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LRI, B A AL 2 I F R WA R 22 Bl RS2 i B YR T e,
BT WAAR R RAT AN KT 20 % BRI B AR P (0500 2020 IF HLAL A Bt A il 57 A

BE DA
2. BUMEESR 1 BRG], 22 b B R I A A KT 17, 596 BILER IR IR 1
ERNER

3. BURVE SR 2 B AR 5], 2 BT AR w55 B AN K T 16. 5% AR R R AR I
AR EE

4. RRESR 1 B EIF], Jorp 78 25°C A1 60 Y% AHANE R4t 2270 2 JETINH A, Bk va
ST IR ) 8 R A 20> 80 %6, H P Pk il 571 5 PSS AR T it 370 D91 (R A i) 5 I 8 sl 551 o A7
TERBIT P B B0 5, R4 2 N TRY IS 50 A2 A IR T T 49 S B B 1 44

5. BURIE SR 4 IR ARFIF, Hh e 25°CH 60 % FHXEE ST 2 /0 2 FERIIHa], Y )
JOU T IR BT A 22D 90 %

6. BFE SR 5 FIFE AR EIF], Horb 7 25°CH 60 % HEXHR ST 20 1 A HIKNTE, 1697
YT 5 B A 2 222 90% o

7. RRESR 5 IR AR HIF, b 7E 25°CH 60 % FHXHEE ST 20 2 4> H IR, 3697
VDT R 5 A R 222D 90 % o

8. RHNE SR 5 HIFE AR HIF], Horb 78 25°CH 60 % HXHR AT 20 3 4> H KN TR, 1697
VDT 5 5 A 2 222D 90 % 6

9. BUFIER 4 [ AR HIF, HAp7E 5°C 2t 22 /0 3 A H R TE], 697 90 50 i il 351 o
£/ 90%,

10. BCRIELSR 9 I ARSI, o 5°C &k 2 /0 1 4F B 18], ¥A 7 40 50 0 il 37 ik B A2
£/90%.,

11 BRI 9 I ARSI, Ferp7E 5°C &t 22 /0 2 4R B[R], Y67 40 50 i35 ik B A2
#/690%.,

12, BUOFIEESR 1.5 F19 A AT AT — S0 Ry 80 whill 371, G 804 il 50 70 o 4 4 A 208 0, L ) 2
Ao DA D v A R BT B i R D i £

13, BORIEESR 1 B ARSI, 255 4 Bk 3R £ — B

14, BUOREER 13 AR5, Horp B 2= 0y 2% w/w, A S & — 72 PEG 400, H
PEG 400 (5 94% w/w, HIEARHIFH 7 4MLE T 4% w/w I LB

15, VAT, A2 AR IR LS 0k B B A EE SN2 2 R R T i, Hop
FIT IR AA HIF A AR T 20 % RITER AR 00 AR T A0 2025 I HLH A Bnad v A il 5 A
A B BT, Hod Il ST AR A UIR MR AT AR R AR BR#H . EDTA — 8. B 7B I
ETHRIR. B - BRAKTR K ETIRAE. o F B - FEE". T ARRER A B AR A H .
DR FF 5 R TR AU A I AR R ¥ 2R T AR 28 F R B IR I BR AR PR IS« R I
AR L KIE

16. B BIRA, ZAE A A O A BN R B 2 R R 1 R R A IR, Hop
PR AR S &8 A2 T 20 % SRS SR, IF AL il A il AR & P
551 o

17. BUCMELSK 16 2B 54, s diln 5 S\ A2 T 10 %6 SR T AR o

2



CN 101605529 B W F E k B 2/2 T

18. BUFESK 16 (2Bl 254, HAg gt 5 & A A2 T 5 % 2RI Uikl

19. BOFJESK 16 (2B 54, A s AR 5 R AR LA KT 1. 5,

20. BUMIEK 19 H# B, HA T AR 5 AR SR AR A KT 0.5,

21, BURESR 16 (13 B 284 , AH XV 500 ) 22 v 5 A o, LA T s v & A
KT 1wl ES.

22, BURIELSR 21 (35 B 2%, AR 650 b i B = s i M oL, LR TS & A
KT 0.5u1 S,

23, BURJER 16,17 F1 18 H AT — I (155 B 7545 FLrph 235 B A 4 2 TS ()73 S 45

24. EBEA RE B RASAE SA E NSRBI BRI B AR ),
PR AR S S A8 AZ T 20 % SRS SRR, I H AL iR AR sl A5 B
A5, Forb BT iR BTEAL T A PUIR IR A IR R BR AN EDTA 4k —H% JBH T ZE SRR
B-FELFEE B TIRANE. o A B - AT AR AR S H M BEIR P
AR IR AN AR R BN . A &R L T AL R I A 2K BN I BR AR A BR R L B KL AU
AR o
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foEHl & el s &FER T E

AR Sl

[0001]  ASCHTIRE AL F BT W 30 A e AT 2 R FH 57 o AR SCHTIR 2 B A 85 25
i) B e AT R i A A F v

[0002]  AHOCHUIEAZ X5

[0003]  AHIIEY K FFEE SR 2006 4F 2 H 9 HEEAZHE B A “ 5o e H50) B e AT il 2 At
FH 517 12 E s ISR S 15 60/772, 018 FIARSERG B HA i AT I AT E N S
Z, HTH B,

HERA

[0004]  VFZ AL 5 IR WS RIGR N — el 22 i R 2R A A 2 BBURK Y , X BB PR 3= sl 4 1R 5
A EAIHE— B TR) S5 451 a0 47— BRI TR] I S ANERE o — P A [ AT 32 B4 A A Xk )5 Jl
TR A USRI I A s IO R s BT ) s R — R 2 Pea OG5 (element) (42
FEAE AR T WU o o) — Pl A 1) PR 32 B4 A7 A8 35 A7 A2 SR B R K<
& CEFEHIFATR T4U) BEE Hl50) B —Fr el 2 Moy S oo 2 85 TOGEE 75 B B sica il
BT T o T3 FIX AR SR B 2 DU AR AR SR s AR RR R LU o ) — Pl RE ) 4%
R 22 2 AR T 50 b — b B 22 B R 3 1K) B R 0 43 I B, A AEAN PR T 5D A
Y

[0005] LA i A5 il 551 A% € ) 77 VAL H5 I 0 — A 8W 22 Fh e AR5 o BHT (T 54k 72 2k
F28) BRPTIN M B AZ AN FR R PR i B A A B2 MR I8 T DR E = i 259, A H T
5. 25 W 2 F F M 2003 (Handbook of PharmaceuticalExcipients 2003), 32
%% 4> (American Pharmaceutical Association), # i, DC, USA F1 254 H A 4t
(Pharmaceutical Press), 463, UK. 7F 259 & 7 # F M (2003) A, BHT 4% 2 1 LA 44
0. 0009 % %244 0. 002 % 17K FH Tl 5 o 24925 25 FIRAL 2RI, DA IX 28 T A2 e AR
FITEFE LK AR RIEATE S IMOSIFHA S (FREAR TR R K
YEFFE AR E T AR 5 o

[0006]  FFEA 41T i, ELHE 2T, 24 AR A7 — B Rl s, HAR B S m T )
TR P A7 AR B — el 2 a7 P s B A O AR E TR T B A X 2 T
—PEk Z Bl O N BUR IR W AR i TR B TR I R BRSO R

EANE

[0007)  ACSCFF AL A it U R A IR (LA B IR ) ) < 250
AR E R 2 (i) AR ALY v AR BRI 7 v B2 R
FEAELAR B 445 SR E1 LA R G O

l0008]  ASCHTAR LA AT MR (IR TR A E) IR AHIAL, e ot
PR TBOIEA (sparging) HESL i1 BB E TR TR 20 50% MR UK
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[0009]  ASCHTIRRESIRTYR (BFEARFMREAL SN EYESFEMESR) 1HIE
HIF, A S BB SIAEPAKT 20% A KT 19% A KF 17. 5% A KT 16.5%
OEERa W/ S

[0010]  ASCHTIRRES AT YR (B EARFMREAg s aMeiFmER) 1
M), LA S AR AR A KT 80% VKT 85% KT 90 %6 HUK T 95 % UKo
[0011]  ASCHTIR A& & A 09 85 A 45 G AL S A IR A T 35 1 2 2 s JEL P 8 1 ) 5]
BTRE S AR, TS S S EARL T 20% A S AL T 15%HES AL T 10% 11
AAWAZ T 5% HIE S

[0012]  ASSCHTIA AL & & P 8 (1 25 AL S W TR PR I3 1 2 b 25 2, L rp A Al 5]
SISk, Z I SR EE KT 80% A/ KT 85 % A KT 90% &/ <5k
KT B%MES.

[0013]  ANSCHTIR A 3 B A2 22 IR R T2 52 B 7R 57, b 78 —20°C .5 C B 25°CHY
—ANEENRE T WA G, SRR R R 70% 7 —20°C.5°CEL 25°C1— i A
BRI AE W G, FIF R 2 /D JE 80% s7E —20°C.5CEk 25 CI— Ak 2 MNEE T I A7
— A H G HIFIEREE 2 /02 90% 7E —20°C5°CEL 25 CHI— Bk EZ MEE TR A B G,
il A 22 D 90 % 57E —20°C B 5°CH— B AMNELEE N ICAE A H I, #5220 2
90% o

[0014]  ARSCHTIR AL B VR TT W) BRI AR T, 13657 T 25 b ) — Rl B ol il 3
J&, 2o, 76 25 C &Rt 2P H ISR 22 /0 & 70 %, 46 25°C 2k 2 /DA H 558
F /b2 80% , 1F 25°C & it 22 /b A H il AT 22 2002 90 %, £ 25°C 25l 2 /b A il 571) 58
FE A /D02 95% 537 HL, Horb, iZHIF0AN & S HR IS 19— Rl ek 2 M AL 8UH T 5. A SCHT
AR AL VRS YDA 3BT RO S B — Rl 2 o e, Hodr, £E 5°C
2ot F /b \AS FHIFR A 2D T0%, 48 5°C 4t 5 /0 )\AS H #5058 /0 & 80 %, £E 5°C
ik 20 )\ H T A2 D 90 %, I H., oA Z bl A G 8 T IR 16— Fh ok 2 AP 4R
HEEIIB B o

[0015]  ASCHTIA A EHT YR CEFHEAR T EHWMER ) BAHI, 125175046 &%
B R A B 2 B s g3 BRI IR T T, e 2 26 S HUSRIAE 25 C A 60 Y AHXTVR AT
Fog 204 34 H, IF H, HAaZfIF A a8 IR (1) —Fh ok 2 Fh 4 208 S Bl 8
— AR 5 R, SR, FIRIE S CRER DA 1240 H . £ RE T R, %G,
HIFIE 20 CRE R DL 12 M H.

[0016]  #F—U8rA8 i /5 e, 78 25°CFl 60 %AHANE B T4 E /b 1 A2 E AN AR 2 A
H o, HilF s /2 60% . fE— 2RI T R, 76 25°CH 60 % AHANR A R it 2 /b 1 L2
FAANAL2AHESANAANESMHI0ANAI2 A4 M6 M I8 A H .20 4
H 22 A HE 24 A H, #5008 B 25 /02 80% o £F—S8ARIE )7 b, 78 25°C Al 60 % AH KR E
radRPb 12 EAONAAASNNAANASMNA 0N AI2 AN 14416
NMH8 AN H20 M H 224 HE 24 A H, $ilRIERE 202 90% .

[0017] FF—S8A5i@ R, 5 CAEED 1L H 2 A OANH2MH3AMHANH 84
HOA0MHA2AH 4N H6 AN H I8N H20 4 B 224 A 24 4~ H, $lFIR R £ /0 2
60%. fE—4E FRp,ESCEEED I EA2HAOANA2NMNHANHSANH104
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H 2 AH 4 AH 16 AH I8 AN H 20 A HEk 24 A H, il 2 /b2 80% . 7E—48AR
BhAEP,ECEEEPIA2EAANH2IA A NS DAL H 2 AN 144
H 16 A A8 AN H 20 22 AN Hik 24 A H HII5RE 202 90% .

[o018] FE—LEARiE TR, £ 20Cad 2D 1 M2 B O AH2ANHANH8 DAL
10NH2AH4AH6 DNHI8 A .20 AN H L824 A H, #il5asE 2 /0 & 60% . 18
B S AT S L (R | NG Ul W I 1 I B b = B/ o S I S S I O S IS T S S I B
H 4 A H 16 N H I8 A H 20 A~ H.22 S Hik 24 A H, $l5038 5 420 2 80% 7F— LAy
BrHEP,fE-20CaER2b 1 20N H2PMHANASANH 0N 2N H 14
ANH6 AN H8 A H 20 AN H 22 A HEk 24 A H, 5158 E 2052 90% .

[0019]  7E—487Api 77 b, AR TR AR e B 25 3R o AE— SUAR I 77 S i AR I 3 A2
TEWE T o

[0020]  7E—2CARTE 75 G2 b, AR SC PR B R SR E ok AR O i A R AR TR
MR — R Bl B L ZE R R TR SR B B0 B I MRS AR A 5 P A —
FhoZ Py B T

[0021]  7E—48ARm 7 S, 2 HR P BICHIR ) 45 2 B, B2 I i3 B2 W il 5t ik YR T TR
77 I H 5 3 B8 0 B8 S SR L R AR U — 52 B IREIT W

[0022]  7E—46AR30 77 S, Y HR Py B JE 45 245 B, YA SRR 16 % AT T TS IR IS 9 9 B¢
e B AR L R AR RN — 8 B RVE T W)L, IR AR 25 25 AR W5 S 2 2 20 30 RIK)
ingE

[0023]  7E—SCAR 3 J7 S, VAR TR AR VAR BT R R S VR R FLIR S B FLAL
1) B B LA s Ak U 51) o

[0024]  7E—287R5E 7 2, 6 THE AR AR FR D T29 50 w11y &, XA s AT Bk BUEER 1
FRRIAR B B e B R A

[0025]  7E—4EARE J7 S, AR SCHTIR IRV sl ) ELAT R T 2 AR 5 8 o) ) A BRI L 2
AKT 1.5, fE—2ARE T b, A AR 5 AR SRR R EE A KT 0. 5,

[0026]  7E—4CAAR T8 75 G rh, XT3 S 1 B 2 v v MR W, AR ST ()R )
FETIE RS HEAZ T Lo | S £ 77 7, 5 ARSI ) B2 o is
FUERYE, ASCT R AFIFIETIN S HAZ T 0.6 1 FEA. £ 2@ LD, T+
AR IR R 2 v v ) POk B, AR SCIT R AR FIFIE TS E A AL T 0. 25 1 1 B4R
AR AE—EEAR I 7 A, X R R TR P A v v M TR U, AN SC BT VAR S AE TR
A HEALT 0.090 1 [ .

