 (1966) ) , =-H & —Fh il T+ [ i LA RHEA o

[0004] % T-HHANMEE ML W IR (£ E P BRAWNES) 4.

[0005] %25 R T TG BT EE 1 T, R T A T I g E At S O TR R 1 i g 5 3K
fH7E 20 20 70 SFAREHAUET T B AR LS . 4 THER XA G TR Mo (LLR
FRoA CPT) HEATIGIAIRES , E I AEMT ST (the National Cancer Institute (NCI)) Al T
AL BN EE, FaT oK (NSC100880) o 4R 1M, H T 80 Al e ik (it P B e 2%
' W 1 B A R K IS, DL R E PR R A0 Mgk DA T MR kD ), T
AT BRI PRS- R 5 o

[o006] i Ji7, DA% B AT /N s M A s KIS TR AL &0 0 B IR, G 0 T V2 CPT 2548
Y. MR T - B UpJohn (BRAE &2 Pizer) UL Camptosar 17 IR 7 85 (CPT-11) F
Fi Smith Kline&Beecham ( BELE /& GSK) LA Hymcamptamin 8¢ Thycantin bFTTIFEIAE ., H
MRAYAEAE T 1T B PRI & AN [FIB BE, 481 4 NSC-603071 (9— 28 555 ik ) \9-NC (9- Fir§
SEE AR ) - FE AR 9- IS S MBI CARAT 245 .G6-211 (GT147211) , fl DX-8591f, J5 I [1) 2y
VIS Tk B H AT 5w IS A AT ARV & B 5 DN BRAZ ), X2 4 Mo 55
ML FEH . CEUEM, 75— DN BB, 0 E SO IR 25 BN DL, BE N T ORI R
WK 1% 25 (O 52 1 AT

[0007] LA HIIE W097/31003 53R T 7E 7.9 A1 10 SR A E M BRAT A o 7 A7 4245 LU HL
£ :—=CN.—CH(CN) -R,.—CH = € (CN) -R,—CH,~CH = C (CN)-R,.—C ( = NOH) -NH,, -CH = C(NO,) —
R, —CH (CN) —R,, —CH (CH,NO,) —R,, 5— PUMIE  2— (4, 5— — S MEMeIL ) (1, 2, 4- I8 — ek —3- K -5
Wi, Horb ROVELBA 126 NIRRT B BRI R IE . AEIXEET] REL
AW, W097/31003 SEfr EHEIR THE 7 i —CN 2RI —CH = C(CN), B S BAiT 2E4
9 A1 10 f7 ARHFATHUAK

[0008]  IXLer, JEB AT G R T- I (R4 = —CN), 7E F SCHER A CPT83, HX K 4i i
fifge (4E SCLC, H-460) AT 40 M5t o 2R 22 A% 0 b [ 1 40 25 k7 Vst 245 3 ELX
WA A T HHROCE h S RN (SEBREERIETTR) . CPT83 tEAZ L&Y
FIFCIA B R SE A 1 1, B A B0 0T ) 25 2R, A2 A2 M T SR AT, dr b B A

INPEPNE =51
[0009]  {EEAIHIT EP1044977 v, XHE 7 A7 0 BUR AT Bt a2k 195 AT £ 0T Pt
&, LHA T Z A S Fen s B b s o .

[0010]  BbAL, IXEEAE 7 A7 A RS A S WA A28, b Bon HSGE R Fe 4. AEiX
ety YRR T — R T BT A S A= i (CPT184) o JiX Py it tan &
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15 No. EP1044977 TR HH & SEEFERE KIS FNR G P HI &0, BL8 1 2 B LA IAF P Pl

TR E FLZ IR G .

[0011]  ZELLACHIIE A4 LT 2004 4F 12 H 21 H 3248 RN & F B No. 040302465 1,

IR T — Pl 7-LE) - BT | EEFE ] S (HFRh gimatecan) [FAZARZEREME

Tiike WX — I, WA T LRI S Z At 220 95 ¢ 5 LI E R Aa k.

