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S-FRL T B R R R TR L 2- B TR G L L TR 2- TR AT
LR NE.
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W (intra—artricular) S8 P BB P BE B IR kR A S Y 3 S Bl B R
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I AR B R A VDVE AR T K PRV R SR A R K PRV o

[0070] AR SCHr R AR TE K ERRE” 2 T 05 75 W B MG A i K PR A« eSS K MR
TR AT DLELRE I Sk BO6 B fE (2R 75 20 , DA G I B 48 R — 8421 5
S BB 5 7R BRI 7 Hh B A — b o s 8] P A M R R B0 7K L B %6 A BE VA MRS

(00711 fiARSCHY AL, 9 ELEREE 3488, 5 MRS “Af & 2 iR id & H TR 2
TR 1 R0 ) A0 B S R AT (B A, TR R s BN AT B TIUE E TS A, LAk
DAL= AE BT v I 7 AR (R 38 A ] 5 75 5 22 50 & DA SEBIL P 75 B A RUR) ATt 5 7T BT
E AR UL 25257 AT 42 AR — i o BRA R & AT A A — e AR AR A T S FhEk
Z PG TT I AE (9] m] 252 [ 8UE) S FIUE = —FhE 2 2 BT a7 A & a8
THE S — FhELZ PG ST IR 7 SR  IBR 25 s e 2 L5 o N2 T R e &= v 5
S —PPER 2 FIRTT 2 A 2 P2 43 o 9 0, PTHES2 I B4 (a2l 2 b mT 252 M 38UE) #h
TR ) G PR 7 B RS AT 0T SRR AL o R, B4 R A, A 20 FF IS il 571 1)
AR H &G B VR R T AE A 28 e 2 W G R A e « TR e 52 038 BAE AR ) B
1A R B K AT T 2 PR 25, A 4% Frif o7 1990 AUpeRe i 7 5 5 iy FH R4 PR AL
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AR YE s I HBEARE A s 526038 AR 68 AR T L SR ROIRGC M A1k & s B B A
U TR P ) e P A T MR 3 2 5 YR T A R 1] 5 55 B AR A S ) 28 B R A
(RIZ5 AN /BB IS T s DA B B 2 A b s8R SR 2%

[0072] AR ST A ARAE “FE AR TE 207 s 45 2- (4-SUREE) -N- ((2- (2,6- A QIR IE -3~
5) — 1A I Wbk -5 55) FJE) -2, 2- 9 £ B g B HE S AR S ) AR BT AR e A AR TR S
Y 255 ERTRESZ I #h AR AR VBT 20 TR S KA IR AR B S S TR
m R N E TR B R & .

[0073] @A SCHT AL BR AR Sy A48 I, &5 W40 AR TR I AR TE “Z5 5 bRl 332 1) 317 A 65 E
AR T A SRR A S (01, A S0 1) 1 R M S0P 348 7 1) & o s PR 38 40 BE 8 55 &% T
ToHLER M HLIER T B Bl o e 0 6 o 7T H T il 4% G B PR AL S W0 2457 b AT 452 I TR T Rl
Eh R e IR LL TR il o 35 B N Al £ (W an , & 2538 57 BRI 2 S RO Eh) IR « S idE Y
AV OREEAR T 5K 8 SRR R PUIR iR BRI iR IS L - P IR R L TR IR VY
IR IR TR IR AR  FLIR S bR IR L PR IR VTR B8 T R R A 2 TR L B R TR L A
[N NN N N A R A N R T VAR T A S T (i
FREAUR 2RI (i, 1, 1 - R 0- Q-3 AE-3-F R K A& IR AR EAR T
MR SRR SR IR R B R B IR o b LA B R B IR 2 4, S il o I & n] 5 %
PR FE IV 2 7 TS ) 3o AR T B BRVERI AL B0 0 BE e 5 & Fh 2y 2 bRl 332 1
R e o A A e v D RV 7 7S 1 o A e g Pl B e | sl A i N < N A O
£h VSR Ve

(00741 A SC Y A HLERAE 5 BB, 15 IR TE W& &40 Seat 5 2 aE3Em 7
ettt EECER TR ERTE IR A SO R BER AL S P B o 2RI TR D K 1B
NLERIEY KRG

[0075] @A S A BLBRAE A TR, 5 WIRTE “AI 257 B4t &R m] DLE AP S 1 (K
HPEAA ) TR KR A B L e T U S AR AL S D AT AR o A28 G S48 B R A AN PR
TR G Y (Bl ant &0 1) BIAT AN, FoAD 8 R] AWK AR 3 15 ] A= 0 7K g I
Ji& AT AW KA PR TR R AE D K A ) A i PR PR IR  PIAE  K AE E) k T T T 7 AA  I FOR
HAE AT 7K A P T 12 T 25 A o T 245 1) G 8 S ) 0 9 A ST Pk Ak & (el o &0 1) 194
A4, FALFENO \NO2 ONOBRONO2E 43+

[0076]  “Z2% b m] 452 (R MR TR )7 A& 45 1k 491 4 o5 722 v P R0 ) A O PR B e A it FH O 32k
B YW SO A AT BT P ) 1) B2 1) e FH R 4 5 o 2252 b R 52 R BTG 10 5 o) S 1
AW B AP 2 H o 252 BT 352 B R 70 6 Sk 41455 481 21 7K WNaC 1 (0465 SR VA0
A TR ER KV FEWE R ETRE G20 G R R A R IR AR R A AR T BT
WA TR VAR ) B e BB B K AL B 0 ELREVE M BUE R IR DT BRI P R R A 4E R VR
LIt % S5t R 1 £ 70 55 o AR AR AR N SR IR B, A A3k 8 R 1) JH: 2 2 R 77 ]
TR % B p 3 H A S B Handbook of Pharmaceutical Excipients,Rowe R.C.,Shesky
P.J.f1Quinn M.E.,%6Jix, The Pharmaceutical Press,RPS Publishing (2009) &1 %1 H [
TSR A TE: “HY B N % R g O AR ST A S R 1 SO

[0077]  quASCHr A, “HEH (administer) ” B M A (administration) ” 45447 7E T B 1K
1R B4 T R 3 1K 22 5 TR IR AT A o il L R AR L 2 0 TR IR IR YT R T A TR
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2 BFRAEAPRE T 30 R VRS B2 A S F ik P VLR P 3663 026 B30 AR ST i ok B4R 4043 12 0 1)
He VIR I 5 v (B ek SRR 2% B I 1B AN 23 s IR PR il 771 s s 5 R
B s AR B BHIE ; B s ANBIIK PN s BRI 5 O N 5 N s BUE Y o

[0078]  “Hudg il A& fa buAE A (05— 8- R e | B 2RSS ORI B R (4
KA AE T W B KR EAZ e AR AZEE L 2 G4 39 B Ab 57 (ot R
B R% W SEVEE R RYT WAL R 1 G XA 238 P R R AR L R) L #A75) (B i g .
B BEYDFRIEA L IM-2165 V04 (satraplatin) (CI-973) (EIREIAER BlnL R 2 .4
BR) MR RAR B, 285 R PHAELE (idarubicin) JBITERJEHER) 0T
PRI 1 77 (89 G, AR FETEEF A ARD)  Bu A A8 AR R (140 5 Sutent® A DR B 3T) BUTAT
HUE A PR ) (BEEEMESE R)YT VIR JE BT (prednimustine) ) IE BB MEh ) FE L
B3 BN RN BCER 73 FE U] e A0 ) A 2 A AR BER IT

[0079]  “IL:[H] e A B HB A SCHTIR (Y 4 & W) A0t — FhE 2 P G 7 464 (BHEH6
U D B[RV S S50 Firod i FH < 1l B3 Wl P s i FH 2 it P < L ) it P = a4 A ) B
i (2 T —Fi A e 25 7)) (R B B P e R AL A4« SR Rt B HE RIS K I (431
W, FEAZ I 29151015 2030438 A1) B LA A ART I3 4 2 it FH 799 s P 7910 o PR Ot ()
Jite P AT AL FEAE 55 i PEFIA00.5.1.2.4.6.8.10.12. 16208 24 /N P it FH — Flr i P 5]
(B an , AR SCATIR A A ) o FL ) it FH 3 ] 30 ek 2 ) 1], 480 4, ] 8 — o0 6% 1 oy P 5
1R B — TR B A S, o i 2 7] T B ] o AE S MM LT 5 i PR R — VR A AN B AE R AL
(B 2 o TR A, G AR SR R e [0 e FH T DA 45 it FH 22 2 790 B 0 ) 35 12 51 (491
WA ST (R A B 10 LRSS 3 P 7510) 1T O B 0 g B o ) 2R

[0080]  tASCHT A, ARE “BEH” B AEBIRIGIT LA iE b &1/ — e B & H
i — KRB 2 T — IR AR SEEE” BRSBTS s Wb AP AE 2 /D10 K 252 1Y
To R B P BT R H e A S AR SR A RS T B BT ERCH” B A R HE DA BN R
VT ER) T e 4 LR R o 440, A & 400 LI ) Bt 2 5 JAT it P — 2275 K S+ Ja R i FH (161 4 28
R JE AT — F R IR E i 2R 5 52 28K &1 3 1) H: e st ) ft) AN it FH 45 2 B 3 i 4
A )\ 8 ) A H it FH 5 SR i A I8 — I AN e FH A 245 1) B3R e FH o A SR A, AR T
WP BAE BIRIBIT WA YIE Wk &Y R H BOE S A (H B A= 25 4

[0081]  “fy 2k &” /& & DAL B FH AR (B2, v 97 5 9 B 20 55 93 BUR IR IV — Pl 2
FEPR) B o PRI, 1) 5233 il FHAS SCHTid Ak G401 “&7 2 48 “H 20" 10 it FH DA S EE (1)
TBITEE R DRI, T A SCE 1, AR SCHTIR AL E V) IR 97 3R A 18 i A ATk L Jn iy ikt
K SRR 1)  REARSCITR A G WIN Va7 A RE” AR A WAL R & LAV IT A8 3L
Fridgeip (19 1, AML) 1Y) — FhEl 2 FRE RN & o ASCHTIR 1946 -& 9000 it AT DU 491 g A
PRI IRAS A % L M RIS B () DR 3 SR A8 o YR IT A A E 1 2 TR Ak B LI AT ] 3 MR B
HERWEL AT 5A RS

[0082]  fASCHT H, RE“YRYT (treat/treating/treatment) ” ¥ GE 7652 il 5 4 PA5E L 12
W B AR AR SCRTIAR R e (9, 1 A5 , B0 HEAML) B BT A AR ek 4 5 9 114 7 B PR BOREIR
B IE 22 BRI 3 e BOREIR AR FH

[0083] A& “S2iAE” . “HHET L FHE LR ET AT 7 BN BT AR SO ]
A, 9 H AR g e 2] DS it A AS SCRT IR IO 2L S 036 97 1 A SCHIT 5 (19 1, AML) PR —

10
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FREE 2 Pl (10355 A2 0 A o A= A () = PR ) Pk S gl 8 N L LB I L3 2R L R AN B
W L =E G R R AL e AR I A ST B, 2 E AN NS n LA RS
1B RLI100% 2 (0] AL TT S, AR SCH 52303 m] DL BT v 77 19 2 998 >R R AR (4]
“AMLAZ AR\ e 22387 B A M 2 i E ) -

[0084] A SCHr AH HERIE A A U, & W R E “Tihi (prevent/preventing/
prevention) ” &8 B %598 BURAE » BUFT R 2 908 BUORIE 1 — Fh B 2 PRI R AE L B2 B
I HL A8 “HiB (prevent/preventing/prevention)” ik /F A FE 4T 2 SR BOR
37 B R IR 2 BT A AR I 40 it B i A o BRI i 1 7 AR T

[0085]  tnA ST I HLBRAE S A Ul BH , 15 IR 1E “ 1] (manage/managing/management) ” i
HE AT OV 4 e ARRR S R BURRE 1Y AR 2 R B b BTl BROm BURRE R B2k, A/ B 45 DL & 08 i
5 T8 IR BUORIE (1) 5 3 A T G2 AR IR AS IR B 1) B4 o T3 AR 35 o 256 R =7 2 9 B0 2 11 1 1L
R R AN/ B B2 1) B e AR A8 A LR BURRE 1 7 2

[0086] i SCHT A ELERAE S VLR, 5 IR TE “40” , 78 45 4240 A s 2L 14 15l 43 O 7710
SECHE & 4 L IR, B RS AR AU B RN SETAIR B RS MR ERE .2
B R T 2 R E A SN A AR R E . EEUE R ot Bk, ARE 47
WEATEEHE. B EETE 2 N30%.25%.20% .15% . 10% 5L % N & B8 i &
[ERta

[0087]  dnASC R A ELERAE 55 U, A5 “Feow 107 76 45 & il 77 3R 2L 48 A, 2= 48 i 7
BT B35 T 1 40 £E 4 58 I I TR) 2 P ORI A, IF AN Wl 25 B e BlOR A5 B DA e 7 s
(40 , an st B HPLCIN 58 ) o 7E — LU SZi 77 22, 2970 % BB 22 | 2980 % B BH 2 5 £J90 %
B 2 HIAL B I AE i RE I () B G AR FR VAR Ao PR T DU B AR ORI 2527 T 52 11
TR T2 75 PR R 25 2 o AT UG, 21 2R SC BT I B 25 1 227 2 b P 4 52 TR TR 70 AR 2 70 AS e e B AN
DA 7 20 (4, 5 HE s 80) 078 AR SR v M R0 A S M BRI S 7 (LS U550 28 T 4 DA
NAREFEEM

[0088]  fiASCHT A, ARIE “IEg” e i B A 85 A T i e A R RIIE 5. e v B R B R 1) BA
FIT A7 e R0 i PP A L R ZH 210 AR ST A, “BE AR MR R 48 T B IR A S K 4 i
BANSZ R R A A K BT T 2R, To i A PRI A R PRI o DR b, B AR MEam ™ A ke LA
VAP e BN SZ R R I 20 M AR R B AT R PR A

[0089]  fnA LR F, “HL ¥ 2 W 1k i Jgg™ A2 i B AR 170 IS0 RN B 0% 38 G0 — B B NIk 2 40
FURPRBAE IS B8 (1 1 R ERT IEE A Sk BB B AT S (AR E A S bk e )
B BEYR o 7E— AN K TT SR B R N 22 R T R o A e S T S, 1 IR A2 461
SUPEBRAN M T P (AML)  ECPE R E 0B PR s (ALL) < RSN TEH 1A 0 595 1 1 vk B2 4
Mt (3 i ps (CLL) B4 M 1 I A R B AR B Bl 39 A2 e hE 12 PR & 40 B 12 () if s
(CML) B Bl A 7 £5 B AE (MDS) TS AR 40 M s 5 (HTLV 1) [ I « AR K 40 i 38 22
BB M P ol I 2 A ) L o A — S ST 7 22, I E R R 91 S R 0 P DR B AR 2
Jei (DLBCL) BZH [t Jit f 2 200 B P 9K 289 /NS 24 B M 9 22 0 1284 A bR L2 4 J 5 55 (HTLV -
1) [ 975 /IR EL 08 e N TAH M AR E 988 A0 JEI T4 itk B 988 (PTCL) 52 Bk T4 M bR E 987 (CTCL) <
BT MCL) E ATk I8 (HL) HEE A7 itk y8g (NHL) ATDSAHSG IR T8 | et 1k
PR 93 /N AR L 0 B Ik 2 93 B2 T L/ 4L 25 240 i Py DK B B ok 20 989 A A Tk 2 980 L J 2
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B (FUAR) BN B b T8 | B 25 X IR 8 W Ri ch ter A8 6 | &5 5 P10 25 X Ik 2 98 B ALK BH
PR K BAH bk T2 90 o £ — NS 7 22, MV S e A& oy MR bk L2 98, B0 455 451 a0 DLBCL | A
PR IBREL PR B 5 X IR E R

[0090] R “F MLy A2 Fi ML T A 4 23 R S PR IR 11 TP A0 4 (AR PR T4 2k 9k E2 41 A
PR 0975 18 P 2 P P 1 097 P S B v P s MR B T T s AT P B
W 3 L9 o I AT AT R E R B R MR VS PR B

[0091]  OR¥E “Hr Bl AE 7 SR AR SR FRARAE N ML (L4000 . 40 B (B bk 2 4il e 2 A1)
A R (B AR B AZLE D) ) 11— Fhes 2 Mt e 2 93 () 7 A e B I ik, 9 HL
ALFE DL e : AEVE PEST I RA) s RAFEFIREKL 240 i (RARS) s RAFE SR 4G 41 i1 22 (RAEB) ;
HMEVEPE AN BRI A1 2 R E 0 (ROMD) 5 MEva VE M4t o s/ f1 51 ROk B 575 (RCUD) 5 5k
S REBEN A FE GAME MDS-U) s 5 B K del (5g) Yefiih Fem MO BE I AL B 4r A
TIE 5 Vi 7 P S P e g R 0 A 5 PP 0 R T 1 L (CMMIL)

[0092]  4nASCRT A, Sk 4 M M 1 M ps” B e Sk A0 i 1k 1 e A R B
PR R, Hrb B PR A 3R P A7 A R T A R B FF HAF AT & B RR O ks 40 B 1 R e 2
YRR IEE DL 155 Ye AR AN 75 Yo AR (1 X 3838 e AT AL

[0093] 4 SCHT A, “E MRS g Mo PE A s (ALL) ™, HRR Ay 20 s bk B & it e 9 1
97 5 e dE R AR RCIR (4 M Bbk B A i ) = AR KRR B 5B

[0094] 4 SCHT A, “TH AL A ILI58” A& F8FR A Tibk B 40 i 5 T 40 A oAk B2 2R 4 ) 5 e 4 iy
ST TR 00 o TAH M A2 11 20 e, ool v m DA MO s B R L A e L A0 SR A e A 4 e, 97 A
VAT S N I T

[0095]  R3E “E R ME” R FRIRIT G ELAA A LR 2 AR K SR ELAAEBE G 0 40 Y R
2R/ B AE S AT ek D () 475 O

[0096]  RiE “MEva VEELHUIE” 4R B e i ia T 2 5

A A% Do

[0097]  tnASCHT L BRAE S5 A UL, 5 MAEART (R 40 R ] 2 B R A B AL A W) 4 5 R 72
AR CAT0 RV A A 45 'S B TUPAC- TUBAE M4k 2 £ 4 2% 714> (3 WBiochem. 1972,
11:942-944) .

[0098] 6.2 2- (4-GRHE) -N- ((2-(2,6— S ARIR g —3- L) —1 A4 | Wk ipk—5 - J%) HR
i) -2,2- R LBE R £ Y

[0099]  fE—ANSLjE 7 L, AR 2- U-FOREL) -N- ((2- (2, 6- AR IE-3-4%) -1-
A I B Ibk-5-J) L) -2, 2- o L BRI 2 g A T 2RA R BB A C R D JE E
BT E IR 2- (4-F R L) -N- ((2- (2, 6- AR IE - 3—38) — 1 — 480X S 1| bk —5— %) F
5 -2, 2- R OB 2 i BUAE 5 AR SCRIINHR AS AR R “2- (-G EE) -N- ((2- (2, 6-
TR E -3 J8) — 1S AR R I bk -5 k) FR L) -2, 2- TR SRR [ AR TR 2K R 25
AW S A 1 52 1 s IS) 2 R A oo BrRid , Birad i )2 R 2 R 2R BA 51 I 7 28
BARIE N 2- (4-F R HL) -N- ((2- (2,6- AR IE-3—3L) —1 - 480X 51| s bk —5— %) FP
) -2, 2- TR OB 2 S LA SO AT T AT .

[0100]  2- (4-GRHE) -N- ((2- (2,6 A AR IE -3 ) — 144X e g Dbk —5—J%) FR k) -2,
2- R L T 2RA

BB E B R AR E A R

12



CN 108601777 A w Bg B 10/67

[0101]  FEHRELLSL Ty S, A SCHR AL R T il B AL A LR TR SRAT & .

[0102]  fE—AsEitidr &, XA S W K IER AE H—ADEFE T R 51
I RA SR 45 R

[0103]  7EFELL s 7 S, T A AIE L 78 2R S ARS8 7 4d 22 v &5 SR 3RS, BTk v 571
A F A G0 A DA VA SR R I — B 2 P A A AR« TR DA % S TR B R K RV VR A0
FE RS 7 e, sRALE T S BB, B nZ150 C R AE LT /7K (1:1) JTABABL 2.8
HELLA A ) o] A T 23R 15

[0104]  FERLubsiyiJy S, JEaRASE AR [ 45 10, T id el ) i 28 R AT 5 Il &= Fe R
() fE— ST B, AR TR AR A A FanEl 2rh Brs XS et RATHTE 4 .
[0105] FE— AL R, AW I RARG A RL11.5.15.6.16.6.17.2.18.1,
19.0.19.6.21.1.23.28%24. 8% 201120 F AL I — B 2 ARFIE PR X5 20k R AT 50, a2
W T A2 1  AE D — D SEE T =P, AL S IE AR A 7 K415.6.16.6,17.28¢24. 852
0120 AL — AN TS  SAS B ANERAE T XS 2R AR AT B o 7 5 — AN s T = b e B
PIEIFE ARG W 1R B A I — AN A AN TS AN S ASAS BB ANERAE PR X 264
RATENE AR — A2 5 b (AL TE ARG R LR 7 0 — A A B A
AR T XS 2ok A AT i

[0106]  7E—ANaRfity rp, AW IITE AR A 3eh BT /s i SEMBE A .

[0107]  FE—/NSEif 7 R A S 1 4 i U A JE R o BT 4 b Fr 4 i 403k
PETGAR A BT B B R (TGA) FAE P o A FL L8 st 77 22, 0 T aRAR M B TCA T S 4k
[0108]  7E—ANSEjif /7 =, A AW 14 i T aRA L A JE AR T an i 5 0p BT #5219 6 B2 DSC
o HT I AR R ST R rh , TR SRAR R IEAE T8 LA 229 C IR IGIR Z 18] /g1
A S S (1 DSCHE 28 o

[0109]  7EIEEE i 7y b , T RAMRRAE 75T B0 A VRSB 20 BT o AR PR BN A1 SR Bt
(DVS) FEi 27 AR 65 o AERLLE S 7 S v, A AR (“RH”) 290 % 39N 22 2790 % RH
N, AR /N T1.5% N T 1. 2% U201, 2% w/wikl 7K R o 78 HE e s 77 2 h , TR A
5 /NT0. 1% 7K, e £ A W E N 225 °C ML 48 RE 5 b 78 2% 10 22 O v R AR Bk
(coulometric Karl Fischer) (KF) 24 ME K .

[0110]  7EMLebspif )y Sevh , il 'H NMRAR W82 BT 3RAR B 2 B AR s vk B v 571 (B T)
[0111]  fEREBe szt 7 b, Ak AW LI sRAR B AEAE T HAE TR 4 1 g PR AE I o 7
Fresiif y rh , AR AR E N, BT, 7R IN2000ps ik 772914 B , FEXRPD P 22 38 A {7
FEAAR, I HA TR AT50E (8) .

[0112] 7RIk F— ALty o, WAL TERARE AR IR el 7R3 Le st 7y bt
IR AR EAi I aRASEAR B e AR T, 1 T8 2 T T X 70 SR Le S 77 2, 4k
AL 4l TR 2 RA R 25 BEAS /N T 2995 % 2 A /NT- 2996 % 41 A /NT- 2197 % 48 A7)
T 2198 % 4l AS/INT£998. 5% 4l . AN T 2199 % 4l A /N T 2199 .5 % 4B AN/ T £999. 8%
ati,

[0113]  ZERESLszif &b AL S T RA R T AR 4l o 78 A SO RS se i & h L 1k
AIRTERAEAR EAE AL BA R R SR8 nE S 471 1B . C.
D\EFH/ BTG 5 TR A T 3R o AR R L S 77 R, T s RA R S A W L [ 44 T R VR S 4 »
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AFEB S LR ST 1 — PEL BRSBTS LI TE B C.D BRI B[]
(N

[0114]  2- (4-SUREE) -N- ((2- (2,6 A AR IE -3 J) — 14X e g Dbk —5— %) R J%) -2,
2- R BRI B

[0115]  fERELL S 77 S, AR SCHR AL AR T EH AL &1 1 T K Bl &

[0116]  fEAEdL s 7y e rp , B Ik MR L8 Y5 R4 2 i 7 45 0ok 3R AT, BT v A
FNEL S DL R B — PhE 2 P AR R R EE /7K DMSO/ S TR L DMSO/ FR 2K DL K2
DMSO/ 7K o 7F = 252 i 77 S, FEZUBIE I M THE /7K (1: 1) HH e E1 45 i R 3RS

[0117]  fERELLsijf 7y b, B 4 i 1Y, s 9] XS 2k R AT = a7 i o £ —
ANSEHETT A A TR ABEA A a9 Fros FIXS 2k RATH I £ .

[0118]  FE—AsLfi s Zh AW IEBRE/E K£15.4.16.3.16.7.17.7.20.4,
25,6827 .55 20111 20 F b 1) — AN B2 ANERAIE PR XS 2000 R AT 306, an o BT i1 . 75 5
— /NS T B AL A IEBRAA E K Z16.7.25.6.15.4816. 352011120 AL —
A EABVUAN R XS 2k RATHN UG A 7 — AN SEi oy 9 A W EBR A
WIR 2 BT HH B — A A=A PUAS LA S AN BC AR AE X 200 AR BT 506 . 7E 5
— AL R AR B R A 2 b BT A A — AN AN S ANRFAE PEX S 2R Ky
ARATETUE o

[0119]  fE—Asjf )7 Boh AL SR RBE AT 1 10 i 7~ () SEMBE Fr o 76— AN SE it /7
Z L AR B AR Fo T 0 B 11 BT 2 AR R TGA IR A A I (1) #R
(TGA) FAi ] o 77 szt 75 2, L sUBAEAR T 170°C R R S H TGATE B 454k o 75 - Le 5 i
&P EABAELTOC ~230°C 2 IF) R 0. 4% [ TCA T B 412k

[0120]  fE—ANSLiE 7 R AL AL 45 5 T B R A HEAR BBl 1290 BT fE 4 1 56 B2
DSCI 7 A7 ] o AE L LE LT 7 R P, T UBHU AR AR A T 46 219~224°C 1 (1) MRl / 45 b A0
HA 231 °C I AE I 5 1 3 BB R DSCHE 28

[0121]  fERLEE ST S rp , T2 A BRIFAE AL T Bh A I8 BB 43 B o ARR MR Bh S 18 <R B
(DVS) SFild 27 AR 135 o 7R SR EL St 77 S8 v, XA I B (“RH”) A0 %6 38 in 22 2990 %
RHI , JE BRI H 291 . 4 Yo w/wi) 7KW o 7E e St 7 2, T (B AL 5 /INT70. 1 %6 7K, 4
TEFL A 1B N 225 °C I LG RE il AL BB 28 1 O VA R R B AR (KF) i 2 4 2 1

[0122]  ZEFEsbspiiiyy rh, IR BT 'H NMRA i HY 5 35 0 B B vk BE v 70) (1 14) &
[0123] AR seszfifi 7 Rrp Ak AW LI T RB I B AE AE T HAE TR 4 1 o2 PR AE I o 7
SLe s gy e, B R T 1Y, 9 W, 7E 5 iN2000-psi e 732914 i, JEXRPD ] £ B A
REFAAE, FEBA AT (B15) .

[0124]  fEiE F— AL T P, A BRI UBRE A [ Al o R LS 77 2 p , (b &
N B2 N e L = W B N e N = Ao P o s R 1 R i £ s W o 8 29 i S S 6
AL 4l TR B 25 AN /N T 2995 % 2 A /NT- 2996 % 41 A /INT- 2197 % 46 A7)
T 2198 % 2l AS/NT£198. 5% 4 AS/NT 2199 % 4l AS/INT 2199 5% 2B AN T £199.8%
i,

[0125]  fEREBeszfifi 7 Rrh AL AW LI aUBAR A b alif 78 e s i 5 b Ak A 1
B BEAR A E A R e RATE N, A5G a1 A1 XA C.D.E
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/BT T AR 2R o A8 S e st 7y R, I BB S AL R XR &7, &
FE AL A AR & B i — P2 MR S - AL S TERAL C D ERITE & T[] 44
e

[0126]  2- (4-SUAREE) -N- ((2- (2,6 A ARWRIE -3 J) — 14X e g Dbk —5— ) I J%) -2,
2- R OB EEC

[0127]  AEIEBCSLyf Ty 2 rh , AR SCERAL I R T 5 AL B W L) KT SOl 26 o £ e S
it 77 &, TR CRAL G IR T 2 I % Esds e e K.