[0027] 75— 2CARTE 75 G2 b, AL VPR I T 1) 25 8 A IR B0, 2 A BB i IR B e ek /D VA
il 5 s T H R ROL R E

[0028] AN SCEEAE AR AL & WS il B AR I I B A R B . B 2E &,
BT B T A TR S 2 o

[0020]  7E—LCARE 7 R, T R R R E O g A WA, AR EARR T H IS =,
SDZ-RAD . th 7 B 5] AR 4E 55 ) (L6 BE ] . CCI-779. AP23841. ABT-578 FIE AT BT 25 2Kk
YT ERRIEG . A — 2Rl T B I TR TR IR R

[0030]  7E—48AR3E J7 S, AR SCHTIR AR e BRI B 25 P il SR B0 46 2 il B AnT v 1k
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il o

[0031]  fE—LARIE J5 S, B vA 7 TUBH BAEIR AR 1A HIR i 0 B0 i A2 IV R 2B o fE—
MG 7 R, I AR R A A i R A LA T R

[0032] AN SCHRAML [ 2 il £ A0 F 6 — Pl Bl 22 ol s 0 A U IR — o B2 ol ol 5 8 4 1R A
SE T ) T2, Ho Az o7 A 9 D — B 22 Pl 550 8 o A — a2 Bl es S R I 2
Fa» PO AN REAN T IR IS A B Ak 7R S BT J 71

[0033]  7E—4CAR 5 7 S, BITIA T VA A SR A L F N T AR I B s AR R
PG AT P I — B 2 B e 7y 78 o P AT AT — ek 2 f . fE— 28T Ty 2 rp, AR il
AP )Tl B ol Rl A 6o R IR — R 2 o A BRI, T IR S R — e 2 P Ry
R B WE Ty R, IEE AR E . £ RE TR, WA SRR A .
2N T R, TR 7 VRS R IR AL FE AP T AT P A B 2 Bl < AR SR A 1 — ol
B2 RS T YRR TR A 1) — b B 22 A il 2 B T N T SR B A P R o A
TR B PR E PR AY o 7R 2Ry TR, PR AR R S VAR Y — e 2
Tl 23 T A I T A B — i Bl 22 o B 2 B 1 N SR PR SR o TR TR
W — R e R R ST

[0034]  7E—HEARIE 77 &, Aa e TR AR E I 25 I o

[0035]  ASCEEMEFZLE M (AFREARRT AR HiGyr T IR 2 08 5505 i B
HAEIR L RAE I 515, 7 ARG AR SO 1 AR s 1 500 BR 25 ) 3R 45 24 22 A PR T HR
[ o FE—SCARIE 7 S, HIRHE 105008 B R0 A A % M 37 A I T2 J . AMID 7 265 62 98 A R
GEIE 98 VTR T O HIR o (2 22 T AR D B 58 A ) 6 ok e Ak OEL 3 3 9 9 DX 5 i 75 9 B B
A I ST A 0L T 8 B B A DX S 2 £ o A I AR B AR IR R HE R . 7R —
LEAR I 7 ZE S MR HR PR B0 RE 2 N R rp I AR R AH G ME B B AR 1, HLYR T 9 iUt 46
BAEE 2, AR AR T 25 24 2 PRRRLIS B AL B B R T AR A B . 72— 240 5d
T5 e, WARHIFE T B RN A R IE R ANBAE, B8 2 5 X R R K —
B ()0 AE AR 30 7 S b, WA 0 07 A R 1 B A 8 s R B RANME, A 2 )
HIEFEE R /D 30 Ko 7E—2ART0 77 L, AR HIF R TR A A = AR AR AN T ) R
A BFLI o SR Ty G P AR E TN 25 25 2k B IR L 2R DL 5 i 2
[B) IR rh BB T LB AL BRAS 5  22 R (subtenon) HREBR G FS SR 5% (posterior
juxtascleral) WIFRA7. 752848 77 ZE b, FE AT 45 25 22 N 28I RO HIR R P 3B 38 1K o
16— SR 7 S, BRI 4 25 2 N RMAIRIG (R I A g i 2 [R) o 76— 287l 7 5
BRI 2h 25 22 B /02 20/40 IR BIRRIGE o 75— S8R 7y 2 b, AR RS AH DG Ik 1
BEARPE ARV A WS AH DG M S B AR PR o FE— S8R 7 R, AF RS AR OO PE B B AR I R T PR AR RS
FERME B BEAR I o FE— 28T 7 2, MO AN

R’ 1 152 AR

[0036] & 1A-1F $53R T il & AR SCHT IR 350 7 v AR T8 7 48 .

[0037] P& 2 HAIR T il 4% A ST i) ) — R AR IE Uy &

[0038] & 3 WoR7E 1 & (IW) 2 & W) 1 H () R4 H @O I, Tr e < E
SIEOCT IR P A0 oK Ab PR ZH AE TS AL 3 Y AT P38 (i, Kk B AL ERA 1-7 TR
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FERUEAT 1, #ok B AL BRAL 8—12 B FTA AL BT P AR B AL A 13 BT A A ik
T4

[0039] & 4 WorAE 1A (W) 2 & W) 1 H (W) RPN~ H @) I, SRR SR i
SVRE 3 EON TRF BiE T 0 B 5 W A B AE A TS A 3 T N AT (A, Kok B A
W 1-7 W PTA RE AT 38, Kok AL 8-12 HI T A FES AT 1, LUKk B Ab FRA
13 W T AR AT ) .

[0040] ¥ 5 WX TAREEA 1.8 F1 13 (WA HEBIERALIA ) 5,76 1 A (1W) .2
Jal W) 1A H QW) FIASH M) I, GRS A 23 B XS T T TP AU 2R
[0041] & 6A EIRAE 25°C, THZS ARSI AT 2 % B A2 25 5V 500 5 B R 2 i - P 6B
SIRTE 25°C, T ST AR LE R (HS/FV) XT 2% 55 1155 200 50050 B i 2 . [
6C BRAE 25°C, THAS HP IR 2% B 55 22 VR I 179 i BT P 50

[0042] W& 7TA BIR{E 5°C, A A EXT 2% T IAFA Z im0 kIR Z s . Kl 78
SRTE 5°C, THAS S RAFRNIEL 2 (HS/FV) X 2% B M55 23 vV 0 170 90 3 1 S
[0043] & 8A BonAE —20°C, T2 /S I 2 % B MAAE 2 i i i hln)ss B i s md . 1]
8B fL/nAE —20°C, A SRR L ZE (HS/FV) X 2 % B A2 25 I VR I 500 55 255 1R 52 00
[0044] 3% 1 FHIR T &0 77V R 2R 5 35000 B WA 25 2= A58 TR B B N [R) AR 4L

[0045] 3K 2 $IR T AT LIARYE AR SCHTIR 77 2 il 2% B8 i) 5] ¢ A PR i) Pk 7= 1) o

[0046] 3K 3MEIR T AL e AT IE TS A A I S b USO8 B A 80RI7E 1R 2
LA AR A~ F s il 50 5 B 7348

[0047] K4 WoR T RERA T SIEH AR B —E B HE RS R (NP 5EA])
()48 B A B IS TR) HERS O B0, T8 6A 6B TA 7B 8A 1 8B & T I E s 2

[0048] 3K 5 Won T il A P A H A EN R — g B ENER (PP 5EA] )
(R4 BN TR HERS (15, 18] 6C 2 T dim 2 il o

[0049] R HIFFIA

[0050] XS HTIA IR A2 w30 2590 550 o ) B X 24 g DR A R T AR SO iR RRoe
TR T3 o X LEFE 8 I B2 P 55T LA A SC T IR i — P el 2 Moy ih il 2% o fE— 4
AR T S AR g WU B PR B P R B R B P U B Ay . AR SRR
W7, BIT PP R R CRAREANR T8 Uk, 72— 20id
TTEP, BT ENER.

[0051] 78R8 Jy 2, i A SO P (1) S I w570 A0 2590 0500 B T30 7~ TR  F0 il A
SCHRETIR B Bl B 2 B RO RE (CELREEAS PR T B B 2 3 B e , RS E AN PR T 5 Bt
(posterior segment) [P BIRAE )  FEIR LR AE S BT LR . 7E— 2800 &, 9%
9 B P i B0 5 ok 5% BT 2 7 T B B R M A RS A DG M B T A R T A R A O
PR YE (“AMD” ) FUA-PE AMD PR I S5 A2 i 787 T i~ i3 e ] 2 M 4 R G () 4 D) e 5 =
FIE I — R e 2 R

[0052]  ASCHEAR T (1) R, (2) HFRsERna 2 m AR EIE R e, (3) 12
SE TRy, (4) 2917, (5) & AR IR Y I A IR 757, (6) AT LUl i
EARITWCRIGTT S T P  GE AR R U 9 AR 1R B E (1) A PR il 1 7 431
(7) T IR AR TR I 45 234, AT (8) SR AR SC T )G 2 1R il 0 0 2449 il 57 20 ok 3

8
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EEMER 2 MME (ARREAR T AEAME) s8R RIIRE KRG ONV R % AMD.
[0053] LA SCHTH, ARTE L7 $a A SO IR B 7 2460 G St 9] 1 7 2 A I A 3
[POREHFEE o

[0054] & I sl 351 R0 25 47 il 5]

[0055]  [BRAE bR S0 53 AE M0 B, AR ST AR R i 50 2 40 R e 6% JE e A S
R T7 IR BRAE BTN SCH ANE RE M UL, AR SO il £ AT AT w5 B2 0 i A
ASLPTR ISAERR E 1) o A% ST I 1R A2 5 1340 i) 500 2R 245 40 ) 3] £ = B ) 2 7 48] 2 A RS
S FLIR B LA TR B 5 B AT A il 51) VR R TR B KR B o A ) AR VA il 57
(143 A B ) 7 ) = A ] P )5 RN R 2 A AN B R 5. BRaE BT 3
th 5y AE A b B, 8 DR A I B A R AT — AN B AN KR BRI
(IR W] DA AT AR dl 5 Ae 2 o BRaAE bR SCH 55 A 28 i B, 18 1ok S0 T s S ko
(R B TACE A AT — AN B AN K B A S BT 17K, W] RLASE A AT 98 4 ol 5 A
TE o BRAE BTN S S A0 A Hb U B G0 I A S I SR TS R 7S AR AR I g, mT LA
AT ARFIFIFRE o BRAE LT S0 S AME 28 M BH , T8 228 78 A SCHT IR R AR S35 HR
A KA OB AFEAHAS BR T AH 6 T 5 22w il 551 8 20 R T AU &, BB ELANFR
95 M R 61 G0 B T R 2R ) 2 e A, T DS VAR IR e . BREE TR SO R AN
Ui B, A S I AT TR K 77 vE T B B A P BRI A, T DR 2 B B AR AT VA4
1) i) £ B AR ST 19 AR e 3R], LA ST I 8 AT ArT — Fp A e w550 ] L A SC ik 18 7
o Z 2 HVHIHIR S — A a2 Mo (7 S” ) GRESR (7 SP” ) VR AR AR il 5
(" 1SG” ) B EHFALHIF (SEF) o 3X L5 13 40 vd B AT WAG an 2006 4F 2 H 9 HEEAZHY
BRI 11/351, 761, fRFE AN 2355 57796-20004. 00, # B 2 “ FH T 3097 59 BUW AR 1R Ak
#51) (LIQUID FORMULATIONS FORTREATMENT OF DISEASES OR CONDITIONS) ”, i1 2005 4F 2
H 9 HAZATHI US 60/664, 040, fLHE A %455 57796-30004. 00, & H & “ FH T V4877 595 580
SiE TR AR EIF”, B B AN A SIS E NS,

[0056]  ASCHTIAI “AeE il &AL VR T TR TR, A A T i SR0 A 1 TE
17— BN 1A J5 e IR B 22202 60 % il 5758 B2 D I s 3 5 22, Ad e dilFR A & VA TT ) i o)
1) HE R RFGT T 50 MR 25 I B3R 7 R AR K1, 22 /0 24 60 %6 IR il 55 8 B2 4G LLOR B
FE— AR T T 2, A SC T 1R 8 TR AT — BEE 8] S5 » AR 0500 96897 0 i A S 4
KRB /02 60% 2 /02 65% B /02 T0% /D 75% /D21 80% . & /D H) 85% .
/DA 90% DY 92% B2 94% 202 95% . 202 96 % /DA 98 % Bk /b
99 % WIYATT W) UK o AE—28AR T8 77 2, IR A7 — BERS [ 2 420 11, ik — B 2 22
DAL NHBDA2ANH BEDASHH DA ANH 2OASNH 2L0A6MH 2
DA TAHBLASANH BLAINH ELA 12 H B0 18 A E Y 24 4
Ho 76—S8A7580 77 2, il A 5 5 A a5 22 sl LAt 245 R U AT AR sh el e . /E—20ARiE
TP, REFIFIE S FHHEER,

[0057]  ASCHTIR R “R25E 25915507 2 A5 V0T W) B 500, W7 — B R) 5 AR A T 24
Y IR T PR LG KT i IR B 22 /0 29 90 % VAR T IR IR K 1o 7E— 287858
J7 &, 29I AF— B AR AR R 1, PR — B [ 24 1 M H 20N 2 M H 2
A3 NABRLAAINABLASNHH LA NH BOAT N BPLA8NH R
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A INH B 12 H 2L 18 HBR DL 24 N H o 18— SRR T R, Fa g
25 B A R B AT 2 R R A R EE . AL AR T =, R R W)
GEPHIEREAEEL IEE 5

[0058]  {F—LLARIE 5 F& b, AN SCHTIR AR 8 Hl AR E I 25 i5RIE 5°C . 25°C B —20°C
PATEAT— A B AR E R I A7 — B R 5 A2 A 1 o

[0059] AL T (1) o whill 31 FH RS 2 1 245490 o) 70 388 5 mT LGB i BE A% A = AR ST I 1) 71 51
LGP IR AT AT Ty i30T il 28 BAE AR T— M sl A SR 7. 7E— 204008 7 &
ob, CE I A T il A A A BT R 7 32 ASE AR ST iR AR 5 sl SRR AR & I 2590 il SRR E o
[0060]  IEUNASTHT A, “HERFRTH52 117 MR AN B 68 5 R I PR AN R 422 52 B8 2 1R 0T HEL IS 1)
SRR A () — R B 22 B R A3 B R o 3 8 ) 3 3 B all Pe s 491 A A6 4 Jo8 R 18P L R
2L PR FR AL (discharge) o AU AR N 5 BEAE T 2 il 372 15 5 AN RT 852 IR IR (1)
KA o 75— S8R T8 T i, A0 I iR R ] 2 52 100 o050 4 | S AN B %52 0 1140 %0 BRI 140 3
B

[0061]  7F—S87R30 77 S, A SCHTIR IR E il FRRIAG A2 IR 24 P il 3R AN A 2 X IR A 55 1)
— Bl 22 P AT RS E IR RH ARG A2 R 24 A i) AT R B A A TR 7 S R Bl AL A AR
SET e FE— SRR 7 S, ARSCHTIR IRAS E I AIAR E B 25 R AN B AR AT IR IS 2
(R HT T 38 PRI AR il 351 MRS S 1) 25 0 i) 3] A FH BRI B e ) s B el R sl 2 AsE o T
BPUEALF AR E AR T PR MER AT RS WA B EDTA 8N, —Hi7nfiEE (DTT) < 4EiH
RIE B - FZFIKF I BHA) B TFERABE. o A1 B —AEF Wy KRR 05 A4 1R A AC H
PR~ AP R B U A R R B s Y 2 R T FR AR B R (BHT) HUbA M BR AR A R IS
NI CRFLE A SRR o A SARE T Z T, AT AR E RIS E [ 25 AN
P XTHRIE A 5 1 BHT BUHTON M BRAFA BR MR B & o 78— S0ARIE Ty b, AR SCHT R (A8 e
AR RS A 1R 2 w50 AN B B AT AR BT 7] DL As A R B Ak 25 AR e R o 72— 28I 5 &b, R
SCHTI RS 2 RIS B 25 AN B AT BHT BRBTIR IR AR AR R R o A SO 1) A2
JeBi R RRE IR BRI o ASCHT IR 12 0 B R AR e IR R 25 P i) o

[0062]  7E—48ARIE J7 S, AR SCHTIR AR E iR 25 W ) B —E AKCF AR B E
i 1 B A AR IR ZK AR 8 G A ST I (1 — Bl 22 b 5 5 i) 2% sl 550 i 7 2 BT 45 31
[0063]  7E—48ARIE J7 S, AR SCHTIR IRAR E il A 25 W) HA — @ AP S A
RECELE A R BT PTIR 7K 78 38 e 2% S s 16—l B8 22 B g 2 o) 4% ol 57 I 45 21 BT 45
Bl o 70— LRI J7 S, AR ST RS 8 w258 050 B 2 K BRI AU Tk
IR AR T3 Rt BR800 2 I R B R IR A8 KT 2 PR o A — 28y
8 77 P, RSB AN 2 R B 8 A AR IR A8 BTIR A AE R FH A S ik 1)
— P 2 P A& R A 2 ST 1S 2

[0064]  7F—487R3H 77 S, R A A B B AR IR 55 v g ) AR K
P22 b 24 9ppm.

[0065]  7E—487R3H 77 S, A B WA AR B R g UK 2 B
AR B IL E A AR SO IR 57 T i R 28 ORI T2 95 % .49 90 % .20 80 % . &Y
70% #) 60% #) 50% ) 40% 2] 30% 2 20% 541 10% .