[0012]  JAN, 76 [F— LA HE A I8 SR T %72 n] LLAE SR LU A 5 T A7 A8, IF HaX

e SOnT DA FH A [R] 0 Sz AR g e M D7 R0 b i N B8 30— 0 1 B 4 HEAH R A FH AN R 9 5

FNR DRI

[0013] IXEEANFERIGERRN TR TT AR 11T 8. WER 25 B Sh 4 i BL e T fg

B RS e 5, HATFER TR P UA S ES O S mibes 2y, X—Re ) E

2 B 5N AEREAE 19 R il 481 G 7E 7K A S hl o RS A

[0014]  IUNIFE S BAT AW G GL, JLF A (R B W BB E S5 B RIAT R 5e AR 5

K.

[o015]  [RIt, BEWe i E & 7-[ (B) - T R W IE TR 1 Sl (gimatecan) 75 M id

SR 29 S s & 2 AR E A .

[0016]  IX—¥&ME L7y, O ILAE A i v b A A PR }#H%D@%%&ﬁﬁ& BV

T CARE I ARSI P AR o T DR (09 P R 3 3 A A T T R R WA v P

75 S 1R ]

[0017]  FRAFSZRIA] H I HLRIE R i g il ) Je ) m] DA ik 22 28 0 R e AR SR B, 461 4

LLF -

[oo18] 1) {ff FHZE TEOWIAG B AL SIS AW, 16 M o8 AR A T oK s A

HUAF TS e A HUAEFIP R/ S R TR AR A 3

[0019]  2) {4 FHVE M R A3 BBk AL RN I S TEAG AL B2 7V

[0020]  3) fd FHFLA UL (A/0, 0/A) 2 EFLF (A/0/A) 5

[0021]  4) 48 FH Rl k77 ¥2%, B8 AR IR 16 etk J7 v BlAs PO Pk B 2 1 BE R/ BRAE R B 1

TR B S ) TR R SR R PR VI T 2 A

[0022]  5) i A HLIEFIAN / Sttwasn) (i dn — Mg, — 3L ZWE . — P, — 5

sk — ek 2 AL (- HER S A8 S R 2 AR S 73R msk Jis v i

MRk ) o

[0023] SRS FIHALE SWIE KR AW B 5T L 20738, 4% MELL S iE AR RS RIE T

YERCrR5E A A s i LG PR Lo 5 586 2 TR I B9 48 S BRI 45 v 25 2 45 25 I 2540

BRI .

[0024]  FROKI AL T3 2 425 AN BE ARAIE 102 7K T~ 0 28 39 0, 5 i 38 a9 2 W0 25 B 5 345 i il

B IEHE P ARk ) L2 5 AR s R

[0025]  HELARBESE = 25K AR BE, o TeAL 77 327 A= Bt I TR) R 22 45 Gl 8, 20

B0 M e e U, R R A S AR

[0026]  fralisk £ EILFIM / BULFLANE F & ARE R, AReitia 22 R 2.

[0027]  FEHFPIE AP L 7 e ER AN/ BROES R I R AN e AN 20 18 3 TR I 1)

UL SR T R/ B AR R R S DR A T A3 AR AR A TR R AR EETTE , A
4




CN 101287466 B i BB 3/9 7

MHME T R 25000 T 29 X E AR A . TR 24 A S B B LA %A
G TR AR P T o) 3] T ) S DR R T T R 20 1) 2 2 ) SR A (R A A, T T R R
L3I X H I8N B S Ve b AT I 22 (K367 2R 48, AR E 2.

[0028] W4k

[0020] MR A B}, T ik i) 5 B R 5 R 9 26 5 B, BL T BB 3R T 5K g i A A/
BALEEFL W e T IX— H I,

[0030] AU EH A G IIRFIETE TAEAE 29 2 80 (quota) HIHNIEAH, HAEIRMRAS T £F
SLARFFIE B2 RA C W R B / BUFLAL, AT 7533 1t Bl o 78 B i e DLRI A
[0031] AW REAH R 5K S PE (tensioactive) H)0 SH i 7i) 0 I At 712 551 P 1 1 799 23
RO AT s, T8 R E AR 5 UX R B K 259008 5K, 4815 0] $2 = ik ok
F H R, FFI T 98 7 50 1K AR R R R ek /s R W i S R