[0128]  fER-desijfiyy Rrp , A CIHl Tt 78 F L VA IR R P AL & W0 R AL I K I () B R
AT BRI A 2490 A5 DA ¥ 0 (1) — FhE 2 M ik & - O 16 /7K N BB B/
Ko

[0129]  fER-sL75 1, FEaRCIE Rl I 208 (1LXHE &) 76 A B (SOXAFR) vh e T+ = 38, 4 4
60°C-80°CE70°C-75C T Ak 2 D24/, 3 HORHBE &M% H 2 =Wk 3RS A —J7 1, B
RIALAES0-55-psi B SE ST FAETOC-75C I T 4T A8 — 5 I, BB A e & /06
N A HIEE R .

[0130]  fEAELLsijf )y e rp , RS i 1Y, Wi (9] XS 2k R AT 9 = a7 i o £ —
ANSEHETT A A A CEA ARl 169 B s (XS 88 AR AT 4T %o

[0131]  FE—AsLiE v, W EMIERCREAKRLT.4.11.5,15.8,16.7.16.9,
17.7.18.4,19.2.19.5.21.1.23.4.24. 78529 9 2011 20 F &L [ — A BL 2 M AE PEX S 2240
ARATHHE, 16 R Fr 2 10 o A ) — DB T R S LR CRA £ K 2)16.7,
16.9.17.78%24. 7220181 20 AL — AN VP = A BY AP P XS B8 AR AT Sl o 7 o —
KT L A CHRA I3 h B 7 H I — A A=A A T A ER
LANFFEPEX S B RAT P o 7E 53— A SETE T Srb, A S WL NCHEAT s 3 i 71
()= SN B ANRRE PEX S 2K R AT 50

[0132]  FE— sty &b, AW LI NCR A i 179 By 7= 19 SEMPE v o 72— N SR 7
ZEh AL B LN & e U H A AR BT 2 B 18+ B i 2 AR R M TGA R 73 A ] | P4
(TGA) F L o 7E R LSt 77 R rp , TR A CR 7 H TGAE ik

[0133]  fE—ANSLiE T R ALA WL 45 5 T NCE AT HEAR BB 199 BT 4 18 %6 B2
DSCHAI BT ] o 7E L LS 77 e rh , T ORI/ T A5 BAT 232 C R A 4RI FE A 126 /g 1
JEAC TR s Rl R IR DSCHE 22

[0134]  fERLEC ST S rp , T2 A CHIHRAE AL T BhAS IR BB 43 B o ARR MR Bh S 18 <R Bt
(DVS) Sl 2 AR 209 o 78 FE LSS 7 S8 v, A I B (“RH”) A0 %6 3§ in 22 2790 %
RHS, JEZRCHEIN H 2506 %6 w/wik) KR USC o £E R8st 7 22 v, TR aRCa & /N T70. 1% 17K,
TEFL A BT N 225 °C I LR RE Al AL BB 28 1 Ok R R R AR (KF) i 4 2 1

[0135]  fESEMbsijy 22, ROt 'H NMRA S 7 HH 4 35 1R B A B vk BE v 771) (B 21)
[0136]  fE R Beszfiti 7 Rrp , A AW LI 2R CIR A 7E T L AE TR 4 1 g PR AE I o 7E
Sre s 2, N CR R B, T, 765 iN2000-psi e 7329143 iy, FXRPD ] 2 FL A
TREFAAE, FE A AT 50 (E22) .

[0137]  fEiL F— AL 7 B, A BRI RCHAR [ Al o AE RS 77 2 p , b &
N B % NI B2 119 2 WOE 7 NI e et R TR S W R | £ e W s 9 g S S 6
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AN EA 4l T8 RO 4 B A /N T- 2995 % 4 A /INT- 2996 % 48 AS/INT- 2197 % 4l A /)
T 2998 % 4li AN /NT-2798 . 5% 4l L A /NT 2999 % 4l . AS/INT- 2799 .5 % 4l BEAS /N T-£799. 8%
g,

[0138]  fEREseszffi 7 Reh AL AR CRE A Al A e s i 5 B b b &1
FIIERCHEAR EAST G EM IR EEEE A, SR 6aE S1h 5911 % XXAB.D.E
/B AR 2R AR R e sy v, R CR B S A ML E R MR &Y, &
FE AL A AR S B i — P2 MR S - B AL S TERA B D ERITE & T[] 44
e

[0139]  2- (4-SAEE) -N- ((2- (2,6 A AR IE -3 J) — 14X e g Dbk —5— %) I J%) -2,
2- R OB D

[0140]  fEIEBOSEyf Ty Z2rh , AR SCERAIL I R T 55 AL B L TE 2XD il 4% o 78 28 SE Tt
ZEh L A AP IE D AZDMSOIE A4 o

[0141]  fE ey 7 2 rp , JE 2N i 76 DMSO/ Y 35 S T L i b in Bk KB 3 BLvd 2097
KK

[0142]  fEREdesijf Ty 2 rp , DA 4 1Y, s 49 XS 2k AR AT = a7 i o £ —
ANSEHETT A A B AD AT AR a0 2350 BT 7 (R XS 88 AR AT 4B %o

[0143]  ZE— AL F R AW RDEG A KA14.1.14.3.18.8.19.1.23. 65
24. 0JZ 20 ({20 F LI — DB AN FFIEVEXE S RATHIUE , Gn & 23 Fir 2 (1) o 78 53— A SE
W) AL S LR RDEA E K Z)14.1.14.3.18.88819. 1201120 g 4b i — A A
ZANBC Y ANEAAE PEX S B R ATHS U o 78 o — AL T 2, R TR DR A ansk 4
o B — AN S A DA AN S BEANRRIE 1 X5 8k R AT 506 o 78 J5— > S
T EH AT RDEA WA BB H I — AN SN B AN AIE T XS 2 h AR AT S04
[0144]  FE—ASEHE T S, AR SChe it T AWML & dn B 20, B AT B Foof BT & 24
i I RS 22 AR R PETGAR A Hr IR I A ER (TGA) $viit I 7E e s i b, TR DE B &
140°CH R 29141 % R TGAE S 42k .

[0145]  fEH-desy g2, TR RDA S 2914 3T 8 % [ DMSO, f ik A0 AH € 1922 I 52 19
[0146]  fEIL F— AL T P, A G R DR A [ ali i AR e s 77 2 rp (L &
N B2 N e L = WD B N e e = Ao T s R R i £ s W 8 29 i S S
AW SR 4 1 TR 2D 25 BE AN /N T 2995 % 2 A /NT- 2996 % 41 A /NT- 2197 % 46 A7)
T 2198 % 4l \AS/NT£198. 5% 4 \AS/NT-2199 % 4l  AS/NT 2199 . 5% 4 EEAS /N T 4199.8%
ati,

[0147]  fEREBeszfifi 7 Rrh AL AW LI DR A b alif 78 e st i 5 = b A A 1
I ARDIEAR EAT A AV H WA T, AR, A SR A S 1
JEABLCLER/ B e T T 30 AERL e s i 77 2, e D2 B 34k S LR [ A T2 2
FHREY, AFE I aE DL S0 —ME 2 PR & A5 A1 ERABLC.E
AT e TR A T

[0148]  2- (4-FREL) -N- ((2— (2, 6- 5 ARIRIE -3—48) — 1 AU | Wbk —5-8) 1 58) -2,
2- R OB T E

[0149]  fE R ECSL 7 Z2rp , A SCERAL I R - il 55 FH AL A W0 L) TR 2RE i 4% o 78 FE L8 STt 7
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ZEH L A T RE & DMSOIE I A1 -

[0150]  fEJELLsEyf 7 S, L AEAE 2 T M AEDMSO/MIBKELDMSO,/ TPAERDMSO,/ 24 H i i
KRR

[0151]  fEREdbsijfJy e rp , B2 4 1Y, Wid i 9] XS 26k R AT 9 = a7 i o 7 —
ANSEE T =, A ALK T RE A AR - an i 254 R XS 8 R AT HT R £

[0152]  FE— AL i B, EMINIEER G 7 K£10.5.12.5.16.1.17.0.18.5,
21.2.21.7.22.6.22.9.23.4.23.8.24.1.25. 18(26. 720120 i 4b (11— AN 8% 2 MR HEX
2k R AT S0, AP 25 T RS2 10 o E 5 — NS 7 B AL AW LI IR RER A /£ K4
16.1.17.0.21. 28022, 920120 AL B — A TS« = AN B AR T XS 24 R AT 590
18R — AL T B, A LR AER A aRs B 7 1 — 4 A=A TS A
B FRE XSS Sk RATHN 0 o AE 73— S 7 2 rp, (AL IR RER A an ks
FR B B — AN PN E S ANRRAE PR X 2080 A BT B

[0153]  fE—ANSLi Ty b, AR SCHRAE TAL B ES o a0, LR A A B3 BT & 26
I RS 22 R AC R PE TGA R Hr IR 1 4R R (TGA) it I e e s i 5 b, IR RBAE I &
120°CI B R 29194 % [ TCAH &4 2% o AE RS0 7 Z b, TR EAE 120°C 5220 °C 0]
24,9 % IR B e Sk

[0154]  fE— ANzl f7 Bh AL AW I RER A 4l 78 e sz i 5 B b b &1
(R Eaif e REREAR A AR, wldt e B AR st 7 B b &
W FEA b2l i 7 sRE R 2l B A /N T 2095 % 48 AT 2996 % 4l A/ NTF 2997 % 4l AR /N T
2198 % 4li AS/INT£198. 5% 4l A /INT- 2999 % 4l A /N T 29995 % 4B A /N T 2999 .8 % 4,
[0155]  ZEREsLsuifi y & AL S IR R AR b4l o 78 A S s s it & oh L 1k
HEIITEREREAR EA S A AL BT A A5 8 5 A1 T RA B,
C. DA/ B e Tl A T X o AE R e S 7 e vp , IR RER B AW LM AR X IREY)
BFEB S LR ST () — R E BRSBTS LITE A B CO DAL 2 JE [
(LS

[0156]  2— (4-FAHE) -N- ((2— (2, 6- S AR IE -3-5) — 1 U M| Wbk —5-28) 1 EE) -2,
2- R OBRE T TR IR

[0157]  FEIRELLSL Ty b, AR AL R T A & R E TR A YL .

[0158]  7EHELL S )y S, AR SCHR L T T /R THE R K Hp LA 4 L 3F HLVs 20A W
St £ T T T ik

[0159]  fE—ANSEia Ty &, AR SCHAE T4 B T T AR T2 2, B AT i 279 Bir i
22 (1 IDSCIVA BT

[0160]  fE— ALty G, TE AL G W1 BATHEA 1 & 28 vh B (10 X 2t AR AT 5 1

£

[0161]  7E—ANsEHE)y &b, A AW LEATHA & 29 P B i 'H NMROEG 3 .

[0162]  FEIL 55— DSERETT b, A G IEEA R A o AR R LS S Ty S vh , JEAR
EAE T AL SR EAE L RARIE A, B XA 2B B (C. DR (E.
FERELEESLT T Srh, F A LAl To 8 TR AW LI ZE BEAS /N T 2995 % 21 AN /INT #4996 % 411
AT LI97 % 25 AN T 2398 % 21 A /N T 29985 % 41 AN T 2999 % 4 A /N T £799.5%
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afigk AN T£999.8% 46

[0163] 6. 37 M1 14 il 7]

[0164]  ASCHRAE T A W1 AR O TR AE— AN S 7 B, A A LI R iR A
Fr2- (=R EE) -N- ((2- (2,6- SRR IE -3-28) — 1 -5 AR M Wkibk -5 %) FR L) -2, 2- 4%
LT R TE X o AE— DR T 2 AP LR TR A5 2- (-F0RES) -N- ((2- (2,
6— " EEARIRIE -3-F5) 1 - AC MWk -5-3%) B L) -2, 2- | LB e .

[0165]  fEIEBESLYf Ty 2 rp , ASCIRRAL W T M F S &1 g2 Mg = 55 /£ — A
SEHE T, AT HRTRNN S EE, AR FE T HAEE20. 1% -2% L E5W1.4)
29 —-15% Z2 M FIZ170% 95 % M &7

[0166]  AE—J7 1, A SRR R T M S EAETHE TR S EEL0.1% £42%
ISP AE TS 7 Brh, B TR THAN S EE L EMIKENLA0. 1% 2
1.5% Z10.1% E 411 % BL10.35% E£10.9% o A8 F L s2 i 77 22, 52T T 7)) s
B U5 ENA0.1%.0.2%.0.3%.0.35%.0.36%.0.4%.0.5%.0.6%.0.7% .
0.8%.0.9%81.0% fE—ADSLHET R, F& T THIFIM S EE, % TH A PR E 91
MR RLI0.3% B 40.4% SE—ASLHE T K9, B THR TR S ER, F RS
I & RN290.36% 7E—ASEHE T R, T THl5I0 S E &, % TH5 P A5 L
BENA0.9% B L% A —AEHE T R, AT HTHIFIN S ES, F 6 AP s
(1= R210.93% .

[0167]  ££ 53— J5 4 ££ 20cc /M IR T 75, BT ik &R il 77 85 & 8290 . Img %2 £5mg
AL B DL AEIE 55— J7 T & 7220/ IR 51500, ik 8 5508 & 2840 . Ing 2
£15mg . £10. Img & Z14mg + 20 . Img % £13mg 20 . Img & £12mg « 10 . 5mg & £15mg » 0. bmg £ 2]
3mg+ £J0. 5mg 2 £)2mg 210 . 5mg B4 1. 5mg WAL &1 AE— 7 I, A1 LL£]0.5.0.6,0.7
0.75.0.76.0.8.0.9.1.0.1. 2mg[) EAFLE T 20cc/MEH o AE—J5 1, AL &9 1L 210 Témg 1)
HEATAET 20cc/ MR AE—T7 T, A B L) Img I EAFAE T 20ce/NMEH

[0168]  AE—J5 I, A LR R il 7005 A9 A7 A58 R B 2 1) o £ — D3 T, 2 T VR T il 79 1)
A, AR SCRR AR i 5 AT R R R R M R BN 45 % BAI25% AE—JT I F TR T
il 7R ek B, AR SO AR A R R AT AR IR R G P I BN 2010% . 11%.12% ,12.5%
12.7%.12.78%.12.8% .13%.14%.15% 16 % . 17% .17.3% .17.42% . 17.5% . 17.7% .
18% \19% 820 % o £E—J7 [ , TR T+ il /1) 1) o B &, AR SO At (9 i 351 o ) A R £ G
FIRENLI2.78% AE—J7 [, H T VR T IR S T &, A8 SCHR A ) il 550w B A R £h 2%
M ENLAIT.42% .

[0169]  FE—ANSEHt 7 S, KT AR IR #h 2% i 7R A48 T /K AT AR PR AN TC K AT AR BR AN o AE 8 5K
7 S, BT A TR S &, BT &N A2% B 410%  L13% B 419% 4
5% A8 % BLLI6 % B 4I8% o AEFELL STy B, B TR T A S E &, T R
IKFTRE R BN 2I2% 4% 6% .6.2% .6.4% .6.6%.6.8% 7% 7.3%7.4%.7.5% .
8% 8.5% 9% o fE— KTy Brp, HE TR T HIRK S H S, R T K AT R R 1Y
ENZI6%.6.2%.6.4%.6.41% .6.6% .6.8% BT % o AL — AL 7 22, TR HI 7006
SEE L IFETHIF T AT R B N7 % 7.3%7.4%.7.43% .7.5% B8 % o fE— 4
SEHE T R BT AT R S E R, R TR R B K AT IR BRI BN 296 .41 % o fE— K
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7 &, TR S EE, R HGR EAAT R IR BN T.43% .

[0170]  £Ei& 5 — J7 i 52 AE 20 cc /NI IR R 16 371, v ok 7R 1 16l 370 60 2 & 40 5mg 22 4
20mg ) TCAKFTAF R o 7E— N SEHtE 7 &, 7E20c e/ M LKA BRI 28 2956 7.8.9. 10,
11.12,13.14.15.16,17.18, 19820mg . f£— L 77 1, FE20c /MR H AT IE R K &
RNLINT . Tmg o FE—ASEHETT 1, 7E20cc/ MR TEAK AT BRI B N 206 . Img .

[0171]  AEILLesyE 7 Kp, B TR TR AN S EE, T/RKIFBRRANENL2% 24
15% £14% BL)15% B L5 % BLI10% FE LSl 77 Zrp , A TR TR S EE, F T
TR T AT BB AN B N 292% 3% 4% . 5% 6% .6.2%.6.37%.6.4% .6.6% .
6.8%.7%.7.5%.8%.8.5%.9%.9.5% .10% . 12% BLZ115% . £ — D SLhiti 7 2, Tk
T A E o, R R B e KT R BRI BN 96 %6 .6.2%.6.37 % .6.4% 6.6 % .
6.8% BT % /L —ANSLitE 7 &9, B TR T BRI S E &, IR il I e KA R B =
NYI8% .8.5%.9%.9.5%.9.99% . 10% B 10.5% o FE— L 7 22, TR Tl 55
A, VR T5H  TE AATE BR BN B N 206 . 37 % o £E — AN SR 7 2, TR Tl 55
HE, R R AT R AN BN 299.99%

[0172]  AEiL 55— J5 [ #& AE 20 cc /NI IR R 6 75, v ok 7R 16l 77 B0 2 & 9 40 5mg 2 4
20mg K] JE 7K ATARE BN o AE— N SE T S, 7E20ce /N T K AT IR R BT &8 2956, 7.8,
9.10.11.12.13.14.15.16 17 18,1985 20mg . 7E — 5L J5 = , 7E20c /N Te /K AT A5 IR
BN R NLILT . 6mg o AE— LT R, 7E20ce/ NI oK AT BREN 1) 2828 . 2mg

[0173]  fEHLLECSLE 7 S rp , BT R T il 1) 0 &, R il B R KA R BR 1 2 N 4
2% 4% .6%.6.2%.6.4% .6.6%.6.8% 7% 7.3%7.4%.7.5%.8% .8.5% 89 % Jf H.
R0 o i T AT B AN B N 202 % 3% 4% .5 %6 6% .6.2% .6.4% .6.6% .6.8% .
7% .7.5%.8%+8.5%.9%.9.5%.10% 12% BLA)15% o fE— AL 7 &, TR T il 7
() S BB, R 1700 b B TE KT BRI BN 206 % 06,296 .6.4% 6.6 % 6.8 % BT % Jf HLI%
T4l 7 B T AT B AN BN 216 %6 .6.2% .6.4% .6.6% 6. 8% BT % o AE— AN SEHifi )7 &
Hh, TR TR &, R TR I e KA R BRI B N AT % . T.3% .7 . 4% . 7.5 % B},
8 %6 I HL1%R 1l 71 o 1 e AK AT AR B AN ) 22 9 20896 .8.5%.9%.9.5% . 10% 810.5% o fE—
ANSEJETT S, AE20ce /N R K AT AR BR 1) & N 296 . Img 3 H IR KT BR AN & 8 4
8. 2mg. fE— LT EH, E20ce/NIL R TE AT AR BRI & N 2017 . Tmg FF H IS AKATAR B AN (1)
EONZILT.6mg.

[0174] 76— J7 10 , A% SCH A6 19 o F il 770 op (¥ 39 & 77 A 5 Captisol® - H 5 B ok
Kleptose®:, 5| aiB-FR kG 32 74 3L B- IR kS A1 B AL B- IR K o 70 Lo St 5 S8, A3
SR VR T80 700 1 338 2 0 45 Kleptose® 2 7 8- 311k (Kleptose®HPB) . 71 Lt 51
Ji 7 S, BT R TR S S, A SR UERE TA S g E R ENAT0% 24
95% 2975 % F 4190 % BLLI80 % B 2990 % o 7EHE LS 7 S rp, TR TR S EE, A
SCRRAIL IR R T2 A b () 32 TR R B-FRRIDHS 1 & N 2970 % 2 2995 % 24975 % £ 2790 % Bl
80% H£190% o fERLLE S Ty S b, Je TR il I e &, AR SCIRIE R T A R I
P B HRES [ B N 2)75% .80 % . 81% .81.61% .82% .83% .84% .85% .86 % .86.86 % .
87% 88% .89% BK90% o fE— L7 S, HE TR THN S H &, AR R TH A
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Porb ¥ 52 T 2L B- PRI A K BN 2186 .86 % o £ — DL T b, TR THIA S E &, A
SCRBER R T S TR 2 B- R 1 8418161 % .

[0175] £ 55— J5 i A& ££ 20 c ¢ /N (9 78 T 157, i 25 1 il 57 2 & B o8 296 Tmg [
Kleptose®HPB., £EiL 53— 77 [ #& 7E 20 ¢ o /M H B8 1 571, B ik 2 1 77040 & B v 4

240mg 1) Kleptose®HPB,
[0176]  AEILLLSLE 7 b, AN S R T M IR G 24250 pHo /£ — DS i, Y
EETHRIFAEEL4.4.1.4.2.4.3.4.4.4.5.4.6.4.7.4.8.4. 985/ pH.

[0177]  FEFREELSTE T R, ASCIR I T AS AR TH SV B RE A— T, &
AR I AE—TT T, 282 20cc BT/ N

[0178]  FERLdLsjy Lvb, BT H R A R 2P FriR A9 76 F- e szl 77 =, 7
T4l 77 B A e 34 b Bk 450 .

[0179] T LAAH FH T4 &M L RARHETR 7 77 (B EAIR T A SCRT IR 1 77328 ¥4
SCRRAE R A LI R TR FH 2 R 0 BB AR — AR R W AR SR R T
HFIAE 25 AT s IV R B AL, DL AR 245 T AT 352 VAL, E AR R i o o
Jik P vE S i 2 R .

(01801 A L4 b (1) R T+ il 5 AT DA FH A AT 247 25 b mT 42 52 10 0 786 1) R Al FH T o 26 25
17 W B Hh it F o LA BE R LR AR SR T JE B 5 HI 7K (SWFT) 5 %6 7 4 B 7K I M (D5 W) B
LY A 2R o T LA FH A AT 22 1 60 8 70 o ) e 4 1 1 7310, W T 61 28338 A5 1) Y B VA A
I B TR & D6 0 AV A R T Ml 351 o 76— NS 7 28, 3 FH 1 -5mL B 1 %2 3mLL i) s B 771
S K0 1 1% T 7 DA PR AR 2R B N 250 . 1-5mg/mL L 290 . 1-1mg/mL+ 250 . 5 Ilmg/mLE AL &1 .
AR S 7 R rp , EAVARP AL A LI IR IE N0 . Smg /mlL o 7 BE St 75 G rp , HEAY
s e 7 AR AR AE 2m] 55 20m 1 22 8] B AL LA 72420 05-0 . Smg/mL I £ Mk i o 78 FE L8 S 5 2o
BT B B 7 &, T DA FH 2 A/ N R EE

(01811 % il 771 () 4 I v P LA BEAT i 47 5 HLAE IR 2924/ L 291 2/8F B 28 /N A
18 F o 70— LG S 7 =, VAVRAE A8 TR 8N INE P A FH o 76 — Le St Oy 2, VA RLAE I 4% 15
ZINESF PR A o AE— SESi J7 Ze R VLA il £ B LN A

[0182] ¥Rl 7l AT LA A gk 2 1 Fl /B3 34 v F1 Hh i i ) o DR LG, 7E B Be sty v, VR T
7 20 R /B 34 Y A2 (5 T, FRI AL 7RI O AT T B 70 T LT ol 350 X A1l 751 1)
TR AE— LT R, B 170 70 TX o £E — AN SEHE T &b, B il 570 2 il ) 1Co 76—
AL 5 Ze BT il 7R il A D

[0183]  FE—J51H , AN SCHEAE T FE20ce /MR R T ), HAS S 3Rk img 2- (4-F0K
B -N- ((2- (2,6- ~SARIRIE -3-58) — 1 - C I bk -5 J8%) H L) -2, 2- R OBk i & 1
B A2 2 b ] HES2 ) AR BB 77 5 Pk 28k 4 BRI 70) A0, 458 G AR STk 1 22 o 1) A
ST o 2% PP AN B AR P DA AR SCRTIR I S AT AT

[0184]  FE— T 1 , A SCHEAL T AE20ce /MR % T 7], HAAS 3k img 2- (4-FK
H) -N- ((2- (2,6- ZSARIRIE -3-58) — 1 -SRI bk -5 J8%) H1 L) -2, 2- s LM i & 1
WAL AT Tmg T AKATHE TR + 17 . 6mg To /K AT AR BR AN AN WA STk 1 240mg. HPB o 78— AN 5L it
77 &, 7E20ce /NI IR il 77 F 2mL 0 B v 5 K EE A o

[0185]  FE— 75 I , A SCERAML 1A 5 AN SCER IR 4 1l AR AK PR AL B ) o 72— AN SE Tl T 6
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e KPR R AL 50 . 5meg /mLAL &)L

[0186] 6. 4|2 il I J7 2

(01871 ZR SCHRAH A ¥R 7 il AT e 3ok A Ak 2 00 P R 0 AR SCRT IR R ATART T v il 4%, (BT
A AFEATE YR 5 5255 BRI RIES G 10 20 B8, BTk U 7044 B — PhEs 2 il
B Ay G I R AT & 7D .

[0188]  — Ty i , A SCHRAML A il FRE A LA T J7 Aok bl 4% A S LR S RV T AT IR
RGP DAIRAF VA TR I R TIE Vo 7~ HE 7 ) P e P2 A A P B 32 3R A A — AN S
&, iz AR EKleptose® HPBYA MR T 20mM, pH 4. 3K FT 1 BR 25 22 phRI b AFRIS IR &
Yy K T it T DMA T Ak & W0 1 0 28 08 & W) ASRAS IR VR F VA M 8 22 20 c e /NI BA AR
TR o AL SEHETT B I E L — DB A0 . 45um /B0 . 220mid JE R I 98 AE—
AT R F T R ANRAER N RS

[0189]  — 71 , % T L&A S =AM B AR IR T ik T8l i PR 7 S0
ARG AR R TR AT 2« 83 VA VR B 3 48 56 4 ] 4K 38 TR TR A vk R U4
TR I R T I B B 7K 3 A ) 45 AT T SN 45 v ) AL FE A 2 1 T A
SRAF 2TV R ) I 75 B o AR VE ) — AN 7 T 3 B RS 2 R R AR A B A A A 5 4
[0190] 6.5 7%

[0191]  SER3RAE T A5 AR SRR 25 20 & PSR 2Y (14 254026 BRI o s A PR 7 2
A5 A 12 2 77 o 1) A 3 P BRI BURT TG R 8 T 2R 4R o 45, B 4 i 45 Bk
T TR LA S AE R A FH R il A FHECE

[0192]  6.6¥847 /i

[0193]  FE—ANSKHE 7 R, AR SCERAL T — Bl s 7 AN TR Ja ik (4 77 ¥ » HoA 4% a) 3 i
ARSI AP LR T o

[0194]  £E 53— AL b A SCHRAL 1 4 il i (10 75 vk, Ho A4 1a) 38 i AR SCHR A
(A AP L R 155D

[0195]  ZRSCIEHRAL T VR T el OV BT IR RE IR T (E bRt T VR T N 1) B, L S SE AT R
BEATIRIT IR B 515 R R IR 55 10 9T B3 A% R B R I 78, R — LR
BRI 78 SR LL AR U 4 R B L o AR R B IR 55 VR T DA A F R DA ENG YT 5H e 0 5
SRR 83, UL R A F AR B3 60515 DA A e 1 iR 3 B AN [H) I PR R 3
HUASTR] i e PRES SR, B A2 T 22 B Ry T Al e A7 I AN, SX Bk T LT « 2RI i IR
R A NG e AE A I P SRR B 0 N 25 2 MU 58 e 1 B8 2550 PR SS AL DL K T LA 2L
Hh FH TR 97 A RERE B4 SR I R TR A B AR T T 28 28

[0196] 4R SCHT H  ARAE “Jm e A0 5 AR AR TS 44 e M 5 1 S o AR T onE” Je 48 B
R 28 LVRORT L/ 1) 9 » A A AELAN SR T 55 D6 e « B s« L0  Todess LR L+ 5
B0 IR 45 e 5 IR L B R L SO B R RS A R L O R
B0 P SR B L HT R BV L B L SR AL S TR A B o R R A AR AR
AN R T R O S e PR K A PR R BN IR T SR T/ b B 4 HIRE 22 kT i
FE IR 22 T 1 S0 o0 00 L 9 o P 50 40 L 98 T JT R0 AS 1 0 A 2 ek T e g S0 P e
Jol S R PR T g g ) A e TV 40 R (1) A48 i 2 SR 22 G2 Jo 200 Mg A 22 P 4 T R
LW M 5 W B e CBLE SHHAIA M) AN mT V0BG () 45 W EL VG O S 4% 1k PR A M = e vt
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IR A8 W karotype S M Rl Bl 40 M P (1 I B T bk L0 08  FE 8 AT e bk 2 R o S DR T4t v 2
Jo 57 JR B AT bR E2 R0 R 92 P DK B A bR E2 R A1 R VR VPR E R P ek P R R R PR ()
Jed R P s AR ) B2 JA 7 B ik S IR I L SR IR VR SR PR R S A 3 PR e el s
7 R ILAEF 9% BAAE- OO 41 B 2 23 40 M 38 208 i LR 3 AT TR e L R A 4R 5 AR VB
FMEVE AT Z MR UIBR M ROy B AL 2R PRI AN RT TIRR 1 B 4 e  PL R & ki IR B Bk
B MLAE B AR e R oo i R i DN e L ISR AR OB BT 51 R L R R
PETVIRAE SR8 14w 21 e s AN USRI 2 IR A VB AU HT ZI IR BRI L SR
I FRCR BRI v | FCR I R A A3 DL

[0197]  {EREESSEi 7 P, JE A2 SRR o 8 FERU STt 7 Rrp , SEAR R R L R I o AR
SO Sy Zerh, SEARTRT A 25 1) o AE S LY STt Uy B2 D 5 SRR A2 S A | A Z e | DR B
B o 4 e

[0198]  fEHELL ST Ty S8 b, S e e MLV P I o AE RSO St 7 S, ML Y5 1A g 2 S R 1k
(1) o AE T LE St 7 G2, ML e A& i 245 1) o 76 B S SRl 7 20 L JiE o 1 T

[0199]  FE—ASEHET B, A SCERR LR 7 v 5 8 1 i VG T A R I AR SO R T
HFAIRIG T TR A/ B34 ] 25 PP AL 1 M55 5 1 T P bR 2 40 2k 1 s (CLL) P ks
AR AL A P (OML) S PR IRR E 40 B P 1 T (ALL) S PR 14 1 Mg (AML) A P4 ol i 400 e
PEA P (AML) .