[0066] AT PTIRII A ARSI o AE—LEARIH 7 S, A SCHTIR (R A il 35 A B T ik
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BSBARHFIAREEART 4.008KF 3.5 8AKT 3. 0.4 KT 2.5. 8K F 2.0/
KT L5 AKT LOAKT 0.5.8KT0.25. KT 0. 20 AKT 0. 1. £6—L7550 75 %
o, TR AR S AR IR EE B A KT 1. 5. 28— 282530 77 22, THAS (R S5 A 117
HRUP L EEAKRT 1. 00 78— 2850 77 2 rh, A AR S AR SIF AR LA KT 0.5,
TE— L8758 Jy b, TS R S AR SRR AR I B AN K T 0. 25,

[0067] AN SCHTIA Y A YR 1) 311)  JEG m I s 1) 8 AR AR 03503 P82 1 D i 70 B e PR BRI T
508 I K, DUAE 80K B TR) B A A R TR )R o A — SRR T 5 P, A8 6 i A T2
SIS TS R EHME TR & 75— LR 7 R, 5 RIS R fE— LA E
T3 Gy, Bt [R) AR RS B AT 7505 A B DR B A A2 A8 o

[0068] A% SC T 4 S VA 3R], A T30 R b B R = s rE MR I S PR R AR
MEPEHEARTFT Bl AKRF 201 AKF LRI AKRF 100 LAKRF I L.AK
FT8ul. AKT 7ol AKT6RL.AKT Bl AKT 40l . AKT 301 AKT 201,
AKRKT L4l AKT Il AKTO0BrIAKT 050l AKT 050l . KT
0.25n L.AKT0. 20 LLAKT0. 10 LAKT0.090 ILAKT0.050 LAKT0.031 1,
AKRT 00101 BAKT0.001 01 5 AE— AR T E A, 5 TR HIFIA A2
WEMEY RN A SO R P ARIFRITETTE DS A AKRT 1450 1 B 7B LA8d )y
S AR A B AR e TE R R A SO IR R AR EISRIAE TS E A A KT
1w 1S/ A0SR0 7 8, 6 IR0 o ) B2 S v TR T IT & WA AR T
HEHAKRT 0.550 1 FIES . 72480 77 Zrb, XT3 300 1) fe2 e v e 4 o i
5 WARFIFIETE P EAART 0.6 0 1 5. 7S840 77 &b, 0T A R 1 1)
T2 i MY N &, AR HRIET S P S A AR T 0. 25w 1 AR 75— 270 7 =,
X TR P R B 2 v S M SO & AR T R S A AR T 0,09 1w 1 AR
[0069]  ASCHTIREES AT YR (B EARFMREAg e aeiEmEsR) 1
MHiF), SLAL B AR AR A KT 80% KT 85% KT 90 % 8 KT 95 % /K- A A o
[0070]  ASSCHTIA SR AL & P8R (1 25 A A B W A T PR I3 11 2 b 25 2, PP S A Al 551
ST AR E A, TS SR SH AR T 20% A A KT 15% A AKT 10%HIH
KEAKT 5% K4S

[0071]  ASCHTIA AL & & W 8 (1 45 B4 S i AR IR 1 23 s 25 8 JLrP i ARl
T SR, TSR EH KT 80% A/ KT 85 % AT KT 90% A BIK T
95% A A .

[0072]  7E—28ARTE 77 & rh, RSO AR I A dI s mmE R, BE5A
AR A AP LS SRRy, BT 7K 17838 1k AR SC T (1) — Fh sl 2 g v ) 2% 1)
FIRAS RIS AT A3 3. 7E— 2008 77 &P, AR SCHTR AR E R 2 IR B R i 2, B
A — BT BRI AR TR 7KPAR T8 3 AU 80 Bl 0078 o5 1 50 IR
(RIS R A RIKT o E— 2000 7 R, B I sl e s &=, BS5a—¢
IKF IR A R A8 TR 7K P AE FH AR SC TR 19— Rl B8 22 b 5 ol 2% i 30 I 45 2 BT 45 21
TE— LA 77 &b, FERAA AR B S A SRR B8 7 B I BF 25 150 B R A
K2 5 B2 9ppme AE—EARIH T 0, A8 A B U BOR AL iR
BRI P AR A UK R AR A T AU B WA AR B AL TR A A 3R )
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HR RIS ST 2D T2 95% 20 90 % . 2 80 % 2 70 % 2 60 % . 2] 50% 4] 40 % &
30% 41 20% 5] 10% o

[0073]  7E—H8ARTE J7 S, AKSCHTIR AR E 5 R 24540 500 5 A a8 AP R R
o BT 7K K TR A Bt sl B0 o5 050 R RS i BV UK fE—
WO IR Ty FE e SR 25 M R A AP BRI AU PR KSR AR ST AR
() —Fh B8 2 b 7 2 il & USRI 45 2 BT 15 21

[0074] AR RS HTYR (BFEEAR T eEa g e amulmEmER) 1
AR, AR EA A KT 20 % KIFEE R AP A E 2. B SA@ £
W, A SCHTIR BBAA IR A AR T 19. 5% A KT 19% A KT 18.5% A KT 18% A
RKFI1T.5% AKRT 1T% AKT 16.5% A KT 16% AKTF 15% AKTF 13% AKT
1% AKTF 9% AKF 7% A KF 5% AKT 3%A KT 1% FIAER IS 14
HA .

[0075]  7E—SLAR5E 7 R, AR KR A SN A SR E O g aw, HEAAK
T 18% MIFE W R AR AT s b 78— S8R T8 J 2, AR SO P I IR AR Hl 50 B 5
M8 2, HEAAKT 18% MR e E .

[0076]  7E—L8ARIE 7 S, AR KR A S A SR Ea gaaw, HEAAK
T 16. 5% MTERE M SAF RS A . £ 2480 77 S, A ST IR i A A &
TNER, HEAAKT 16. 5% MAEE RN ARH RS G .

[0077]  FE—S8ARIE U7 S, AR KR A S B S MR E B g e e, BEAAK
T 16 % BIFEH IR AR T E s b 78— S8R T8 5 22 0, ASSC R IR AR w50 B 5
M8 2%, HEAAKT 16% MIERI RSP e E o .

[0078]  {E—LLARIE J7 R, AN SCHTR IR SR A s B 4 A G, HEA AR
T 10 % AR AR ) SR TP AT E 2 b o 78— SRR 7 S, AR SCIT I 1 o) 5) 5
2z, HEAAKT 10% MTERMR AP A H 2.

[0079] AR RBEESHBTYR (BRFBREAARFMeEALS G0 EGWEENESR)
IR A Tl ) 1) 28 5 2 8, L PP g A a0 5 T s AR i, PR IR TS SR S A A KT 20 % 1)
A B EARE T B, WAREIR S EEAKRT 16% /TS A, 75— 2AriE
T WAREIF S B A KT 10 % ST A AR i o 78— LA 7 R, AR S
TAAKRT 5% AT R . £ £, Wi M eEags et s
Yo LT R, T Y e IR .

[0080]  IE4NASC FH, “ilFRI5 B FEAH AT T il 50 W W48 el & 1) 7 sl 550 A7 A8 KR T ) R
(RE BT 5, R 2 I TR IR A2 R a7 ) B B 4

[0081]  ASCHTIA AL E VGTT W IR R AT 52 I A il o), HorpfE —20°C\5°Cak 25°C
[F)— D ERZ MR E T WA — o, AR A A2 /D 60% . £E— S8R0 7 S, il 5] 5 2
2/065% 2D T70% 2/ 75% . 20 80% . 2 85% b 95% /b 96% 2 9T% R
b 98% a2 b 99% . fE— AR T P, WRIT Y B IR A A5 A A Y B L T 24 2R AL
VAT EREE . AR T BT RTINS R, AR ENER
(R IR AT 422 32 AR 75, L 7 —20°C W5 C B, 25°C FR ) — AN EREZ AN R I A — I
TR 9 P A 22 2D T0 %6 o AT Tl A A, 15 7 A 45 2R IR R R 82 52 B A il 39, HorbE —20°C
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5CE 25 CHI— B ML N7 — Rl G, IR R 2> 80% . AR 2 &
I 25 25 (R IR RE AT 482 52 R VA I 3, T 7E —20°C 5°C Bl 25°C I — AN ERZ MR BE R I A
—J 5 IR A A 909 o AXST TR A AL TR A AR 2R IO IR R T B A2 i A 5, T
fE =20°C\5°Cak 25°CH [\ — ek 2 MR FICA7E— R 5, HIFsRE & 2> 95% .

[0082] AN IR MRN8 52 B A IR, Hoh 7E —20°C \5°C B 25 CH I — B2 Ml
FETF WA R G, HFRE R 2 65% 2/ 70% . 22/0 75% . 2/ 80% . /b 85% . 42 /b
95% . &/ 96%  F /b 97%  Z /b 98 % B /b 99% . 7F—RARIH 7 &b, WY W B 6 B
45 G GBS mT 25 R AT AR Bhak R, 7F— SR ARE 7 =, 1T R A A
[0083] AN LIRS HR AR A2 52 B AR 5, Foh 7E —20°C 5" CEL 25 C R — B2 Nl
BRI AE— AN #FREREE D 65% . 20 70% .20 75% . 22/ 80% . £/0 85% . &
1 95% .2/ 96% /b 97% /b 98% B E D 99% o AE LRI T B, 1R W) TR D
BAS S ILAT 2 R AT B BlR . 7E— 248 Ty B, IR 9T YRR TR I A
[0084]  ANSCHTIR AL B AT VDR I IR R AT 42252 B AR 35, b fE —20°C .5 CE 25°C
[{— B MR FICAEPA B )G, SRR R 2 80% . A k2 SiiEadss
WA S L AT 25 R A BT AR R B R IR R T B 52 K AR 3R, JE AR AE —20°C .5 C sk
25 CH I —ANEE MNMELE FICAF I H G, SRR 2 222 80% o A ST 2 A 7 75 M
IR RN B 52 AR I, b 7E —20°C W 5°CER 25°CH Il — A B AN E T WA A
Ja » HIF R A2 2 80%

[0085] AN SCHTIA 2 A B iR YT W) I AR R TR A2 I AR ), e AR -20°C 5 C B 25°C
[ — B ANRE FICAE A H S, R & 2 90% . Ak 2 SiMiEadss
A BT 25 R ALY BT A R B R ) ] B2 32 R A i 37, LR AE —20°C L5 C K
25 CHH I — B MR T ICAFA H G, flRR AR 2220 90% o AR R & B iH %
2 IR BT B2 AR IR, o 7 —20°C 5 CER 25°CH I — 2 MR E TR A A
Ji» HIFBREE 2 A 90% o

[0086] AN SC T A2 E & vy W0 s R B AT 452 52 R AR il 37, JErP A —20°C Bk 5 CRY—A
BREZAMRSE FICAE A B G, HIFERE R 2D 80% . AR RESMAERALSESHLEY
BCHHTZY A AR W Eh Bl e B HR AR ] 52 52 A 3R], P 7R —20°C B 5°C [ — Bk
ZAMBETEAE NN HJE, FIFRE RS 80% .. ASFTiA A& imER NIRRT #52
(I AARHIF], HoAP7E —20°CEL 5°C B 25 CH M — A MNRE T W7 )\ B, $I5 50 2
£/ 80%.

[0087] AR SCHTHR A2 HL vy W0 s R R AT 45 52 (R AR i 37, Horp 7E —20°C B 5 CH—A
BREZAMRIE FICAE A BJG, FIFERE R 2D 90% . ASCFTidRaEMaiAs sy
BCHAT 25 A AT B Eh B R B IR AR ] 42 52 A il 3R], e 7R —20°C B 5°C [— Bk
ZAMBETIAE NN HJE, FIFERE RS 900% .. AR S HNERKIRE 52
(RIS, Fo7E —20°CERL 5°C B 25°C H H— D BLE MRE FWA7 A B, $5) 50 2
£/ 90%,

[0088] AN SCHTIA A2 AL B VR IT VBRI AR T, 1G0T R A ) R B il
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J&, SLrPAE 25°CHI 60 %6 AHXE BT it 22— R L — A H BN B B TR) ) w5
SR 2 70 %, HAL A SR AN L B R IR I 1) — M el 2 M Al 23 F 1B ). /R — 48R
7%, 78 25 CHI 60 % AHANE N4 2 /bW L mIFRE R R D> 75% . 20 80% 2
b 85% 2/ 90 % B A /> 95% o ASCHTIRSE AL F IR YT MR IRRLAAR I, %I TT W) TN S
HH R — el 2 s A3 BB, b 2 A b — AN H VR IT DRI R B A R A 0% 2 b
75% 20 80%  F /> 85% /D 90 % EF /b 95% o A SCHTIR S A S 1R TT W T A 5,
ZIATT PO 2P R — BB 2 i s a3 UK, LA AR 25°C R 60 %6 AHXT RS T 22t 2 /by
A H L EIT YRR R 2 70% 2/ 75% . 2/ 80% & /b 85% L & /b 90 % LA /b
95% .,

[0089]  7E—4LARIE I EH, A SRR AFIFIE s CLE R b2 H 34N H 4 H.
5AHGAMHTAASMH9ONH 0N AL AA2 AMA 416 M8 M.
20 ™ H 22 4 HEL 24 A H I — BN ] 5 B 2270 80 % il s fr » 76— S8R 7 2rh, A
TR AR RIFIE s Cad B LA 2 MHASAMHANASNMAG AT ANAS A,
INMNHIONHAILNMH 2 ADAH 4N H 6 D H I8N H 20 M H 22 N s 24 S HI—
Bt () f5 BAT 22 /0 90 % BRI A . 78— S8R0 7 b, AR SCFTR AR HIFIAE 5 C &l
2LH2NMHBNMHANMHSPNHOANHTAIHSMH9OMNHIOMHILADH 24
H 14 H 16 N H 8 AN H .20 A H 22 A HB 24 A A — Bt i) fg B 220 95 % 1]
T 5T o

[0090]  7E—HLARIH T EH, AR A FIFIE -20C e d 204 2 M H 3 M H A
HBMH6MHTAASMAIHIONA 0N AL DMHI2 A AANH6 D18 A
H 204 H 224 el 24 4 H i — Bt 1) fg HAT 4820 80 % W il 5 2 o 76— 28 AR 77 =,
ARIPFTR ARSI 20C et 2 A2 M H 3NN HAMH B ANH 6 MH TP H84
HOMNH 0N H LD H 4D H 16D H 184N H 200 H 224 H B 24 4 H i
— B JE B A 2D 90 % IR . AE— AR 7 R, AN SCHTR AR HIFAE —20°C
22 MHI3NMHANHBSMHEANHTAHSANHOMNH0AMH LA H,
12AH4ADH16 H I8 A H.20 S H. 22 N HBE 24 A AR— B Rl 5 B 20 95%
() 58

[0091]  YRITH

[0092]  IE AR PE, XA A B — P2 A o IVEOGBUR IR T AL S ] DA T AR S
Pk i As g dilfl. BRAE B ST 53 AUk B, A5 WIEATT Va7 40 5T nT LA T A8 SC ATl A4 — Fof
[ 2 e/l TS S8 v == o 2 W27 ol 1 B Sy e K [ S R - ¢ Ee 3 i i S
ST T B0 1 — el 2 P2 USSR .