[0032]  [KIith, A% % B H 2 @t — P A 2 3 T /K B = WHAT AE A i AR w5

[0033] NG TOK RS MR AT A4 2 Ta A AT i 8 T “ R B BRI ” #5414 &
Mo AT ED AAREE FIR G T, 1T 8 11T 5 7-L(E) - AUT R R P ] =50
fik (B gimatecan), Fl / BRILZG 22 FE52 1 3 SHALIERY 2 gimatecan HHAIE T,

[0034] 2427 ] 52 Fh IS 90 8 R BUR F A IR E R S 00T, 50 255 W B2 IR
(£, EHLER A HLER IS TT, B W Eh IR IR IR « LR s BRAE TR FE A WIRFL B L T, 5 2 240]
FEZ 0 B, JEATUBRAN A AT LRI T, 451 ek < 8 A 4 J8 i S A s SR AR i DL
AN

[0035]  AKRIIFRMEE A 7-[(B) - BUT V2L T AL ] S (gimatecan) 1R IG TR
[RBORE RS AL- G, HoADHE H VA 54 o 4 e st AR T 60 °C I 26 i, 78 H s 1
Ay 2 /DAy AT AN/ By BORT / 8] inglobated.

[0036] AR A BH I — M1k S0 75 X, AR W A G s R sk Jy v M4 4y, H
SR OEEE UM, B S S MR AN / B0 BT P Sie i o

[0037]  HR4f 55— SE AL 1) S 7y 2, A BH 1 40 ik S Hh LS R 2R R ) 41 4, L
W BT IR 5K 7S YY) (tensioactivated) WY25E T, BRBEMS 2F M 4 In A BCR
BN II5K 715 PR 5T IR 9 S5 55 3 0 280, CASRAS VR ~F [ R o 1 X

[0038] W] LAAFAE L5 2507 A RIATUAR I B A Arf LA IR TE ) o

[0039]  “PWySEW it 2 FRIX ALY, Hoar Bk & A S AKEL 7 5 K47

[0040] R 48 A J BH W A8 %) 9 256 4 o A 45 AR MR T st ( O i TR 8 IS I IE AL A% IR
Wt & BE &) 2 B i, — W BT JE E 38 (glycol alkyl ethers) 3 4 — H ¥ — & B
(Transcutol ® )% & — i (macrogol) HiMEs (i H S ME —HEF1 — /8, 8 & — KL
JIE: 107 188 P BA MG A WS 20 % ) (Gelucire™ 44/14 ;Gelucire™ 50/14) BRI RIRAEER £ —
fi (Solutol ® HS 15) AT ¥ C8-C10 Z& 4 i H 9 =M (Mygliol ® 810N)  Z 1l ALk
fig (Tween "20-Tween'"80) . f I (Phosal ® ) & 4L B KK Jil POE40 (Cremophor ® RH40) .
Ho s R EE. Wil ER 2K (linoleics) (Peceol ® , Maisine ® 35-1) « J1 P A 1 i B 4
FE Ak H i B8 capril—caproil (Labrafil ® M1944, Labrasol ® ). 8 HHEBRE 4 —
(Lauroglycol ® FCC) »
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[0041]  IXLEW) it Al AH IR G, BANEAE TG TR A7 AE T, AT 2 R AS [ R 4 A sikAk

o

[0042] A 3% PR 236 ) 0 PH 58 & W H I R 40 1 Gelucire™ 4 pt. AR IE R S 4 A

Gelucire™44/14, Rl PEG-32 ( “F-344 T AF 1305 £ 1595 i /KW (A28 & ) H

H R REE Gelucire™44/14, 8f Gelucire™50/13, Bl PEG-32 ( “F-XJ4r T &1F 1305 & 1595 14

IR (R 58 & 1 ) H m AR IR IR IS ) -

[0043]  HRHf A< BH RE A8 A FH 4 3 1 5K 7 ¥ 1k 4 o B, 456 A [R] 0 % T A0 SR T (IR I AR

il B T I — SR i AR ) B B AR B LA  H RE SRR IR AN T e EER R

FELBLEERE IR y& v o A R IR AN  H SN R

[0044]  HRHRE A B — e St 77 =X, 1 S il 46 5 — Fh a2 B 9 e A LK SIS 3 5, 1)

SRR T 60°C R E T N — ek 2 Mk i sk D MY i B S BSOS RIR S T . R

T 9K i M ) B AN 10% w/w, RIEAE 0. 1% & 5% 2 [H].