[0200]  7F—ULSTEy e, A SCIRR LR A aR 16 T S TR AN/ B ] 52 R 1 = 1 1 A
T o AE—BESETl 7 2, SR R Y S PEREYE B 0 (AML) , HLAFEEA IR TR 540 T AML
(MO) B Bt 40 Y P2 1 s (ML) < R BB 40 A 12 ) s (M2) 4ok 240 i 1 1 s (M3 ERMB3 AR 44
[M3VI) B8 SR AZ A0 Mo 1 (3 I o5 (M4 BMA ) W8 £ 21 ek 22 A8 4k [MAE]) | 5% 4 B Pk 1 1f s
M5) 41 A i (M6) FlE #Z B4 e 4 A ML (megakaryoblastic leukemia) (M7) o fE—4M5E
it 7 e, AUPEBE R A MU N R A AML (MO) o fE—NSERE T =, 2 VERETE B MW Nk
BEA M ME A L ML) o FE— DS 229, SRR TR B 98 o R 40 i 12 1 s (M2) o fE—
ANSERE 7 FH, SPESETE A 0P DY S AR 40 B B P (MBERM3AZAA [M3V]) o £E— > SK T 7
b, 2OEREME (1 M0 A B A A T 1 P (MATIOMA [ W T 21 4 it %2 A8 44 [M4E]) o 7E
—ANSEE T R, SRRV L Dy B A R PR ) LR (MB) o AE— NS T R, SR RENE
[ M7 AL T (M6) o FE— AN SR 77 2, S PESE IR B 98 9 B % BRI 14 ) s (M7) o

[0201]  FEIELL ST Ty S, VR IT TR AN/ B i 52 R ) S I PR IR P 7 A 4 1
AR it — 52 B A R B T TR RN/ B ) e P R M 2 B ) e P R B ) A
SCRRAERIA A VLI R TR AP B

[0202]  fE-—ANSLiETT S, A SCHR A T A bk P A A LR R T L RIR 9T TR
A/ B i S PR BE PR LR I Vs o AR — SR T b AL S W LI R R A T K
PATE B K PRV UAFH T FE AR SCHRAIL R VE T Ty R/ B ) s Pk A ) IO ) 7 92 v )
ik P4 it FH

[0203] 2L Jy S, BTk 5 A4 18] 323 it A a7 T A/ B ] S
PR 5 ) 210 5 88 05 PRI A I AR SO AL A S W01 B0 R TR 22 3R

[0204]  fE-—LLSjE Ty 2, ARSCHE LR TR ER YR IT TS AN/ B i 52 T S i
AU A AP (ALL) o 7E— 252t 7 G, 2P vk B 40 e P 1 ot s B0 S T B B S 4

22



CN 108601777 A w Bg B 20/67 Tt

ML (B—40 J) g Jlt (T—4011 ) AR £ 465 1% £ L 95 o 2 e ok O 4 i ke 9 L 9 R A - 25 -
(FAB) JE A2 43 283240 2R L1 HE IR EA 1 gt B2 400 B (T4H MU B RTBANI )  L2-5K R4 1 Al
ZICPER GRIR S F10) Bl ibk O 40 B (T4 fra Bl R B4 ) FNL 3R bk 2 4 Bl (B4 A 5 12545 I
YL Burkitt’s cell)) ofE—ANSEHE TS, Bk EL 40 ME (1 o ops e IR T8 B 1 S5 a4
H (BEH M) o 7E—AN St 7 2 Hp , S PR IAR E 40 Pk 3 T A R T R R (T4 o 76— AN SRt )y
Zh, PR E 4R M ) R AR TR T B 4 A — N2 T R, PR E 4R M 1 I N
DA HA T 8 26 11 o E2L 200 . (T 4M S B AT BA M) N ARAE I L 2 o 7 — AN SR &, B L
A W P 1 95 9 BA AR R B AN 22 TR PRI O IR 387 1) Rlcibh B2 40 . (T 40 ML BR R BAT ) ke
FEML27  AE— AN S Ze b, 2RIk 2 20 A P 1 75 A DA S bk E2 £ i (B e 5 P 2 e LK &
H) AR LAY o 7R HE L Sl g S, PRI EL 40 B ) L% e TN 3 IR o 7E — A SR T
T ZErb, TANML A AfL95  Ah JE T I o 78 55— AN SE e 5 Z2h, TAH D 1 A998 4 T R itk
E2 40 P 1 A9 o 72 55— AN Sty S8, TN B 1 M998 g 5 Jok 14 T4 . 1 LG o E— AN St 7
S, TR A 0% A T4 A I35 o DR VA7 TR AN/ B 52 G R bR S 4
P 1 975 9 5 7 A ) 5230 3 it — 58 S 1A RHR 7 TR AR/ B i) s R vbk 2 4 vk
1 0975 P SR B 5 B8 i P 74 A TR AR SCER A IR AL A 0 L) 12 10 500 () 20 B o E — S5 i
T3 G, TR 7 VA AL 1) 520K 3 e A RIIE T T R/ B 42 ) 2 e o O A e e 9 s 1) =
(195 58 G PRI A (0 A SCRRAE AL A LIS TR T 2D 3%

[0205]  7F— gy G rb , A SCIR A 5 VR 55 W6 T TRBH AN/ B8 1 52 Rk 3 1 18 PR a4
JL P 1 95 (CML) o BT 7 20 4 1) 328 2 e F — 52 B0 267 TR A/ sl b il 12 M B
S L P LR ) AR SCHR R A A P L R T AR 20 B8 o AE — e Sty Ze v, BTk 7 i g
1] 32 2 e A 2T < T R/ B A R A0 Al P A I Y ) 5 88 iR R AL A
A SRR AL B LR T 570 0 25 R

[0206]  7F— sy R rp , A SCIR A 5 VR 55 Y5 T FRBH AN/ B0 8% 1) 32k 3 0 18 PR 2
Y1 PE A 7 (CLL) o Brid ik A dE a1 5238038 it — 8 S 00 A 806G T7 TR A1/ B84 il 15 7k
IORES A 19 L7 1) A SCRR A AL A D LR 2R T R ) 20 BB o AE — BS S 7 R vp 5 i 7 vk
0,45 1) 525 3 i P A 80T T T AR/ S b4 P bR 2 4 M e 1 s ) S 1 5 B T 5
A A SCIR B AP0 LR TR 5 5

[0207]  ZERESLs g, ASCIR AL T IR T TR R/ B A A2 350 ThAE K S IR
I 50 o AE S LG STy v, A SCHRAE T VR YT S TR AN /B i B A S A0S ThRE R R T
FEIE (1) 515 o FE L RE S 77 2, AR SCRRAE 1 B THEANBR T2 00 AR S B L & B3 TR 2R
HA 2305 ThRe K B3 3 00E 2 7 2 N 7.

[0208]  7E R EE STl 7y Z v, AR SCERAE T VR YT TIBE A/ B M E R (AR IEE A SR e
T B 7715 o AE—BE STl 7 S, ASCAR AL 1 H T3 UG IRl -3 o7 R/ Bds il A 2E AT 4tk
EL (NHL) (45 (EASBR T oR B KB4 M bk =88 (DLBCL) ) 1 777%

[0209]  7EHLLL sy S rf, AR SCIRAL T VRYT  TRR; R/ sida il LA 52 30 B S RE B LR 1K)
B 2 RV R (R S R M/ MR TR 2 R PR RESR) (M 50, BT T E i R 2
R/ METR M 2 R M BE IR ) B S PR ThRE R R AT A A E I AR SR AL &)
LI UR 61175

[0210]  7E—ANSEJt T &b, A SCERAE T IR e A VA T IS T R A SR BE AL S LG R
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TFHFRSRIG T  TB A/ B B BRI A R SR AR (MDS) B J5 76 FE— ST S, MDS
SR HUHR BT TEMDS o 75— AN SL i 5 9, MDSHE [F VR PRSI (RA) s RAFEBRIRER AL
420 (RARS) s RAFE S AR M 38 22 (RAEB) 5 MEVA PRI AN/ D 2 Rk B 7% (ROMD) s MEYR
P 40 g/ £ B2 R K B el (RCUD) s R4 R REI A i 45 B 4E (MDS-U) s 543 B[ del
(5q) YAk ST AH S B BEIG A S0 S5 O IE 5 YR 7 RH DG MR B 14 g R0 M A T
A 19 (CVML) -

[0211]  FEFLLLSTE T 2, ¥Ry BT A A E AL A1 820,005 251,000mg /K £
0.01E #£1500mg/ K £10. 01 E £)250mg/ K £10. 01 £ £)100mg/ K £10. 1 £ £1100mg/ K 4
0.5F £1100mg/ K41 B £1100mg/ K £10. 01 F £150mg/ K £10. 1 F £)50mg/ K 410 5 E 4
50mg/ K21 £ 2£)50mg/ K £]0. 028 £)25mg/ K £)0. 05 £]10mg/ K . £10.05 % £)5mg/ K
£10. 12 2)5mg/ RELLI0. 55 £15mg/ K

[0212]  AERELLsLE Ty 2 rh MBI BB A RLE N 210, 1.£490. 2. 270. 5. 491, 412, 413 44,
295,216 AT 418 419, 4110 Z115. 2120 . 4925, 2730 2740, 2745 £150. £160 . £]70 . £]80 . Z]
90 ZJ1008K £ 150mg/ K o 7E—LE 5L 77 S 7, VI T BCFI RS A7 A N 292 23 294 295 . 65X
21Tmg/ K o

[0213]  AE—ANSLHt )7 Zrh , B0 AR SRR BRR A6 0 L B s 2 1 H 75 & 96 AR 4
0.05mg % £150mg/ R IKIEHE N , i i AE A — 1R H — X FES T, B L RIS — RN
YT AR BEST T Rrh, I B BN 2 Img 22 £50mg /B K o 7R B ST T b, A 2
NZI0.5mg F £)5mg /TR BRI RFE A = 450.1.0.2.0.5.1.2.3.4.5.6.7.8.9.10.11,
12.13.14.15.16.17.18.19.20.21.22.23.24.25.26.27.28.29.30.31.32.33.34.35.36,
37.38.39.40.41.42.43.44.45.46 .47 .48 . 49850mg /K .

[0214] 7 HARH SZit Jr &, prdEFE R ARG 7 =R PAN0.1,0.5.1.2.3.4.5.10.15.20,
25850mg/ K o fE iy — L 7 e, B AR 4A 5 = P LLN0.1.0.5. 1.2, 3.485mg/ K .
FIE AT LLZ L K% 15.20.25.30.35.40.45F150mg /K o £E BLAK ) S2 it 7 = rp A& 41 A]
PLZ)25mg /K& it F 22 5 1 0% (B HREAML) [ B3 o 78 LR szt 77 2 b Ak A 1 mT DL
210mg /R [ =i F 2 80 [ s (LAEAML) 1) 3 o 7 BAR I SL i 77 90, A M 1] LAY
5mg/ K& i FH 2 A s (BLRGAML) 1 838 o AE BRI SL i 77 R (A 1A L4
Amg/ K& FH 2 2 (A 0% (L HREAML) 1 238 78 HARR S2 i 5 b, A SCIRIEI AL A
1A] A Zy3mg /K () it FH 22 7 A I (B HEAML) Y G838 o 76 LRI SE i v, A SCIR it
[RI4LE 1] LA 2 2mg/ R 1) &t FH 22 A5 1 s (BB HEAML) 19 J8 3 o 72 BRI St 77 2
ASCHRBERIAL A1 AT LLZ) Img /R ) =0t FH 28 G800 A % (ERRAML) 16 B8 35 o 78 BAR ) SL i
TR, AR SRR A LT L2450 . 5mg /K I &7t FH 22 8 A 1A 1M (BLFEAML) [ B3
[0215]  7E AR SEiGE T &b, A A 1] LA 2 25mg /K 1) & it 2 A MDSIY &8 3 . 78 HoAk
(RSt 77 9, A1 AT LA 21 0mg /R I = FH &2 S ATMDSIY G838 o 78 BRI St 77 2
A1 AT LAy 5mg /R I &t 2 A MDS I B o 7R B AR SEit 7 b, (A 1 ] L2y
Amg/ K I¥) it F 22 A MDSIY B o AE HARIY SL it 7 b, AR SCRR R4 54 1] LA 2 3mg /
R E il 2 A MDSH 3 o 7E BAR B SE i 7 S8 v, AR SCHR R A A 1 AT LA 29 2mg / R (1)
=it FH 2 A MDS I 38 o AE BAR B SE 7 S, AR SCHR R A Y1 AT L4 Img /R P & i
F 2 A MDSH A o AE BRI S 77 22 rp , AR SCRE AL AL G401 7] LA 20 . 5mg /R ¥ & it ]
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£ BAMDSH) 3

[0216]  7EFLLLSTE T R, 0T BT A A& N 290,001 £ £7100mg /kg/ R £10.01 £
50mg/kg/ R #£10.01 FE£)25mg/kg/ R £10.01 E£110mg/kg/ K £10.01 F £)9mg/kg/F.0.01
FX18mg/kg/ K210, 01 E 4 Tmg/kg/ K £10.01FZ)6mg/kg/ K £]0.01 F Z15mg/kg/ K 4
0.01%%)4mg/kg/ R 210.01 2 2)3mg/kg/ R £10.01 £ Z)2mg/kg/ K £)0.01 £ %) 1mg/kg/ K
2)0.01 £ 2)0.05mg/keg/ K

[0217] it 55 &3k 7] PABRmg /ke /R Z AN B A7 K38 40, i 1B A1t R E ] LR IA
Smg/m*/ K o ASTIB K LW AR N T 78 5 M 08 i 16 32 i 1 45 8 B e Bk
LB HEMng/ kg/ KE B Amg/m”*/ K (B W ,www.fda.gov/cder/cancer/
animalframe.htm) |80, % T-65kgfk) A , Img/ke/ K (7 & K L4125 T 38mg /m”*/ K o

[0218]  FEALSLsij 7y &b, i AL A LI 2 AERR A N IR UL R IR AL A4 I 2% 38
FiE, I ML 2k R 1 S R A 290 . 001 5 Z500uM L £50 . 002 % £9200uM. 270 . 005 7% £ 1001M. £
0.01 % Z£150uM. Z)1 = Z£150uM. £J0. 025 £)25uM. £]0. 05 F Z£120uM. £J0. 1 £ £)20uM. £)0.5 %
Z120uMBR 21 = Z120uM,

[0219]  FEH & sz dr £, i AL A LI 2R BRI 2 2 DUERRS M HRIHERE A L5
FZ1100nM Z15 5 Z150nM. £1 105 £5100nM. 2910 ZF £50nMBL 2950 2 £9100nMFK) 4144 i 2% i
i

[0220] A SCRT L, AR “TERRAS NI LR AR B 2 A1 A SCH AL ) 7R T il 551t FH — A Ja A
JE IR BN o — HIR RIS, 78 [ A 1 3004 0L 25 94 5 T Bk i) 0 i ok ot 28 b A7 AR 3/ 0
IR

[0221]  FEREdL s Jr &b, it AL A 0 I R 50 = 2 DURBEERT N £90. 0018 2
500uM. ZJ0. 0025 £)200uM. £J0. 0054 £J100uM. £J0. 01 £J50uM . £]1 F ZJ50uM. £]0. 025 4]
25UM. £0. 05 % £J20uM . £0 . 1 = £)20uM. 210 . 5 5 £ 20uMEk £ 1 F £ 20uM ) 4b & 4 B K 1L
WPE (IR .

[0222]  FEREdesimJr &b, it AL A IR HR0 I = 2 DURBEER N £90. 0018 2
500uM. ZJ0 . 0024 £)200uM. £J0. 0054 £J100uM. £J0. 01 £J50uM . £]1 £ Z£J50uM. £]0.01 £ 4
25uM. £J0. 01 % £)20uM. £J0. 0275 £)20uM. £J0. 025 £)20uMEL 210 . 01 5 £120uMK) 46 & P /)N
MR PE (R o

[0223]  7¢ B e st 5 =, i P A AL & 0 LG VR i 70 G &2 DLR LSS N 41100 2 4
100,000ng™h/mL+#J1,000% £)50,000ng*h/mL . 215,000 4 £]25,000ng™h/mLELZ]5, 000 £ £
10,000ng*h/mLE 4L A Pl 2 A (AUC) .

[0224]  FEIELLSTE Ty S, AR AR SCRR A — M ik y 7 1Y S8 A0 it T AR SR I A &
WL R 1655 2 BT AR AU T TIRIR T  AE SR S 75 8 b, R A SCRRBIE ) — R 7 V697
(1) 2835 75 it T A SO AL S P LI R T ) 2 1 0 I PURB T IE TR IT « AE RS 77 =,
R FARSCRRAL I — PO 10697 B B3 TR 1 R Bl Pk 257k

[0225] AR SCERALR T kR 55 09T A AN B RS AR R I U7V, RS — L R BURRE A
FEUCAE A R I

[0226] AR SCHE LR A A LI R T 10 AT DA B0 7)1 491 ) B ok BROs kv a6, B
T 3o T ) A, 451 G455 o V) 2 32 sl v T B ) T HE RS - R BV SR S 06 W IR 5 22,
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A A E i AL A L R AL B, BLRE S R SOmBON IR , BREL B B EH &
P I B FE BN T 252 (R B o 49 0, 6 T SEAR R K A E R B AR P R AR E E
B MEE— R E IR R N25 % 5L £ .Response Evaluation Criteria in Solid
Tumors (RECIST) Guidelines, Journal of the National Cancer Institute 92 (3) :205-
216 (2000) oI 1 AU AN 702, 18 R REAR DA L B A4k £ L HIXS 40 CAT . PETEK
MR T A RSAR FET et 1) AT AR A A HG " 3 i 1 52 P PPAN S 2R A 08 R e Bim B L B =

[0227]  ASCHRBERIA S P 1H RT 1550 ] LAARE H — ok QD) #uite FHEC 7 2 A H A& 1
AR H PR BID) A&F H =& (TID) Ak H PU R (QID) oAb, it AT BA & 22 (1) (R, 445
R P LT S ) RSP RG L 1 7 00 (RO, 6 540K OB 308 A5 25
1) o ALY H L ARE “RBEH” & R R IRIG TS AR — I 1A) B 49 g H i — Ik
T—RAEEE BAERERIBITICAMIER D10RZ52 M TR Wi TR HEH .
AAST i P A ) B B BHb” 15 78 5248 AR D008 BEAS 000 g 6 B8 452 LR R 46 o 451 2
A B LR T i 50 8] Bt P A2 B JE e FH — 2275 0Kk 2 AT R i P (481 28K Ja] S e —
F AR H i FH 5 SR 5 A2 28K JE S HE AR N [R] A AN e FH 2 24 B 1 e P &2 )\ A ) &
it FH 5 98 5 A Ak — B ATt 45 245 39) BR8P o A ST FH, R R TE” B 7R B4R
BIT AR H BOE S BB AA 1S 250 AE— 2 SRS Ty B, i 2 FF 8 BN R
FRIRER — K, IR A R 8 T 2 B R B AN A A5 25 3 o A — S H B I 2R S T 22 b, T FH A2
T28K Jl AR R 2 TR B R OERER — IR, SR 0T 28 K JE A LA ek ) Ay AN 52 24
e

[0228] 7L )y b, i AR AE A H R E 2 2 HAIETEE N AR L7
i A R — IR R R PRI VR R =R ERER DR VERERE — R — IR B PRI B i — K
T KB P — K. 2 — SR BT 2 0 R I — Y 22 53—
ASEHETT R AR T 2 55— A S e, A SCHR B L A LG K
=R AL T3 — SR JT b AR SCR B AL S W) LB Y I

[0229]  AERLEESLt )y b A S IR T BRI R — R — READNH - HE=
MNH—EZRE— B2 =R 2R AR s Rrh, R SRR S TR
Tl AR R — R Mt B — JEL R R = FE B0 Ao A — AN S T e, A SRR AL A L)
R B R — b i LR o £E — N SEJE 7 S8, A SCHR AL A &1 1) R 1l ) AR —
R FH 2K o FE— AN SEHE 7 28, AR SCHRAL I A S0 LI VR 1 70 A R — IR ML it FH 3R o £
— NS T R, ARSCHR A A LR R RER — IR AR o AE— D SEE T R
AR SCHEBER A A WL B R T R R — IR M B R o 5 — AN St 7 S8 vp , AR SCIR IR AL
WL B0 R 1 R A R — R M i FHO R o £E— N SR T T, AR SCHRAIE A 5 W LI V2R 1 o 75 s
Rkt FH— i o AE— AN SE 7 & v, AR SCHRAIE A B W0 L ER R i 7Bk R — Ik i i G
IK10KR o 75 5 — AL J7 29, A SCER AL A AW LR T 3l 5 AR — IR b it F TR T 7 X
Ty AN SEHE T R, AR LRI A ) LR i 7R R — I M e FH = ] o AE3E S — AN SE i
T7Erh AR ST AL A LR il AR — Yk b it FH DY &

[0230]  6.6. 14497k

[0231] A SCHE LRI A AP LI R T 1A mT DL AE YR TT R0 /BRI 4% ST IR 1) ik o A
B EVRIT RIH A B BATH & A

26



CN 108601777 A w Bg B 24/67 T

[0232] 7SR T S, ASCIRAE IR  TRB AN/ B SRR R T V2 Frik s
] 63 e 5 — PhE 2 PR IR RS DL SR b 5 0807 B I BT R A AR
SRR AL AP R T 7 o 88 3G PRI S5 A T AR 3.

[0233]  ARSCIRAEMIAL A ML B R 6k n] LS ARG T A0/ BUTRET A8 SC ik (FIMDS H A H
MHERTAAGERSBENAEG/H.

[0234]  FE—ASEHETT S, AR SCHe TR IT TR A/ B S HIMDS I U7 1% , Fvik 77 A dE Al
MBS — P 2 P8 iR TR A, DA AT e 57807V i B AR A 1 AL
PRI A YL B R T 055 o 58 3G PR BI 2B A T A5

[0235]  dnASCRT L, R “ULA A TR0 G5 2 T — M7 (Ban, —Phe 2 B
FIFIBIRTT A o SR, Pk ARAE “CAH A TR 207 B8 A I AN PR il (7] S8 0 BRORRE 1 28 T
P72 (B an iRy 7 A/ 86 97 750) B o 55— 973 (1 Fips SIE0E 7 77, i AR SCiR it
A AP LI 2R i 500 P BAAE ) 32 638 it FH 58 =977y (a0 Tl sRIBivG o7 7)) < /i (s
AR5 BT 30 BT A543 Bl L L/INES S 27N VAN L6 /NI L 127 8NE L 24N L 48N LT 270
I 96/NF 1 L 208 V3 & LA JE 5 8 6 JE 8 JE B 12 JE 2 1) 5 H A N BAE H 2 fe (543
B 15T 309 B 453 Bl L L/INIE L2/ V4N L6 /N L 127N L 247N L 48 /NEsF L T2/ NE
96/INNF V1 V2 JE V3 JE V48 5 JE 6 JE 8 JEIER L 2 J 2 ) i ARSI R AR T =BT

[0236]  ASCHRALIAL A YL E R 57 A — PhER 22 Bh & 3 11 77 1m) 263 1 Tt AT DA Je ek
TRE T BSCA (] FR) e FH 38 40 [ B B AR e A= o b T4 i Vi PR 7RI I SR T ) 5 0 it FH I A2 1 0 5 12
WG BT VRS A B (4, Hoxe 15 7T BAAE #E N L3 2 Bl 0 it i AS 3 ) FRRIGE 97 (1) 9
JiE o

[0237] AL W1 B R T 500 09 e A& A S T 58 7 VRO e A& A5 o TR , AR B B s it
07 A E W LI R T H 50 bk A R 9 ELES AT DLk B O O IR B B
AN RN GEK BRI TR UL BN 3 SR R A L RN BB L R
W R S B AR RIS R IR A RN B B DA R R A T 5 AR — NS
J7 G A A P LR R RN ES vk e A (R e A D =X S TV o AE 5 — A SE e
77 &, AL R T R e — bt A g =) e s TV A AR 2450 (o ) e i
Iy Pt FH 77 =00 1 kit FH

[0238]  FE—ANSKJt Ty S, B8 s MR AR K P BRI it P O EL R L A — IR BRI IR i
FE NZ1 2 251000mg 2955 £1500mg . 210 2 £ 350mgBL 250 4= £ 200mg » 55 3 M 771 1 4
SE R U T BT 48 FH IR 47 58 24 7)Ao YR 97 BRR 1 B 0 i 2IS 28L  J s 14) )™ B R R RN B A
AL RN FEAT it P 22 28 3 B AR ART A 32 %) BRI PR 7R ) 2o

[0239]  FEASCHEAL T B AV b — PhE 2 P EE 35 It il 4 B AT L 546 S
R 10— 3 o 5 VR PRI AT DA K+ (BN, S 8 50 B/ (& el A
W& BEAIST) -

[0240] K433 T 77 ) S A8 AL B AR A PR T8 o AR A IR At B IR 5 DA 2% PR S B T 22 v
U , o A B E SR VR T HUAA « ML R4 FIE PR R V) - W R IRAFAE )
BUA B H B o AT T AR SCRRAR R T RN 2 A W 1) B 1 B G AR AR SR R4 P ol
Wit A A4 40 Mo DA A2 G vE PEJE B4 (immunologically active poietic cells) fFi%
A/ B TE R 1 5o H e R I B BT AEAR Z B P I e R i el 20 40 B ARE AH 4 R Y
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T ENAL S B E FUASFEAR T AR S WIL-2 (B EATL-TT (rIL27) Mg 22
ERIL-2) JIL-10. IL-12F11L-18; T4 &, i W Tt Fa-2a. T Fa-2b, FH Fa-nl. T
Fa-n3, FIMEB-T aflFHE v -1 b .GM-CFRAIGM-CSF; FIEPO,

[0241]  7EREEe s Jy 2rf, 7E DY B 7S &) I £ TR BR8], 52 R i FHGM-CSF .G-CSF
SCFELEPO, jiti FH & [ Y N 201 2 £)750mg /m?/ K L 2925 % £)500mg /m”/ K . 250 & £)250mg /
m*/ RBLLI50 % £)200mg /m” /K o 75 F L5l 77 % o7, GM-CSF A L £960 % £)500meg/m” (] 452
/NS e ik A e B CA 15 28 249 1 2meg /m”/ K & K2 T e T o 77 BE e S it 5 S , G-CSP AT ]
PA#)1meg/kg/ R I KR it I B AT CARR AR SR 4 i 1 B0 38K 2047 T B2 . G-CSFI 4R £F
FIE AT L2300 (/N idi38) B480meg i & K I it F o 75 F 285 il 77 S+, EPOR] LA 10,000 5
Bri & R i A B R 3IR

[0242] " H T A BTIZEMAAEMP M EsEARBHEEAR T 454 7 &
(filgrastim) , HAF 35 EH VAT b1 & Neupogen® (Amgen, Thousand Oaks, CA) 8585 ; Vo4& 7
5 (sargramostim) , HAE 3 [E LA A% 4 Leukine® (ITmmunex, Seattle,WA) #& ; fIE 4]
EPO, H:AE 35 [ DL br 4 Epogen® (Amgen, Thousand Oaks,CA) 8445,

[0243]  mLLAnZEE L HS5,391,485:5,393,870; K15, 229, 496 -0 114 FSRE ] £ GM-CSF (1)
HAMRALTEA Prk £ R LA 5| I 7 RIF AR AT Lk [ L4 54,810,643 4,
999,291;5,528,823; #15,580, 755 i HS A il 8 G-CSFIY 40 AR AR T 2K s Birid & F1I ) 42
HN AL B A 7 IR AR