[0093]  7F—8ARIE Ty S, AL IR AR E w AL S IR T MR IR W R TR T
T3 ~ F00 1) A S 3R 3 9 R o s i IR L R AR BT VAR o TR 11 2275 SRR % B B
BEAARTIATEN S, SR T —Fhal 2 R, A5 E A R T8 i 2 Z= 6050, w2
T A ST IR T AL BT R AR e, B IR SCHR R T SRR E R B & R AL e
7 5 T8 97 4% Fh 5 0 BOPRE I A 342 22005 4F 2 H 9 HERAZIK US 60/651, 790, i H
Sy “ TR S 96 77 /)7 (FORMULATIONS FOR OCULAR TREATMENT) ” 52005 4F 2 H 9 Hi%
AZH US 60/664, 040, @ H o4 “ H 9598 BUPRE 16 T BV 6 57) (LIQUID FORMULATIONS
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FOR TREATMENT OF DISEASESOR CONDITIONS) ” ;2005 4F 3 H 21 HZAZHI US 60/664, 119,
FE A TR 9T PR BUWAE [0 254 18 3% A 48 (DRUG DELIVERY SYSTEMS FORTREATMENT
OF DISEASES OR CONDITIONS) ” ;2005 4 3 H 21 H4£ 4 i US 60/664, 306, & H X “
TR T 0 BORERE I TR AL R Ak S A A ISR (IN SITU GELLING FORMULATIONS AND
LIQUIDFORMULATIONS FOR TREATMENT OF DISEASES ORCONDITIONS) ”;2006 4F 2 H 9 H 247
[1IUS 11/351, 844, @ H A “ I THRHE 1647 B 72006 4F 2 H 9 H#AZ# US 11/351, 761,
AE R T BORTRE VR TT IR IR 72006 4 3 H 21 HERAZHIUS 11/386, 290, @ H 4
“H TR 50 BURAE Y 25990148528 2R 42752006 4 2 H 9 HARAZHIUS 11/352, 092, # H 4“8
25 2% RIS AT 48 B 57 (RAPAMYCINFORMULATIONS AND METHODS OF THEIR USE) ”
2006 5 2 H 9 24K US 60/772, 018, @ H 24 “Aa 52 il 37 LA K e AT il 28 FAS H 77 2%
(STABLE FORMULATIONS, AND METHODS OF THEIRPREPARATION AND USE) ”;US 2005/0187241
F1US 2005/0064010,

[0094] W] LA A W6 97 90 o A0 46 48 3k 45 5 40 B 2 0 ) 00 2 1) SR ) s o i AR A
LG . XN EVFRIE“MeEagaha®”. MaEasahayafanmg
T45n] (limus) ” BAEW . W] LIS I 52 =] R4 S (1) 7R ) AL AR AN R T2 3 1 A
FK506- 4 & 81 (FKBPs) , E VG2 % w] (F &R ) FERKE R SDZ-RAD (4
1 (Novartis)) - TAFA-93 (# & &K B (Isotechnika)) 7o 5] (K 4k 5] . RAD-001 ( 1%
) (i ZE B ) I BB ] (temsirolimus) « CCI-779 ( B K (Wyeth)) . AP23841 ( 57 ¥ f#
(Ariad)) . AP23573 ( %% ¥ f# ) FIl ABT-578 ( # % (Abbott Laboratories)). HJ L4k 1# FH
(1) 55 F) A AW AP AT A B AR B AN PR T 40k 72 56 Bl & R 5, 527, 907.6, 376, 517 Fil
6, 329, 386 LA 3K E £ H HiE 5 09/950, 307 AL G, ¥ L% B AN A5 I A SO E
NB7% . IRIT Y BUS B FE SRS W EI SR BT 25 AT AR Eh R

[0095]  ATEHT A A 22 F1 VG 2 S w] AE A SCH ] LLE R AE A .

[o096] & n] UAHH B MAAE R AT AV EFMEAR T 7- K - FHHER.7T- Pt -5
MERT- X - CFREFE-FNER - R -THE-FNER.T-RPERE-F
MR 32- A AE -FMER2-MFE-FMER. FHERN SR - FX - BT
A EMEER 2T- 15K EMNE R K 42- B, R ENERL. EFNEER
TS T A R G T e R S L 0 A 2 7 ST IR IR S R S SR AR MR S L AR 31
A2 A 1 B PR FOBUAE R 30— i A AR T A A R DL AL S R AE T A1) STk T AT AR -
Vezina % N “H M8 2 (AY-22,989) , B di Pt Az 1. Ao/ B2 = I 40 R 2 s
% 4 B4 B2 (Rapamycin (AY-22,989), A New Antifungal Antibiotic. I. Taxonomy Of
The Producing Streptomycete And Isolation Of The ActivePrinciple)”, hiAE & 4L
& (J.Antibiot.) (4R 5% ),28 :721-726 (1975) ;Sehgal % A, “F W1 & & (AY-22,989),
R EETAESR 1L KB B AL E (Rapamycin (AY-22,989), A New Antifungal
Antibiotic. I1. Fermentation, Isolation And Characterization)”, 1 £ & 2+ & ( &
5),28:727-732(1975) ;Sehgal %6 A, “ i A 480 J5 7 M 45 &= (AY—24,668) , Fr 51 = W bt
= 2 (Demethoxyrapamycin (AY-24,668), A New Antifungal Antibiotic)”, 1 4 & 2
B (FEA),36,351-354 (1983) s Fl Paiva 25 A, “ 18 i W /K B 25 B % £ BRI TA 2 M5 A1 AP
iR 9l N B B 10 & 22 (Incorporation Of Acetate, Propionate, And Methionine
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Into Rapamycin By Streptomyceteshygroscopicus)”, KR =M 4« & (J Nat Prod),
54 :167-177 (1991) . W092/05179. EP 467606, Caufield 2 N\, “S 1k W 10 & £ i1 2k
Y (Hydrogenated Rapamycin Derivatives)” 3 [H & H| 5 5,023, 262 ;Kao 25 A, “
B4 % (Bicyclic Rapamycins) ”, 3£ EH & F) 5 5, 120, 725 ;Kao 25 A, “F 1 % —
ZF K (Rapamycin Dimers)”, 3& | & #) 5 5,120, 727 ;Failli 26 A, “5 WA 5% 28 19 & B
(Silyl Ethers Of Rapamycin)”,EEEH|S 5, 120, 842 ;Failli 2 A, “F M8 % 42— i
P2 M5 M1 42— (N- ¢ 40 e ik ) 2 66 il 1% B 1F %0 %2 400 10 57) (Rapamycin 42-Sulfonates
And42- (N-carboalkoxy)Sul famates Useful As Immunosuppressive Agents)”,
E H & H 5 5,177,203 ;Nicolaou 28 A, “F M1 & & 1 4 & Al (Total SynthesisOf
Rapamycin) ”, 3£ 2 2= & & (J. Am. Chem. Soc. ), 115 :4419-4420(1993) ;Romo ¢
N, “F H Evans—Tishchenko A Wi R BRI BT 0 & £ 24 Al (Total Synthesis 0f (-)
Rapamycin Using An Evans—TishchenkoFragment Coupling)”, & % & 4 &,
115 :7906-7907 (1993) 5 F1 Hayward 2 A, “ 408 AU EK — A 3 (0 1 9 K30 I8 B e I 4
4 Rk EE M & 2 (Total Synthesis Of Rapamycin Via A Novel Titanium-Mediated
AldoIMacrocyclization Reaction)”, EE L322, 115 :9345-9346 (1993) ;B H & H
LA A I AP E N 255

[0097]  SEwH]ZEALS AT LAAE A0 il 70 78 AR H 700 R0 77 v m S B a5 A i 50 A0 7
T HETT TR 0 A A A S O R 508 RO e (A 7 ik et JBEmT 2B I 88 T 1 ) ~ 48
IR AE BB HH IR o SEm) 2RS4y m] LU T 1EB)s v 7 # i AMD | 38 HL O A sl
THIR, PTid AMD RS F5V 1% AMD . B WA 22 W] LA TR 97 TRT 0 i I A5 A pe /-5 RO IR P 2 9
FE (A3 RS EF A B T2 ) » JE IR R AR s B R . B A8 = M E AT 4D
AP RT L T 57 1697 PP AMD  ZE 3R L AR BT H VIR , BTk AMD A4 F5V2 7 AMD..
FE— AR T7 G2, S w) RAL G I e o R R E 3R P DA TR 7R M AMD B 4 AR
S PRI 2 9 AR I, L8 ok 28 5 A2 1ML 78 T o

[oo98] L& w] LA A A 1 v 97 W AL & JF /E BLR & A AT AR 4 b i I8 Ak,
BHSXABUSENAEGANXTENS 20044 4 H1H AKX IFFPCT A FF LA
WO 2004/027027, & H Ay “ 0 1 Jbk 2% JB 7 2E i 8 8 1 75 75 (Methodof inhibiting
choroidal neovascularization)”, # ik 45 VLB W K E M FEE N 51995 F 2 A 7
H# ALK US & H 5 5,387,589, @l H 4 “if 97 IR 29T 19 J7 7% (Method of Treating
Ocular Inflammation)”, % B A& PrassadKulkarni, it %5 8% 5 Wi 4 IR KA 34
2> (University of LouisvilleResearch Foundation) ;2003 4 4 H 23 H #Z M { US &
5 6,376,517, @ B A “H T 4% % FId 12 B 15 1 2- WRIE BR AT £ 4 (Pipecolic acid
derivativesfor vision and memory disorders)”, #il#45GPT NIL4& %A R A7 (GPINIL
Holdings, Inc) ;2004 4F 4 H 8 H 2 JF ] PCT 23 JF 3C A W02004/028477, & H 49 “ %
AR R TT 1) T PR D9 T 5 24 30« Ao 24 2880 A O AN T ik 2% R A0 IR R £ 77 9%
DL A2 3697 A/ BT B AR I 952 5 1R AH < 77 7 (Method subretinal administration of
therapeutics includingsteroids :method for localizing pharmadynamic action at

the choroid andretina ;and related methods for treatment and or prevention of

retinaldiseases) ”, # ik 25 745 75 87 &~ 5] (Innorx, Inc) ;2002 4F 7 H 9 H #Z AL 2 [H
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LR T 6,416,777, @ H A “HR R} 254 3% % %% F (Ophthalmic drug deliverydevice)”,
il 25 % K RERIRA R A7) (Alcon Universal Ltd) ;2004 4F 3 H 30 H ALK £ H %
)5 6,713,081, @ H A “HRBHG T 7 ok X 42 B f il s HIX $6 38 8 11 777 (Ocular
therapeutic agent delivery device andmethods for making and using such
devices) ”, Hib 25 T A Fifd e R 45 & (Department of Health and Human Services) ;
1992 4F 3 J 31 HERLKE E L F) 5 5, 100, 899, B H A “ 4 I 5 55 2 &€ HIAT YA
BT 25 3 FLBh R HE HE R 7 7 (Methods of inhibiting transplant rejection
inmammals using rapamycin and derivatives and prodrugs thereof) ”.
[0099] W] LA A 1) He & ¥R 97 ) B A0 FE L g e — i AX 2 AE R M8 (NF x B #0057 ) 5 A
% i sTPN 470 2RI A 5k L5 v Ak sPKC (2 1 IR ©) D 5R) sTie—1 A Tie—2 I 1 il
5] sVEGF 52 14 8k B #1010 5] 5 8 1 A 00 1 5700 4 Vel cade™ (B MK, VS ) s BBk
Pi (ranibuzurnab, Lucentis™) FlHg [ [F] Ff 48 55 i LB Pk By N flJeé (pegaptanib.
Macugen™) s 3% 3% 85 [ 52 A5 BU A, ) 3 0% B 1 S2 AR DRI B 1 R R IR B 5 a v/
B -3 BB AFEPUN ; a —v/ B -1 BEBLER EFE BN R Mg~ W 2451 41 25 46 1) e s ot 445 1)
Wi s TR, AFE v - T 0 F s ) A A e sE 0 <G A R A T AR 1] ONV 3R
% L RUEE R 7 (PEDF) s N A0 3R M 3R s MBI Z (tumistatin) s AL BE 40
% (canstatin) ; ZFZPTZR A Atk s N N4 &) (acetonide) s iih2z Vg ; PUfm AH IR #h 5 iM%
A2 Rl 7 ) RNA YT 2R B RNA T4 (RNAL) , 6L $5 42 [7] VEGF R & [ B sAccutane™ (13- i
e AR A TR ) SACE #5950 A BRI 8 ) (quinopril) « - 963 A A1 1; W 3% A
(perindozril) smTOR ( B MF 45 25 I FLEh 80 50) iR 53— 2 2L v F) B2 i s Ol m] ]
B, s2— PP ARCREE I s RKOKAIL Bl s AMG—1470 5 BA 48 410 10 591, 48] G 2 i 25 e 2 A|E AT
KRS R % AE i A« NS398 ZER AT T 45 (B) -2 e dik —2- (4- PR AT ) -1- K&
I s t—RNA & FSall U 15 50 <6 8 2 I 13 PR 5 £ T R o R e 00 o) R 5 R E 1 BE R
endorepellin ;6— fit NG (RN SRAUM) s ERPRIE AL ANO-2 5 (EEAL ) K20 BRI I 2 ik
SRR T ILRE -3 W TIREG s VU ARAMYT 87 hr BRI sVEGE $fi3k (trap) 70 ¥ ;
JHT-HHIF s 4EE R /R (Visudyne™) « snET2 FIH T 63h 71257 vk (PDT) WL Eefsn shF
A AR AR AR BRI HTA . c-met P ZA RIS KT/ 73 1 I3 . HGR
LT B (truncated versions) , 151 NK4) ,
[o100] g m] A HI 3697 9 BT 5 Bt 250, A G (E AN BR T3 B8 4R 5T R 70 S A Bt ¢
o AE—LEARIE Ty Z2 0, AT LALE IR 50 P A R M) B ie ACE— IR 551) P U 4 i A
<SRG BE T R R4 JOT s 52 Wil PN S 40 T A R A B B T R e s ) L BT 7 TRk R T
B30 S EL BT 7] A s Jer I A 0 BETRA 7) JBR ISR S BT O] BB ) B e LR 259 T
PSP ORI B EE ) DU B HURSH ) DU 0] BoA Qe 2 R p T A ).
[ot01] AT LA A ) 8 AR V697 D BT AR AR ANBR T 21— S BAE A0 B | B] SOK A2 (Bl 7K
ZA 22 VO R A FURA AEAROKAL AT S 38 UK B A L UM R RS A AR L &6 2
FUR JEBE B2 ST S AT FRIAR AT RS me s S PTRE L MZS 2S R KA KA L P
AT K B R H BLRIR AL PTRE S JRUSRUR B L ROK AR L U A B AL T R R
P 3R] T SRR JOK e T TR RS e I TR UK JE JE L UK B JE AL T IR A
AL AR SRR RUIRET AL TR R 1 At 2R i KA I R bl TR JE A  SURT AR S AT AR
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FUR KRR R S U JE IR R AL L IR JEAR K JE T BRI 5K AR VIR RKAS VIR e R
eI JEAR e IR JEAA T 26— — L3 — LRI IR JEFn B IRAN I JE AR R AL i PR 8
(prednival) ik JE LB FSLR BT IR 22 5 e e 3 oK i 2 36 . i 2 4%
TEFATAT BT AED) o

[0102] 752858 7y 52, W] LAAS A AT AL b ZE KA L S An « AL AT AR K JE JE
WCHKA I IR Je AT il 22 PH R s A AT FORT B4 TR T DU 3 P R sl 22 P i8S AR 9607 4
SR A o

[0103]  FEARRR Sl 7, S8 ARV 7 5T DL AR R R 2 0. 05% £ £9 50% . 1F
Ty AN AERR P A o, SR SR AR 2T 0. 05% 24 10% .4 10% 240 20% .4
30% 22 40% 54 40% 24 50%