[0045] [ iX— VRGP AL BRI AT Z2E L R 0, Bl UK R O R Hh 2 2

50 % ML ALES s fE R R 0. 1% & 2. 5% 2 (B LLERIR 35 4 L.

[0046] G TR W] LU / B B T X — il E 2 0. 1% 2 50 %6 ik g . LUtk 77 X

ARAF TR AT A T4 e Al sl I P e

[0047]  HRAE A A B I — AR SE it U7 5K BT ik 5 W 2 5 B A b I I e B2 (1 an

Licaps ® X% )  BAK BH IR 2 B IR s e v

[0048] LR ZALG ) FAH NI e R il 25 T3 B AR AR R ) EH 1 o

[0049] A& BHRILLAHyml ik B DL N By BEALR I 13RS -

[0050] &) B AT REAT 2 [ A SRR FE A B 60°C DL 6 i s SR & —Fhak 2 Al [

PRTRSE IR TE ), A HL A B A B R SR AF AN/ 8385 oy Bk, SEAE SR8 O 2 [l fR Bk

[l A XL (L OB A AR ETE SIR O HARCAAR) TRl REImA

K gk I E MR E A, 781X — B Be sl LA B, B A2 345 3 5 40 B

[0051]  b) [IAE (a) sZRAT I I3 1 5K I 3 1 4 03 16 R 256 285 o P Ak 23 ORI/ B

inglobated ¥& P 4), LIRTFIISIHEER / 800 BLAE

[0052]  ¢) MAE (b) RUERTFHIRG R] B8 M0 S FAS R & LS50, ol ok VR S e H

TH WAL LIRS I S 0 5k o DA KRG I R e ] LR 2RI B B R BH I B ZE b, DU 3R

P33 N AT LR VAR 1 ] A B A4 1 i) 51

[0053]  d) [n]fE (c) sUMHERIFIT RGP w] I HA &R D) RERIIE ), LURAE T 4 Bk

2 [ AR L A kg FE T 1 46 IR B R 39) SR Bk RN R A 52 A ] AT . X e Th e PEIR T

FP LR EHEALEY) (silicics) A 4E 28 IEHE  BE 58 S HAmmbms o B AR 225 TR 4 1R G AR 5

W TE PRIV ) P T I 45 el T B R R R A

[0054]  e) FHABEHFIWIIE B BB (R I8 R IR R AL &V )  TEHLRA AR / Bk, Bt

) (T ISR IR R IR BHA SAH AL G « T B F 27 BHT) slidsE#) ( “2 =&l &

1% ” EDTA)

[0055] il & 2T XK A& ki A% T LIRS A FH VR AR B 81 A4 9y S8 6 VR A ki Ak oy o — EL

AL TR B A, X — SR B0 A R 9K 00 ) BT, Ve A Bl 43 BT, RS PE sy (o iR &

Gy ECIER) o [r) IXLEITE I 7, ] RE B 8 0 ATl AR 43 (R3S T e o > RIS A2 54, RIm]
6
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Gy AN JEHEFEF), B I N TE S 5 500 B A A T AT A R IR R R R AR A
e 2[RRI R VA HIIHE B T-Hr R/ skl kr ol 7, A B T S5, B AR
BTy A E BTN TR R BBOR: o T LUASE FH AT B8 1T B R 5 vk AL 7 B R 250
Ko

[0056] W] fe 2 A 2K 1M 7 7 35 T A0 A R S A JBRT LB A 24 T A 40 R T ik
53 BLEAER AN / SR EEAN / 8l Bk

[0057] W] AN A 25l Dy B8 1) FL ARG 50 LR A RT3 B304 ] 1 o) 500 S Ak kg FH T ol 4%
S | 571 JBORE SOk A ZE 1) 58 A B AR AH . X LeTh e e R AT LU & Rk &40 47 4k
B IENG B 5 LI Mg Jo ] P R DA A7 TR P R S AL A )~ ) B 4 B ) S Y T R 48
it i R 5% L s s TR R A

[0058] AR HIRIAL AW n] Ben] LRSS A A 4 24T / sl RN ERE SR E
Al RS Pt AR .