[0244] SR T 5 ARSCRAEHIA A9 L5 5 720 A A8 FH 0 R AR 0 RARAFAE R BA
HAEA LTS T RIRAZLER & A B AR AT A lang im0 , HAedkpn 20
RIS LT 32 T 10 B 1 o110 e 2 PR P o SRR () SE B FE AR T A — A s 2 A&
SRR L5 1 I R SRATAE T 2 0 2 3 A [R] 1) B 1 0T o A AR A& 3 Ik 55 e /> L
FARAFAETE 2 (4, AERE LA TE20) o 1R BRI BRAK AL S 1038 40 16 B2 11 oo 7 AR A ) S
BIEFARAIR T35 2 B AT A AR & S A, 1 Al b 1gG 18k 1g63 5 B fr itk (A Bk
B Fr g A B PR Bl A R U B A L. 2 0L, B fiPenichet M. L. #iMorrison,S.L.,
J.Immunol .Methods 248:91-101 (2001)

[0245] A 5 A SCERAE A A A L )R 1 74 A 8 P A4 C0 48 B s B B AR RN 2 v B 4t
1A BRI S0 A HEAE AR T il 2 2k 5 30 (Herceptin®) B2 8 44 Rituxan®) , DU B
(Avastin™) I ZEKEHT Omnitarg™ \%@%iﬁmexxar@)\Wy%%ifﬁ(Panorex%u
FG250 AL A1 H T HIFE AT LA S INF-adii 44 A1/ BEHT-EGERHUAR B 414 Erbitux® 5Y
A e sl A B A A

[0246]  mI DA LA 128 1 10 T it FH K 2038 MR 7)o 481 0 5 43 WA B8 5 1 A 40 L DR - S T L -2
G-CSFAIGM-CSF 43 WA 9% 1 AT LA TR AL T i Mg &9+ « 2 0L, B fllEmens L. A 5§
N ,Curr.Opinion Mol.Ther.3 (1) :77-84 (2001)

(02471 /NGy 19 B8 3 PR AR AT DA AT 5 it AR SCRR AL 1R 4k A0 L 7R 1 7 A 2%
AR AEH AR, 5 — 2 KT AR, 9515 78 -5 A SCHR AL AL A9 LI TR Tl 351 — & i A
I (102 A7 2 S5 BRIE) V8 22 Be 0 H A1 P R A8RE o /N7 58 3 ek 7110 ) SE 49160, 5 AEUAS TR
THUIE DA 2 G S 7R AN S ] B
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[0248]  FEJELLSLE Jy S, 55 2509 HSPAII ) L 2 3 BT A6 70 L FLT 34101 i 55 B TOR IS i
) o

[0249] 5 F-T A SC TR ) 5 VR B S W W R S0 700 S 48] A, B AELANRIR T« B o 4 5 L i)
bt B LR R ke B 5L B 7 (acronine) K 2R H BT HL A R AN B E K
(altretamine) .29 55 2 BRI 35 AR « 2NV U (amsacrine) \Baf 70 ply e | 2z gl 25 %
(anthramycin) [ T4 BEIERG  HARET 2 BT FLIL T (azacitidine) (FTFLE R (azetepa) i
WedmR O Eafh R BIR RS ERREAERE IR A4S 5 18 (bisnafide
dimesylate) \ FLIr 2R BR BRI R B 28 AW AN IRIC LB L V%2 R R C R 52
Bl REEIZ R DI R REEAITT VERIR R b B R AT RBT 135 X (cedefingol) .
FER T (COX-241H57) R T IRE ST HFEZ (cirolemycin) JHi%H (cisplatin) « b f
i (cladribine) <@IEHiE (clofarabine) « FI# IR 52 HHE (crisnatol mesylate) FA7i
Bl Ara-CL s REBE R E RD (dactinomycin) « EhERFLLL 85 2 L VOV L A5 B 55 4H
(dexormaplatin) ALK T AR ALAT T HB 1Y 2 L 2 P fl 28 (docetaxel) 2R E
(doxorubicin) EhIR Z Rt B B ig & 5 AT IR B i & 5 N R B AR HERR A e B &
(duazomycin) HKIEHTY) (edatrexate) « EhRIK B ZZ IR (ef lornithine hydrochloride) .
b B (elsamitrucin) «Bi& 4 (enloplatin) B Z NS (enpromate) | ik ILIUR I
(epipropidine) EhER K FLLL &2 . JEATVEME (erbulozole) ShERIK Z LK & \MEZL F) T | i 5L 7]
T A S R A A M AR FEVE VB IR MK FE VA EUOR Wi i (etoprine) | ERFR VA B Mk bk
(fadrozole hydrochloride) JEFLPITE 57 4EARL (Fenretinide) «FUIRER - Tl BR UL hir 2
TSR EE AU R ER (Fosquidone) (g A) H £ 44 (fostriecin sodium) . 7 P
hR 5 AR E R IR BRI AL B L R IR BEL (i fosfamide) A BEAE HT L = 1A 4
(iproplatin) 378 Bt (irinotecan) ERIR KL H e L £ IR == i IR ke it Pk L 2 8% = A B
AR ER IR MR e L 7% 3 il AN IS S R TT VERRIE W IEER L SR P R R (maytansine) (#h
MRS IT ~ O R FR ML 24 L 20 PR 36 & 22 i . 3874 (melphalan) 381 3. /K (menogaril) %M
W FF 2 MRS (methotrexate) « FF RS 4 EUR ZNE (metoprine) «RZHIR KT B K
BrF 1 (mitocarcin) 22441 & (mitocromin) KFLVEMK (mitogillin) KL D E (4235
2 KFE R (nitosper) KFGIE (mitotane) ERMOKILTENR . 2 B IR W H 1AM W hi B3
RROH LRSS VCESE ETIAM S RER AT RIEREE R (peplomycin
sulfate) BN IR VHIR GE IR VEET FL SRR D R . R HE R E kA
(plomestane) AMWy BAN VAEE &= VIR JE S mT VBRI R 2L X Jift (procarbazine
hydrochloride) JWEM 53R L Sh QIR 55 2 ML R IR T2 25 R IR (riboprine) (WD 35K
RV X A AT E M ZR (simtrazene) R AEJE (sorafenib) &) VA ZAEW
(sparfosate sodium) . wiHEEZ \FhIRFH IR Ik MRS R]VT IREH BRE R A R VEERIA B R
(streptozocin) SRR AR R E T INZEH . R R (taxotere) AT ShIR & 1%
HEEE B 3 5r B Bt B B RS2 K (testolactone) (HRIBKIEM (AT IR | ZE 75 R
(thiotepa) EMEICAR B Fi7 L AT R FLI K 25 (toremifene citrate) « Z R HHFT B T
PG il P SR =R D R R =R b |l AR | R R A A L by B E]TT L S
IR IR AER S (verteporfin) (ERER KA AET . BRBR KA B KB VIR IR K1Y
F MR KFILE (vinepidine sulfate) R EKEHEE MR KED H (vinleurosine
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sulfate) AR KEMIE R KEY E (vinrosidine sulfate) IR KEFEHE R
M JEER R T AR R e B

[0250] R0, 72 Pirad T3 BB AL A W A 1 H B 0 24 1) SE A R AH AR T2 20K i-1, 25—
TR DS S5-I R LE JF EL 4R I (abiraterone) JPf L £ (aclarubicin) (B
& M (acylfulvene) B35 18 (adecypenol) Bl 22 KHr Bl b (5 /1 3= ALL-TKEEHi 57 7S HR
e Z = AT (ambamustine) X 3E % (amidox) V&EIT (amifostine) - & L BN R
(aminolevulinic acid) EFLL & (amrubicin) Z2HT g o] H34% & (anagrelide) il A
8 (anastrozole) % 0r3% N BiE (andrographolide) ML A A #1575 FE BLFID FE PG 28
fh F| (antarelix) I EMILEERKEEHEH-1 (anti-dorsalizing morphogenetic
protein-1) HUHEEER (RIFINEAE) BUMERCR PR hiil (antineoplaston) X IFZH
1% H R JE i & & (aphidicolin glycinate) « 2 Mo 5 T 22 DR 38 75 771) 40 B O T2 1 4 7]
TCVE WS I BR vara-CDP-DL-PTBA . K& BRI =% - 7= HE7* (asulacrine) ({3210
(atamestane) \fT 5 F]YT (atrimustine) BT 74T 1 (axinastatin 1) Bl a0 YT 2 FA
FrEl YT 3. L A B (azasetron) S FLFLHT (azatoxin) & R R R (azatyrosine) I R
IR (baccatin) ITIHTAEY)BE= 1% (balanol) (B2 H a4t (batimastat) -BCR/ABLIEFTHI -
MK (benzochlorins) RH B E R A 2 (benzoylstaurosporine) BN B ifiT 4
W1 .B-F 3. (beta—alethine) Byt B (betaclamycin B) JHEARER (betulinic acid) «
bEGF A1 77 b R & Iz (bicalutamide) ELAEFF (bisantrene) XA £ 0 ik 5 K ik
(bisaziridinylspermine) - X ZEME (bisnafide) EL BT YTA (bistratene A) . EL37RHT
(bizelesin) L BiK4F (breflate) JRILALE] (bropirimine) AfifEEK (budotitane) . T Bk
IR IE V% (buthionine sulfoximine) . VA= (calcipotriol) R4S A HC
(calphostin C) \E M & (camptothecin) fTAEY). RIFhIE (capecitabine) M k-2 H-
= R 2 A =M CaRest M3CARN 700 3 Pt P A 551 = 4 > I 25 1 ity 401
7| (1COS) TEMFE i (castanospermine) 7% B JJ&B (cecropin B) P Hl ¥ 7d (cetrorelix) «
IS (chlorlns) (AR R IR ER I (chloroquinoxaline sulfonamide) « PHRHIF 2R
(cicaprost) JJAMK (cis—porphyrin) « wiHi i (cladribine) G K55 (clomifene) 24N
Y. TLEME (clotrimazole) FLALEE R A (collismycin A) \FE L% A B, BE T A4
(combretastatin A4) B EHVT KB FEY 5{ JE (conagenin) « KD PHYT 816
(crambescidin 816) « b HHHE (crisnatol) & Ek#EZS (cryptophycin 8) xRk R AT
B curacin AVFRIRIERER (cyclopentanthraquinone) A 24 (cycloplatam) | FHILE
% (cypemycin) \Ara-C T \ e HEBEIR £k A AL+ (cytolytic factor) (EEMR T belE)
(cytostatin) A ¥ P1 (dacliximab) i FHARYE (decitabine)  E ARG B
(dehydrodidemnin B) #uy& ¥k (deslorelin) I ZE KNS (dexamethasone) A7 S ER Ak I i
(dexifosfamide) 4 T4 (dexrazoxane) A 4EHiMHK (dexverapamil)  HulY i
(diaziquone) JEHEHZB (didemnin B) .3,4- — I AT (didox) « 2 FE 5 S
(diethylnorspermine) . “&-5-Z &M .9- AL A2EE (dihydrotaxol ,9-) . “HER
(dioxamycin) . “ZRFLMETLE] YT (diphenyl spiromustine) % Fifth 3.2 [ Vb i
(docosanol) 2L w3 (dolasetron) A MIKH (doxifluridine) - 2R E | il #H 5
(droloxifene) . i KJFREE (dronabinol) £ KK ¥SA (duocarmycin SA) . & A fifl
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(ebselen) K EZZ A]V] (ecomustine) KM 45 (edelfosine) 4K ¥ V& B3
(edrecolomab) HKE ZE M (eflornithine) i &% (elemene) « W& & (emitefur) .3
FLE (epirubicin) \EZEFEF (epristeride) JHES RV FAUY)  BEBZ BN HEBER £S
PR AR (etanidazole) EEMRMKIL VA H VMK PE R 4H (exemestane) V5 i 1
(fadrozole) VAL $iiiE (fazarabine) 5 4EANG CAEME A 5 (Filgrastim) AE IR %
(finasteride) < KPP FE B EINTT (fFlezelastine) « KHHEERE (fluasterone) «FBIAFIVE .
R FIE S X (Fluorodaunorunicin hydrochloride) «#EMy3E 7 (forfenimex) 18 3E A
H (formestane) 45 A B £ (fostriecin) fRF Al V] (fotemustine) « B4yl 35 4L
(gadolinium texaphyrin) HHERER . N4 (galocitabine) N JE¥f 7 (ganirelix) - A
BG4 7] (gelatinase inhibitor) .7 PR & Bt H AL #I#I7) (glutathione
inhibitor) 7548 (hepsulfam) . #HZ YR T8 A (heregulin) (/SR X2 Wi« 4
22k &K (hypericin) AFFLERR (ibandronic acid) \EHHE (idarubicin) . ¥ 2 & 3F
(idoxifene) HFHFHER (idramantone) AR B A& (i Imofosine) Y% H Al (i lomastat) .
5 e BlinGleevec®) KM BLEE (imiquimod) A% RN i 55 AR AR KR - 15244
W F T RBEA TR BN ZE MFTI (iobenguane) L Z Ltk £
(iododoxorubicin) 4-HZEE (ipomeanol ,4-) R P (iroplact) HERPE
(irsogladine) - IR (isobengazole) 4 il . B B (isohomohalicondrin B) .{/Hih
a) ¥ (i tasetron)  ARHFE 7 78 v/ fE (jasplakinolide) s Mg $7 7 45F (kahalalide F) . =2,
FEN- 2R 2 (lamel larin-N triacetate) . =¥mfik (lanreotide) B IE X (leinamycin) .
KA A\ 5 (lenograstim) R W L M (lentinan sulfate) SLFLHF YT
(leptolstatin) R ME . B MR M+ B M 3Ka T4 3R SRR LEE (leuprolide) +HER
A TR G (leuprorelin) £ HERKIE (Tevamisole) FIRI I (1iarozole) 2614 58 ik
KA o6 PEXCRE IR R IR TR &7 SR AR B % 7 (lissoclinamide 7) (7% 4H
(lobaplatin) i 45/ i (lombricine) #&%FE H R (lometrexol) & JEiAM] (lonidamine) .
SR BB (losoxantrone) 1§ 2R LT (loxoribine) L # HE (lurtotecan) 15 5o P IEMR4E
(lutetium texaphyrin) - V.74 (lysofylline) 3@k (1ytic peptide) EIHF
(maitansine) \Z ¥ ITA (mannostatin A) 5. 5 @lfth (marimastat) - &R Pk
(masoprocol) « B #A)AE (maspin) & JFA MR 41555 (matrilysin inhibitor) <F& Fi4: &
A BFIHIF S0 7R (menogaril) <Z /REFE (merbarone) 3£ ik (meterelin) EEZ
i (methioninase) « A& & 1% (metoclopramide) MIFI 7] K =E T)Ei (mifepristone) .
KBEAE T (miltefosine) KA A (mirimostim) KFEUEE (mitoguazone) - IR B %
(mitolactol) 2 2RI KFLZERL (mitonafide) KFLFFE (mitotoxin) £F4ERF4H
M KR -2 (saporin) KFEEER (mitoxantrone) ik BT (mofarotene) | %fy
5 (molgramostim) %2 W% (Erbitux) - NGB NAL IR BREER « S0 M AL I BTA+ 7 BoM B 4
ffuEEsk (monophosphoryl lipid A+myobacterium cell wall sk) FEHRIAEE (mopidamol) ;
FRPEF EFEEDB (mycaperoxide B) ./ AT 4 BER B . £ 2
(myriaporone) \N-Z Bk (N-acetyldinaline) (N—HUA K I B o B2 B bR
(nafarelin) GG HE % (hagrestip) G EH (naloxone) +Mifth /4 3% (pentazocine) YN 4
(napavin) .Z54F4E (haphterpin)  H#LF] 5 (hartograstim) «45iA %0 (nedaplatin) S5 ZL
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tb 2 (hemorubicin) ELERE (neridronic acid) »Je&EK4Er (nilutamide) . JBFEE &
(nisamycin) \— % AL & 75 Z A TTAAF B2 (nitrullyn) BBk
(oblimersen) (Genasens;e)\06—%%%@%%\;@%% (octreotide) - B vi & (okicenone) .
BT B EE (onapristone) « &3} A)EH (ondansetron) « &Pt A3 B 51 (oracin) .
F R 4 i D795 5 %) B 58 (ormaplatin) BV EREE (osaterone) BV H
(oxaliplatin) \JL# % 2 (oxaunomycin) EAZEE VEEASEE RN A BEAT R4 - 1R o8 B
(palauamine) AFHEIEBMRE & (palmitoylrhizoxin) «THKBEEE (pamidronic acid) - AZhk
= (panaxytriol) .M K25 (panomifene) M3 DLH (parabactin) AT YT
(pazelliptine) .55 14 M (pegaspargase) - L HT (peldesine) . ARE RN (pentosan
polysulfate sodium) Wi & /By] Wi (pentrozole) 4 IR bt - 55 % Mt %
(perfosfamide) E 77T (perillyl alcohol) . FKiE%H E X (phenazinomycin)  Z R 7
Wi T R I 4T 1 ) A BE T (picibanil) (ERPR B IR ZEM (pilocarpine hydrochloride) .
NtZEtk B (pirarubicin) JHLHEH 57837 (piritrexim) R E)VTA (placetin A) kA VTB. I
212 B VA I L A R LR g A B A Y - = R A PR iR (por fimer
sodium) VHAFF & (porfiromycin) IR JEA (prednisone)  PIHEXUNT WEE BT 5 IR 2 T2 &2
Il 0 ] 500 R T AR SR % R T R L B SO A R R L B S0 C A R R e
(microalgal) &5 [ % 22 I Tk 1 I 4117 ) 791) L MG P A% 1 Bk IR A B 4T 610 77 L S840 % (purpurin)
MEMERRR Y 5 (pyrazoloacridine) MENE K ILA 8 1 A LGB A ) rat H il & &5 il 3%
(raltitrexed) 5 %= Al Ei (ramosetron) srasyEWe 3L & ARG HIH] 5] (ras farnesyl
proteintransferase inhibitor) .ras#Ifilill.ras—GAPHIH| . 2 B AL B & 2T
(retelliptine demethylated) &K% SR (etidronate) #kRe 186 .#R % &K (rhizoxin) \#%
B RITZEF Myl RIT retinamide) BB (rogletimide) A EH (rohitukine) |
PR (romurtide) FHEE T (roquinimex) &V FHEBL (rubiginone Bl) & yH3E
(ruboxyl) Vb3 % X4 F (saintopin) .SarCNU. ¥ 3 +EA (sarcophytol A) \Vb#& &) =
(sargramostim) \Sdi LRI RIZERITT 2 IR PMEIIHIFIL B AT IR 5 5 5% S
7 PG HE (sizofiran) &AL (sobuzoxane) JHlFR4H (sodium borocaptate) Ak 7, 8
LB T (solverol) VEK AT & (somatomedin) 455 HEH RN (sonermin) 1 & R
(sparfosic acid) HiZ K& ZKD (spicamycin D) MEZF])YT .M 22 B 77T (splenopentin) «
LR PIHIZE 1 (spongistatin 1) « 1% 1% (squalamine) i &5 J7 K (stipiamide) 25 FiiA
FANHIR AP B (sulfinosine) BRI 4 W K5 307 (superactive vasoactive
intestinal peptide antagonist) .fiE IR &K (suradista) \#3 i (suramin) (75 5
=% (swainsonine) hEEE]Y] (tallimustine) fith 3 & 25 (tamoxifen) | BF LAk fih 3 45
A1 RT (tauromustine) ARHLZT (tazarotene) I AL INIZE4N . BN (tegafur) JFFI
M (tellurapyrylium) SRt B 6] ) & 5H 5 (temoporfin) B JBTHTR DY ST 4L4) |
BB (tetrazomine) MES H7 HEVT (thaliblastine) JHEEZHGM (thiocoraline) I /MR A
B LN AR BB AR A RV B (thymal fasin) 8 R AR Bl 2R A2 AR B0 57 i i il v
(thymotrinan) 2 FUIRIE LR V5 £ EMTAME (tin ethyl etiopurpurin) & HiFLAH . =&
%4k (titanocene bichloride) FEXF+# (topsentin) «FEFGAZS (toremifene)  FH ¥
P 4ER R (tretinoin) = LB R H il 9L (triciribine) . =H ¥
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(trimetrexate) - I EIHA (triptorelin) fELE T EE (tropisetron) | % & I fix
(turosteride)  BE BRI H0 1l 7). B% A BR W R A 41 771) (tyrphostins) \UBCHII I, & 2K
% 7] (ubenimex) - WA bR A B 32 Y 1 A A JI ] DR 5 I B 52 A 485 P R S A5 IR FL S KB
(variolin B) .4Ehi & Wi (velaresol) (Z 5% (veramine) J4E/R ] (verdins) JZEEVHZS . K
FEE (vinorelbine) J4EFEYT (vinxaltine) 4ifth ik (vitaxin) AR T M FL iG55 &
(zanoterone) T B 5H W ~4EC (zilascorb) FliFalfh T #ifES (zinostatin stimalamer) .
[0251]  fERELL S 7 2 rp WA A W0 LR i R0 e A e 40 72 At FH o 78— A58
T7 G, 25E AR SCIRAL I 7 200G — PR 2 s A R S5 A A M LI R T RS A AE s —
AN, G5 A AR SCR AR 7205 P PR 25 s H R S A A I LR T R4S A8
T S — AL T B, 45 A AR SCIR LI 77 126 = Pl 58 22 Rk 7 s $I 71 -S540 B0 L)
HTHIRE A

[0252]  fiAR SCHT F L ARTE: e 5 i 25 s R0 B R 2 Al IR A2 A 58 A G 43 ek b
I TP — FhE P & SR 9 A SRR B BB A A T
AN IVE LB Th R - VP 2 A0 2 i B R NI, 18 A CTLA-4 J HFC AR CD8OFICD86 ; AIPD-1 , H
HABAKPD-L1FIPD-L2 (Pardol1,Nature Reviews Cancer,2012,12,252-264) .iX% & H
JFRABKT- 6 5% TAH e S22 P S S s 3 okl PR A LA o G g3 2 oS R A LT R F i e B &
i 52 A R A 3 G 28 7 2258 ) 425 5 ) ) RIS JBF o SR 8 A6 28 A 30 7 AL DR B AT A E A
[0253]  fE-—ANSLE 7 S K A IR A CTLA- 44 il 551 o £ — AN SE 77 28, CTLA-441)
il BT CTLA-AFu Ak . FUCTLA-AHTAR R SEFI B FEH AR T2 H & )5 :5,811,097;5,811,
097:5,855,887:6,051,227:6,207,157:6,682,736:6,984,720; F17,605 , 238+ BT ik [ 5
B, BT IR FISEICL 51 FHI T3 BRI N AR SCAE—ANSEE T R, LCTLA-AFu A R R 4 o
Pt (tremel imumab) (WHFNE AR BT (ticilimumab) BLCP-675,206) . 7F B — A Lt /7 &=
i, FLCTLA- 4304 A IT B4 (ipi 1 imumab) (HFK AMDX-010ZXMDX-101) I d & 5
CTLA-445 4 58 45 N ¥ 7 B TeGHUA A IC B 3T LA T i 4 Yervoy VA 65

[0254]  #F—ANSEiE )y =, K 2 s 3 79 PD- 1 /PD-L L1751 « PD-1/PD-L 1 411 i1 77 (1 52
BIAFEHASEE T2 H 4 H 57,488,802, 7,943 ,743:8,008,449: 8,168,757 8,217, 14940
PCT 4 F H i A AT 5W02003042402.W02008156712.W02010089411.W02010036959.
W02011066342.W02011159877.W0201 1082400 F1W0201 1161699 Frik [ AR LE , ik 47 ) 35 4%
IEANA L

[0255]  7F— NSt 7 S, A 2 5 FI R A PD- L HI R o E — AN SEHE T S+, PD-1 01 5]
NBLPD- 1A o fE— AN SEHE T SR, FUPD-1 5 A JR IR & 3¢ (nivolumab) (H0FK AONO-
4538 .BMS-936558EXMDX 1 106) B IR 4} #1470 (pembrolizumab) (M HK AMK-3475,SCHI004 758K,
£ 45 W R Fk BT (lambrol i zumab) ) o 7E—ANSEJE T R, FIPD- LU JB IR G it JBIRE
BN N TgGA4PD- 1 8 i B AL, - HL LA T & 0pd i vo ™MBY B . 78 55 — NSt 5 S v, iPD-
VHUAA AR AR B30 o YR G B0 g A TR AL B T [ T g GA LA I HLBL 7 4 Key truda ™85 65 o 76 3
AN SLHE T =, BUPD- 15U N N TEALTUAARCT-01 1. Bl A CT-01 LAE R R I R B i
N HIRYT SR BEE B A5 (AML) 1 R o 75 M 5 — AN SE )7 20, JiPD- 1k N & A
AMP-224,

[0256]  AE— NSy b, K2 A7 A PD-L 1 35 o 26— AN SE it 7 &, PD-L1 il
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FUNBIPD-L1HiAE  fE— D SERE T E, JiPD-L1 514k NMEDI4736 (45 L & 51
(durvalumab)) o /£ 55— SEjti 77 2290, HIPD-L1Fi4& BMS-936559 (1 F% AYMDX-1105-01) .
TENX F—ASEE T EH, PD-L1I G AR RE 2k B30 (atezol izumab) (H#K AMPDL3280A FH
Tecentrig®) .

[0257]  AE— AL 7 2R A 8 R4 R A PD- L2 i 551 o 76— AN SE Tt 77 22, PD-L2411 ]
FINBPD-L2HUAK « /E— N SEE T 9, HUPD-L234& A rHT gM1 2B7A.

[0258]  fE— MLt Ty Z2 T, A 8 AU ) DA 9K 2 A O A DR -3 (LAG-3) #1657 o AE— A
SEJi ) 2=, LAG-3 5 A AT VA M T g4 8 1 TMP321 BrignoneZE A, J. Immunol . , 2007,
179,4202-4211) f£ 5 —DSEHE 77 229, LAG-341 1] 771 yBMS-986016 .

[0259]  AE—ANSLti 7 S b, A 2 A H R BT 4R o £E— AN L 7 2, BTHI IR
B7-H341 ] 551 BB 7-HAH i 571 o £E— AN SL i 5 22+, B7T-H3H il 551 A BT -H3HUAAMGA271 (Loo
ZE N,Clin.CancerRes.,2012,3834) .

[0260]  {E—ANSEHt 7 P, K 2 s AR TIMS (T-40 i S )% BR & 1 45 M I ARG 22 A 45
F 4 3) #1675 (FourcadeZE AN, J.Exp.Med.,2010,207,2175-86;SakuishiZE A,
J.Exp.Med.,2010,207,2187-94) ,

[0261]  FE—/NSLiE 5 v, K 2 s FI 77 90X 40 (CD134) BBl o 76— N SEE 5 v, K
A s A A FTOX 40344 o 72— SEHE 7 Z2 TP, FLOX40HUAR N HT0X-40 o £ 3 — 5L 7 5
1, HL0X403044 AMED 16469 .

[0262]  {E—ANSEj J5 b, K 2 SR NG T TR B 1) o 7 — AN SR HE 7 v, A6 2 a5 il
FIRFICITRATUAA o 7E— A SETt 7 =, JIGITRITAA N TRX518.

[0263]  {E—ANSEHt 7 P, KA s IR ACD 3T BN 7 — A2 7 B, 46 2 Al
HFAFICDL3THUAR o fE— AL Ty ZH, FLCDI3THUA N L & #4710 (urelumab) o £ 53—4
SEE 7 =, BLCD13THIAAE APF-05082566

[0264]  FE—ANSEj J7 b, K 2 SR N CDA0 B B ) o 7 — AN SEE 7 S, A 2 S ]
FIRHLCDA0HUAA o 7E— AN SE Tt 77 22 P , $1CD40FT 44 CF-870,893.

[0265]  FE-—ANSL Ty R, i A R EH AN A /R -15 (chIL-15) .

[0266]  #E— NSt 77 S, A6 25 25 FI A TDORI I o £E— AN SR HE 7 ZEvh , IDOFIHIFT A
INCB024360 . 7£ 55— A& it 77 22 71 , IDOAI ] 771 Ay | Wk 554 (indoximod) o

[0267]  fEHRLLL ST S, A SCHE UL R A B 972 A HE A ST IR (1) PR PP ER B 22 Pk 2 4
1155 CE 45 A TR BRAS [5) 8 T A 2 s 1 57)) o b Ah , AR SCRTIA I 40 597 VA T L 5 A SC i
[R&E A VR IT AN SCHTIR AR G5B R 1 fifé 1) 2 B4 5 s PRI A1

[0268]  fERLECSLE T B AL AR LS — PhEL 2 P /e LR I R I8 —ME 2 Pk &
PUJESZ AR (CAR) 1 503 41 . (191 a8 1 S 93 40 ) 204518 ol , CAREL SR B B —ER 1 i
W nH SR 45 B 1) (0 A1 225 A A 5 B 245 Ay SR A L PN A5 54 3 5 A J o AE T L S it Ty 58
i, — H B A &5 R 4 5 B B 1 G R A S B (TAA) B3R 45 S PE BT JRL (TSA) 54, LE it
T AT 5 2 L A L Y A A S BT AR T, 9 T DL [A] FE R SRR S E 1 I A
[0269]  HuAh25 g 3a : CARFI ML A5 A2 A H AR PR o 7EFEEESETit 7 22+, CARIP) J A 45 74
WA S A TR PR I SZAR B2 ARG —FB 43 o AERL L ST 7 2, M A0 45 M B S B0 A2
PURBCH B R 455 T4 o £ BAR B St 7 S8 Hh , M A 25 A 48080 5 B 2 SRR Y (scFv) 4514
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15 o BRBEE v &5 R AT AL 9 i e e MRSk S VBB VL, Hodb BT VRVl B &5 4 Brid 4
SR A .