[0104] W] DA H (9 36 57 40 o %) JEL i Al B ) 2 s 461 38 A AN B JRR TR 77 0 77 4t s
By / WA MEFEANF (impending agents) 9 QIR AKANGR KA STk 41 B ba it 35 B FAH AL
G 5T B T T o504 G 2 T Mo e s PP WA e SR T M P A i R o 22 A 40 5 4] Je
T T A AL B sPUAERBIWVIIR R &8 = TR IR SRR = EE L.
AN L HER AHER FETE AN A EIEHET 2K (aminosides) K K 5= 45
FTE R 2 R Sk AfheE T B R UG M (imipeneme) sHUEL R I LN 1t FF
B SRR WA ] 5 A R IO S e e ) 1 T g S i f W T f S T Tk e PR A R T
S TR A | T TR P KR TAT R A 5 B e 75 70 L L = U B . = #UK H (trifluorouridine) .
Bl E % 6. B H W H.VH 2 5. T P05, DDLL AZT. B B IR Bl f Bt . R EL 5 Ak
(irbavirin) ;&5 B0 HIR A DT B 40 ML 2550 s DL GO0 G 6o H B8 22 At Mgk | 5 vtk
#R (methapyriline) GUA AR PO AR | SE b Fr BRI A JE R s & Ml B2 o 22 A 6 B2
ST R AN TR 22 (AT A B R B R AR ) 3 25 T2 20 (DHEA Z i\ M 3% ) 5B B A
PR NG LK AA ER R I 62 ATV 25 DU R i EL Y& 25 bk 27 BRI COX2 i) st
FHRg 2440 i BE R YT VR S SRR WEIE 22 R EL AL L T AT A U A AN A | e ok
F A2 R RERNVT VK T BRETT L A8 25 SR e I8 R B e Lk
H D RUAFER ZRIE MESER)TT AKFCIATF T4 A B5 AR 7] 2 (Filgrastin) JHRURT
TSP S JRUR BEE | TR P SRl SR A e B AR R IR S PR B I A S A i AR 2 g K
e, Timustine &I+ VA HRNERS | NS | 22 455 38 ORFGIH BT w) A T IRV IR 1
FER N RO ST (sargramostin) JHEVE R A BEE 35 VERAZEE V- JE VAT VIt B e
W& L PRIEIE BT Kl KA TR It = 5 G 92 2% 24 W 190 22 1 R 47 93 SR 5 T %
BB 2 AR S IR AR B e 0 e S R AR T 5 B - 't 5% B R I ) 9] e g
W IR oA I IR AR AR IR s AR T B A R AR K TR 736 B AR A PR 7 4 4 B 40 i A=
K7 M MRATAEAEKE T AR E T B B EE IR A K B R R 4l AT AR 1
PR E FE R~ NGFL EPO. PLGF i #1282 A2 K [RI 7 (BNGF) « I8 P iz AR BRI 7~ (VEGF) BT
A R T 1 R S R BT R BR AL B B BT S T, W W S AT AR L H ZEOR AR L FURAR IR JERA
R JERS Je IR e e oK e A ARKAR U 22 VU0 A 7o 1 7004 4 2 4V B IR 25 AR Mk Ak
FIPU S etk (tetrahydrazoline) ;4 Ha 551 R0 Hi HH Gk M5 ), 491 40 6 SR 25 A - B IEAR R
e IR — S5 AT T RO T I R S YR B 5 A5 491 Gt B T A o BRI FE TS S5 S AT AR R
B FEIL R i R FE T s AT B 22 2540490 G B b U 25 L I 0 AT 4 500 R ITL 8 & ) s Pkt
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FIB AN I3 DUAT 4 85 1 R T 56 BUBstos I s sl PR 1), AR R CIR  SUBE TR IR A %
NS K 1 AR TR 22 A Tt IR PR 23l T R 9 5% % AR 00 Tt g ) 5 S SR 3R 28 IR VKR
FRHER IR VBENIE 2K VBl 2R 1 SR e K A 12, LS A 4 W R 401 A L R I LR
By ZAH R A IR 7 BRI S AR IR 2 IR se i 1 5 S i 25 U 1 1), 490 o e g —
SRR = TR (B o - B-F v -5 AN 3 -2 M R FK506 (R4 — it
WE I — FANELIA = — PO, RO BT ) R IR SRR - AT M R
T VAL T B -2 AR M AT A K 2 P AE (antineogenesis) 22 () W1HT VEGF. T
)Pk CRRsTRER . 2 e ARIEE) skbuik h B SR RC AR EBLAAR (aptamer) FHZE
PRI B (ELRETFIR S JFURL A% /N TP RNA (STRNA) RZBR T K ) 5 SR 2 3 745 50461 22 1
A2 DRI i A BE 2 B AR 2GR0 M A BT SR 25400 T v tPAL PRI 4T 4 B LA . — AL
B LR Hb ZERAA IR FR B 25 A BT PR PaEnds A s JI0 ST BE 5] L 6 SRIENGERS (IR M 7 52
TR B (FK-506) IR (] a0z 55— IR Ak > | AR zQiend Lt ity
s I bt (Tomudex®) = 7 iy ) B KU (40 sa v SRk R
6— SRIENEIS Bt BKIEES (thiamiprine) VA SUEHS (thiaguanine) WERE ALY (1] L2 Vh i
BT R 6 BAYR T R S BT BT 2R T SR AR A  RUR TR
PRUEIE | 35 PHAh I B IR ) RUAERAA L 22 P5 e (triaminolone) S BR I 25 T4l K JE L FF
FERAFIIKR JEFR (prednislone) o 7E—28ARIM J7 &b, Gz PN HL ZEKAR o 7R & ARE Ty
FE, IR SRR A

[0105] 7R H-BARIE 7 S, dilF & — R e 2 G T RN A G .

[0106] W] LAZE A SC T I (1% w570 A A8 A 36 77 40 5 ¢ e = BR ol ek 7 ) B R B 4 e b Ak
R (WK R A 2 EER I RE LN ERB AGYE IR E N
AHER AMERL RKER FINKE RBHERNEEFRE IER T HGRR &
R EABKE CEFER BHER VTIRKE NEF R BEFR ZAHFE NANESR) .
AERL (PBAAER AER FREE FINER) P ERI (IR KRR
AT FIAE R 2R SV AAEIEYT R E B ) (P W IERZ SR (B s Sk a2 () n G Sk 1)
WE B (BN LL R 5 W e 32 D e W e R ) L e B 5 2S (W Sk AR e i
SV ITE LA SNE S (0 fenge AND S (O 1t B NS S (i) L NS S (0 LAY NN R (s S T NN S o =N S (e
JE GKIEFL A STt iG Sk 3E Gk g GRS (cefinenoxime) Sk kil )e
VG SLFOUR B Sk A R S TR R AR 22 Sk A 2% | SLA ke SK AR DCHE KR PE B | Sk
LI ST T s Sk VD e SRR RE | SR AdE | SkFRE | Sk k. Sk A i Sk 7l
Pe ST o S AR R A | SRR | Sk e R L S AR A K2R SR AROR A K fmERE LR
2R TREY SKIRUCAMREN . Sk f e VRESL R (piveefalexin)) k& FREE (Hlunk
PR kFHZE M (cefinetazole) RAK A TR HH LAV T ) CERIF I WEZ R (9
IS A SR B SR ) VKT (AR BRI E R (B E B
5 W8S & NN 87 N S 7 NN i 7 NN 0 BN 7 N0 i 7 N B 7
AWty N S-S o & SN2 Vi o/ NNy S i/ NN T i o NN i 7 N 5
SUPUAR AR VTG AR 25 DLVE AR G0 AR S gt 75 AR B 2 PG AR 32 3H AR | AR 480 P AR L 2 9%%
VEAR 4% R PR 2R PG AR B PO AR AR IV A B R FEESER &5 E

G —2KFlE (penicillin g benzhydrylamine) 545 % G 5 W EIHHEFE R GO H&E % G 41,
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TEFHNTERCGHEERANTER OOAFTER V. VEAETER VOIBEYEER V.HIRM
E0NE | =i XN AT 7 NNVAYE =Tt 7 NNV TAieR 2 NN TR 7 NN i SR 7 NN A (1Y 7 NN T 7 NN
RSV BRI ) HE (BRI R ) AR BERE (Blan e iR E R R &R ) VK
WNBER (Flanplareess . RiE R o his s 2L s 3R AL R R R 405 = IKIEAL
BRMPHRAER FIHRAER NRAER WRRAER TV ER AFERZL L
VIR 2R ) IR (B2 E85E 2 Ik G HE R ZMEFZE(colistin) FFARE R
(enduracidin)  BYEFE VR SF 3 A WIRE M WA K RE R SRR &= 55
Ik o = o VAR N T A T 9 SN TR a1 N TR AR e NI S N
BHERYEER MR ) U ERE (FIPRITF R GEHER A SR R 2
BE PR E PR R FAFR MR KA R ER FIRNE LIRS E. 2
FEFELFHR IR ER) MHE (FNH24R. ZILEE DgBREER) A RRPIEE -
2, 4— B WERE S (5 anyR S AR DY AR AR PR ARCIE ) VAR SR S (5] Qi g A e 1k
M S B TER o7 3  AFSTER R R IV SR S PR DL EE L AP o 2R i PR 22 (R I TR R 2[R ) M i
BRI (s 2 AW B M 2 R A KED 2 RP U E R T
W AV B GE RV E KISV E RV 2 B R A R 2 VR R A BRI . IHE
YRR RV A ERER EOKIR VB RV 2 AR 2 RN AV B S A TRV A il
b ) EEBLIZ S () an T i R AR L R i L Ul b Ul -t UEUE —ty N2— AR
Jliz 5 — FELE (n2-formylsulfisomidine) \nd— B —d— %] %) bl LM % I flEoK [ 47 — (R
ZAMEMEEE ) il (sulfanilanilide) v PR G o AR TS G POt Jiag e e | A0 80T I g 33 31
Fi g VR A i f o O T T I it g SIS PR Tl JFc o e Tt e VP 7T i g e W T e 3 0 Tt
Ha b 22~ VRl 22 o i £ W R DK T i — FRIERERK (sulfaguanol) JHRFEAR | fis i e
VG P i g P B g i fldg hof PP S e T e — P BB g i g Y — e L g Jrg s B e i f PR TG e |
it iz PR A8 T fe 52 W S T P oK mT o Tt R e e fie Tt P ZK A IR A~ Tt g G i i T e 1k
WK~ n— TR I -3, 4— — FF 2 AR I e i e S il e B3 R it e b M i fe 5 5K T i i
g il e ML W T f S A A i e 34 — 8 | T e e e T e o R it e T o oK T i R W W L T
i S ) SRS (48] a2 T G T Tl fle R AV S AR kb e L e RN 2R
PR 3% B, 2T T f J2 X T f I 2 i o BB« I Mg ) R e (48] G 54 5o 19
W 5O VEE YR A KO AT R R 384T0 S IR IR & B AR IR & 4t TRk
MR 2 & F6 i AR R L 2R T8 B 0 W A Y (xibomol)) sHLEEHLUAESR 22K (Flanm
MERB ASHR IEER G ER P HEAER MEERAER SIER. LM
EBMER GHERR EINEE RER) HE (FnEERLZR  KER EHERL.
T mRH AR VS BRI R T ORERE R BRIREER ), BRI PLE R K 6 I
K (BN 2855 258 45 VP ELZE 55 ) JRMESS (] Jn R R e A Rl L U8 22 AL L UK o
M SRR MAE | o 5 e | 2 R A JEL R A | 25 e A | T s S R A T A v R A | K R
M B SR e | S TR B R A | et s Tt Rl e R e ) BRAR S R R SR (9 andEvE
e FEARIE R FCZEME ) =P ({91 G g R e A it e s L D e M (O e ) L L (A vy g
HisE B 55 55 2 JE MR RIS RN T R PR R AT U H TR BRI | SO LRI
655 WHE (coparaffinate) \HiEy M — £h % & K VD BERE (exalarnide) \ 55 B W IE | 1A ) i
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M g S R IE AU R B AR R B DU R S LR S5 s K 2R M TS R AN B 2RV T
JE M =BT RBME IR AR (ujothion) «—MGHR INTREE ) UM 245 B A 5= F1 2R 4N
V) (R voby 5 22K R R fL 2 &R AR L2 R E R R &R = C R
LU R R BB R R MR D A E R 6 HAK 5 A L ERER.ZFEW
BNRFEWE AR R R L HER TR SR M E RS R ER.
MR EERER NAEER SR ER EEER LR REEERE PR T EF
FE A ) HUAREN 2y (il anm BRIEAA (A8 dn — R I R A fHh 0 L PR RS it il e o S
W FVEAT = F D ) RS SR () s fr SR IR P L6 SRFENE S (T DRSS i
NGNS ) (WERE A (9 G2 VAR BT BT 6 - B IR 1T 5 S0 PR B 1 L 25 UK
T~ CWE R VB A IS L SRR 1T PR MEE | 5 DA R (tagafur)) , JLRF « 8 AT
R« LERFE LG BRI ] SR AR Bl JR ZE B | 22 P 23 48 L UHIOR A A AR AA AT sl 25 4 L &
R JErs A AR EUAS AL AT HE e UK JE IE B2 BTl W] AR AT A L K Pl RE
IR F KA HZE KA L RS R e I e e H LR IR L SR FL TR S
T TR S S AARA  BUEAA I PR AR R TR SR AT 8 K e T TR 3 I TR R
WEE IR S e TR AARA IR U AR AR S mT At U ET AL « U R B A5 At 28« 11 KA
PR b1 VR JE AR S TR A AT AR U IR VA AR B 18R S5 3% JE Il R 72 An s Rk Jefa
W Je T BETR S KAR VIR KA IR JE RS VIR B S e IR Je AR T 25— — L2 3k - LR IE VK
JEAR BTN IR JE AR S s BIAA Jo RIS Uk Je S8 FISE R e nT AR i 22 v e it 22 43
Tl R R E A D 2 R A AR AR RON (2 I T IR AT Y (N 2K L2005 R K
FESF IR WS BRS¢ Je 2 S IR « R 25 IR IR 2 U IR AR 8 IR AR 20 25 TR s L 4B 2%
ABER ) 5 3 STRAT A (5 i 555 B8 S BT PG 96 3 Bl S5 PR L 28 257 TR W 2a 4836 T VIR 5%
BT R FRIR ESE A VAL R USSR K FE IR VIR K LR 55 vo i IR 57 B IR ] 55
(giucametacin) 57 | 23 HR WM 3E 2% L = R MR | £ 4R S IR« S0 MR 1R PR R TR S 2K WA R
BV e IR TR T A S BFARIR  WEROK R VFE3E T VHBUR=E (tropesin) JEERR ) .
FEET BRAT A (W anAs o2 (bumadizon) AT AL 25 25 A 45 VBOK TR ) 05 3 R R R
(A S IR « Wi B8 VA S 08 ) P BEIN R AT AE A (A Gt ] BH 9 25 2RI S5 R 5%
IFATEIR RIE 25 AE I 25 BB IS 57~ LIS 23 ATVE 25 57 T3 2 IRy 25 i 25
BRI A5V ZE A B 28 I Y 55 9 25 R v A TN R IR BTV 5 RIR SR TR A
BIYE AT FLFCIE ST ) SIS (9 4 2RO W AR U e ) AL PR A 2 (A 4 R L 7R O L TR IR
S AR PR BEAEAT SR SR OR RAT R IR JWRAT SR 5 A 2R HOAR B KIS A L B AT
O WEMRIRR JF AR 2288 (thiazolinobutazone)) IKAGERATAEY) (51 anEE 2 20y B =) JTAK . DI
VAR VR KA T ] ) DT ARG - e 0 AR AN 25 FE AN R IR R KA IR & — B IE  IK
BR IR W 2 IR LK IR SR R & K Sk K IR 1- 8RR R VIR KR &
Wk 7K A% IR 2 B ~ 7K 49 R A< I8 e /K W [  IK i Bk G —0— LR 7K A B IR 1R L 7K 4% B8 A
FRanbb e ) (ERE AR IERZ RS (9] fn22 bl B | SR g e L A 2 B R Uk B R (Lomoxicam) (L%
HREEEERE) e - SR CIR s~ IR DUILIR 3 23 —4- 58 T R PK U %
ISR RIA B va— 202 BE AT ] [ DA HLE Fi | sttt s o AR Syl o AR MU L B W T e L 28
TR JE TR BV B i JE FEAR R ST e | B TR R AL B AL B R e i A
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[0107] Y37 W) IUE AT LS e i@ 7 ) SRS T B A A, Bk e v 7 ) R G 97 A 3
{EAER T F- 677 « PR « $0 i A ple s i 8 AR . (R 32 ONV) | B3R & 1 sl e 4
HIBRIW) REIATT o 1E— 2818 5 b, 7 AN R EG IT FH TV T AR I 2 AL sElORr
B CREAlAE ONV) VIR o Il 55 A0 R4 5t sia o7 1R =1 FR i P 7 491 0 B itk s bt — i ARz
FEFPERME (NF x BHIHIHR ) sz sTPN 470 AR R B &tk PKC (25 % ©) I
Tie—1 Fl Tie—2 BABEINHIF ;VEGE 52 A BABED 5 ; 88 L AH0 KI5 1 Velcade™ (HE4
Ko VS ) sEEERRPT (Lucentis™) FIFg W [FIFEHE S B HUA B JE (Macugen™) 5
B IE B A 2RSS BN, B W3 0% g SRR B (1 A RS B s a v/ B -3 R
FEPUA 5 a —v/ B —1 BEELER I FE DU s MEMde — 7 28090 201 2 0 2 B i A% B0 s TR, B
F& v - T E BOE SR A R AN 4B B AR A AL ) ONV T3 s B gt b R YRk A
T (PEDF) ;P R il 22 s AP s M PIE s NIE REFNER s ZIRBT R Al At s TN Bk &40
22 U5 %« DUBR AR R £ ;78 2 B A1 (%) RNA 970 BR B RNA T4 (RNAL) , AL 4% 5 ) VEGF ik
[{i%ME sAccutane™ (13- NR4EAE 2R A T2 ) sACE HIHI5R), A3 REAH AR F s A5 ) | 465 A
BRI smTOR (B 03 22 AL WA ) FDHIF) 53— & B R R Ik s i n] nl g s2-
S E I B OKAAR sAMG—1470 s BRAR A BE P01 7, 4] 4n 23 WA 35 i L 27 & A W AURUST IR
W HEE AT NS398 ZER E AT T 4 AL (B) —2— Bidk —2- (4- MR IE ) —1- 2K L0 st-RNA &
FRCER T 54 B B 13 FDIGR) s SRR AR AR R D HIF) BRI E PH AR sendorepellin
6— Tt 13 MU A [ M A KA s B GLAEAL ) ANO-2 5 ( EE4 ) KSR A R BB TL
FE -3 WETEREE VAT s &7 BB sVEGE 3R 40 1 5 48 B 2B < BRI 51 )
) CHER P FEILZ AR B cmet BEZUBR IR K /N 73 FFD 057 . HGF [RI b v B, 491l
NK4) P T30 s 4E ik /R (Visudyne™) . snET2 MU T %30 112497 (PDT) HI3E e
FH) s RO B [ A o