[0059]  FBEGCRiFN / B R RT 42 52 2 SN LA 41 4 35 R0 R S5 TGS BR 2R 6 1 S ml s
PEBCE IR MM R AT I A I R

[0060]  FE¥ HYRFAE 77 THT , 2143 S8 1) 57 15 7K SRR PR 5 B2 A By 5 5 LI 77 2 o 4T e
SR GN8N / BUFLA . AFAE T ISR G5 o R 3R 1 7K 3 T4 SR AL s A
HE R G AR, TR NI P o0 RV 3 S80E i A R R AR R

[0061] LTI SE st f1 5 fn i 4 b g B A% 2 B o

[0062] 5Lty

[0063]  SEJtEf 1

[0064] ¥4 549.9g Gelucire44/14 (PEG-32 HilhZE HEERR R (VRFTEL)) Zedk B bas
FHAE 55°C A 65°C IR T A A BIHE Ao

[0065]  7EEIZIBEFE T AP NN 0. 1g gimatecan, B 23RS SIEW / 70 UK.
[oo66] KL T REREHNRSYE T 2/0 55 CHLE FHHEE /> 16 kb s 2 5 i 70 i
VRS AR IE AT O JE B O TN B I i B8, B & B4 S i e B2 1A 1) 550mg [ EE &

[0067] 2 JE¥hc@Ean & TIREEMR B DU ILE I, (AL 50 % SRERKIE Z 1E O RS
WIS, RIGAERT P INAERIESE 0. Ing F B R ARE.

[oo68] LAk 77 A SRAZ IR HE, M4 USP/NF $5I8 1 7532, Bon i 30 23 Bh 5 A /b F 80 % I 1A
AN o

[0069] 1 FHAH ] () 77 12 3 2 LU A BRAK Gelucire™44/14 [ &, 3545 & P AS [R50 B O e
2 (0. Img—0. 25mg—0. 5mg) -

[0070]  XF T 1mg IXHE, Gelucire™44/14 (&N E 809mg/ IR EE, M &k 810mg.
[0071]

e

Je k) 0. lmg K% |[0.25mg iK% | 0. 5mg iK% | Img IKZE
gimatecan 0. Img 0. 25mg 0. bmg 1mg
Gelucire™44/14 549. 9mg 549. Tbmg 549. bmg 809mg




it BA

et

CN 101287466 B 6/9 T
j<87n 550mg 550mg 550mg 810mg
[0072] i Jim o) 45 A P HAth P SR 8 A AR Gelucire™44/14 1 HoA 20 &4, 45 5 75
AL,
[0073] HFhHEWHARWT -
[0074]
JUR) 4 /A 0. lmg 0. 25mg 0. 5mg
INN/ 7 W 42 Jiing -3 i 4 Jiing 3
gimatecan T-[E)- TR UVREFE | = 0. Img 0. 25mg 0. 5mg
3
Mygliol ® 810 | #BFIHII CoCyo M HH = 549. 9mg 549. 75mg 549. 5mg
N g (Jote)
Transcutol ®) THE LB () 549. 9mg 549. 75mg 549. 5mg
Tween "80 ZRLALELRE 80 ( M ) 549. 9mg 549. 75mg 549. 5mg
Phosal ® e / aiiERE A (MEE /¥ 549. 9mg 549. 75mg 549. 5mg
%)
Cremophor (R) SAE RS POE40 ( [ €82 )= [ 549. 9ng 549. 75mg 549. 5mg
RH40 %)
Peceol ®) HmlEs (Hmpmmees ) (& 549. 9mg 549. 75mg 549. 5mg
)
Maisine ® Hmls (W H e ) (£ 549. 9mg 549. 75mg 549. 5mg
35-1 &)
Labrafil @ M ABRRPEEALH B () 549. 9mg 549. 75mg 549. 5mg
1944 (TH)
Gelucire™ PEG-32 H yili 2 i PR I 549. 9mg 549. 75mg 549. 5mg
50/13
Labrasol ® AN R REEEAL H g 549. 9mg 549. 75mg 549. 5mg
(capril-caproil) ( &)
Lauroglycol ® PAHBERRBZLE (ITE) 549. 9mg 549. 75mg 549. 5mg