[0270]  7EREECSLN T 22, HH AR SCHT Ik 22 IR (0 B A 25 1) 80 TR ) B e i 2 i ed A ORI
(TAA) BRI 7 S PE LS (TSA) o 72 PhBEAR K S 77 S8+, Il AH o0 bt JE Bl Mg 15 = e e
J5 S AE AR T-Her 2§ 71 I 40 fu 3 5 (PSCA) « IR EE [ (AFP) V& IR 305 (CEA) I J5i-
125 (CA-125) LCA19-9. %5 W i 2 4 MUC—1 B4 i i 24 i (BCMA) < b RZ IR (BMA) « )%
FiBd 0 J5 (ETA) R S BT B8 25989 - 24 40 551 J5 (MAGE) .CD19.CD22.CD27.CD30.CD34.CD45.
CD70.CD99.CD117 EGFRvITT GR A K R AR TTT) ([H] 52 25 AP (Hij 51 IR IR PE T PR I8
prostein.TARP (TN SZ A4k v 22 & B SEHE L (1) < Trp—p8.STEAPT (Rij 51| H A 7 B8 JIE - 7 47 i
D RN EA AR AEASEEA (desmin) AR EE A (GPAP) (B B MERBIAE
9 (GCDFP-15) JHMB-45471 )& 85 1 A4 K -A (protein melan—A) (FH Tk 4R R 511 B2 298
PUF sMART-T) smyo-D1 JULIIRE R R NLBN ) (MSA) RRER 22\ w2 Juls e PR BB (NSE) L iR
BT R I O e FRIR R R 1 S FRIR I e s DR 1 M2 28 A B PR i I ) T i 1) — SR A
B (MIeIM2-PK) 7% [ ras 8 H B H W pb 38R [ o £ FL L H e SET 7 2+, HH CARE g 41
SERYIR IR HI TAAB TSA A FE R B 1 avB3 (CD61) I FL IR TRa 1 -B.

[0271]  AEIELESETf 7 S, FH CARI M Ah &5 A4 3l R A (1R TAABR T SA B E / 52 L (CT) )5
541, BAGE . CAGE . CTAGE \FATE .GAGE .HCA66 1 \HOM-TES—85 .MAGEA MAGEB \MAGEC .NA8S .NY—
ESO-1.NY-SAR-35.0Y-TES-1.SPANXBI.SPA17.SSX.SYCPI&{ TPTE,

[0272]  FERLSCI B ST )7 S, FH CARM M /1 46 A TR ) () TAABR T SA M ik 7K Ak & P Bl p
L E R, Bl fuc-GMI \GM2 O IR i It Jii - % JE P -1 s OFA-1-1) .GD2 (OFA-1-2) \GM3.GD3

.
2

[0273]  FERLSCH B SR 7 S, HHCARIR) M Ah 45 A 3 iR 7 i TAABK TSA N a- LB -4
Bage—1.BCR-ABL.Bcr-Abl @& & A B-IEEH .CA 125.CA 15-3(CA 27.29\BCAA) .CA
195.CA 242.CA-50.CAM43.Casp—8.cdc27.cdk4.cdkn2a.CEA.coa-1.dek-canfill & & H -
EBNA.EF2. ¥ AR JRE FE P15 Epstein Barr virus antigen) \ETV6-AML1EI& A .
HLA-A2 HLA-A11.hsp70-2.KIAA0205 Mart2 Mum—1.2F13.neo—PAP.IZEIBRE 7 .0S-9.
pml-RARafI4 8 . PTPRK .K-ras N-ras . ik & 75 #i 55 A4 .Gage 3,4,5,6,7.GnTV.Herv—K-
mel.Lage—1.NA-88.NY-Eso-1/Lage—2.SP17.SSX-2.TRP2-Int2.gp100 (Pmel17) F&Z ERIE .
TRP-1.TRP-2MAGE-1 MAGE-3.RAGE .GAGE-1.GAGE-2.p15 (58) .RAGE.SCP-1.Hom/Me1-40.
PRAME.p53.HRas HER-2/neu E2A-PRL H4-RET. IGH-1GK MYL-RAR\ A 3k J88 9% 5 (HPV) 71 &2
E6FIE7 . TSP-180 MAGE—4 MAGE—5 MAGE—6.p185erbB2.p180erbB-3.c—met nm-23H1 . PSA.
TAG-72-4.CA 19-9.CA 72-4.CAM 17.1.NuMa.K-ras.13-¥EE [ Mum—1.p16.TAGE PSMA.
CT7. 3 ki . 43-9F .5T4.791Tgp72. 1 3HCG .BCA225 .BTAA.CD68\KP1.C0-029 .FGF-5.G250.
Ga733 (EpCAM) \HTgp—-175.M344 MA-50 MG7-Ag MOV18.NB\70K . NY-CO-1.RCAS1 .SDCCAG16 -
TA-90.TAAL6 . TAG72. TLPELTPS.

[0274]  AE2%Pp B AR R St T7 229, It AH OGS B R o S P 0 i AMLAH G i g Bt S
WIS.AnguilleZF A, Leukemia (2012) ,26,2186-21961 ik

[0275]  HLE e AH DGR IR i e P 470 B e AR U AR 522 2RI o

[0276] W] FF R B AP0 R A2 AR A 5 TSAFITAALS &5 1 324K  HiAR Al scFv E A AUIE 2
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BN, RS e AT BR T B AR B N1

[0277]  {EAEdt BARRYSTHE T 9, B A0 i 52 1A 1) i A7 465 A el 1R ) P 30 Do A e A
AR TSABLTAAR SR , A AT 15 Py 41 M B3 e 5 12 1 R 49 A 0% o 7R SR BL STl 77 &
i, Bre S AR PR 4E B Rl B A 2R, a0 5 I A AR BRI R AR A SR I AR KA
T Y R B A A ER SR AR KR 4 R B A 2R ] DAL RER A i A N R AR KR
(VEGF) Wi j 27 4 2 o A= KPR 1 (bFGE) | /MR A7 48 A2 KK 5 (PDGF) 2 i A K PR+
(HGF) JiE B Z= R4 KR (IGF) B A/ -8 (IL-8) o [Hiag 3¢k p Jih g Jm B 1) B 8 R B3 . T
I, A H B HARI S 7 S, B & SEAE OGR4 i HIF-1a \HIF- 18 HIF-2a HIF-28,
HIF-3aBHIF-3B o i 2 % 1E 8 233 i R B 45349 » 5 B R A A5 A 5% 7 F A o+
(DAMP ; R AR 2) 165 IR . TR b , 75 e Hops LR ) SE e 7 27, B0 542 DAMP , 431
WA E G B A A R I R R EE 1 1 (HMGB1) S100A8 (MRPS, #5085 1 A) -
S100A9 (MRP14 , 57 85 FB) MLIF Ve LS 1A (SAA) , BY AT DL i SEURHAZ G - = R IR
PREZEIR B 2% o

[0278] 5 Js 458 Myl - A0 FE 0L St 7 22 by, CARK) Mo Arb 45 A i 3k 42 3k | 1) B X B %2 ik
JF 3, 1k 5 CD281 J 7 FIBK: F CTLAARY 7 51352 38 22 JIK (1) 95 i 4 a3k 15 i 445 Ay 3k mT DA
IR BUATA B AT AT B A 11 B I 4 A3k, FF L AT DA 4 3% b B i 4 A 3 A B — 3
Gy AL BRI L 7 R, B B 45 M IonT LA 3R B BT AR B 0 CD8 L CD 16 41 i PAl 32 A6 i
R ARB A KR T2 AR5

[0279]  4HHu N (5 5 1L T 45 M4 72 HEEL St 77 22, CARM) 4 o P 25 4 3802 B & 7E T4
JEL T 2 T ik 8 e R T4 L P it A AR/ B0 14 B ) 6 1 ) 200 P 8 A S B )7 o IX R
S RSB Y e A i 1 IS T e 5L -5 CAR TR R 71505 43 140 485 45 T ¥ 1 Tk B8 400 i e 04 75 O 4
RIUFL B 5T 8 X PP B 75 B & T TAM Gt T H )% 52 A T 20 R 1 1
J) o I T-CARIHI 27 T TAMIY 22 i/ 354 1 CD3%4E (CD3) B 4 3 T TAMI 38 43 o 75 B Ak [y iz
Tt 7 &, AL PN 5 A 80 CD3C AU M N {5 5 A% 3 45 A 4 75 L e BRI SRt 7 R vh , Al Y
SEREICR B A 52 A8 85 TCR/CD3E &8 A \Fe 5244 W BT L-252 440 7k o /8 HE L S il
J7 &, CARIE A — AN B ANSL B 45 M IBCEE 17, 9 04 Sy 22 U ) 40 e P 45 A 3 ) —
7o — AN B AL MR 25 A I ECRE 7 PT DA BORT DA — Rk 2 Pk il CD27 £ ik
A LT CD28 2 ik ) L L 8 PE0X40 (CD134) £ ik 5731 3L ) ik 4-1BB (CD137) %
IR B B RS 5 2R T L I (TCOS) 22 JHR 3 A B ML e 4 I8 1 445 A I Bl 6 e B LA
(OEERE

[0280]  CARIE AT LA & THH MUAFVE 3 7 o TAH M AT 7% 2 157 7T DA A6 S0 i 380 (i a2 Tabk 2 41
WOAFE (AR ATT 22 K7 F B 17 o A5 SR L STt J7 S8 v, TN M A7 3% B8 /7 2 BT 42 H CD3..CD28,
IL-T52 AR AN 15 5 A% A5 IR (TL-TR) L TL-12524K R 40 P 15 S 4% S 45 /8 L 111552
LM N 15 5 12 F AL TL-2 12K A e N 15 5 7% T 45 MBI A0 AR KR 5B (TGFB)
SARRI ARG 5L S A

[0281] R IACARIPIAE i oy 40 M 7T LA 49 0 TR C2 40 B (T4HAE, 9 WICD4+ TR B CD8+ T
D) 2 i E P AR 2 4 (CTL) B R AR A% (NK) 2l o 76 AR SCHR AL 4 & W ANy v A
(1 TBREEL 200 it PT A A JER A9 Tk B2 41 J BROMHCRIR ) P2 T9bR L 40 B o 7 B STl 7 b, TR EL 40
e PRIR AR EL A (TTL) o 7R 3EES St 7y 28 b, TOPRES 0 i 0 A I v A v i 1, B
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M43 5 R A P TIRR ES 30 o A B e S S, TN 438 1 40 IO
55 i LTSI E () TRk E 40 2 9 B 38t o FH T 7 A R I CARIIIAE i 4 928 41 L 11 s 92 20 g T
AR FH A 8T8 A WA 5 715 3 8, BT R 29 a0 v R 4 L AR R R LV o R
(apheresis) , PA R ATE R PUAA T S0 L5 BB i

[0282] {1 528 41 M 0356 % T4 il A2 U1 G 3 40 B ) A A2 1 AR 1) o 70 R 2 HL B S
ZE AB A G Y5 A X T FH A U 7 92 200 10 I A e TR b SR AR 119 o 72458 FH TR A S AR TR 2
271t TCNK 40 M 7 8 02 10 TIbk 2 A BP0 , DR JE S8 B TRR 2 40 U BONK 40 g, DA B IR A o
Fe R4 16 9% (GVHD) B AT B o 491 0, 75 R L8 sty e vp L 3R 360 3 e S PR TR 2 4 i A
T ] 4% A2 U0 TR 2L 40 5 330 1k 288 bk 2 40 e B K R B AR 5 AR B2 A4 i i 45 4 9 R Utk
P LTE LI R AR EE H7 o A0 HE e st 7 G v, Sl Ik i 1 = 3 R e FH — bk 2 ol G % 41010 751 491
WIAFIEE R th od 52 7] 75 B SR PRI I 5 , ] DA B AR A2 A4 A 5 (4 [R] b A4 Tobk B 40
Jfo

[0283]  m] DAd It XS CD3MICD28 I i A4 , 191 T ade 42 2 Bobr (1) P A4 47 T Tk 2 4 e, 451 fun oK
B ) Tk L2 40 0 B 1A CD3 R CD28 , B AT, 75 547 CD3LAF 5 A% 3 45 M) S MICD 28 4L i 11 45 44
W 2 IR TR E 40 i s 2 0L, 1 35 [ 5 )5 5,948,89356,534,05536,352,69456,692,
964;6,887,466; F16,905,681

[0284]  AZ/ifi Gy 4 G , 491 Q0B VA Tobk 2 0 Jf ] DA IR b6, 45 Y RS IR B “e %7, |
RE 0% 70 75 B R FUIEAR b B (A8 1 G % 40 B o 491 201, 75 TR0 s it 7 2o AS A TR 2 40 A
A LA S HSV B H G A R (HSV-TK) , HoAE 558 ¥ 9& F (gancyclovir) HEMlET 51 &AZIHTHE
EL AL FE T AE 55— SEH 7 P ATk B 40 B 40 575 5 B 1 I R A, 91 i 3 2
PR A B9 (icaspase9) , B0 S VHE IR /N3 F AW AT AL IR A B9 5 A
FK50645 485 A Z B Rb & 8 . 2 WStraathof %% A ,Blood 105 (11) :4247-4254 (2005) .
[0285] 75 Bk 75 v B ZE A W Hh 4k ) T FH B4R o B8 3l MR A FE AR IR TR 22 R )
F Bk 7% (Genasense®), 2K 70 (remicade) . 2 P 2. E R H H . EEC B E KN
(Decadron®) . 5[ & . 35 PEAbE A (cisplatinum) ¥ SEME i AR FEIFTHF L FF B 19k e
temodar. RH R L. gliadel A5 P00 8 B ZUEPS | Arisa® B2
(taxol) \ZR T  FRMENE MR AL & B A5 215 (xeloda) « TR Za R 2 BEAL T
ZFa (BIAIPEG INTRON-A) -k HF AR5 AT 28 55 R A Fidse . R B AR B R Ara-
CVEHHR /R (doxetaxol) VEAZEE  KABETEDH L 1L-2.GM-CSFiA TR | KRR VE I Sl IR 1R
palmitronate. FLfi B & (biaxin) I IH% IR JERS IR £ . =Stk i K HFEH 2 52
b 22 (Doxil®) RSB | S 8 75 5 ) B 26 e B2 70T BE AR A (Bmeyt™) «BF MR AT I EF
[0286]  7EA SCER AL 7V B FE L 5L 77 e, 5 AR SCHR BRI A0 AW LI VR T il SR A (1
S5 PRI A AT DAAE B P AR SCER AR A0 A0 L 02T i 350 R ) B BT i it FH 2 J5 S D
BAT U BUAE IR , QAR AT B S 1 MO 2 BT RS A I o 75 LS S 7 S8, 38 U, it
FER BB H e VA A B AR SCRR L B A 0 L 25T 1 R0 0 32 603 P 42652 SRF MR 4P 2 71
(supportive care) ,f0FE 1 2 B 8 A K DR R /IR B v o 75— S8 S 7 R rp , iR 4 A
QTSR ) 3 1 AW, mT LA ) 4 it FH AR SCER A IR A A L1 2 1 700 94 52 33 it FH AR
KR FAE R 3G P AR — SE ST 7 & b, 3R T AR SCER S AL A LI T il 5 S R 4
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Y0 Mo R Z= BUA DIATT (darbepoetin) (Aranesp) (4 &t H o

[0287]  fEHEELSLE 7 P A SCHR AR AL A W1 I R 55 S 2 At AR 5- UK
WENE 228 FE 2 R 2 KB . 2 2 2 R BB IR VR AR S L U 28— A i
Z B R S R ME RS AT 4l M fEE e 1 R

[0288]  fEHLLLSLE Ty b, W1 N B A SCIRRAL AL B LR T ) 5 58 iR L A
Jiti F « 5 8 Bk i 21 A it FH 22 S 02 R P Bt e R i e R B B A R 2 AT R 1) R
53R KRB BRI 4 A T 2R PR B J PECNSHEAE s 5 temodar2H 4 i A
F A R TR T PR S T R URE | L A S 4R L 22 Ok PRI B R IR L A R T
FIRd BCRT T 12 T HE 1 22 T VR R TR A R 1) SR s S AL B B A B B R R R T R
JRAH R 1) AR s SR AR A e A A T i PR LR AR 5 R R R A i &
ST B e PSR PE R PO I LB AR 5 5 PR I R 2 A e P 2 A AS P S R A e B
IS I B R TR 2 T PR R R A 3 1) 8 3 5 5 Gliadel Y4 & T R R PEE MR
JRIR 5 55 5 S i RN At B 5 S5 20 A T TR A8 vk B P 40 BT s B S 4 4B R A T IR 08
FSCHSE ST 4 B8 ) A8 1 2 T 44 g B3 ) A8 P 2D SR b 428 S Jo 40 LR o

[0289]  {EHEUSSEE 7 Brp , BEA TR S I E T HRIFI S TR —EEHE 8 E
RSP FLIR I S - TR A PR G i 5 TR M IE L EE 2 4 M 4E 5 7] Labraxane \ FH
% Je (lapatinib) \HF#E7] (herceptin) MH KR — 8N, F AR L HATAK (eribulin
mesylate) AKYESEH] L 7 POAhE IR AT & F AT (palbociclib) HHYPILEE (ixabepilone)
kadeyla. MHZEk 5470 ZE &R (theotepa) 75 BB HI 7 4 VG 95 1 | e % ek M J8 25 814 771
MEBCE S ARFE DU EOR EHAE 2 L3R4 5 (emtansine) F/BUL # # JE (pexidartinib) o
[0290] 7R HEULsLi 7 R rp , WA SCHAE I AL S W LIV 25 T 570 5 8 s i . 2 bk &2 (BT
FR) VHEIREENE (Adrucil, 5-FURWENE) BUEEIR AT & (Zanosar) —igfitl & A W& W 7
WA TR (1) £

[0291]  FEREEE s 77 o rp , WA SCHAE IO AL A P LK 5 1 11500 5 e | 5 P fth 352 i
V2 B (cetuximab) 5K NE SR R 2 VUM BRI R 2 B EEK
PEEC B2 11 L B 1 3

[0292]  fE LS 7 S H B A SO LRI A A LB R T 1 ) 5 P AR Jabraxane 5
FIRBENE cafinitor AL R 23 BFE R C AT B & B tarceva— i it FH 22 A R R fE 1)
[0293]  fEFELLsif Jy b B A SCRAL L SR T 1155 5 ARISA® avastatin, 2
PP RVE 5T PR WE A SRR L R A | PH 22 B hn R 5 SR (ramuci rumab) | H JE R
o DR I IR 4G  lonsur £ I FidE JE (regorafenib) (B A PE I (ziv-
aflibercept) EAZEY A/ BUZR R AT 44 it 22 S EL R ) 8 3% o

[0294]  FEHELL sz )y R rh W AR SCIRAL AL A 0 L B9 0R T 55 5 R B A v R /B8 % 3R Je
(vemurafenib) — i F 2% A MEVE R4S W BV R 1) B8 35 B — SR VR 7 R TR BUAE 45 W B L W
e R R AR B3

[0295] 7R HELL S Ty G, W AR SCHR AL B A0 40 LR T 1l 551 -5 R0 IR W g NIV P g AR 7 S
B RELH A it FH 2 A L v IR CRIDZS W B W e 1 A8 3 B S i 2 R 0T 6 8 PR 45 W B W e
ITIRITIN S
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[0296]  fERLELsLjE Ty B, A SCIR AL S ML IR T 6155 5 R R Ay DA A /)
A7 A & 2 A VR R4S W B e 1 BB

[0297]  fERLELSiETy b, AR SCRR AL AL A P08 T i 57 5 R B A v A R —
S it FH 22 B MG T 465 W EL e ) 26 38 B AN AT VIR (M B 7% MR 485 W EL e 1) J6 3
[0298]  fEHEULSTE T e, WA SCRAL LA W) LI R T 65 SR A B S T R a B R 35 At
YR 2 A it FH 22 A AN T IR B RS M 4 e 1) R s B B AN ZE B IR B S R O TR R
frAE e &t H 2 A R R B B MR R 1 2

[0299]  fERLELsjE Ty B A SCIRIEI AR T 655 2 L B VEERE KR
TEWER & “FEA TR R o A FH 28 A A RV IR RIJBI I S o

[0300]  fERLLLSLjE )y e, B AR SCIR A AL AW LI 7R T 55 5 = S A i SRR P
R RAER BB TR . 2 20 2 PHA T B B BOKFERER VIR S K&
B (vineritine) Ml/BUHh M FRAL A i H 2 S80GSR BE TR ) M0 , L RE XMEYR TR B R T
By E S PR T s

[0301]  FERLULSTE T B A SCRAL LA LR T 65 S8 i R A B R RS
JREAN /BSR4 i 2H A i FH 22 S AR AZ Y (karotype) 2 MR RS 20 i 14 1 T Jps 1) A 3
[0302]  7ERLELSLE Ty B, B AR SCIR A AL A LR ZR T 55 5 B =g | IR T W W
LR IRV # JE (afatinib dimaleate) (K532 H 28 (pemetrexed) « DUARELHT R B0 MEH | (1
i % JE (ceritinib) \FiMEEE JE (crizotinib) A5 SL5 BLAT YR A FRATT 2 DA 38 A R K
FEHGE & iy cabraxane 2 F £ JE (erlotinib) « & AF & JE (geftinib) F1/B A 37 % G
H At F 2 AR R /N M e () BR 3

[0303]  7ERLELSLE Ty R, B AR SCHR LA A M0 LI R T i 57 5 R AR AR 7 R A i
FH 2 B8 /N e 1) AR 5

[0304]  FERLLCSEE Ty S, 4 AR SCER UL A0 AL W L R 1500 5 A2 5 R — 2 Tt FH 225
HI R 4A (carbo) /MKFEIHE MBS &I T I A /N i e 1) 2 2 o

[0305] 7R RLLLSif 7y Rrp WA SRR R AW LI R T 550 S R/ SR R A
o5 R EAZSEE AN/ B U TR A e A A RN e e ) R

[0306]  ZEHELLSLE T b, B AR SCRBEIAL S IR T HIH S R RBA G HE B
TTIBEL IV IHAE /INH o fie e 1) S o

[0307]  7F Ft B8 syl 7 R, R AR SCHE B AL AW LI T SR S SR BR A
(Genasense®™). FF 2 | LR BT ARFTIIAF IR B BE Bk 22 2Lk B4 A6 & B /Nl
e fofeg P 3

[0308]  7F H-LC S 7 R, B AR SCIR AL AL A M LI R T R S5 ABT-737 (Abbott
Laboratories) /BT 7i$7 (obatoclax) (GX15-070) ZH -4 it FH 25 HA vbh B0 80 A H o 1 v
FEE N R .

[0309]  7EELLSjiE 7y S, A SCERBE B A A W0 L B0 R T i35 R B 5 88 3 Tk B 40 1
WK FEAWE FILHijiEadcetris.ambochlorin.becenum J# K &E & . A Z & i
(brentuximab vedotin) - KZEAE]V] (carmustinem) AT FRE T HARENEL A RER . £ 3
b 2 &S] TT smatulane SRR ETT IR Je s SRR 2L B B B & e FH 28 J8A %
PRSI A s 1) 2, i A IR AR AR T E & SR IR E A SR L KT
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ST M PR LR B2 IR B Mk B 00 w92 MR DK BT bk BT , Bl 2 e PR Tl v AR VR P Ak
I

[0310]  FEFEECSLE Ty Erh K AR SR SN HR TR SRR T B HIE)E .
imlygic RIL BRI IRB R BRER I EH B . P I .talimogene
laherparepvec IL-2, IFN,GM-CSFA/ B -~ EL e 41 A jite FH &2 AR & P28 ZY B Be i) SR &
A B

[0311]  FEREUSSEiE 7 Rrp , A SCRAL AL S W L% T SR e B 5 KB Im i 4 A i
FH 2 A Sk ) Rz 98« LA TR S AEL N 0 ) 11 T BRI AR /I 200 o i e 5 S P ok AV 1) i SR
i B .

[0312] 73 Sl st 7 v, B AR SCHE A A A 40 LIRS 5 1l 7] 5 b ZE KA | e SR B R
palmitronate .GM-CSF.WHiE & . KEWLM . FZVEDS . AW D A BEEEL, IFNR e B
BREh  FERZH . =S4k . PEG INTRON-A. K3 Bl . becenum. #li & 12K (bortezomib) .
R HEMK (carfilzomib) 2 ZE L £ (AL B4 (panobinostat) R I E % (lenalidomide) «
VA5 E % (pomal idomide) VP F) % (thalidomide) \mozobi 18% 40 &40 40 FH 2 80 %
PSS BB B 2 e Vi BEIR ) AR

[0313]  fEREEE Syl 77 2, 0 AR SCIR AL AL A L B4R T 1570 -5 ik & B 5 52 44 (CAR) T4
Mgl & ite FH 22 A 25 P 2R BB BE I 2 PR R 1) AR 3

[0314]  7EMLELSEE b B A SCHRBL AL S LI R T-H177) 5 2 =t 2 (Doxil®) K&
A/ B ZE KA (Decadron®)4L A it A 45 A R PEBOUE 16 1t 22 R PR BB 1) A 3
[0315]  FEH-deszifi s e, WA SCIRIL A A WLIGE T HIFI SR ER . K. 2 R0 E .
U B A DA VEASEE H ZE KA (BT BL YT VIR R L A R BB JE L
IREC A G 20 A it FH 28 A & RS B BB B B9 S0 v an I JBE i L FL SRR M e EvE
VEON S BT R T O S I R

[0316]  FEHEULSLE 7 Rrp A SCIR LA S I E T HRIF S L T AAEH 2 A%
b2 BB B BT 2 B () R« 75 A (BFU/LY 75 DU ARYE G 378 E N 75 v Ath V5 PR Tk
Jile A H I, H ZE KA JGM-CSF . ZER % R Z T s 55 BRI B B B R 2 VA 3%
#EZLF] YT JEmcy t.denderon.zytiga.tb K& % (bicalutamide) . RE A FE (cabazitaxel) .
Huinds o (degarelix) B4 &% (enzalutamide) \zoladex Z B8 7 Fi A 5 BRKFT EEE
R JEFA sipuleucel -T.5H223 A MME LA 4.

[0317]  FEREEsj Jr Rrp B AR SCERR AL AL A W LI R T 157 5 R B A5 L TEN At 3
77~ 1L-2.GM-CSF . Celebrex® H 240 A 20 A it F 2 S 25 P IS 2 B B () B 400 e e 11 J8
&

[0318] 7R HEULsLfif 7 Rrp , WA SCHRAE I AL A P LI R T 557 5 TNV RZR B 2D 2 2Lt
B VRBRESE S SRR e ih D& 2 (trabectedin) COX— 241 il 57 &
Celebrex®F/ B &7 MRER AL A e F 22 FB A 25 A BB BEIK 0 R} 5 BUR A LR R 11
BE,

[0319]  7EREEE STl 77 & rh W AR SCERR A AL A LTl 7 ce lebrex ARFEIH 3R
T 22 DU AR 3¢ vapecitabine  IFN R 55 & 55\ TL-2 . GM-CSFEH A &40 4 it F 22 5800 %
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FhASRUBR P B 1 SCAAIR (1) FR 3 o

[0320] 7R FEUSST 7 Rrp, AR ORI A LR T il 7l S ce lebrex ARFE ATV FR
WL « 2 Vi 3€ . apecitabine . IFN AR 55 . TL-2 .GM-CSFE H 40 A 4H A it ] & A A 4l
BB i A R R

[0321] 7R FESS St 77 R rp , W AR SCHE AL G AL A LI 25 1 1) 550 -5 e L i kel L 32
2L AR BHALE 2 R IR GBI LA A 4 A it 2 A MDSH R 3 .