[o108] il

[0109]  BRAE bR 3CH 55 A 2 M i B, 15 W) R A SO I (AT ] — P sl 2 A sy ) i
Al DL F ARSI AR . BRAE BN S 5 A R U B, S R AR SR AT
o] —Fh sk 2 Fp A e 50 T LA 67 B 00 AR ST IR (AT o] — b Bl 22 o s sl e
s # SEIR R AE . BRAE BRSO S A AR MU0 B, 15 R RS A ST IR AR e 5 AT LA
(fEADASE ) A SCATIR AT ] —Fh 5 2 Fh 7 7200 o

[o110]  ASCATIA R HIFIAE & v 7 i, HIBH SR T A7), RS E AN R Ty ) R
AT FNFL o 7E—LEAR 3 7 &, W PR R SR AL IR AT . 7R — 28R gy o, B K
AT JI I AR 550 AR S A LA B AR 3 BRI B (mass) o« 7E— 294818 77 2,
AR SC T IR R il 50) B G R IR 7 R F0 A T R R IR A S A SO TR 4 5 3
2B 22005 4F 2 H 9 HIRAZH US 60/651, 790, 81 H A “ F T HRIY 97 10615717 52005
2 H9 HERASH US 60/664, 040, @ H A« FH T 500 BOWAE VA TT RV AR 1777 52005 4F 3
H 21 HEEAZ US 60/664, 119, @ H Ky “ FH T35 97 P50 BURIE I 21835 R4 52005 4F
3 H 21 HEEAZH US 60/664, 306, @ H 2y « FH V077 5908 B0 E 1R DR A7 I A4 7t 370 AR 80 1 o1
)7 52006 4 2 H 9 HEEAZH US 11/351, 844, @ B 24 « I FHRES 1697 IR HI57) 7 52006 4F 2 H
9 HHRAZHI US 11/351, 761, @ H 24 “ A T4 BURAE VA T7 IV A7) 7 52006 4 3 H 21 H
AT US 11/386, 290, & H & “ FH TG T 75 BUOBAE I 25 )18 R4 7 52006 4F 2 F 9 H
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FEATHIUS 11/352,092, @ H &« Mass s HRIAE A rAE FH 7757 52006 4F 2 H 9 HEEAL
(¥ US 60/772, 018, @ H A “Fa & hil 37 LA A e AT il & FAdi FH 7357 5US 2005/0187241 Fil
US2005/0064010 ;4 H2% H LLREN AT IASCHEA ST .

[0111]  FE— 48730 77 G2 b, AR P Bva 740 o s RS E 40 0. 01 % 24 30% .
210.05% 24 15% 0. 1% 24 10% A 1% BAR%HELN 5% EL 15% .4 8% Y
10%-250.01% 24 1% 2 0.05% 24 5% A 0. 1% 224 0.2% .2 0. 2% £2) 0. 3% 4
0.3%2250.4% . 20. 4% E40.5% 0. 5% 2 410.6% . 20. 6% 24 0. T% 0. T% &
1% A 1% EBA5% A 5% L 10% 24 15% 24 30% 2 20% 4] 30% B & 4 25 %
£2130%.

[o112] SRR B “ 297 a8 R TRIZPTIR &) 90-110% .

[0118]  FEARSCTR T T, k5] UL 2 B B 88O B ¥ 9097 W o 25 245 R i A 2 2R 4, 91 4
AR LT R G, I RGN 45 R & Fi B Bl B 1A o A 4 3R 1) 45 RFAT T,
KA EARN R E 4 2R TTYRN A A BEUREAEY TRNERZNESORE. 4
Ae T T, B S ENA B RN E R S R YR AT LR SIS ARk SCR, A8
FARN AR e 4 8 IRTT YR A BBOR AR THRME RN ESORE .. MY,
81 401 >4 FH AN [R] 192 998 B A B AT PRA I8, 33038 A0 AN [R] A 0 5R0 2R 2R I, BIDASE RIS v 97
YR Re A M T AR B I8 2= 0 8K, X T NE R AL EH 7 Y R AEIR B T
) B AR S ) A PR ) 14 75 491 22 Ohia S8 N, (AR e INHI 25 Y00 e+ N B 2= — W4 B
KHIVEH (Effects of steroidsand immunosuppressive drugs on endotoxin—uveitis
in rabbits), IRRIZyHA2Z4& (J. Ocul. Pharmacol. ), 8(4) :295-307 (1992) ;Kulkarni, {F
N 55255 1 A 28 R R P i S AR EE 81K 254) (Steroidal and nonsteroidal drugsin
endotoxin—induced uveitis), HE B} 2§ 3 2% 2% 75,10 (1) :329-34(1994) ;Hafizi 2§ A,
B MAEE 2= IR AR B 3 A R FKB06 S A et ARz ikt UL 48 e 3 38 RS 5 R AR B AS [

(Differential effects of rapamycin, cyclosporine A, andFK506 on human coronary

artery smooth muscle cell proliferation andsignaling), Il & 2§ ¥ 2%* (Vascul
Pharmacol.), 41 (4-5) :167-76 (2004) ;F1 US2005/0187241,

[o114] {520, 7RV P AMD A 280 , 4 SR B—Fia I 7 9 S A I8y IR 1 AMD P LB IR 2R
B BINRORZ 7N 10 £, W) 10ng/m1 K BERIZIAIT W) AR 4T Ing/ml IRFEE R IHEE 2 8K
AR IR — PG 7 YR AE 1R T PR AMD Hh LG B IAEE 2R IR BRI EOR 29/ 10 4%, WIAR X
THRPERZNE, BHZ 10 FEFNZBITYR.

[0115]  7E—S87030 77 S, AL & V8 T WD N sy o W 30 43 T A o 4 o) 51) Js
R 0.01% F2£199.9% 210, 1% F 27 99. 9% 2 25% 4 55% 4 30% £ 2 50 % 5
FABU R 45% 0. 1% 24 10% 4 10% 24 20% 2 20% 24 30% 4] 30% £
40% 21 40% 22 45% 2 40% B4 45% 2 45 % B2 50% .2 50% 2] 60 % 2] 50% 2
2170% 20 T0% 22) 80% 2] 80% 24 90 % 8k #H 2 90% 24 100% » LAl 7 1,
WA HR R A E RN 0. 1% 22 10%.

[o116]  ASCHTIR BRI LA S R R 7 o BB o3 vl DA S B il f S 2 1% &2
20 99% 2 20% 247 99% 21 50% B4 99 % 4 60% B4 99% 5k EZ L) T0% B4 99% 4
80% A4 99% £ 90 % 222 99 % , sl E il A RN 92% B4 96 % o AE—LEARI Ty
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FE, R R SRR T2 50% K T29 60% K T2 70% K T4 80 % B #H K T4
90% o

[0117] G —LE4R 0 7 R A& B B2 0. 01 % 24 20 % i —Fh s 2 Fhidy7 4 i sl
WHEAE TEHMNEE. Y RERA0.5% 24 15% EHILLL S RERL 70% 22496 % I
Wi RE 7Y o AE—HEAR 58 77 G2y, R A 5 o A T B 2 0% 224 40 % IR As e 371 B 711 il
B s Akl o

[0118]  {E—LAAR i J7 S, AR5 AT DAL & B E B L) 2% MR Y (R EARR
THEMER) A REERL 4% PFEFIE B EEL 94% MR -

[0119]  7E—487030 77 Srh, AR SCHTIR VARSI A 40% 22 120 % JE YA RS . 4t
AR T G, AN SCHTIR B IR A 60 % 22 80 %6 JE Y IR & .

[0120] T3 8 V37 400 O 1) il 3510 R0 3 4 1) 57

[0121]  ASCHTIR A T4 20T YR “ A" (RSO RRRH “WHIraE”) 2
M5 2 RASRIN I FSR B AR VR T AR R T RN & SRR T SR T RE TR A
IR 25 YR 5. 9, P T 5 RO E IRV T T ) B AR T A e S R
i35 99 BRI  ZEIR L RAE B B v T A e T LR 746, Gy A REn]
REE R AR A2 08 (R EE R0 L e R PR A0 5 32856 - 2GR BT iR 5 98 B0 E 1) 5 Mk N B ke 1
SEARPT RN BRI, 7E45 259697 ) S B B — A h, Y8R RE AT O AR .

[0122]  FHTYAYT < T « F0 )2 9 s o « 2B IR LR VR s U H B IR 7 A R B fE AL
WA TR AT T PR SO E « GE IR LR A s BV L IR iR YR I & .

[0123] 4 TG W R AT X TG 7 < PR S HE R AE s FpRaE ” #23 1500
R AE  REIR L RAE B LT IR S5 “VRIT ARG, AT LA 526 25 22 S0
BUWIE B P, AT LIS LI EE

[0124] Y87 A R AT )50 1A B T 3826 mT LA Jok 80 o) 5] 1) B R 2 24 S IR, s 35 ]
DA T 3ot 8 1) S5 FRT > BR 22 AR 25 2 ST e AR A B ik 22 Ut FH PRy PR R 7= 490, A8 T
TBIT S TUST PPV 1 AMD | SE IR L R A BRI B K R A R AT AR R 3 > H AT LA
WIS NIRRT VESEIL SR I 3 A H VR YT R IR SR R 4 2 5 SO ST 2 ) A
5o A B SR T R B IR VAT W) G T B TR B VR T ) B I S R
RTHIRIRIE LB )2 o BRIE RGBT Y U IR 25 A EAR N RAEAR SRR S TN
T A3 anAnl ff e ] DUAE FH IR 257 %6

[0125] 44 H FE L8387 M S0 T390 97 TIBIT « 30 o) 3 28 g | 4 IR I i /R B8 Ho v R
i, — B S50 G R I 304 3697 9 SR i 6 AN ST R4 T2 A S8 1R 5 A P iR %,
A APt E 0o 0, R BT BR i, Bk S8R A1 V6 9 7 9) BT il B 22 4 196 A m R
S R, H— BRSNS AE AT A 6 R AR, G0R 2 I 75 1) AR A s X 167 )
SRR/ B IR YT T F ) ZE 1R I 4 BB I AR 150 R E , 7E T 4R 1B K R I )
ST, SEZEHIAT LR ) 1h ) 6h 2 120 29 18h 4 | R 2 R 3 RA 4K L5 R
6 R AT RA8R LI R 10 R A 11 R 12 R4 13 RA 14 R4 21 R4 28
K235 REk&y 42 Ko HE S E T RER . nT LU A 1 G2 HIFAT T 2B A SR
IEFZNINPNAP gl i

[0126]  JE W A UL, ¥6 7 W5 AT LA i) R AT ] ) 50 B A o) 5510 ok il 350 B8 A o) 350 77
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B3B8 I TR) RE A K Va7 A 2 IR T W) 00 38 B PR BN PR IR RIS o ) 551 A0 355 v 1k il
5o

[0127] V&I VSR

(01281 W] LAASE H Fty— ol o) 1) sl 4 o) ) o K mP 3 7 4 s S 6 V30 1l 23w 1) 7T 59 B
PRI 38 R, BT LS G YT P05 AT A8 A g g i B B i A IR AT 7). A4
ARIE T WA B K e AR SRR T B, W AEK I . CE KRS 20
50 % FIZK I 71 o

[0120]  JE KU, T LS A B EEROR ATl K B s A VR T 0 3 5551 73 AT LA
R —IEFIBE T LR FNR G Y. EFIFE R BN T 2GR R AW s X BRI A A
AT A . 2 WA T Remington, 255552 F1 2455712 /57 (Remington :The Science and
Practice of Pharmacy), 2 20 iz, Lippincott Williams&Wilkins, 2f 20 iz (2000 4 12
H 15 H) ;Ansel [KWFNIFI 25403835 24: (Ansel’ s Pharmaceutical Dosage Forms
and DrugDelivery Systems), st 8 i, Lippincott Williams&Wilkins(20044E8 H) ;2540
WATEFIF0F 2003, 56 [ 255 2%, e, DC, USA M2y it 462, UK ;Hil Strickley, [
AR RIS FR 3 5 135 o B B9 R A2 55) (solubilizingExcipients in Oral and Injectable
Formulations) , Z52£HF3 (PharmaceuticalResearch), 5 21 4%, %8 2 85,2004 &4 2 A,
[0130]  QIfy [ Fr &3], — LB FRE W] LA R 571 o

[0131]1 W] LA A% FH s ) A 48 AE AN A2 BR T 1 2035580 P (KA T — Bh sl 2 A :DMSO. L1
PR e PO I 5 B BRI T L il R AR 80, R, I LBk (DMA) L — 2L A
Tk 2 (DMF) « H o4 . 83 —H I (= Z % Z W (Transcutol) , £ % € 23 7]
(Gattefosse)) =L _EE_FEE ( = HEE B (Triglyme)) =HkS —HkS . Tk, &
AT IR — Ll (ATC) FLER MR — 2R (L AL EE G (OMD) « v — T P9 E . N- A2 —2- it
W LElT] (NMP) 5 Ao F 58 & Il (CRFS(EATR T PEG 300 1 PEG 400) \F 2 LR -E 1%
HilE (Labrasol, fEE2E 7] ) .

[0132]  {E—48ARTE T Zrh, R R O . RO R LS Rl o RN, Hoal LA
ik & Bl 28 AR 2], AR AR TRk B (macrogel) I RRL B 400 KALEERLS 1500
FRLEEIE 4000 KRLEEE 6000 KREEEE 20000, 28 £ 8% (macrogola) . breox PEG. # i
(carbowax) . carbowaxsentry. Hodag PEG. Lipo.Lipoxol.Lutrol E.PEG.Pluriol E.Z%
CIGERER a-H —o-FRE -8 (HE-1,2- 4 =%).