FCC
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Solutol @ H15 | 66012~ BHEMIRRE L 549. 9mg 549. 75mg 549. 5mg
B (RAMBEERIRY )

pean 550mg 550mg 550mg

[0075]  SEjifsl 2

[0076] & 548. 9g Gelucire™44/14 R B AR T IFAE 55°C A 65°C (TRIE FFILIAF
T4 R

[0077]  {ERIZAFE S [l R4 T 6 0N 1g BHT 28 BHA, RS I 0. 1ggimatecan, H 23k
(B e P A -1 N

[0078] LI T RIRERIRSWE T 2/0 55 CHE FHda /b 15 08h .2 5 /i
SRR TS 0 TR O JEAl B ARG % , B2 B4 FR MR IR 221K 2] 550mg [ H & o

[0079] Z GG E TIREM E LUK, A 50 % SRERKI Z E O REG%
P B AR R TP IMAE R A3 %5 0. Img F R M m AR5

[ooso] DAk 7y ARSI EE , 34 USP/NF Hi38 1K1 77 7%, s 30 4381 5 A2 T80 % 1) 14
SN

[00811 4 FH AH [ 1) 75 ¥2: 3 2 LU 9 BFARAIK Gelucire™44/14 [#1H &, 3K15 & Fh AR5 &1 I8
7 (0. 1mg—0. 25mg—0. 5mg) »

[0082] X% T 1mg JWEE, Gelucire™44/14 (f1H B3 IN% 809mg/ JKHE, M E 4 810mg.
[0083]

J5 0. Img X% 0. 25mg K FE 0. 5mg iK% Img %€
gimatecan 0. Img 0. 25mg 0. bmg 1lmg
Gelucire™44/14 548. 9mg 548. 75mg 548. bmg 808mg
BHT/BHA Img lmg Img Img
B 550mg 550mg 550mg 810mg

[o084]  SLjfifsl] 3
[0085] ¥ 499. 9g Gelucire™50/13 2L By Aba% 1 JF1E 55°C & 65°C iR N FILIAH
O
[0086]  7ERIZUHFET FIEFE TN 0. 1g gimatecan, B 3RSV / 7 Bk,
[0087]  {BAERIZUBEEE T, 1 TR A Y NN 5g A SR BN A 45¢ 2B £ FF 1000 (2
A B ) o
[0088]  H LA T RIRE IR S W E T 2/ 55°CIRE FHtHE 2/ 156 4058 ;2 5 20 il
FESTARIH TS 0 JTEBOW 0 TEAH B I IR %2, B 22 B> R IR 3218 3] 600mg (K E & .
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[0089] 7 J5 ¥4l BE e B T R Ee vk b U LB P, A48 50 % ZBERUKBE 11 11 R 58
W SLB A, ARG AR P A BE R AT R AR E,

[0090] DAk A SRAS I I B8, MR USP/NF #5188 (1) 7575, B HE 30 238 5 AN /b F 80 % [y 44
HRET o

[0091] A FAH A (1) 5 v IR 32 LE BT FRAIK Gelucire™50/13 (I F &, 343 5 Bl A [R5 2 1 ik
# (0. Img—0. 25mg—0. 5mg) »

[0092]  Xf T Img KCEE, Gelucire™44/14 [ H &= INE 809mg/ [KHE, M E B4 810mg.
[0093]

JE k) 0. lmg X5 0. 25mg X FE 0. bmg R FE Img JK 5
gimatecan 0. 1mg 0. 2bmg 0. bmg 1lmg
GeluciTe™50/13 549. 9mg 549. 75mg 549. bmg 759mg

H B R A Smg bmg dmg mg
PEG1000 45mg 45mg 450mg 45mg
B 600mg 600mg 600mg 810mg

[0094]  SEjifsl 4

[0095] % 500g Gelucire™44/14 F1 39g Solutol ® HS 15 H &% RS 25 7 I 7 55 C &
65°C IR N AT H IS BI04 £