[0322] AR SCRIREE T 3G N AT 224 HA AU 2 s I PUm 25 s b IR R £ 1 Tk, B
AT AARE R B (BN T A ORI AL A L R R AT DA X R s AR AR
(f) g R P RE TR H S T TR T B R B N H 2 R 5 LT < i BT B S 45 B O T < R
B RSB R B FL S 4 BB A A R R R E ) U 2 A DR B A R AE A TR L R
B o AR SCIRAER AL S W LI 2R 1R i R BB I T B AR S IR i PUR A N =R IX
P R E A R AE

[0323]  7E—ANSEht oy &b, R R AR S 1A B il FHPUR M A R AE 2 B R B2
J& > A SCHRBERI AL AW LR 15504 H BLZI0. 1 £)150mg . 1 £ £)50mg « 2125 £ 25mg
B2 122 2 10mg e R P9 (1) 20 o 72 L S8 S 7 S8 P, B AR SCRR L AL S 0 L R T il R S
K5 B G AT R B BIUCAK 5 5 R BRG-CSFAL &t P » DL 0 5 i 25 RS I AR R AR
VT EAS PR T P 0 /R B/ ISR 9 /D 9

[0324]  {E—ANSEHETT R A TR AL AW L 2R 61555 53 A 38 T il o 41 A e
2 A 5 A A B2 1 ML /E AR A D B DA L R Ak 1 52 0 AU RE I A3, BITId S A1 B0 9 1k e
A FEREAIR T 5 28 U AR 245 DU I 2 B A 2 RS il

[0325]  fE 5 —ANSLifJy R, AR SCIR R 1 IRYT TR A/ B R I TV BTiR T A
FEEE A T (0, 725 75 2 A0 BT B 5 e FH AR SCHR B4k &40 L) 25 1 1l
F, BT F T IE AR HA IR TFAR s 7k Ay i 37 ike B w1 TIRY7 i
A/ B il RE B e R T AR 7% o AR SC R R B AL B )R R R R 2 A AT A T A
PR A S 2 P SR A O IR IR T T R AN 2B IR ) RS 0 S TR I
AT T ), AR SCHRAEII A AW B3RP DA B AR nEk b [ R

[0326]  fiARSCH BT BT 1, AR STk S 1 9> IR R/ BRI 5 T VA A ORI A
R BCAA BB AE I 712 B8 T AR E AR T F R AL 22735 BTV BRI E
eI RN B T o AR SCHRAE B AL A P L R T 0 R B v PR R 3 W R R AR S T
AR BIAS B A 2 Wi S R B 2 it P 2

[0327] 7SS Jr S, A SCHR AL T A AR A LA WG R T 51570 A S B L =
B FNYE L Db 78 o AE R SRt 7 R, AR SRR LI A G AR - A Y LI R TG T
2 HI i FHAS B AL = FE gk A KDAN TS .

[0328] 7R HELL s Jy S, it AT b 70 I LA B H 3% &2 /0 1200mg Je R 4, LA &= 45 T
E st 77 S, 45 4 78 DABR RS 72 3 LA 500mg (1) 771 &0 A » AR 11 R (PO) Jiti FH 3K
[0329]  FEIELLSL Ty b, il Ak = kb 708 AR H — IR 085%0 . 250g B L =% (PO) .
[0330]  fEHELLsE Ty S rp, i HZE A 2D 7n DA H — IR IR 49500 TUE 295000 TUZEA: 3=
Do 7 HEEE it 7 G b, it P 48 A2 DA 78 DA RE H — R 55 20 1000 TUZE A4 KD o 78 HE 28 5 i
i P2 A DM 78 AR JE 3 25 2950, 000 TUZE A8 25D o 78 FE e SE i 5 2, il FH 442 =D
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FNFECARE H — VR385 291000 TUZEAE ZD28KD3 . 78 B se i 7 2, e FH 4 48 DA 75 DA JE
IHI£ 250,000 1U4EAE ZD25KD3,

[0331]  FELSLsjf 5 =vb , A SCIRBE R AL A4 L B9 R T il SRRV A R R e FH 2 5 R i
F-RE/VP 16 RS iR TT I T /N e 1) 7 5

[0332]  6.6.25 R HEIT VLA —EfF A

[0333]  ASCHRALMIA A YL B R T 7P T B AR A A3 1E 3295 (GVHD) [ AU « PRI I
AL TR TR TT T A/ BAE SR B 77325, BTk ik AR 45 A AR T2 P A SO B 1)
AL R

[0334] G ARSI B AR N S BT, SRR R ¥R T I 2 TR I B BORIL A o 49 2, 24 7
S e (1) e LS B B A 7 AR AN AT 3 B 1) 1 s S AN, T B8 7 AR A A JE T 4 Y gk o 48
o 1) 2 P B B o AR SR TR A A P L R T R S AR AR VR I A A R R AL T MR o
N R P E AR R EAdHh , A8 SCHe R 40 &0 LD R 615 2RI H S % R T v T, A 7E e
i B P SR IE I AT T n] DAERABR s b [F) R .

[0335] A SCHR LRI AP LI R 65 AT 5 AR PR A A E L AT b SRR 1=
NMEFR P AH IS H ACRE FF LB ARG VHD XU o A SCI R 1 V097 TRy A/ B il Je i 1 7 3%
v 75 3B 46 A0 FE AL i ML A6 B M9 #1 A 440 e 36 i~ 40 e ) & 0 B B i B
(BB 5 AR SRR AL A A P LI 2R 1 i Rt P &2 283 (o, N ol F T ARSIk U
VR TG — B s AN T TULS. BRI 57,498, 171, HATF N 2 LA 51 R 7 AR I
AR

[0336]  fE—/NSKHt T P, FE R BT MM B o 5 1 AR SCIRBE A A4 1 B R T 1l 771
it P 22 AR S B T O I ) R

[0337]  AE—NSLia )y &P, FEAEAE F A4 A1 JE I AH 40 B 2 B IR B S S B A SCRR AR R Ak
AT R 2 A 2 R PR R BRI R .

[0338]  fE—/NSELi Ty SRR, FEASAE F AR A1 JE L AH 40 B 2 BT SR B S S B A SCRR R R Ak
A1 B R 7 e A A2 SR NHL (1 4DLBCL) (1 763

[0339]  6.6.3J& My

[0340]  E B BE Syt 77 G2, AR SCHR A Ty B 97 75 JaT S P b it FH 22 S8 o SR SR MR T
A4 i FH — B 1) (R 3E YRR SR S A5 25— Be it IR) , I HL 3 5 3 P o Jite A o J B MR 7V T
%o PP 22 Bl T VR I BUPE R R | 3 G Bk 2D i 972 2 — BRI PR/ B iR 9T )
Ihak

[0341] R, AERLEESERE Ty Z b, AR SCHR AL A0 A W LR 1 504 DY 227 AT %) S S0 P DA
B B A E R A, LT 2 R 2 — BN A o AR SRS S T R, A SRR AL
AL 552 28 K A rp 4 — & - R PR &80 FI & H A SR 5 /2 28K A
1) L A [0 (149 A e FH 52 2 340 o J R PR D7 VR e VRN s 24 T R R AR B BRI TR
I, AE L S 7 SR AR SRS 15 SR P ) i 2R R A L, R A SRR BRI AL A
(10037 T il 551 e FH 5 22 A A o 72 SRS S 7 S8 R, DR T8 5 76 A 4t FH 38 % M 40 1 A
B 5 RS R PR PRI B 22 1) RO P A SO AL A S 1 B R R

[0342]  AE—NSEia Ty R, ASCHE LRI A AW LI R 500 B L 2 it = R sl A
FIE R0 18 29150mg/ K, 8515 1k — FAE T JE .
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[0343]  7E S —ANSLHE 7 &, 75 VU 37 I FE A BRI 5 5k o8 it A SR e AL & 11
R R 5O e A 88— E PR Ay, e A A I R R B e A AE B TS TR 2
B 3022604 B K AR o 71 HE e St 75 G2 Hp , B A JE R I8 7 Uk 1A i 42 2990 43 B it FH AR ST 4
BERAL B B R TS 88 TR R A A o A SR B ST T e, — N A BB R R R
FI#50. 1 5 2150mg/ (K1 A SCIRAE AL A4 LR 1157 A1 2950 28 £9200mg /m”/ KA 85 3
oy, R = 2 DU JE SR J5 1 25— JRIBM Ja 70 R ee s 7y Bvb , A AR yT i 2 3 10
JEHRBUAE 291 B 29240 JEHE 2128 29164 JE BN 294 2 2934 R TE L A

[0344]  6.6.4HBFEFHA

[0345]  FEARSCHRBE TR R st Ty e, Pk 5238 N sh W, Lkl 2304, Sk
AR KL A BARR LT R, 52l AN SR E TR B P2l .

[0346] 5 ] FF A SCHRAE R 7 VAR 3200 F B 5 N e B3, Bl 2 &2 W A [ 1w
() 8, Brd (1 s B S MR B 1 TH55 = PP IR E2 At M 2 1 s 42 ek B 4 B 2 1 o g A
12 P HEAH B PR (I o 72 SR Le ST 7 P, B2 R S W A S R YR i A 1 .
[0347]  fE—2LsLja )y &9, 2l HA & T IEH I BG4I 44 (blast population) o
FE—BeSERt 7 2, 32l HoA 2010 % 1 S A A0 M AR o AE — sty Brp , 2 il E B
10% 5515 % 2 [8) (1) R G 40 B R A o 76— L8 sl 75 B, 3203 By 222015 % 1 SR JR 41 o B
s AE— RS 2, 2R E B 15% 520 % 22 ()1 IR 0G4 B B Ak . 76— Be sl 7
Sl B 2020 % 1 AR 4B R AR o AE— L8 s 7 S rp, 2 B 24)10%-15% 4115 % -
20 %6 B Z120 % -25 % I JE AR A0 B B4 o 75 L e SE i 7 2 h , 5233 B /N T-10 %6 1 SR 4G 41 e
TR AEA ORI i = R, B /N T10% 1 B G A B i o] Fl 2 & a8 T
MR i A A3 2 1 MO 38 S 7 1 A AT i R 5 2 P B ) B0 B 0 PR R4 A ) A S A A
AL EIG T RS2 33

[0348]  fF—dLsijf 5 o rp , BE T 323038 10 At (1 M s 1) 38 [ AR 358 g B 4L (BCOG) 47 R
R VPRI IT BrR 52 i - ECOGAT AR AT AAEO 51 S5 4 P43, H i 03R 7R oAk IR
(1) LRI IR PR AR 58 4 AT AE B 5 2R IR PRI HLAE 9 R HAIE) <50 %6 B A 5 3 7RI PR
%) H.>50 % B RAE A BN R AL s 4R R ENRASAD s I HLORIRAU T  AE—LLSLila 7 e, 523
BA0BIECOGAT MRS V4 o /£ — L SL il 77 2, 32 B AT O ECOGAT AR VE 43« £
— LS T R, 2 B LINECOGAT MRS VR4 o A2 H B st 7 v, 32l 3 B A 21
ECOGAT IRAVF4) o

[0349]  FE L sl Jy o rh , AR SCHRAAE R Jr VR SR VAT S0 B AR B A MR AT VR T I 52 R
T AL LESE Ty e, B2 R A R P AR I B BE R A o A — LE ST T R, 2l R
T A FAE  AE—Le ST 7 R, 52 WA 152 i BRI IR IG YT o AE— BLSKT 7 S,
S AT AR FVEE R ) 958 AR AT B 507 AT VR 9T o AE— LB ST 7 S, 2 il R A S
W R R A TIR T -

[0350]  fEHESLiETr &, BT T AR 25 6 YT Ja il O BT 1 s 547 VA 97 B E B RS0
ML BEAT Y6 T B 5263 o 44, 523 ] Re Sa i FH T 6 B ML AR IR 97 T5 RAT IR T
B¢ H 1 1 TR AR HEIR T T AT 0T o 5238 7] B O F A A 25 1 MOl 35 2 0 (AR AT
PR LR YR TT 77 RBATIRIT AL RS Ty S h, 2 F e 2 b — Pk &/ HiE 5
S YL AML T 23897 AE— STt 7 R, 520 O 4 B AR S BER AR B T-40 e R AL /E IR
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[ 77 ZE ) —FB oy o AE— LE S T R, B BEECT AN MR A AR AR A SRR BE R T VAR I T 2
HI 2 /D3 AR A AE— L8l 7 rp , 23 DA R B IRIG YT A — s &, ;&
SR TT AN TR B A SCHR AL 5 1A BIIRTT Z BT 24/NB) R AR o fE — BB S 77 e vp , 523
& H4 HBTRE I (Ara—C) B Zail i S BORE T ALy &, 2l E ME e S
PERE B2 FRR [RVR T oA — S SE i 7 v, B B iR ¥6 97 AN T AR AR STk 1 T s iR 97
ZHTR 247N A AR B SR T S, Bk 7RI 2R VR 9T SR BT O A RE AT VR T AN
PRESTIETE R ) 5233

[0351] i EE TR YT A B R S EVA T A L K A2 0 vk AR ST R,
XA E CAOS I N A S DAH L (WHO) & X E R BTG TEAMLYE 2 52 % PR B VR
PRI T LA 4] & AMLES 4% &% PEAML , 491 1A 7 AH S EAML (t—AML) o

[0352]  fF—ULsLjE 7 Rrp , A SCIRAL I 77 v TR 97 I 26 TR A L9 , 1 s PR e 41 i 4
[ 1975 (CML) o BRI, A58 A AR SCHR ARG A 0 ¥R 77 1T BA RN B ¥R TT 7732 T8 I REY J 25 4
PERARTT & AL LS 7 R, IR ER YT iR R H Gleevee® (F BT 55 J8)
[RIVE ST o FE— L ST 7 S8 vh , AR SCHe Il VR 97 B I 4% 10 44 [ 1A 02 P 5 448 Y %k 13 s (Ph+
CML) 1) 7775 o AE— R8sy b, A SCHRAME TR 32 Gleevec® (R BEER T H5 8 JE) 1 %23
Yot AR BH A M R AT M () 195 (Ph+CML) [ 7792

[0353]  ASCIRIKEE 1 VR TT S AN 8 A2 W 1 7712 S — SR 098 B e 71
S A Y 2H B WL o AE— S T R, 2 FH N R D18 AR S B, A
1118.25.35.40.45.50.55.60.655070 % . £ H B L 7 B, 32 il FH /N T65 5  7E— L SL i
T&EZRFEANT I8 ALt Ty &b, 2K #F /N T18.15.12.10.9.887 % .

[0354]  fE—Lesyi /7 P, FriR 7kl DL T 2050 8 1 32, RE TR 23 i n]
PLINFIT IR 51 52 a8 o AE B SE T B, 2 E N B D555 . 20605 2 /0655 fl 2 /b
T0% AL T — AL E 9, 2l BA AR AR5 DR MRS L2 w8 U
AT HE AR BOR T B0 T3 B A iy o 76 0 — N SETit 7 S, 52 i £ /0605 I
HEAAR KM L5 AL T — D SEHE T R, 5210 N60-65% I HHA A R 1 4 8
fl 2 AE T — AN T B, 52 N65-70 % 31 HE A AN K I 40 i st 4627

[0355]  FEIEELSLE T S, VR IT B SR AE AR A SR TR T I = A HRIRE O
JUURE ZE K19 S0 o £E— BESEJf 7 R, 32 FEMR IR A SCERAIL 1K T R 7 1 =AY H N A T
I A8 5 A B PR B L R A TR s B o 7 — S8 St 7 b, A2 AR AR AR SCRR AL U v
TBYT 28R N A T 52 A e 2 PR A, A0 B IR A K M A TP R BRI A: 2 o 78 HL B S 7 S, 32
TR 1 A8 P BN 28 ] AN B2 48 1l (1) 5k IO I A P 4 I

[0356] PRI AT B RE I 52 3038 BAT AN A B I R R ILATAS R I R &S SR, Fr A4 7 2 i 3%
¥R IT AT BE A BT AN, 3% Bk T I HUS o SR e PR IS A48 B8 % 76 3 A 1 B S 30 i 1
B Ty M E R B 1Y R 2RSS Y DL KT DA R TR 9T A R I A 2 A
(1) 2 TR 29 AR UES T IR S

[0357]  RYERAE, ASCRAR T AR SRR A5 — BB 2 Ml iR A AT i — Fh
B2 Bl 50 B 25 R R B R AR A E AL A

[0358] 5. 8% LA VAN

[0359]  Fpifk Ak 22 2538 22 A AE WAk 7 e ] TR A A LA % 8 B B 7 PO 3G i v
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PER IR LA B o

[0360]

PRI AR B A AL A DN v I 4S5 A I BCHH TR NUSE , BA S b T

P D 5 , B SR 81 0 T A (U KG— 1 20 M B SR 5

[0361]

13 22 DL S5 ] DA e A b B A AR SCER IR A SR T 58 o X R SR 1 R AE UL

WA SCIR B 29 AL S WD AN IR ABLAS AR AT 5 2CREAT R o

7. K

[0362]
[0363]
[0364]
[0365]
[0366]
[0367]
[0368]
[0369]
[0370]
[0371]
[0372]
[0373]
[0374]
[0375]
[0376]
[0377]
[0378]
[0379]

DL s 513 BA Ud BH 77 20 i FE PR il 7 s 2 3 AR REA A SE i b UL R 46 5
SWF T T 3 55 FH 7K

WE I35 4 7K

D5W-5% 47 FE R K IA T

HPBCD-F2 TR 2B HkE

SBEBCD-1i#fi | k- B R AG Bl &1

TBA-H T B

DMA-—H L 2, B i

HAS- AL A & A

FDM—7% 4 T B

SEM-#1F L+ W Fl %

LT-DSCi&ild Z R H i E vk

DSC-Z /R fH E

DVSE AR B

TGA-#FE 73 Mt

GC—AH 1V

KF-Karl Fisher

ARSI A UERC BT R C B APT”” 2 4R 2- (4-S 2K -N- ((2-

(2,6- S ANIRNE -3-5) — 1AMk -5-Jk) H ) -2, 2- i A Buhs ) 2 m M K
Co AR SCSE A H I “Ab &0 1R 2NA” BT 2RA” 2 42— (4-FOR ) -N- ((2- (2, 6- AUk
WE—-3-E) —1— %A 7 M bk -5 J) H ) -2, 2- R OB ie i 2 B I8 KA . 2- (4-50K
) —N- ((2- (2,6~ S ARIRIE -3-48) — 1 -2 AR MRk -5-2) F13L) -2, 2- R L BLRZ M
B 2R PEMBA R R L

[0380]

Rl 2- (-G HRHE) -N=- ((2- (2, 6- A ARIRIE -3-3) — 1 - 22X 57 W W Wk -5 - 35)

) -2, 2 TR LRGPy ER FNAL 2R T R MR
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2% 9 Q
A NH
Ct ©

ST X CoHisCIF2N304
aTE 461.85
LogD cLogP = 2.18 (d T8 /# & % AN ¥ Log D)
pKa cpKa=10.66 (81T & T pH 7 89848 2 1 = R0 =)
8.3 234°C (F4 K. ©)

[0381] | sham, b etk

BRRE FIREARET KR 1-8 pH 7L B <1 pg/ml)
B A& AR R |DSEMAMAERETRGBALLE,

i3
B RkBE|DSASOXRESM pH TP RABEG, K2 E2H
e ik,

RBH TR
B | L Ak AR ERASH AT A CRARBEHHX)

[0382]  szjifafdil 1 - 55 —HE il R %

[0383]  HH THLAEMIECHIKIETEZE , 75 BALVE AR R ULAE R T i 25 A& YD i
FEVETR D o A SE T A5 v =8R8 ) o i3 3 70 AT 70 A0, il e TR 8 - B-BR Mk (HPBCD) it | 2
ik - B- P MRS S 2L (SBEBCD ; Captisol®) U T B (TBA) A1 —H B Z Wi ik (DMA) - I E &1
TERALE & FhILTE AR Zb SR 2 T HAG 45 RAE R k2.

[0384] %2,
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¢ A HAC XA
Ao (mg/ml) (mg/ml)

5% HP-B-CD NT 0.03
10% HP-B-CD NT 0.06
20% HP-B-CD NT 0.15
5% Captisol® NT 0.03
10% Captisol® NT 0.06
20% Captisol® 0.10 0.13
30% Captisol® 0.19 0.30
40% Captisal® NT 0.32
TBA NT 0.06
038) I oMa <166, >125 NT
20:80 TBA/pH4.5 % ¥ 7 NT 0.01
40:60 TBA/pH4.5 % ¥ 7 NT 0.19
60:40 TBA/pHA4.5 % ¥ 7 0.29 0.39
70:30 TBA/pHA4.5 4 7 7 0.31 0:42
80:20 TBA/pH4.5 4 » #I 0.33 0.47
90:10 TBA/pH4.5 4 »F 0.23 0.35
80% TBA/15% pH4.5 % # 71/5% DMA 0.47 NT
80% TBA/10% pH4.5 % #1/10% DMA 0.58 NT
70% TBA/25% pH4.5 4 # #1/5% DMA 0.47 NT
70% TBA/20% pH4.5 % » #1/10% DMA 0.66 NT

[0386] K IMHPBCDAISBEBCDAES %6 —20 %6 ¥ &5t T A T RA AT AH 24 1 375 4 FH . 24 SBEB

CDU B2 M\ 30 %6 3G 0 21140 %6 IF, Z5 403 e P K38 IR 5 A R o 38 &K W24 TBA /7K EE 7980 : 201,

2D i PE AR B Bt iy o HEAT TR U CHE Pl 253 AR R b B I &, IF HOM 45 RR AR

F2,

[0387]  FEEE R0, R SR T R A B A AR I & RS Bk

I FUAEBEA VR ik RN B 28 77 I Ak A7 T 350 SETRL 2 08 1) 25 Vs i PR AR o M o A FHpHL 4.5°F

(1) 20mMATAZ B2 £k e A WA /KA VE R ZIMAL A W) 7EpH SR /&) 15 W T 48 7K e b

fifi o 45 58 2mg/ /MY B AR B AN 20cc/INILAR 35 H 1 8m 1L i K IE 7848, A VA T 1 5]

A AT 250U 2 M0 . 25mg /m1 o WIFE 27 , #E80 : 20TBA/pH4 . 522 117 , APTE 450 33mg/m1 ]
B TRV S o SR, V22 FHI) 38 5 7000 0 H B I RE W AN Sl B R VA i 2 AE 70 %6 v/ v

R R TBAVA MR H i 25 52 B o O 1 P AT AP TR FRIPE AR A4 VA P IR VA A P2 A2 B —Fe i e

18 160 : 40TBA/pH4 . 5FT AR R #h 2% A WRAE N6 A

[0388] 7 &5 — 0 il 57 97 15k v, FAS[R) TR 771 o) & o P Jil 28 o) 55« H B I IR M L SR 4 TR

C17.Captisol®. i 2 B AIH 2% .

[0389]  K37Rth T A —FE 0L o B AN AL A2 %

[0390] %3
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HAET 1 11 1 v Vv VI VI
API (mg/ml) 024| 024] 028] 024 024| 024| 026
H #E B (mg/ml) 21 25 21
% % B Cl17
(mg/ml) 17
& AE(mg/ml) 25
H £ #2 (mg/ml) 17 19
PEG300 (mg/ml) 4
Captisol® (mg/ml) 17
Ji 2 B2 (mg/ml) 7
TBA (% v/v) 60| 686| 557| 58.1 60| 59.6| 569
20 mM AR R % |
(Y viv) 40| 314 393 40
DMA (% v/v) 4,9 | 16
b, 7K (% viv) 39.7 39.7 39
0.1 N HC1 (% viv) 2.2 03] 25
0.1 N NaOH (%
v/V) 0.4
[0392]  FEMFIT TIAIVH, & S0 R R VA A T 20mMAT IR BR 2 v v (pH=4.7) W, S8 5
ETBATR A o B S5 KF AP TYE A T TBA/ 22 ph AR AP AL SR TVAIVI v B IR FRIVE A T2k 05
K 28 5 FHHC LA 5 pHIF S INTBA « SR J5 44 25 W) EL VA 6 T TBA/ /KIR &4 o AE IR T T T AN
VITHR, B e APTIA R T/ EDMAH , SR JE U8 B TBA /22 ph B TBA / 7K VT - I 52 B AE K TBA
IS INAE 1 FAVTVARIV I TH 22 J5 5 VR VIR o M558 1% 6 1| 31) P 1 H U 7T e L 218 B L AETBA/
TR LR P Vs i AR PR o
[0393] & AR il & 20 BR b ARV VR p B iR By AE R 4 o

[0391]

[0394] 2@4
32:}%(:1#1% 1 11 I v A% VI VIl
AEXRRGE 6.2 5.0 6.2
R EH | 48 4.8 47 |HAFE| 48 HEE | AN
[0395] & pH 4.5 4.5 £45
#he TBA & ‘ _ i
HAe AP1 B | , , _
% pH 5.8 6.1 5.9 5.0 5.8 52 5.0
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Mﬁ;ﬁ?’% I 11 11 v v Vi VII
RApHGE | .. | | o | <n

[0396] &3 5.8 6.1 5.9 5.0 5.8 5.2 5.0
x&%&pH R : 2 5

) 5.8 6.1 59 5.0 5.6 5.3 5.1

TME 4.9 5.0 5.0 47 5.0 7.7 4.6

[0397]  APT#s ARk 358 X0 ¥ VR 1) pHIAE AT 52 080 o [ ¥ VR R N TBA 3 B p HEL BRI 34 m , 1%
A BEAN B8 R IR Y LI 1 SEpHAE , R A WA I AEAE & T HipHTHR L R DU & o B 1 il 57
VILAAN , FI2E 7 7K EE A o B W pHEL R CR R AE5 . OBRCSEAIG o X B 7 b i ade 1) ol 550 B2 Y Je
I HARSF R TR, I EDE R R R T B0 T 2 Sk e L5t .

[0398] %5

| BB AR | e HR $oHig oy
Eid mﬁ&ﬁf ’%(fjg;j fcﬁfﬂi R AR A
[0399] A 50 3 30 AT AR
kT 28 21 30 -
Sk T 25 6 60-# %
2 25 14,7 PSIA

[0400] P L Ah i FIAE R T Sz th 4352 (1 FH B S0 o 3 S HPLCIU & 28 - BT 5 (1 73 iy
(assay) FN4LfE, JFilidKarl FisherJll &aEM K &2 R 45 R R AR .

[0401] K6

[0402]

AL Gl 9 5) I 1 111 v v VI VIT
2l 5 (% [H A 99.3 71.7 199.3 [99.2 99.4 99.2 84.6
a3 #1 (%6 LO) 95.4 93.9 |95.9 |[112.1 108.3 106.5 78.3
TR E (Y%w/w) -0.09 0.30 |0.04 |1.27 0.03 0.16 0.21

(04031 il FIVI T T~ FLAR IR 3 A Ak 52 1 4 R R 5 3 3% BH 2 I R0 IR 20 B8 ) Be AS A2 1R T
T2 RS S F8E o BT HPLC i ] v 19 5 SR T AV 2 T HE0é , il 770 T 1R HHAIK
i e A RRE T3P A

[0404] M EE—#CTRIAEAT 0 —RE OO E AN 22 & LA

[0405]  HJHC1HH/BINaOH 1 7 pHEE I, A R 1) 22 i B 77 9 ELAE iZad #2 BATH) 5] ApHAZAL o {3
FHFTAR B $h 2% vh 77 £ 5 — B HL AR (i i pHA il

[0406] & e 254 i fl BIDMA R , SR 5 APT/ DMA TR A 0 N 21 AH B2 TBA/ 2% s
YRR A BT 25900 RIS AT UG Y A 5 AT A B 248 B AN AZR 8 0 HP SIS0 v 1) 28 03k P AT )
TBAMKJE o

[0407] VT (£ Captisol™ i i 1) B % i 4l 45 K BRDEWEL0 . 24-0 . 5mg /m 1 F &
A o BT e ) 75 B — B YA 57, 1 0 2 BE B PEG 300K BH4T 5E A E M o
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[0408] S 512 : 55 %6l it

[0409] Sk 85— FR Tk (M T 5 45 SUIESL T 29 A I TR T T A7 P o 55 50 il ) e 4
BT LA PTA 22 i JE 20 1500 ) P B A 2 R g 1, R = I e R T 55—
2 A R P PR TR B 7 & B &R 0 570 (RIFRIXIV) 2 41, Birf il 77 Hh 48 A pH
4.5 1 20mMATHE R Eh 22 ph ] &7 Sk APT A 40mg /m LI VA A /EDMA R o SR 5 #5AP T /DMA TR
TRAE IR S A BRI TBA/ 2% M T - Dexolve M K leptose “HPB & H A7 15 Captisol®
FEALL ) 3 A 2 P 1 IR MRS 1 B R BT 2R 400 » £ A Captisol® (g B84, e p & 7
HFUVITT IXAIX A o 58 B S 4 i A A0 R A 3 — R 0 2 v R B HH mT 43232 14 1l 7R
fiE, DA IH 4% 82 AE 55 — B0 07 18 TR HEAT VP o R R FAIZK S 2 36 M gk AT 1 BE DUERAG VS B
TR AARIE W o FH T AP TR AN S8 AV A, A8 il 2 A (B ] FRIX T RIS A I3 B 2 e (HSA) (1)
HlF T 25 A WAL F R BOR HAER T .