[0133]  HEWSHHI AL 46 2 MR T P PGS &1 Co—Co, IRITTR

[0134] o m] DAASE FH ot i v 8, 180 0t S0 08 O« Tk O T L Al o o 32 8 20t 12 AL 55 1) el I
PR AR A R AN YR B2 1) — H R VR A4« S K S B IR B IR As, (HSPC)  — Al IR B A% T 9t H- v
(DSPG) « L—-a — — A 5@ ML IRELIRAR (DMPC) \ L—a — — P S5 ML I i Hoit (DMPG) o
[0135]  SAA VAT WD IR I o (R HL & 7 9 AR 00 i B oy, WSS VTN B 5 Moy i
5 & T N R EE2R IR IR (A Ay R IR TR B R 23 TR U YR BR 55 ) IRAL I T —
B s rP RS El = H R RRE IR DT IR  RARAEAE K SR BN IRIRG W o W 1) 3R G2 I
8 1853 B0 s b AT e SE R SR DL S R ARAFAE IR« W38 W] LU R4 o 8™ ). i
] DA HA R T PR SRR AL, Al A SRR AR . AT PR P I A3 140 oA,
B = eSS, RS EAS R T Captex 100, Captex 300, Captex355. Miglyol 810,
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Miglyol 812.Miglyol 818.Miglyol 829 F Dynacerin 660, AJ LARIMVIGFE A — F Fs il
L HE Captex 200 FiMiglyol 840 %, RjMk™ b Capmul MCM ELHEAL & 5o H i EESRFXCH
MBESR T2 AR EEREW 2 —

[0136] B VA FIAL 15 AR AT LE 1 VR S 080 40 38 A 3 RT3 o 0 49002 49 R 4R ol 2 56
[N R INAR Y TR INPNISRTH I NS oy et Nl 1 S 24 X1 P ST D L U NN =1
M2 o SEAMAIAE ARSI R A FEEA TR T P 2 KB IR I IR I BE 2R (BB K2 C 2
2y Cyy WIRRWIIR = HMBS ) o 387 LU S I0 S AL SR . BRI BRIV IR AT LA
MRBR I (A ARl 73 AR L R S ) B IR . AE— e s R, ]
DA A 8E (29 C 2240 C) I = H B2 (B ansiT A B AR sAF A2 i IR / 23 1R
ZHIMEESE ) o ] DAE A A BE R SR FSUE e . H e se AR R A E K R B RS (AN R T
PRLFT (A3t ( HOE A 3 TR L A G5 IR R IR 3R R LR IR &4 ) » BT A1l
AR BT (Huls) BILARTAR Miglyol™ HBS IR A 7Y db b7 810,812,829 Fll 840 fr 78
de, BN K A LS (Drew Chemicals) ) NeoBee™ P, AE/KBFIEIEA TR
B TS . A 2B B R HE B 6 28 24 N R T AP R SR AS V0 I 7 158 ) = H 3 s
AT B0, Pk IR i IR R R (RRIR ) Bl (RZZER ) IR (-
) R AR T =8 TR (W) TR TSR (BRRER) BRI\
me (REJRTR ) « TILIR MR e B =+ =+ M = YRR 55« AMBATRERI 7R
A61) G, 58 YR 8 NIV 9P 8 I BRI 5 o {7 R R /B 458 T 7 I8 P B - — R —H ¥eh R B PR H ek
BRI/ BN e AR R R, e A 2 /D — 23 B H A AS R R K B B IR T ER e Ak .
VRN “HEw” WEHERR B R S R 4 .

[0137] 75~ {5 P L 42 b /B 38 AR 5 K3t 22 IR S K S5 el ROV 3 < 43 R A 1 e L R 2R
T ZETE T I Z0A0 0 A A2 B AL AR i AR v S B L R L B RS (beechnut
oi 1) NP JBRAT I KTV 25 o R AT 1) 38 OURT = H e (R FS(EASER T 12K ) tmT DUE A
[0138] A% Bk 1 B AN A8 IR 1) 56 & 0 ML s e Wi (PVP) Al ] DL AR 5 7). G 8 3 57 A i
H AN B T Co=Cy, JIR W B2\ 3 BR\ Tmwitor 742, Capmul. F68. F68 (Lutrol) . ¥ i &' & 7
7% (PLURONICS) (AL FE(H A Z PR T4 i 2 Jd v F108, F127 Fl F68. 1 i VP 46 2 L S Wk i 2k
(Jeffamines)) . Tetronics. F127 ;RIS HI U1 o — FORIKE . B - FOMIKS RTNZE - B - 30
K5 BT SR mE - B - IR (Captisol) ;COMC, S8 /K LI ALHERE 20 Cavi tron. %l 4 F & (1 5
LB (HAREAFR T PEG 300 A1 PEG 400) o

[0139]  W&MEAN d—a - AEFH M (4E42ZF BE) Wn] DL

[0140]  FH-F- ¥ AT (109 77 ] LIAR 8 AR s 20 BN i & B g vt e, AR IEARR T (1) %
FH AU AR HE T B BRAS B THEAN TV IR 2808, I £ 5107 V) BV EC SR 5 A
(2) SZI6 I 5E VA TT W ARV 7 b O MO RS AR T, 14 7 B S VR AL R RV 771)

[o141]  FE WA 2= IS AE

[0142] Y3597 W) 02 B 0 2% 25 B, WAL FR(E AN BR 1 B AT snl, B E AR T
FIE T A AT AT — Fh sk 2 b DMSO, H il LB PR S B 5 BE AR W TN i, = H . =
BEXS . EEKS  ToK . CER AT R = 408 (ATC) JFLIR Z.15 28 07 TR 4« J8 L1 BLEE 80, 7%
i, AR O WERE (DMA) « — RS AR (DME)  H il 48 7 % . %8258 — H B (Transcutol, ££
1538 ) (Gattefosse)) s =L RE MK ( = HEE ZF8E) PR L RERS OMD) |
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Y= T ABE. N- L -2 mbrg Kl (NMP) %57 F &R £ B (S EAFR T PEG 300
FHPEG 400) FIEFE LRFIR H NS (Labrasol, fEVAZEAH] ) o

[0143] & ¥ 5f) A F5 (H A B T C-Cyy 5 W7 R 1 BR . Imwitor 742, Capmul, F68.,
F68 (Lutrol) i e vk (BFEEAR T 2 JE v F108.F127 Hl F68. Vg Vb Il 58
Bk ) Tetronics F127. B — FRBIKG OMCL BB i /K L ALK 20, Cavitron.softigen 767+
captisol 12 RiH .

[0144] g ml DUH T3 M5 1A 210 7 AR E T IR 5 R % AE, P. Simamora %5 A,
Int’ 1 J.Pharma,213 :(2001)25-29, # H LA N I CHHE N S,

[0145] RN AERR SR RG], B0 R 2 0] AR ARAE 5% DMSO B P EREI #h Py b . Ein
FF RV DU B AR 2R IO AN R A SO RV R B A A R O] DA A Y
FHefh o 72— ANAEBR SRR, BiA a2 0T LACLRIA 2 400mg/ml IR BEHS R . R INEE &=
] DB IS AR LERR R (190 e B2 A AR I AR IR 23 18 \ I PR 2% ) TR T B
[o146] VP2 HEWHIE T I RIEASTITIR, RSB E AN 50 R I € H T %
A2 22 RIS R R T o

[0147] 3%

[0148]  TE R UL, AT B 7 Bl GV ) 1 4H 6 nT LA T AR SO 3 BRI A il 511)

[0140]  7F— 8703 77 G2y, MGV 26 10 % 1 0 B s P I AL o /T 22 3R 1T R 51
SER] . 3R] DA R IS I A, AL SR 2R SR T v IR A Ao 9, mT L
AR TR B E T (RIIRE BRER AL ) JPHES 111 (BRI CTAB) (PR ES 11 2 SRR Bk
PR T PR T 1 ) o

[0150]  BEMAE FH A2 VS MR mT DB o N IR 2 40 BT SR IR T ) R VBLE I 771 B
e 1R T P SRVR B, 0 2R R T 5 ) () M B

(01511 SR vE M 7] ) 7 4] A0, HEAELAS R T i 017 TR i 248 B 1t fig 2 B ok 2 AL B8 e T R 236 0K
T s B REE  BRE AT RIS K AT A s BCE ITIRNR AW s B i SR BE s T = MR s e A
ISR AKATAED sBUEATRNREY) % & Hm R ER B/ A H M = B KRE S s e 128 K AT
A=) s FH 2R 7K 3 1R 43 A AR A I 2 T vl ) 5 HE e ISR 22 U IS B SR Bl SR Bl 2 B
RVRIRIE T AR B 2 B AR B B R B R ) SR Bk — MR Bk 2 I, BE AT SR K AT AR, 8.
AR BEIZ S s 2R 2 WK VRN R Va B R R e R ek R 2
H&Fe IR Z IR IR DT BRAT A, BUE T B o

[0152]  SRIKSRMEAT (7 HLB” ) s 3R [ P ST /K M (B8 By 5 I SR R SR
A8 ) BRI AR IR 5| IR 7R o

[0153] K1 PEFIARYE T AT 2> 1 WIS KRR I 7 10 P BT 40 2K SRk SRl P
(HLB) %3 84> 7 B EAE 1-40 ROTE v B 3L, e S50 B 1-20 (95, HLB B
S K N X .

[0154] W] LUAE F (1 28 3% Pk A A F5 B R BR T HLB K F 1041112413 8% 14 [ L, £
T ¥ P 7)) 7~ 461 B R A LD Tl ) B AR 0 7 ) 3R AR A B B BRI B SRR
SAL BRI B S0 - WK W AL BRI — I 7 R MR 2K B A S B R T AT AR %, 49
Nikkol HCO-50. Nikkol HCO-35. Nikkol HCO-40.Nikkol HCO-60 ( 3k [ H mifk 24 PR 54T
A7) (NikkoChemicals Co.Ltd.)) ;Cremophor (2K H EL#J (BASF)) #]4 CremophorRH40.
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Cremophor RH60.Cremophor EL ;iR (SR H ICT 4% (ICIChemicals)) i {intiE 20, it
1R 21 R 40 YR 60 YR 8O0 YR 81, Cremophor RH 410, Cremophor RH 455 %%,
[0155] V& M5 pe sy T LLE B BA 20— A BERIAL G4, BTk Bk 22 /04 1 & 100 4
R LB e 2 b — A B /029 12 5 22 NIRRT R IR DB % % B & 20— Mg
Kt &4, ks 2020 1 & 100 MR Lo e b — D RG24 12 & 22 Mg
JE 1 [ R T PR B TE A s A 22 /D — ANk s sk BE R (W AL 5 405 BT I Ik 5 sk th 22 /0 24 1
£ 100 MR LA e E D — AN R al e L AT AT ALE, A
Ao P ol 2 T 3 P R 2 Ko
[0156] & 3% PE AL S 7R 4046 Lumulse GRH-40. TGPS. B8 1L ALELAE —80 ( I3 —80) «
FALEERE —20 (Rl —20) R LM (20) M ZK L ALHE B B i BRI « H VR TN —BERR R &
TERR VR O AR (polyglycolyzed) HIMBERSSEA KR A s 5 L0 K L B4 i
BT BRI \ B8 48 L0 H e, 451 1 Tagat TO. Tagat L. Tagatl.tagatl2 il Tagat 0 ( 7] &
Essen W& il Kb 22 /A7) (Goldschmidt Chemical Co.) FMNEISE ) ;2 RS, 540
TEARTR £ T MRt IRTR £ e ls s T8 —Ele, 90 A s TR T T IS s AR I 1 H il 5
51 Gt s e Y A T P R R H YRS 5 I A (L AR TR, 451 4 ) A5 SR R S S 3R H R,
ol G 5 H I 4 RIS s IR L R L ) an A LA (Brij) ZUFLALT s S TAA
FAL I 3k B, WA s v 2R IR TRR I 5 £ R, 141 PEG 300 SV R H I BR 5k
Labrafil 2125CS.PEG 300 Jiifz HilifEEk Labrafil M 1944CS.PEG 400 Eg / 251 H g
8¢ Labrasol, il PEG 300 1% / 3584 H Ml Ek Softigen 767 ;cremophors 1§41 Cremophor
B 4 (polyoxyl) 35 BRI EX Cremophor EL. Cremophor EL-P. Cremophor RH 40P,
HR O 40 EA BRI . Cremophor RH40 ;B84 L4 60 S04k B2 fRyl X Cremophor RH 60 ;
FRETR /SR S, B 41 Campmul CM 10 24 LIEALAR TR (PEG- Tl fRERES . PED- H A
e Brij®) B4 LIEALE (polyoxylated) g H g B84 LA AL I H b B 107 B2 s
1 Solutol HS-15 ;PEG- BAS(IMIT®) i A L ALBEBEAT M (MK ), WAL AL B o
RIS F] 45 20, A&k A (Tritons®). PEG- H il (PECEOL™) \PEG-PPG ( BT — % )
LY (ERE e B FE AR T2 e 7 F108.F127 Fl F68 Vs Vb I S BEIZ S ) |
Tetronics. 58 H il PEG- AL H WS PEG-LICOL 6— JHBERES ;TN —BERTAEM)  HEA 2 B b 21
WERSEATAEY) (LR R IR ARG  H AR DL SRR SR ) A/ e MRR A s T 5
A OB 2 TR P T BR S BOH BEFR MR 1 3R 1V TR sLabrasol Gelucire 44/14 ;54K
LR B ER G 5 VRN 9 3 & AR H I BR 5 Sinis v @ s BT i B mT DL b 3K
(K)o BRER ZAR MK L ALREEE i 7 BR s mT AL HG S8 L AL RS, 40 58 L AL ES 20 2 L AL S 40,
FALEE 60 IR 1LIALNE 80, FAR LMta TR ls T LU FE S A0 L0 6 TR IRIR IS \ AR L0 8
TR RIS B8 480 2075 12 B IR IR TG FH B8 48, £ 45 20 R IS TR 1 o MO N PRI B8 20— Ak Ky i 5 2 1)
411 GELUCIRE 44/14 8¢ GELUCIRE™ 50/13 (f£7£3% (Gattefosse) ,westwood,N. J. ,U. S. A. ),
AR SCHT S AR RIS v 4 124 FIYAVE 704 188,
[0157]  FRWEMEFAHE d-a - A FEEER L K 1000 BLHF NS (TPGS) A L4 8 Tl /i
RelE (PEG 400 Fff R R ) IR L0 40 WEfIRIRES (PEG 1750 SAENRERER ) FIHE i o
[0158]  fF—ULARTH 5 &, /8 FH HLB /DT 10 BIR WG TEF o X836 i v 7 n] LTk
HeeAE AR M R R S R A A H . HLB /b T a5 T 10 1S8R 1 i R 51 TR
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E AL EAH BT IR 7 P S H IR R D R 2 Hh IR IR DT IR MR 2R IR &

BE2RH IR 4 ZEERESR R O AL H M RESS A SR A S AR B2 (steryl) BESE. A
B2 B A3 R 2R B p k= U5, B Lauroglycol FCC, Lauroglycol FCC A& A —fE
HEERERE . 7] LA ISR T Maisine 351 AL & K- BENE TR, 49 Wi SR H g . 3
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BRI O R G B/ 8RR T M. REWAHE T LLIR e /425 A7) (Exxon
ChemicalCompany) , Baytown, Tex W31 B FH R A 44 4 EXCEED A1 EXACT R ABLL,

[0213]  Z#8 ] DUE b AR A3 09 F BN Do . Al &, R A RAE
TEHT . A IE T R R A B T A B OB s A AR v N I AR B AR
TF I8 VR B R A el R AR AR 9 B 38R bn T (PLASTICS PROCESSING) (Radian Corporation,
Noyes Data Corp. 1986) H ¥ H & i T 7 =X, B iZ SCHR UL 3 N A I A SCHE N S5,
[0214]  7E—SCAR I8 J7 S, 5 5004 ok 1) 25 4 3 20 L5 SR A R, i IR SR R R
AR T IR R R . A5 2R 7 S, ORI A LS R R A 2 TRCZ® 1 L .
[0215]  E—8ARSE 75 FE i, L 5 e 1) 28 2350 23 FH 5 T e 2 28 SR ARG REAS R (1 44
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BRREE. 76— SR8 77 S, W2 A AN S5 0700 DL 98D B3 i3 v T 16 7 R Y
BAH BLAE R A B e 75— S8R 08 7 G2, U500 Th IRYE TT P B2 AR b A Al W i i e 1)
52 Bl 253830 A iR 1 b