[0096]  FEREIZUTEFE T MM NN 1g gimatecan, H 2 RAFIE ST / 40 Bk

[0097]  {57ERIZLERFE T, W PR IR G I bg HEE B R H BR A FH g SR & — 1%
1000,

[0098] LI T RIERIRESWE T 2/ 55 CIRE Ptk D 165 708 s 2 Ja i 4 il
SRR TS 0 TR O JEAH B I i3 , B 22 AN FR AT IR 2215 1) 550mg [ H &

[0099] 2 JE¥hcdEan & TIREEIR DU LI, A AL 50 % SRR Z 1 E O RS
B, RGP MAE 2T R AR,

[ot00] DLk 7y ARSI B EE, i34 USP/NF R85 7%, Won 45 4380 i A D T 75 % 1)k
SR

[0101]  SCjEfH] 5

[0102] ¥ 509. 9g Gelucire™44/14 2L# By ALa8 H JF1E 55°C & 65°C iR N FILIA
P 0, AN 5g —HEE— ZLBF (Transcutol ® ) .

[0103]  FERIZUBEFE T FEEMH N 0. 1g gimatecan, HL £ 3RGH I / 73 EUK.
[0104]  IALERIZIGERE T, [ TR G N 5g Peceol ® F1 30gLabrasol ® .

[0105] KL T BB RIREWE T 2/0 55 CIRE FHteE D 165 05 s 2 Je i 4 il
TS AR TS 0 JE XN O JEAH B IR 3 , B2 BRA BRI IR S 148 2] 580mg [ & o

[o106] 2 JE¥4icdedn E TIRFEMR b DUR EL3 I, A AL 50 % SRE K 2 1B L RS
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W, RGERT P IMAE 2R R AR,

[0107] DAk RIS i #E B L 7E 3 900m1 0. IN LR i b, Bii 4% LA 50rpm
ek, 45 3P AN 75 % ARSI

[o108]  SZjfs) 6

[0109] ¥ 100g Gelucire™44/14 253 FNR G 4% / F5AL 25 P IF4E 55°C 42 65°C[1HRE T AT
A B S, %R 5g Solutol ® HS15.

[o110]  FEEIZUEHE T FEEa o 0. 5g gimatecan, H 23RBS / 4> Bk
01111 ERIZIERE T, BT ARAEW R I 4g + R B .

[0112] ¥ 499g T AT 4E ZR % [F] 75 41 0. 5g gimatecan ZEEL B HIRAL / 48 . AT
MBiRE R 15 8.

[0113] 455l 4 (4 Al) I ON 5 A 3l it 41 4 22 R0 gimatecan [HIRIALH, #EMRA,
ISR A AL T

[0114]  HUH AT/ 500k, 10—k 5253 IR A 4%, LR In AN K2 100g b 4T 485, 0. 5g
T HE BREE AN 0. 5g ik — Ak fk

[0115]  HIRGWIRE b 74P, mEREGMUL T10mg/ A KA E ). LA7 k45
[ 71 ZERSEADL B A AT RS, SRIHAE 45 23805 A>T 75 %6 1935 P o B Tl
[o116]  SCjtEfe] 7

[0117] ¥ 50g di Gelucire™50/14 258 BV & 25 / Fa b a8 F1 IF4E 60°C 22 65°C IR R A
TR B T

[0118]  {ERIZIBEEE N mFEEAH I 0. 5g gimatecan, B £ 3RMFHSIVEI / 73 B
[o119]  IAERIZIHEHE T, M TR IR-G Y P I 4g K G ONBEAR

[0120] ¥ 405g FLHE—KEWIEF T4 0. 5g gimatecan ZEEBIEIRIAL / Btk rh . AT
YR D 15 B,

[0121] A F e & R B N5 A LB RN gimatecan HIRIALH, AR A, HERTE
JSEE SRR o

[0122]  HUH ATASH0RL, 0 —4b 5 23 IR A 4%, LR I N KA 174 TR AT 4 5, 1g Tl
JRIREERN 25 itk — A hk .

[0123] HHRAWNRSE b 780G, ARG 660mg/ KA HEEE ). LAy kA5
[ 7], ZERSEALL B A BT AT RS, SRIN R AE 45 2385 A>T 80 %6 (1935 Pk 7 B Tl
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