[0410]
[0411]

R

HMBT

VIII

IX

XII

X1

X1V

XV

API (mg/ml)

0.28

0.24

0.3

0.3

0.3

0.28

% B (mg/ml)

.28
12

® % B C17
{mg/ml)

13.3

& 4E(mg/ml)

13.3

12

H 2B (mg/ml)

6.1

PEG300 (mg/ml)

6.6

Dexolve (mg/ml) |

24.5

Kleptose®
(mg/ml)

21.5

13.3

TBA (% v/v)

504

56.6

46.3

46.3

46.3

504

504

20 mM 474 B
8 1 F (% vIv)

49

429

33

33

33

49

DMA (% v/v)

0.7

0.6

0.7

0.7

0.7

0.7

0.7

4.7% R (% viv) 49*
[0412]  FEANNEIEFEARFU N 22.5-3m], LLERAE0.75-0. 7TTmg /NI 2 2 = . % T H B
(1) [ A B 5 N B A 0mg 22 75mg RIS ] « WIER S HT 7 » B ) i 1 A 8 W ) pHAEL 4= AR R A
4.5, IRAESE T il 55 22 i e

[0413] 728
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T Hb( ] 3 2
3 S;f"‘;%'l B v | Ix X | X©m | Xoi | Xiv | xv
BARRE
%14 TBA. . - '
A 4, 4; 4, 4, 4.6 47
N 6 7 7 8 8 6 7

[0414] 7 pH
A API Fo . . . .
TBA £ # pH | 5.2 5.5 52 5.2 53 47 5.3
A pH(GE | ‘ . :

) 5.1 5.6 4 54 5.4 4.9 53
FTHEMPH | 45 4.6 4.5 4,5 4.5 4.4 4.5

[0415]  FEpRAL T U5 TR B -CR BRI R 45 /0 I HoRE 45 AR tHAER 9
[0416] %9

& 5 VIII IX X XII
e, aé. ¥ e, My aé. ¥y ae.3h8
ZE A B® B % 3L AR
BEE v _
’}Erj 9 mni & mi S mm 5mm
B
A }f'g] 4 mm 6 mm 3 mm n/a
B
Ak Y8 2mm # £ 1 mm # %) 2 mm n/a
]’]}j%ﬁi’{‘ A Lh ¢ s el L A ER ke L 5
@ B HHE THBIH HE n/a
[0417] : S e s
) & & A I Hm T HIR n/a
B | A, uR | As, Ul e, Ui n/a

Mtk | RS tst | ko fks
st | FEREIR | BRE DR | R, Rk n/a

B T 3, AL B ®.
S B LAY
Bt | MmN o | M LS E | A2 kR, | nadh K.
BB | Y, RAER | BT, RARE o o
R R AR =

[0418]  fhiIFAIVITT X TXFAXVEE I H v ) A B 4080, g ] 71X XTI XTTTRIX TV R HF R
UFIT IR ES M, 75/ N B R R B S R AR KB

[0419] P VR TF-KE S AE25°C /60 % RHATA0°C /75 % RHSE A T 54584 52 o I Rl 77 i 99
W FHAE FE R 7N AR SR L0 o 25 BEER B, 5 B0 075 346 v 1 Bir A o 70 7 B R0 o ik 1) e
A R ERE R DI H

[0420] 210
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il Al Vil | IX X | XII | Xm1 [ XIv | XV

IR | mE(% | 978 | 985 |995 |987 |982 |985 |99.0
@A)

SR |935 921 [907 920 |952 |96.1 | 1039
LO)

20°C/75% | % B (% | 978|986 | 993 |988 |984 |987 |992
RH R

1A (% 935 | 934 920 |933 |973 |100.0 |1052
LO)

20°C/75% | # (% | 97.9 | 985 |993 |98.8 |982 |98.7 |99.1
RH @R

2A AT (% | 961|961 | 933 |960 |933 |935 | 1026
[0421] LC)

20°CT75% | % B (% | 978|986 |99.1 |989 |984 |989 |99
RH )

4 A SAT(% | 974|961 |97.3 |960 |947 |909 | 1065
LO)

35°C/60% | % (% | 97.9 | 985 | 993 |988 |982 |98.6 |99.1
RH @)

2A A (% 961 961 |933 |960 |90 |974 |1026
LC)

35°C/60% | % (% | 97.8 | 986 | 994 |988 |982 |987 |92
RH @)

4 A S A (% 974 | 961 |933 |960 |933 |1013 | 1065
ter

[0422] Aol o] 700 (6 A B 5 Tk 3k XRPD R AIE o 465 SR 7 K] 30A . 30BFI30CH 7t o % T W4
FE S B HFRIXTVAIXVAR , B A il 7134 2 0 T e T 3K o 13— 20 (1) 1 R S 1 7R X T VI 0] 2
THRZAMRBIBIE, i filFRIX VI N T H 5 B R G 1 a B 20U 6 2K Ao e MR L 7E25°C /
60 % RH I fi 47 14~ A & » 75 S FIXTVEIXRPDIG A Bk 7 H &R G 2 Z i H B — 8 /0N ) R /N
WEE , 3 L 8 et HE B 0 S X T T TARE S (K XRPD B 22 v o £E40°C /75 Y% RHF (9 Il X T T TRIX TV
LA H R e PERE i o W5 3178 T KRR FE I XRPD I 2 1) 2544k o [FIR , £E40°C /75 % RHAE AT
—A HJG KILJUA I FRIXTTTRIX TVAE e I H M AR B 68 3100 5 1) AR B € A8 A, 9 HLIR
T R RPE

[0423] i FiI DU AN [ () 4 6 571, BR 4635 7K \DBW.50 % v/ v ZBE IS AI50 % v/ v PEG300 )
DSWIE YA B3 o ) FRUBRAT BE A BIE A o K6 7 56 AV A P =5 (040 I 3 s 1) AR B A5 ) 02 A
KRR HAER L

[0424] 11
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b2 4K DSW @2 ml) | 50:50 .B/K 5050
(3 mL) (4 ml) PEG300/D5W
(2 ml)
- 20s 20
‘\]fI;IM?I cle; 2hBE |clke; 2h BT 30s, cle 30s, ¢l
VIII Eih ok
40 s 40 s
FIFIX | cle; 2hBE |cle; 2hBE 30s, cfc 30s, cle
P 5::d Fok
[0425] 40 s 405
BIFIX | ches 2hBE |c/e; 2hEBER 30, c/c 30s, cle
S P
>25m >25m o _ e
) 7 X1 SR AR 30s, cle 30s, ce
#H | >25m >25m o o
X | BBE® | BRER s, wle 303wl
H >25m >25m N P
XIV | BMER | BHER s, e s, dlo
H A >25m >25m I o
XV R R s, dic 08, ol

[0426]  J&-T-dexolve il FIRD i FIVI T TREBE /L2080 4 FH 2-3m1 (¥ B30 275 7K BRDSW L 14 B
Vs BT (VA R . 25 T Kleptose® i i 771 H i 71 T X FIX e B % I 2-3m1 f) 2 ik 40 15 7K B
DAWEE 4 , H 58 4> T AL 75 E40-60HD o BT =P il 51 1) 3 4G VA VRLAE 2/ N S5 AR AR L, X R
F5 AE 245 A VAR U HE SR 2 BRI B 7 B R AR Py ) 4 R 1) LA S I B R e FH R AR
SE P o FL AR DU ol 1] 570 A B FHAH ) A4 AR B 20 v /K B DSWEE 44 o 2448 150 : 50 2L % / 7K A M BK
50:50PEG300/DSWIE A v B A AR SR , Bl A7 LR il 55 B8 98 72 3040 A FH 2m L AR RE TR L A4
DR A 2 T 1570 ol 2% 140 728 5 e R R, A2 391 i 52 P 5 T T ¥ 700 R 91 A e AR A 1, BT DA T
Dexolvedt Kleptose® i il 74t T H & il 754

(04271 PRFAE 5L I B0 5 ] BE XS A ER I 22 R VA TR KW o BN R T RE SR I 5K
=i#EidKarl Fisherll& WK 12F7R, B E7KE L. 25% B FIXTVZ 48, B dil /e & K
=H/NT0.5%,

[0428] 12
[0429]
- KF %8 A& TGA EE4#M % B (RAR)RFHCE
’ (Yow/w) (Yew/w) 15°C)
3.07 (R D
HI 5] VI 0.50 421 (Fi% 2) 120.8
7.28 (E41)
H7 IX 0.04 11.4 93.7
H71 X -0.09 279 86.5
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[0430]
] KFAEX TGA TEME | B—RGBFHCE
FRAT | o) (%wiw) 1t°C)
7] X1 0.08 6.04 80.8
AR XTI1 -0.17 2.98 n/d
HH| XTIV 1.25 6.74 473
307 (HME 1) .
HH XV 0.14 2.02 (4% 2) (467187 ;ﬁf"“*‘)
5.09 (&) ”

[0431] M TGAIN & IR1FEFFAR T RE M AL A ZEENIRE 200 CH 8 HEHUK BT WiKarl
Fisher Il & B8 7~ BN S IR B 7K &, KH8 4 B B E 8% AR T T B3 LR %
BV AR L2 WoR, BT BRI SR IERN2. 8% 211 .4 % , XEWE K2 HF T
TR ot 455 A RS R 140 7 B S R o e £ (1) 2 ) 7 o A R B T R K R B 2 LR T () R
R, DR 75 AR TCHTR R Q3CT M5 45 il o 73X — o5 LR T GOy vk 8 &R T A 7R
VAR BL T3 — DI R TAE 0 B S AT DSCIN & DARAE VR T4 R v 57
MDSCHH 28 %5 52 1 55 — MR A0SR A 1) B IR 0GB P M T T8 2 TE A MK BT A 56 AR R« 1l
FRIVITT TXAIXV 73S H b e i) 7R A B v 190 38 38 A 2 A UL P52 o AR IS, 3 == 1] 751 19, 2 B
HH Bl e ] 550 S 4 2] e O R 5 4 1 o A A R 0 32 1 5] o i SUXT T TRIX TV LA S A B
WA XA R T e A I AR MR A T M B 554 R A Tk

[0432]  s2jifafs] 3« 55 = #E il 7RI 1%

[0433] [R5 0 Ui o 22 ol it 790 40 A ke e A AN S SO I AR 2, e LA 38 ol 5w )
WS KT DAFS B R TG PR I R b B B A A0 o O T {3 3G & 1) IA 31 50me /m L, K
DAV T (1) TBAYAS SR FF7E55 %6 v/ vECE AR o 1 FTHE K (¥ AP TA4 6L LA 6 0mg /m | ¥ 9% J&E 1%
fifE-TDMAH , SR S B 2150 %6 TBARIAT 5 IR £ 52 S WL« B 25 AP T/ DMAR 4 ) LU A5 35 T, e 2%
AARVE TR T B 25 R LA SG BT A0 . Sme/m1 3 N2 Img/m1 o £E 58 = #6037 s2 3R
2mg/ /NI B FREZT &, 1 B ARV TP B 25 B B 8 0 L Bmg/m L X AH S TN
1) Am 1 IE 7844 AR o il 51XV T-XXT T/E 5 56 1 i e o 43 RO AR IR0 5 389 &= 57) |, {H /E50mg /m1
3% R 3 & 7K T AT AERIRIXXII T, 5 Captisol®fliPlasdone CL7(H2H A HIfE I &
FULA IR A 0 S TN 75 2 50 25 MDA WV 2 F P55 5 DA i 43 4 [) 1) 25 40 94 ] DAAE
30% v/ VIl ANFE50% v/ v EAIRTBAZK - T 28 R 13755 H T 55 = 50 0 e v (%) A4 v 11 7
T o

[0434] %13
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MBS | XVI] XVII [ XVIII | XIX | XX | XXI | XXH* | Xx11
APT
(mg/ml) 0.5
(mg/ml) 50
kB 5
C17
(mg/ml) 50

(mg/ml) 50 | 35

(mg/ml) 15
[0435] | Captisol 45
®(mg/ml) 50
Dexolve
(mg/ml) 50
Kleptose®
(mg/ml) 50
TBA (% 29.75
v/v) 49.58
A7 AR B S 69.42
»H (%
VIv) 49.58
DMA (%
viv) 0.83

[0436] s HHHCT iy AS 2 FTAF BR 2% 1 771 7 pH
[0437] R V47N , BT A7 075 2 1) 3500 140 e 2 AR AR Y4 900 RN B A i B4 VA R IP) pFYEL B4 AR - AR 4
XT5.0,

[0438] F14

[0439]
R R A R TR TR TR
' XVI | XVII | XVIII | XIX XX | XXI | XX | XXIII
7 50% viv
TBA/K ¥ . " .
4 175 3 4.6 4.7 5.0 5.0 5.0 5.0 4.3 4.5
9 pH
.45 API
fR%EpH | 4.9 4.9 5.2 5.2 5.1 5.1 4.4 4.7
(HIERIE)
TG 4.3 4.3 4.2 4.3 4.1 4.3 3.9 4.3

[0440]  FEARHFL PR T 558 — R IR AR R A9 HI R 0030 o 78 3 3RAE )RR Tl 571
FIVER S5k 0 BAG 45 RAER 15 oR H .
[0441] %15
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HiE 1 H XV1 #®# XVII I H XVIII FA XIX
[0442] M, e, B | e, B aé., Hi g, ¥
E ) ] ®F #F ®E
AH4E #1H XVI #H XVII #i% XVIIIT ## XIX
HAESE 8 mm 8 mm 8 mm & mm
A A 3-5 mm 4-5 mm 6-8 mm 3-6 mm
A 4% 45 Imm ¥4 2mm 44 1mm34 4 2 mm ¥ %)
e g o Al = Al SEE b
M ® i i R ;;/’;ZT;‘LHZ: Kﬂ:jéﬁ(‘;uff
LS AR w7 gi‘;jj %ﬁ;fj; f’im 6l )y 6 42
V T & T
HERE, % | HeE, % | A, Y% : | A, %
B 2R, % AEZWUH, 5| OB, 23 A8E | AZWH, £
A Ak KA KRR Nkt e 10
Mt e | HafEr | SR8 d | IRfER
FHEE N BAHED | BFHEF | LEBROTA | BEF LA
DHREGTRAR s | A TR AR o AR AGTR B
Mapsk el | Bl | EBEEE | BREE D
Eher | AT b | A TRERA | TRERF Bakspay, | ALAG TR
BB H AR A o Ao KB
RE IR 8 L8 oy Wy
iz %1 XX %17 XX1 %1 XXIT &1 XXIII
[0443] B ae. #y | adk. By Hé., HY gé. HY
2k BoE BE %4 HE
HBEZE 8§ mm 8 mm 8 mni 8 mm
H 3k & B 7-8 mm 4-5 mm 3-4 mm 3-5 mm
Aok 4 2 mm ¥ %) 2mm 3 4 N/A 2mm ¥ 5
o REFAA | AR . Tk B Ao AT
TEEE | ks *i s it
AAE, HH | R, R
mME & | Auaed | Gnlmeis A R
g, Wt
oo L
HE, 0 | A e, ;‘iﬁ Setge
Hin | RZwuH, 5| RIWH, 5 B ;é % ;ﬁ %_j
A A ‘ "y
Az | ARz | BRad2E4 | ARgss
akat | B RES | R AEE | BEERET | R AKH
DA TR . | HRAS T, = JSHL G TH R,
[ e 3 30 18 He 2 F) ) e e B S SR
Eaer | AEITRERF | LAY TRER iiﬁﬁ;ﬁéi G TREE )
Hop ki | Haasm A R
5% 4 R fEa ey e By
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[0444]  BE & 577K P RO 30, B3 d15R0XX T T (& B Fn B & R 10 #1057 2 41, Br A il 75125
RAF TS 1 B HA U 52 45 R 5 58 B KF R bl A H U BRI HiRIX TV e By WL — 2
HH T B 58 BG0iiak vh W42 B[ 2 2 B e B A B A ) B A2 e M HERR T S A R R/
B H 2 BRI il 7)o

[0445]  FESE=%C0i ik )\ Ph A A PERE 5 58 R e h M B 45— B T3
R 49 1 55 B U FRIXV I XV I TOXV T T2 A] DA Je ek B i 4 19 K SO0 5W 3 A4 9 1 = il 71 o By
A H AR IR 2LV IR R LA S8 A, 46 HRIXXTIT A N ERVF I 2, R il IXXT T T
45 Captisol® 155 & 1K 254 ¥ 8t 15 52 0 MR fhil, 100 AN bl T 5 4 i 14 47 726 T 289 4 o R o
il FAIXXIT T B 0 H P05

[0446]  ¥4Karl Fisher DSCHITGAZ; FMLALEF 16,

[0447] K16

KF &8 X TGA E¥4#i% #—(RIKDSC #F
I bt (Yow/w), 24~ (Yow/w) #($1E°0)
M,

242 (MK 1)
HIFHXVI | 011, 0.03 3.68 (% 2) 112.7

6.10 (H11)

2,96 (H1K 1)
A XVIL | 0.18, 0.06 5.05 (# % 2) 126.5
8.01 (& 31)
1.61 (A% 1)
I XVII | 0.08, 0.00 9.29 (M % 2) 89.6
10.90 (& 1)
1.81 (H% 1)
6.60 (X 2)
3.55 (4% 3)
11.96 (& 1)
141 (k1)
H A XX 0.15. 0.30 0.21 (XK 2) 98.5
1.62 (& 41)
1.82 (% 1)
0.78 (H %k 2)
#FXXT | 0.03, 0.05 2.75 (% 3) 64.6
2.46 (Hik 4)
7.81 (&31)
FF XX | 0.23, 0.33 n/d 58.7
2.09 (% 1)
RIFI XX | 041, 0.28 537 (4% 2) 105
7.46 (#11)
(04491 J@idKarl FisherJll &AM K & Wom A 6l E A /NT0.5% 17K SR, TGA
45 IR, P R 2R D0 P ) H S PR O AEAR T B Y A AR AL X R T R A e

=R

2

[0448] ] XIX 0.11. 0.02 95.0

X
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15 7K B B BE A 7R ) o 5 e R AR L i FRIXV I T TRIX DX AR X6 388 i B % B8 ¥ 777K
L X ] BEAE T VAR 15 8RS 10 0 ER A0 SR 4R ) 3B A R 45 S i ) o T H BR B 1
BRI B FIXXE A 1.6% B B RFR BB IAR] . R I THAL T Sk 8 88 =% 0 1 10 Bk i1 350 1 5% B
E7

[0450] %17
#H TBA (mg/J+#8) DMA (mg/ )
%17 XVI (Dexolve) 1.4 11.0
[0451] H 5] XVII (Captisol®) 9.0 19.1
H]#] XVII (Kleptose™) 11.7 11.0
HF] XX (# %8 0.12 3.18

[0452]  7E5E hl 5B = e HI5RIIR I R 15 i T, 3 T Captisol® 5iDe xo L ve [ #1571 H T H B 47
(IR RO 2 R s P DA R Rt L 7 B ) A 1 i o E B 3 0 - 3 T Kleptose ® i il 71 4
WHREBY, X BT H B8 53T Captisol ® (1 i FUAR UL HRAE - 3 T H 2 B 1 1
S DA A A2 £ FA) 3 A2 FH T 70 A i o] ) Hh G LA S P [ ke 4 ) AR e I 7 B 9 551
7KF

(04531 Sxf Hif 3 Y A =32 2 AT GO , BASRAF A3 B /N R v 1) 8 i D & 1R R B
F o PRI 5 TR — % A1 710 77 10 B A B AR AT 6 A A Y 9 P Ao FH 9 57K o A FHDexo Lve fE
g e B — S R 4 1 A2 25448 Captisol® Dexo 1 ve Bk Kleptose® i i B A
FH A TR AT o

[0454] sz fol4 - 55 DU 5 i35 6 i

(04551 Ffp A Sl T FC) il 7R i T AE 3504 X 2mg / /NI 81 2 = < 191380 Smg/m1 1) 25403 4
I LR 75 RS : 1 S AP T L6 0mg /m 1 ) 946 J5E 75 A T-DMA H , R 5 1 DMA IR J& 78 Jin 7550 «
SOTBA/FT AR IR Eh 4% VAT o N T e /IMUGIR T 25 W0 i b B B BE VA R 7, B 18 1 LRl
ik

[0456] 1. B&ARATAATBAE ] L T EOE DI 5% B TBA.

[0457] 2. FEAKAT4ADMAE AT DA S5 808 /D 7R B DMA .

[0458] 3. FEARAT 4G PR AN S mT DAY 3522 I8 T 79 o 1 9 AR B

[0459] 4. fRAV IR TS HRT DR BEAEFH e AR ik 2 v 2B 550

[0460] g 1 BEAR BRI R IR TBAE , BEAT 1 — T/ AL 52 DAVPAS 702 T Dexo L ve [ 22
5 70 o AN [H] K SE I TBA TR (K AP TVA AR J 5 AP T LA 50mg /m 1 YA A T-DMA TR , 4R J5 s I3 4
Dexolve FTAE R #h 2% PRI AN TBARIE TR « R 187N tH 1 VAR FE AT 53 v 1) 1) 7 4L Ao

[0461] %18

[0462] 4 5 X1V XV XV1
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FrEs XIV XV XVI
— 0.5
APL (mg/ml) (% 50 mg/ml 8 DMA & i)
[0463] Dexolve-7 (mg/ml) 30
o iﬁ%ﬂ e 80 70 60
TBA (%viv) 20 30 40

[0464]  WLEZE M TBA/K N30 % v/ vE BEAKET i A 3RAS I IG 1A T - X R I 75 E 5 /D 35—
40%v/v TBARZERF A4 VE B () 25 280 . 5mg /m1 o 41 HEDMAR /B Dexo 1 ve K 1t ¢
i, )55 B S R TBAK T o JL T3 B TBAZK T 5 =560 e v A A K50 % v/ v K TR AR K
R[] o DRI, e i P ISR DU 56 07 106 1) B AR 25103k S DA SE TR A 7735 & - 45 7 20ce /)y
AP R Sm B K IEFEARFA LA K Img/ /NI ITT AS A2 2me /ML 88 24 =, R e 1 B AR 29 Wik
~N0.125mg/ml .

[0465] VU 176 H (1) P ) 7R AR VA T 2 R R E R 19 o

[0466] 219
Lk XXVII | XXVII | XXIX XXX XXX
API (mg/ml) 0.125 0.125 0.125 0.25 0.40
Dexolve-7 (mg/ml) 20
20 'I?M;jﬁ* 1 100 75 75 70 65
TBA (%v/v) n/a 25 25 30 35
DMA (%v/v) 0.25 0.25 n/a 0.50 0.79
A RAR(mI ) | 8.24 8.24 8.24 4.12 2.5
B ?,5” (mg/h | 3 194 194 74 68

[0468]  iHiIFIXXVIT XXVITITHIXXIXIHLAO . 125mg/m1 [ 210 B 1) 4% o il FIXXVI TAS S, TBA,
T B FIXXVITTRIXX IX A 25 % v/ v TBA . Hill FIXXIXAS S DMA , i il 57XXVI LAIXXVI TT 35 B A 1
N50mg/m1 [ DMATE VR A TN 2590 o 1l 77 XXX AIXXX T 23 591 B A E30 % v/ v I35 % v/ v 1 FR AE X
BRI B TBAZK T o 45 5L, Al AT TRE 9% 43 )38 210 . 25mg/m1 A0 . 40mg /m1 ¥ 8 i 2 VDI o B T 58
—BHIR IG5 R, & A 1 Tmg/ml Captisol® () HiIFIFRAT 1 ] $252 (1) B B 45 440 o IR I , 78 5 1
i 10 v [ R S S 20mg /m1 T AS & 50mg /m1 [ De xo 1 ve 3K 2 fift ¥ 77117 B8 A » 75 56 VU 56 i e
ERTIEFRH, BR T R TR A0 I AR S B R FF 5 Ja w0 AH ] o o kT
A BB R SR AL B A 25 C I8 I 22 40°C , F FLKE 1R ) A6 /INI JE 4K 22 1 278N

[0469] P A3 F b FAIA3RAF T R I ORI BT, Forb il FRIXKV T T4 (it 1 o fari (1) 12
HLAb I £ F4m] DASWEE M4 5 , £E60434f PN AERx 30/ NI HP W82 R 29 Wpiiiie o« 5 T H MM 5%,
P4 i B LB R R RV TS VA TR 22 /D 37N

[0470] 54RO RERAHLL , 18 3 TGAMN & (1 1R 48 i 1 B 8 S R AR KRR A o AH L
iy, T8 GO V2T W () A o o 700 1) 5 B S R A B AIG, IR 20 s

[0471] 220

59



CN 108601777 A w Bg B 57/67

HH | TBA (mg) | DMA (mgviny | F 8 ;?Q:fﬁiﬁ
XXVII 0.05 11.34 1.55
[0472] XXVIII 8.81 8.18
XXIX 4.67 n/a 3.99
XXX 3.01 4.69
XXXI 225 2.86 2.17

[0473] B VR T 1 BR G A 1 4 5 S A A AEG , TBAZK T RIDMA 7K P 38 B 4K o 415 4 00, B /D g 71
5 & S ERUINE B PR JE X5 BURE A B e 2 55 1 9 700 1) A AR R B v o PR AL 7
XXVITH R IR E TBASK H 58 X5 %k o R 9 A EE BR 22 AT A8 F B2 K, TC TBARI ) A2 A L ide
(67 JIr DA I FRUXXVT T DA Ay o 1) R EAT 380 700 A0 TR — i B o 78 3 228 ) o 1] 79U XXXT 5
T R 0 A R R 1 XX — A A A Sy A ) o £E il 0 i 43 A, Dexolve 2 85 HE — 28 5
B A, AT A R SO AR SRR B R B4, R 15 Captisol ® H A4 A1 24 (1 438 Rk
SRR AEE G R P T AR ATTEDASI AE (0 TV M7 it 3 & e F T Il PRI 8 v 1) 9 7 1 A5
1., s Captisol®Fn Kleptose® T3 — BRI & TAED .

(04741 M sl 55 57 176 v 206 B DY P ] 70 44 Sy BTk — 20 200 R 32 B2 ade ) o 4 DY ol it 571)
AHfER21H,

[0475] %21
[0476]
FIH 1A #H IC LR wIA T
API (mg/mL) * 0.125 0.125 0.40 0.50
B Captisol® Kleptose® Captisol® oA
(30 mg/mL) (30 mg/mL) (20 mg/mL) (50 mg/mL)
FEARER 34 ‘ , ;
1 (%) 100 100 60 50
TBA (%v/v) 0 0 40 50

[0477] W& P FIAS S TBAR il 77 BT #1751 T AT CH PR MG 7 P A 20mg /m 1 39 0 %2 30mg /m1 , DA
PR SO AR A, IR AR TR TR P I DMASL VA KT E 1% T & R B — DR G 4L
B AEIFITTAITITE 4 40-50 % TBALA ZR 44 L AS& TBARY il 7 88 B IO 3 2 & o

[0478] Sz fsl5 - Tl F b

[0479]  AE T2k TAEZH, AF 21 70 B H 1 DY b = B0 55 o (1) 45— FhadhAT — R BIKER
Wb TAE , ARAEA VR T4 T 2 Hp iR R B A2 AT o FEHLRE (BR) S &, 45 44K} A
S35 52 45 TR EE HEAT VA AR, FEAT A P B A 22 ok 1 o FHIEL IS AH AR R AG T BE o 7RV TR T
W ST (FDM) W&, 7815 B SZ 458 V8 VR T-HRBi B T A BHE AR it it Hh AT ¥4 2D FHIEL o 7
BT B PV S A AR I R L i B VR AN TR 4 1 AR A e SR AR IR AR IR R
ARG EHGE (LT-DSO) 1, B G FE v H) 2 58 A8 R S8 e DA TR il i Il 22 il o 757 A
(100 T i) AT R I B 3 B A B AR A S T VA R I R TR 5 4 [ Ak BT R ) s A R
J& R A AR IR R S DA S FHIEL ZEFDM W 22 21 V8 A L 1 58 — S BR IR, 70
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MERAEF 22+,
[0480] %22
[0481]
SA sk ow | - 44 B gt , "
HER | gz | awam | EEER | TENE |,
2 | ger) | ger | TEE | WEEK | g
(FDM) (LI-DSC) | 2R E[FDM) =
%ﬁl] 1l o g 5 =27°C o P -32°C A&
A | 2lC | 26 236.6°C -30°C -34°C
HH | L o : -12°C e " -16°CE
Ic =22 .9°C -12°C 220.4°C -<13.6°€C _18°C
B | — 20°C | -34.9°C (% o | 44°CE
1 22.1°C | -20°C fb?@) 41.2°C _46°C
2 %) 1 o . -17°C -33.5°C (& o -36°C A
III “21~L C ‘20 C f“:’{(“) '3‘ C _38OC
[0482]  —fBekud , EREE AN S5, IF H A WIFDMELLT-DSCHS SR A4 B Ak . MFDMZR 1S #L

V45 AN A B R AR /NI R AR IS 0 o b 5 1 5 W0V TGt A2 PP ) HE R 7 R
s DLSEAFHEI AR B A5 M 3 A AZAE B AE— S4B DU T, 2™ i S v T B B AL
FEA R BT, 7 ] BRI SRR R AR R o K IR L B DA AR R T A B B AR
JE IR BRI JE2°C-3°C, ARk — s e g T 36T H BB M ST, LT-DSCE,
RRAE2C/minF I8 R A BEREAR, 1 TR A EAAFAEL0°C /mind # b R L X 3R B i
TR A A TR AR I 1 o S 7R T LA 2 38 T 00K T8 2 R IR 38 KD SR DA Fo VR 45 it (1) 38 =
T 25 B 1 204 i G IR AT R, U WK TR = R VS L, R E R e T2
FHRIIEMS%,

[0483]  sjifafdl6: 4T T &M R

[0484] ¥R T 2RI A& =AY B A UR IR TR AN R 058 o Jd ik DA 5 5800 8 44 i 77
AL R VR TR AR TE 30 R4 VRB B 48 58 A Ak B 3k W00k T3 kORI A SR 4, I it
TR SRR TR BE K 43 R TR o ATIVR TN R b () S AR LR N = R R TS
ZH XA R E R AR KR AT 7 I L2 R, A SRR T2
SO B LR TP i TR I R X 2SR AT T — R AU 1k B A A R AE A
PN ANZE R o ik B ALK 2 ApHIN & R R AE B AV - Wit Karl Fisherykll & 41 H 3k
(152 & o IS Z2 R F R R IS (0SC) AR E 23 M (TGA) RAET ISR AL 1 IR S 43
HEEAT o TR AR 5 (GO) ATHR BE WA FRIZK S EAT 58 & o 4 A RN 40 B P HPLCIN &

(04851 S 817 « AT T8 o ) S RS L B 0T e it Y B2 D
[0486] X IGUATFL ) L F) A8 PPt AE TR IR Ik v HB AR T B 0] 7™ il B2 Y 520 o £ BT

KT B FE A, FE60 ZFEMIEE B AR, AR IR BE 34 C B THR B -16'C R R 21
T R DY Ao 3 A5 T VR  SH 78 B 20m L B /AN, JFREAT R T, Heoh BEAR I &0 Img/ /]y
WIS E R IRIER 23

[0487] %23
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RE [ EAuRA
v | Rz | desEche | FTERCC
1E(°C) |
o 72 E 12 psia
i {'?; =/ 5 2 30 VAR H
TTUR %j’ﬁ“{}
ok 50 3 L
Bk 18 3 30
[0488] & il 3 50
34 15 30
31 12
53 10 60 A
225 1.0
22 0.8
-19 1.3
-16 77.6
SR TR 40 12.1
E | 40 14.7 PSIA

[0489]  AEWIIR MR b, W5 2 e A et ik 3 N 3 © Ak A b 700 60 7 et gL B2 P 34380 . 8
C-1.4°C o Ml FATTRI LT TR 7= ol B AR A L il A TARI IO BE SR HH o 7= S BRI (R K
T4 58 B G 72 IR ) BT I TAVICL TTATI T T4 5 9-35.9°C . —34.8°C .—40.7°C -
40. 1CoBRMIFITT AL, A il 580 i B el B2 IS T MR PRI 8 R4 () HE T 7 it iR
o X F WA T Tr P B8 2R AR AR, 1 L8 = P )57 A G g R 45 M 1 | A R4
[0490]  PYANSEALA Bt 27 H A AT AN RIS A R B2 () AT 4252 10 BF AR o B SEAE Y T 58
7£95 % -105 % [ AT 252 Y il P o DU/ MERERI SR B8 7K 43350/ T0 . 2% KR T4 5t 2 . 4F08m1
WA B S 1 K FE A o R TAS TCRNT T 2 B0 E HJC (¥, Il B AR & SR Fr R 2
FFB24 /NI o 7R T T L2 VRV K FLG 2 75 S5 A7 A WL 700 0 85 AR e 7)o B B B A VA R )
pHAE4. 54 9FIE I A o AN K 5% B8 VA K Il GO & 51 TR 24

[0491] 7324

#A] TA #H 1C &7 11 H 7 11
#%.% DMA 7.64 6.37 4.74 0.58
[0492] (mg/ )
5% % TBA 0.04 0.05 2.11 0.07
(mg/+]~)

[0493]  HEHE ICHFR R , DMARE IA =& 55 2988 7191 HLa oK H IR AN B 15058 910 9mg /R « K45
A AN I T 7E I AR 58 A B B3 ()5 FH B 7 7B 249007 b o DRI I, 9 4 DMARIR B A A
JEUE TBARAE ICHTR B B HH 5% BE TBAIR e K HER N &= 1% € M0 15mg/ K o ABUE 2mg /R I A
F R, T R % B K DMA I TBA 43 & -5 . 45mg/ /N FI0 . 075mg / /N o B 5 T T T2
AN BT R0 T AR BE VA FRIRR B L IR Ik, BEAT L AL LA — 2D ek /D ik BE AT
(04941 SZjifa 518 « FIIR I8 h 1) 2 i 77556 B R 2 i

[0495] X TG S0 B 1 CAVTAR 78 00K T It R v = e oot 7 ot T P58 ) B2 o 7 BN TR
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TR R, £E-34 C B FAARIE L N R = IR JIA0ZFTIZE LT R 200250 A S HH

WAEFR 25,
[0496] 2%25
- MAR KL | SRR | SR ECC/ R
2 3 ZAE(C) O 1) KB HE e
Ak 30
Aok -30 3 7 & 12 psia VAHA
al BEH B
- -18 3
30
o -50 3
P 3 DA
5.0 50 ok
0.8 60 B &
1.0 70 #hK
1.2 80 # K
ok T -34 03 90 &
21.5 100 # &
25.4 120 fh A&
16.8 140 # A&
5.6 160 f# &
MR B IR | R | fHtR R CC/ o
2 4 2 AL CC) (I 1) B A& R4E
[0498] 27.5 200 K
30 200 A
ok 40 12.0 200 # A
Do 40 14.7 PSIA

[04991  ARHFFEHHECH] T PUAN AL I TA TTIAII I T S R 21 h R A E 5 T 29 L
FIBATHIME— X 52 , DMAFF APT ) G 459 JEE A 75mg /m1 34 N 21 1 20mg /m1 , LA FEAG AR A4 75 ¥
DMAFI BT Ui 2 o EASHIE 72 P R PEAR BIFITC, IR MER 8 35 Captisol® () i 77 TAW] 7R
H 5 7 1C G T Kleptose® ) il 751) #1224 (I E ALk 22 1 5 i 2 , ZETF 7S i h R i n 7
3T Caplisol® (1) FE & I il IR x4 , LYPAN 75 54 TBASDMAFK) 35 B T e Ve AR A VA 10 7T 47
ko g 17010 . 125mg /m1 T R CELHEVE 8 T H 43 300mg/m1 Captisol™ (145 [ 11 20mMAT 12
h G VR AEBCIR I R P AR Rx 47 WL B 25 Wi e , I HLAEGR T2 A i g Ui vE M 254)
SOURE o JE 2K, R ASIE AL PR R 422 ot 0 119 28 . 8 %6 1AL I 52 L 1L 5 T2 V& 77 i SR AS =2 W AT [ 3 %
BR85S T PR Rk LR S 29 (0 VA o DR BERxAFE 3E— SB[ 52 P R A B & o

[0500]  FEHTVRT-J8 10, W5 2 NS0 Z TORCK 1) % ik 77, EREHIFITA 281311 7= it iR S
LOTICK G NP 24135 01 . 1°C o ABOFHK 22 140K, 7™ it il FE R LOTOK 3G & 38 N K £50.5°C o
Rx 20 3 72 T B T B 45 ) =36 . 7 °C F=-37 . 7°C o Rx 3 [ B T B A HE 2527 U P YE T Y
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1% R BR3P HEAE CREF (A5 100 R ¥4 VR 452 1 350 A7 R A o AL R 20 77 it W 2000 188 v T 72
7 R Y TR o £ — SR 24 T /N H LS B B R AR - R LA A T AR X
I 1K e HE NIRRT R SE 4

[0501] U AN AL it 7~ HH A A7 A (R0 406 75 B 19 P 422 32 B0 R B A W o = A Atk i) 55)
TAVTDRITTT) U 58 A5 AE95 % - 100 % ) Al FE52 JE R N . 25 T 2a 47 H i A i R TAL TTAN
TR S EMEM LRSS T 21847 SRR AL B P HER 5% B ¥ 7K P 6C
SE I YT FR26H .

[0502] %26
130 1A FIM IC I # 1 #1100
& ¥ DMA 3.71 NA 2.21 0.4
[0503] (mg/ MR
%% TBA 0.04 NA 1.63 0.03

[0504]  ZAHHF 5L+ Fir A3 SV UL 1R 5 B VA 771 7K~ P IR B 5 982D AR A4 V2 W HH DMA S AR I WD 46 =
FE B/ IMEZ WD R T R B DMAZK -1 B 28 7 1

[0505] SR f19 : IR T H Y = s F7A B ) S0

[0506]  ACHIF FT A 1% U1 LA VPAS IR 158 Hh R B2 R 2 1 56 24 ) it ) Bk B Vs 7R K (Y 52
W o 7E A A 3RAS T = AN HI5FE AL, BRGIFIIC T TANT LT AR R IR 4Lk 5 21 Hh 1) HE G
AHIE] o AHIF 52 0 B = Fh il 75 F BUAP T LA 120mg /m1 (¥ B v fid T DMA T o 76 ASHIF 52 T il 35
THIFITA, oA TR Kleptose™ H T H A AR Ak 24 45 M AN AR K A4 LA T g AT
Captisol® o 3L T M AT I L Z0F 5245 0 077 W 8L R il 2%, AT 92 b (0 400k I8 i iR, 1
FNZE 5 5759 ik B AE-22 CRIA0MCK , P4 —40°C 2 -42°C 1) 7= it i JEE V5 [ o X P AR 51 1 15
BN T HIRITA =R RIFERTIR B ) DR 45 M T AN A7 AE B AE AR 7 ol =ik T
P 2 77 NAOTIOK 38 N 22 600 Tk o TRBRHE i 1) =8 & 727 AR 5 £ & 19 R B A &%
(L 8, IX P B B T AR IR BE VA 71 o PR S AR AE R 2T

[0507] 27
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. FRBEIR | REEE( | FARECC 4
IR | o) ) I B &R
o QA 5 2
Ak 30
Ak 230 2 8 £ 12 psia AH
30 B % F 2
- -18 3
[0508] 30
. -50 3
% 30 40 B A
| 58 111 40 Bk
TR 4 600 ft A
30 600 K
kT 40 12 600 # K
ha 40 14.7 PSIA

[0509]  AEAHFLH, il 7 TCH ™ it AR 2 YUl 7E-35. 2°C 5-38. 2° C Z [f] , K ik T
16°C 2 -18°C (4R ™ Ml B VE o X R A 3 — D R TR MR AE A 1R 2 25 7] o il 57 1T
AT T 7= S B RL FE 43 331) R =38 °C F1=39°C o il 771 T TP A e it R o i 8 7 ot Y, I
R %1 77 75 LT OR T IR G A LA B G R A

[0510] = ANE A ) Bl s HH A A AS RIS e R B 1) AT 45 32 (R DF e A WL 35 T Za AT
(REAETC TR LT ) 5 it B R B A 45 B -5 S wiT A 9 v 1) 285 SRR o B A ) Ak B 77D 7K
I GCE ZIFF TR 28,

[0511] %28
HH 1A HH 1C % 1 HH 11
7% % DMA (mg/ NA 6.22 2.7 0.62
[0512] R
7% % TBA (mg/ NA 0.11 3.3 0.05
o)

[0513] X 7= il 771 LCH (1) %% BE DMAZK AT i T i s ) BB o R 1R 25 o 77 38 im o5 ¥ 579)
SRR () R AR /)N o

(05141 St fe] 10 s 3 - JéH 0 Sl AR I P52 A0 S8 P T4l i PR 520

(05151 AHHF S AR B T DA VEART 2k 8 v P AR it 58 R0~ J8 S [0 % 243470 ol it ) B B V5 579)
K B2 o 8l 71 TC R T A S 140 A4 PR B 1 e e % 2 S ol 70 4k 2 H AT o AE AR AL P O
TP RR O AR AA il I TC XXXT T TAIXXXV , DAPE AR TR 7105 3% B8 V& 75 1) 22 1o ] FRIXXXT T TAS
AT A7 20mg /m1 ({1 #524K Kleptose® /K V(1 1C. i B & WP Af B Ak Kleptose® ik /i 2 7547 B
TR D B VA R o S R VA R TE I A0 o, 6 TR LC, e/ Kleptose®ik J5 24 25mg /m1 5 PA
TR 2 58 VR fRAE AR YE WP o IR B, 24 B RIXXX T TT0 3k b Kleptose® iy i (4 25 20mg /
ml1i, #APTA60mg/m1 M A4S A& 120mg /m 1 ¥5 T DMA R DA R (R 259 5 4 V5 A A AR T W o
FIXXXVE Z8140mg /m1 H 28 B 19 TCAS [F] o B & VPl 7R 7R T 0F B v A2 73R A6 E 2 45 &5 1)
(1 B A 5 o R 3 B Y AU 25 B B = bR I AL R B T3 29
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[0516] %29
#AH IC HH XXXIT | #1187 XXXV
0'\125,, 0.125 (46 % 60 0.125 (& 4
AP (me/mpy | (TF77 120 il DMA s | 120 mg/ml
Flimgiml) mg/ml DMA # | & . * | DMA &R
4&/%;\\/{7‘7) S U) _f]n)
[0517] Kleptose®
B 3 Kleptose™® Kleptose® (30 mg/mL)
o (30 mg/mL) (20 mg/mL) g A7
(50 mg/mL)
- PH 4.5 F A58 2 o 5
) (100v/3v%)
[0518]  ACHFF H F) AT R P8k B A A T 2 R 3 S g 0 B E AE - 28 C B0 TK , LT A

il IR AL DR ST IO IR TR PR o £E7% URBIT BO 18] 78 TR K 5 SR VAR 2E il FFUXXXV e 1 e B 1) 45
it o K T AR I N AR 250 °C TR BEAT 12 18FN 24 /N o £E AR 7] A A5 i /N AR
PR P AU S DA R [R) HERS (1 55 B VA R KOT A2 4L o I A 2 B AR 30

[0519] %30
. WARBE IR | ZARTE( | AR ECC/ o
0520 3. > 4
[0520] TR ZAECC) ) 1B BARRAE
WAE AR | RANE( | AARECC .
PR | rEco | am 1) i
7R R/ 5 2
Ak 30
%k =il 3 5 AE £ 12 psia ¥A
2 AR E K A
\ _18 3
[0521] iRk 30
- _50 3
| 30 60 ALk
28 104 ’ 60 #4 &
SO
MR 30 60 Bk
kT 50 12, 18, 24 60 A
eE 3 50 14.7 PSIA
[0522]  AEWIIR T4 P2 S B R IR P Y N -33°C £-36°C , iIX K T2k B LT-TAR il 57] 1C

RO HERE 7 dtile 2 o X R B B R A 2R TR PRI T OR ~F » IF ELAEATR T8 v 75 18 el A il
A/ B s F3 VA G R BE— 2D 1 IR T R TR 1 22 1) o =S SEHE A ety 27 H A AN RS
AR L AT RS2 (R DF SR UL o AN WAL IR 5 B A K P IR GOE | IR B T-3&31 .

[0523] %31
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F et FIR 1C 1R XXXIIT #17 XXXV
(mg/«DHK) (mg/ i) (mg/ P HR)
[0524] 12 v 5.8 11.2 5.6
18 B 5.7 112 5.8
24 5B 5.7 11.2 5.5

[0525] 7RI TCH 1 5% B DMAZK 1 M3 5 1247 H 196 . 2mg/ /NI AR fl gk 2D 2105 . 8mg /7N »
FER I 1 27N Y S A RIS [ X 25 B B AR VA TR A 2 A o FRGRIXXX T TTAE =N At B 7 HH
5 5% BE DMAZK S L 3% 35 3552 DR R B B0 AT 6 DMA 47 767 2 JH: 6 T st 5750 o ) B 10 7 5% . il 791)
XXXVEA 5§l 55 TCAHALLR) % B DMAZK S, 3X 3% BH 8 i H 28 ) 25 65 B B8 DMA T L-F- 5 2 1
FH T 45 5 2 78 AT AR DMA 97 467 5 AR Y VURH 5~ i o 2 B DMA 2 (8] ) s AH DG M, BT AW B A
T TS R R 2D B S R (R AT AE DMA £ A DA 2 AT 5 B 7 7 7K

[0526]  sCafl 11 6 e 7 AR T 1T 2 S 80 Ui

[0527]  AHf A st DL TSR w0 T2 45 SR oo = E IR ICH B T M TS 8. 5
J6, BEAT BRI A R T A0 LAV DMA R APT (1) B K AT AT I o 24 APT LA 150mg /m1 4 fif - T-DMA
TR I B AARIE VT , 753 98 2 WS B AR VA A RN, 3 BAE I A4 A7 Ja 72 AR AR VA TR
KAZIVIDUIE - 2AAPTLA135mg /m1 A fi# T DMA HF - 8 I B AR 5 W, R385 H St v
IR B A A7 5 IR FFRROE o DR G, B DMATE VR B AP T A b A 5 () 120me /m 1 3 11
FIHT I FH IDH 1 135mg/m1 o il 5 TDH %) Ho e B a3 R A s -5 R Lo B R R AR ) 3 HLREIA 7
32,

[0528] %32

#i5% ID
0.125
- . (1E# 135
APL(mg/mL) | o/l DMA &
[0529] WA
< Kleptose®
T 985 1) (30 mg/mL.)
pH 4.3 A74R8R
8 |
[0530] AT R Eh 42 bR B bnpH{EL M4 . 5T EE B4 . 3L HA{RAK T pH4 . 5 [0 58 F& {E ) 7
TG o B J5 I HPLCIMRAIE 52 , ok 358 1 A A4 5 9 14 I 5 AN 2 5 (R KR 5 , 7E8/ NI W
AF 0 A B fif e CEAR AR 7R ) o [RL I, 1] 88 s TR0 AR A s VR ) 4 22 (R R I TE) 7E IR B8 25 TR A8
N
[0531]  FEURTIEIAH , WG IR T-J5e ) Ha A I 5 AN % 6 7743 il 1 22— 16 'C AT LA0T0K A3
IR S BAZ ZR MR T E S0 TR R TR S BT AIE 55 59 100 /N8 BA | 98 2D 2]
2160 /NI o Sy T BE N — B8 2 4 A B, 5 B S I IR TGRS 1) 158 58 T O/NE o 1 — IR TR AES0
CHITA0FOK N AT 12/0E G SH R AR K33
[0532] %33

B
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5 MMREIL | REHE( | #AkE “n s pk
YR | mico | 4wy | coamy | FARRAG
7% 5 2
i 30 A% £ 12 psia A
Ak -50 3 HRE R EG
[0533] "k 5
ok ks -16 70 140 A
Sy ;h o ! -
TR 30 120 A
ZRT B 50 12 140 # &
pa 50 14.7 PSIA

[0534]  VRTIEIA IR JE 2R AR 31 7R HY

[0535]  FEATIR FIgat #E v, 7= o AR G T S —28°C £2-30°C , X 3R B 7 i AE AN AE
FEIIE O T8, IF HAESE— DA R A DG WK TR 22 1) 2% (A

[0536] il 71 IDIR) Rt i 7 HH 0088 25 S R LA WL & i 2K T Kar IF i sher ik (4 TURR
Bk BEDMAZK V- F %24 . 2mg/ /NI, IXAIRT5.. 45mg /NI B A5 EIR o 15 20 I 52 8 P e ek b
I8 110. 8% o AP TH AR BT VR AE DMAH 48 DA A A2 0 e I 5 A7 DTk vy s XU 20 B e iU AE
AR B FE o DA 4% BT R AR AR R AT EC VR o S A PR B S S RO A TCRE A A Y
MARTITE 5 WA DA 25 S0 T-F THIG PR 0 A2 T #2521

[0537] S L&A MEA

[0538] Sy 7 A OCEE T 2 S EUN 2 R T, e ) B B VAR S = s e, FRANE
BEHEAT T I Z A AR T U S T R R R BEAT o R B A TR RS S
B9 BE DMARL B8 76 T8 B R rh o IR I8 X0 5k BE DMATR) 25 i 52 ma A /) o B AT 1l 770 R () B
DMA A ge7 FFAERT IR T8 Hh 3 5 ELAZ 2B VR 3R S50 BT ek /D 5 B8 DMA A5 B 1 1 2
BIF 5 %5 52 149 i S0 DR 1 25 0 A 380 4 bl A SOK B9 RS AL v DA T 97 A - B FE L VR 7%
R I8 AR AR e B T 2R R AR 329 7R HH

[0539] st 9] 12 : Z5 40 ikt P A 5

[0540] 7 il 551 i e 3k % Hh HEAT T W20 () R e VEAHE AT o 75 B S B 1R R0 TX2E Rl A
FEAF TH R  AEHE 0 T2 R 45 AR BEAT PEAS 1) 7 LCRR 1 %% B8 ¥ 777K P B A S5 F THA 5
584 M ) R 4L R o 36 34 EL 35 1 TR TCAEXS T F TH 75 1) 1 77 2L o

[0541] 7234
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PARBE H# IX #190 1C %17 1D (FIH)
# X, C (mg/ ] #) 0.76 1.0 1.0
TR A7 KL, USP (mg/ ) 6.1 17.7 17.7
)
T ARATHEER 4, USP (mg/ 8.2 17.6 17.6
MR
0942) MCleptose® HPB, FWMEA| 67 240 240
(mg/ )
TBA (B ZEARF) FHEE £ 0 0
DMA, PW (& IZZAH P TR £
)*
&t 82.1 276.3 276.3
[0543] il 77 IX AN il 77 LCRY A2 PR 2R 2 IR AE R 35
[0544] %35
(0545] BB (%@ AR) A (YA T E)
0545 —— ‘
LB e R IX Ic IX IC
4 98.5 97.8 93.0 101.0
HRRG AL | gy 97.9 96.3 104.6
RH
3/ A @ 40°C175% , o
[0546] i 99.6 / 96.0 /
1A~ A @ 25°C/60% 98.6 , SEs ;
RH
3AA @ 25°C/60% - ‘ . ,
o 99.6 / | 95.8 /
[0547] il FTXHFE R AE40°C /75 % RH IR 2% A MR FFfRE =4 H, WA H B R JE .

SABIH , R TCHE At £E40°C /75 %6 RHFK IIEE A6 A T RFF R SE — > H o3& 53R I I Az € Tk
Bt R AR R 45 R, DTk 45 SRR W 25 W) Bt AE = IR A7 25 1F TR AT BAT R RS2 it

FEHARR o

[0548]  SLjifa {4113+ B ALV VLA AT FH Hp S e 1k

[0549]  FIDAWER 2L {4 /K 7E 2m1 42 8m1 [ A [FAARFA T 3EAT AN 52 o T BRI S Y B A
FRANAAT , W %2 B AL IR T A4 14 B o )RR Fh B A VE AT IS B R I &, 9 HDR 45 SRR /2K 36
H,

[0550] %36

[0551]

F SRR 2ml 8ml
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D5W 636 & 2mOsm/ kg 404 = 1mOsm/kg
ali 157K 283+ 0m0sm/kg 724 ImOsm/kg
vE&T HI7K 301+ 0mOsm/kg /

[0552] B FH 2m1 4 157K B AL MEAS2 15 K 9 283m0sm/ kg o A AR 2 T 285-295m0sm/
kg AN ML IZE T, 10 H 8 = B A TE TR R I H A AN R 9235 s Ad - B /5 FH 2m L7 5 A 7K
(WFI) B AHE A&, JF 384530 ImOsm/ kg 72 1 A0 o DR b, BT Ho AR P S a2 0 41k, 17
2m 1y 5t FHZKAE 9 S A AR 3T BT DA B A B 5 vp DAVl B AV VA 58 v A 08 1P
BRI 73 B A2 B2 R HPLCRE 2/ N IS — I, 7 B8/ o K 45 ROR IE R 3T .
[0553] %37

o , | BE® K 1(%| KRR 2(%
ik | acero | Nle REERICN AR
T=0 108.8 97.90 0.16 0.39
[0554] T=2 )8 109.1 97.91 0.16 0.39
T=4 8 108.4 97.91 0.16 0.39
T=6 it 108.4 97.90 0.16 0.40
[0555] T=8 8 108.5 97.89 0.17 0.40

(05561 fili e s PR B R T, S A i F) 1 SRR RLAE =R AR 1F N AR FFRGUE 8/ NI o [R]
HmAAF N AT Ja L B AL A B WS BT, Wi iR T TR E R
SETE.

(05571 JT-midbAs e PESE AL, Prf th i) AN RE PP T~ ik -

(05581 FH2mL I TV S8 FH/K EL ARSI S e 428 Sh R Bl /NI L 28 i AT [ A V5 i P 49
HBCR S A E3KC 0.50mg/mL o VRN =452 P 7 HLTC R » AT RAE /MR A2 =0 IR FF
T 2 8/INM o £t RIS RSURE A0 R AR €4 AR 25 78 98 - BCHE P i 5 0 T s G R L £ B
TR .

[05591 I I s 1) 5K il 7 S8 A A B AE A& 7 B PRIV, I HAS IS B ARN SR IR B BORAX
i B SR 56 U RE 06 1 2 EARAL B BB RIRE 1O VF 22 S5 R i A LS55 R A8 A
FeAEAN T B G ] Y I EL P B P BOR SR 5

[05601 A B Ay il 70 T2

(05611 A B iy 157 F T A SCHR BE RS R T TV
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Mk 27727

~ I AR - FiAER

BT F AT

T ¥ 3 3 T

£ S0 6 0 8 9 10
g4% P/Po

g & B ¥ Lot

% FiPo LR s ;e
FaNx 440 ~{.004 <011

0.0 0.063 -0.002 ~{,086

20.0 Q.221 0.126 ~0.094

0.0 0538 0231 ~,108

40.0 8,508 0,360 ~{.148

0.0 0614 0.4896 -0.118

50.0 {(.728 .586 ~3.138

0.0 0.808 0.751 ~0.057

80.0 {.887 (.880 ~3.007

80.0 1088 1088

K16

76



7/34

B B M

i\

CN 108601777 A

o I = o B ot B B
K I WC@;&_& L W
| .“, i 3 N ! fr i
widd ! Z 9 ¥ g

b i S oo bes st sl ianass

322 2

bogds w 4
/ 4\ H , . \

g £ 8 b 0 il

WYl ,@
¢ |

K7

77



CN 10860177 1
. OB B M
8/34 |

000~

4 E 220] (WCay

K8

78



CN 108601777 A

i3

B $ K

9/34 T(

&

# AB

42§ el (8Cay

K9

79



CN 108601777 A

i3

B B M

K10

80



11/34 7T

M

iR

i\

CN 108601777 A

5 3 H 3 3 3, 3 3 ;3 3 X 3 S 3 % % womm
- 56
gl
-G 66

b geine- s s BnE !

YLD s VW g -G 001

DR DOE T W 3500 0F 464G e L

K11

81



12/34 7T

M

iR

i\

CN 108601777 A

T

Jo GEOELHA

ds LT X

J s, N

0s SBYBIT X5F 4
5. SOETIL X Do 00°008 F W D0 0001 4

B R 0 S 200 8 b Ak S

)q%f
— () ¥

PYel)

o

K12

82



w BB M

CN 108601777 A 13/34
DYSER & =8 B0%
M 2 5885
12
_§ > FIRNHER - i En
¥ oa
b3
il
4
5
K 100
~b4- B4 % P/Po
8 i A E RO
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TIBE 150 0093  -0420  ~0213
20.0 0.241 {.008 ~{.232
J0.0 0.438 .112 ~0.327
40.0 0.585 (.29 ~8.303
500 §.700 {458 ~{}, 244
80.0 {.798 0.500 ~{3 198
0.0 0.803 0.748 ~f.154
80.0 0877 (.86 ~.081
80.0 1.085 1.085
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Fijice Sl S B B3I
MR §.0884

e S L s ST S F s

BEE oAk
oseed

0 H4% P/Po

R B L&
% P/Po LR B BE
g OO ~0.0020 ~{,2070 o
0.0 0.0408 ~{.1 568 -3,4776
200 0.1188 0.0547 -3 1734
3.0 01730 0.0048 ~3.1780
40,0 0.2408 0.0385 ~3.2805
20 HRAEE 0.0606 ~{. 2508
60.0 0.3558 0.1305 ~0.2254
0.0 04014 0.2027 -(,1887
B0.0 0.4235 £.2083 ~0.1252
80.0 0.4087 0.4087
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