[0216]  {E—287RiE J7 &, HlR R AR B B A, HAE 25°C5°CE —20C I — A 8%
AL BRI [RASE o A8 —SRARIE Ty S, Hil R R R B AR T, HAE -20°CRete e 22 /b
Yy 1 B2 2 B 3 DL 4 BB 5 B 6. B DA TR 8 EDL 9. F D
Z)10. 2D 11,204 12, 802 15,52 /0 2 18 k&A% 24 4 HIGISTE] o #F— L4358 Jy
S, IR R AT, HE S CRfRE 20 1 204 2. 8/ DX 3. 8 /DA 4.8/
5. 82/02)6. 20 7. 2/0Z 8. 2 /bH 9. 0L 102 0H 1L 2 DY 12, 208 15,270
2y 18 B A /D2y 24 FIRIIS ] fE—2AR5E 75 S, IR e H A T, BAE 5 CRefRER
YL B 2 B DL 3 B A FE DA S B 6 BT B8 B9 F D
Z)10. 204 11204 12,8 /0 %) 15, 2 /0% 18 skA /D) 24 A~ H IS IA] . #5235 Ty
S, IR AT, BAE 2 CRefR R 2 A L 2D A 2. B /DX 3. B4, /0 Y
S LA 6. B DA T BN 8 B9 B 10. 204 112D 12. 802 15,870
218 B E /DY) 24 JE IR,

[0217]  7E—2L7R@ 5 rh, R AR B A A T, HAE 20C, 7208y 1. 204 2.2/
A 3. /DH 4 FE DK 5 B DL 6. B DL TR DL 8 lFE DL 12 A H R R R E DA
95 % A8 e o FE—HCARE 7 L, HIF R AR B AT, HIESC, EER DY 1. 204 2.8
DL 3 E DY AT DA 5 DA 6 B DL TR DLA 8 BE DL 124 KA o EE D
29 95% A o 70— LRI 7 R, IR AR B, HAE 25°C, fER DA 1. 2 /b2 2
LA/ 3 HIF A g 2 /20 95 % e 1

[0218]  7F—Le55@ 7 L, e RN R 2548 (applicator) , HAK A 5 il 24 4% & Wil
21

[0219]  FF—4e50E 7 b, fEIRAE 5, AL G TUERE MR A B 2y 2 P Refa e 2 b 4
IEDA 2, DL 3 B A B DLA 5 B DL 6. B T R DA 14,520 H) 21,520
28 BB /DL 35 K BDA LN H BLL2NH BDAINABDOL4ANA B DY 54
H. 2086 MH. 2PATAHMH BPABNMH BPLHINH 2D 10 MNH. 2D 11
MHBEDLL 1240 H.

[0220]  ASSCATIAI R 2524, 1225 A (1 B 252 B 1) L PRV 1 36 (A IR0 AN B I 16 2405 W 1 sk
EAIHE . fE— 200 75 b, Pl B2 0 R FIBE I A . fE— 200 7 =, 5
BT AN B BB E B 1), DAR I 50 S 52 S 48 Bl B 5E S % X, FE A 0% B R
3 By

[0221]  FE—485 08 77 b, E PR AR I 2 /D — b kL, DR B s A & i AR e
Mo TE—2 08 75 2 rh, AT T A g A by W B B LA R X 6 R
B E RS S BUR I HIF) o 75— L4858 7 R, BERs > B S9 VE A T Bl i 5
()64 B R S R R B K R B . 76— S35 7 = b, B A AT B, LA
BORTY UV 4 (CBFE(EAEE T UVAL UVB F1 UVC) [I7KF 0 B ik o

[0222]  7E—48Api 7 &b, Ads AR S s A s Wi e ik fuds, f£—2E
T FErh, IR ADBEDE /> Bk 55 1 T B30 e w0300 1R O 2 Bl H e R A T 2 7K L i R B
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T

[0223]  7E—487R30 77 S, IR AL BRI S 2 P i — M el 2 R o e, AR — 4
AT TT S IR AAHAE NSRRI PR . AE— 2800 77 e, IR 2 A S AR
HXRAABIE AE— SRR T B, B Rk G ke B, HASS AR 2 7] 1) A
H R A o

[0224]  FE—UEARIH 7 A, MRSV YA BRI EEEE R / 8k ) I 7R,
TR 1 56 B R0 5 50 ) — AT AN OB o 70— S8R 7 S, 5 2% TR 1, JF
H S R A IEL) —80°C R 40°C 4 ~40°CHEL —10°C 4 -25CRZ 10C A4 0°CEY
20°C B Z) 20°C L 40°C R, fRFFTE A 58 EEMERT S HI7) ) — AT AR S N o 7E— S84 38
TR, M LR TSR A7 £ 1 2D H) 2, /02 3. 20 A B bY 5. 5026,
2T RN 8 BN L1020 A) 1L R Y 12, 207 15,8 /02) 18 5 & /D
29 24 A~ H I, 2R RERE 10 5e BEPE R 5 0570 G — AT B AN B o

[0225]  {E—4LAR5E 7 &, AP A BT ROV UL R, DUE R TR S AR I LE 3Rk B &) o
{25 77 S b, A T ARBUN T2 sml /N T2 4ml /N T4 3ml /b T4 2ml b T
Z5 tml /D TF20. Tml /D F250.6ml. /D T2 0.5ml. /DT 250.3ml. /D T2 0. 2ml. /D T4
1200 1./pFZ 1000 1 /D FABRrIPDTLA0L I/PDTA400 1M TFA 3001 /DTY
200 1P FA O DFASuIPTFA201. 40124200 1.40.1 24 100 1.4
0. 1 2450 1. 240. 1 241500 1. 450 2411001 1,25 10 £45200 1 1.47400 £41600 1 1,
Z50.5ml £2) Im1. 4y Iml 4 2ml K2 Iml £ 5ml 1] 5, M ALSUEAT T, TR TR S
R L I B f )

[0226] 75— LLAR5E Jy G2 rh, KK & il 24 8 T e ke 16 77 IR BRI B0 IE IYE T7 )
T, BLFRAHANR T TV 97 A AH G MR B B AR PR () SE R R A W) o AN SCTIR IR 2 TS ke
A5 BB 2 AR TR A R M 25 85« /- SBARIE y rh, B 2 il 24 2% LA
Heda g 5, ZRUE R T I B L W, IR S M A — Rl el 2 R e iy
(BFEEAR T L) o £ 7 b, TR MR A B 228 TR A8 4 2%
75 25 2 94% PEG-400. %) 4% Z T (1F& 52 5 o

[0227]  ASCTRRRA S —FEZ MARNA G, £ SBE R, e s — ek
Z RSB B — P a2 MG T 1) B — Pl 2 R A T SRR IR A Tt 2 4, ik
AT I ARE AR T 2 B 00 8 2 B0V AR % A5 B & B A 4 = FUEE C B IR T
HEHAMLE—FEEZ M s (BFREEART ) M AEFIFHLL LB &L 2% H
A8 2% 29 94% PEG-400. 2y 4% SBER AR TE AR 75— A8 7 &b, 25 s —Fb
BZ AR, AR EAR TR R AR 28, e BB, £ — Bl &
o, R R R B P ISR IH S R I R AR S 2545 UL e VR T IR I 5 v B0
i [ UL

[0228]  7E—HLARIE 7 R, A SCTIR A AR R IR AR o 75— 2A05d 7y 2, IRt
BERELE , AR FEART T2 AT ) R AR e TE IR T ) ids e M . AE— 2l =,
XX BAREHAT Bt , CLHRRR 8ok /D iR B i Tt 2k 75— 28R 7 2, AR R AT
Bt s LHERR 8o /D H7) 58 28— Pl 2 P s Sy, BIansa <. fE— ARl R, s
ST E T B A (R I 2 o 76— S8l 7 R, Bias R AR E i 254, ) iRk 75
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2005 4 10 F 11 HIZAZH US i & F g 5 60/725, 934, fCHLEA4 5 57796-30009. 00 7
Py LN

[0229]  #F—4LAFH 5 &, U 110-160 H ) — e s 43 E F B/ i = sl L e 134
WS AT o 75— LR T B, IR AR R R M B TP R . 7R SRl Ty P, TR
BT 75— 2 7y b, B i T E A U (AR HANR TR 3
) R TNEAE. B SRIE T B, IR RS TN TR SR ARSI R T
[0230] 4, 7E 284058 I, — A EE AP IR BB e TR T, B
77 1 B ek D VRS HRFRI AN B () B 23 45 7K S K ZE VR A T A

[0231]  7E—2LAR5E 77 i, M AR GO A s G o A6 — S8R5 7 2, M A A2
Ex GO AE . 75— 22008 77 2 0, i It 2 B GO I R 4a i A <o 7B — 284
7, YA AR IR AR E T AT DA e 4 e o

[0232]  7E— 48R Ty i, it YRR I A4S T4 —20°C5°CEL 25°CI— BN ML
ETrfawe /by B .2 bAWA. 2043 B 2 0% 4.2/ 0% 1 4. 20404 H.
2L INAEDLAANH BZOASNH EDAANH ZDATHH EDA8AH.
2LHINH BZLA 10N H 204 1LLAH 208 1240 H. 204 1440 H 204 16
MAEDLA I8N HEDA 204 H EDL 22 D H EADL 24 D H B DL 3E F DY
LR DL 5, BT BT, IWRAEL 20C KRR T RERDA 3 ANH 2D
216 NMHRDLIAN AR DL 1240 H o FE— AR T 2, WAL 5 CRIE A T e
BRI IR A 1) 1 N SR 43 I 1 N 49 B W O S BN SV s R O S ISR A IR O S I R 4
6 NMH EDL 9N T BDL 124 H 202 18 B R/ 24 D H

[0233]  7E—HEARIH 77 & T, AHXS TR E O il & VR T W) B i, e RRE ME . AT LU B
T B HPLC 58 Y67 W s i) A e 1

[0234] 75— SCARIE Ty G, AN SO ) R LA — sl 22 o B A7 5] 2 R A L G LA
)BT AL B AR SO IR R A B A 85 22 U5, I & T30 97 BT e Ak 25 2411
P9 B IE A2 A R

[0235]  7E—LARIE 77, DL 25 25 MR RE i 25 B AL R B K 7E— 2R T =, 78
YR P R ARRT, W BT B R RE

[0236]  7E 55— J7 [Hl, A SCHEAL 2 AL B A SO il 1) — Pl 2 Al A 55 & 8 X 25 &
TE— 2SIyt 7 2, A TR YT — sl 22 Pl i FUERE 1) — A~ B2 A4 2 i B
o B2y =, RS SHR YRR A B AR AR R . 7R 2E S0
TEY, AT ANBENEHBELE P RARSRE— R 2 AR 2= X
fl—Ff o fE—20SE 7 S, AR RS Rl B O S B A AT — R

[0237] W] LA VATT < TR P AR e AE s A v 3B 1R O IE

[0238]  ASSCHTIA IR A2 A FH AR ST I (1136 97 400 SO 351 84 w50 0 7 v2mT LLYR 7 s
P AR L S A Bl T AR 5 O i R PR 78] o £ — SR AR J7 =, AL
FITIR I 7 40 SO ) VR il 500 R0 77 325, A8 5 B REAR BIVR YT« BRIE R ST S 4h
B, B 893697 7732 0] AR B AT B AR AR T ARSI .

[0230]  TE K SR UL, X T FHASSCHTIR [R36E 7 ) J0C R ) 550 804 1 350 R0 3 2R IR 97 TR 4
il L3R AR BYCEAT v IR AU R AR AT MR G 1R B AE mT AR VR T TR 0l B3R kA
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SREAE VIR IR YT BT o MR Y2 99 B9 i 19 78 8 A0 5 (ELAS PR 55 5007 A i 7 T il A B AR I
FELF /B3 ik % 507 A ML A T JS A 2 (RT3 X i o

[0240] R[22 30K, B S B LA N BSIACPERN S, BoR T — Ml 2 Fi il
), A0 A5 AE AN B T 55 00 5 2R 50, TT AR s AR S 1) 7 VA I IR R RS, HLT R SRR
FHIAR T PR & K E A = A SV ST WU TR T S Rl BOWTRE ) FH i 22005 4F
2 79 HIRZZMUS 60/651, 790, @ B A “H T HRHE 677 B 6157 52005 4F 2 H 9 HEEAZ
[¥) US 60/664, 040, &L H Jy “F T 59 SO0 IE ¥8 77 B0 AR HI577 52005 4F 3 H 21 HRAZ
1) US60/664, 119, @ H 2 “ T ¥4 97 15 398 BUW I ) 25 P38 R4 ” 52005 4F 3 H 21 H %
AZHIUS 60/664, 306, &1 H A “ H 6 J7 5 o8 BOWRE B9 JRUAE JE A4 i 370 R0 A i 51 7 52006
2 H9 HERAZH US 11/351, 844, @ H A “ A T HRIGE ¥4 77 11577 52006 47 2 H 9 H$2
AL US 11/351, 761, @ H A 5908 B hE 397 IR AR IR 52006 4F 3 H 21 HERAL
%) US 11/386, 290, & H A “ H T V77 00 BURAE 25 P0IB X R AL 52006 4F 2 H 9 HEEAL
¥ US 11/352, 092, @ H 24 “ 75 11127 25 il 5 A e 0 AE H 77327 52006 4F 2 H 9 HEEASHY
US 60/772, 018, & H A “Fa e Hil57 LA A e T il & Al A 577 sUS 2005/0187241 FiTUS
2005,/0064010.

[0241]  FHASSC AT IA 1R 0500 « 800 0500 R0 5 0T LIRS S T a1 3R R A sk BV 9 IR
(195 0 D9 JBER T/ o fk 28 P T A 10265 T2 J A DX TR 2 9 8 ik A 55 (E A B 88 PR 99 490 1) B i
A PEBEARYE R PRI TP AMD S LA R (IR A S AT YR 2GR E ) IR S R Y
0 Jit 98 B K &% I 4 A R 2 0 sl B SRR e AR I | I R S SORE R A MG o AR ST
FIT 3 BR300 VB SRR 7 90 ] LAYATT < FIRH ~ A« 3R e A/F Bl 01t 39 3R 1 BRI 593 B0
31 1 e e A BRI 7 9] A R AE A BR T e 4T A R0 L 7 Mk D) 2 s ik PA) 2 S ik PA) 2 92
T4 ~ SODR 20 o 2 I A0 I Ak J] L 98 AL 13 T R D I kbt M i i SR B AR ST
I M S RIIR T 288 M 1L 005 28 OG0 5 (post—laser) FFARRE e R 1 AL JR LK
5 AL X IR I A  Jhk 48 I JRE 1 9 RE W R 40 5 R ARSI M (fA (angle) KB
A I T R ) 3 A A T IR T 28 8 RN e 4 i 5% B B K L R R
P 45 R o 20 23 S R 5 | 0 i B R L 5 T A W o e 3 AL Y I A
CALHETF AT (1 3G 5 PE B AL R 722 ) , o 15 S5 PR AH %

[0242]  {E—2UA5E &P, BAME CEIEEARR T AZEAE) 4b T AR 5 5% SO
(1% v AU T BT 8% AR Sk 1% ) 570 60 24 49 ) 500 FH T T 7 ML 92 i B o B30 S SR L 1
Aib T R IR R 22 9 BRI E 1 e DRSS B4 2 LA 92 B RE 1T REAE SR S A T B —
FhE 2 PP IE AR AR . 75— 284818 7 S, BT BRI AMD 5y RS I AN R AR 2 /b —
SR 8 A 1 AMD M. 75— 28838 7 &b, AT X UHR 8 s e AMD = AU
RIS A AR o — HUIRIS A I AMD AN 76— 2838 T 7 Sy, AR SO Ik ) i) 571+
29I TAE TR R ONV ) g OB AR Hh 7t ONV BRRE SR H R A, AR (EAN PR T 70— HUR
I A AMD M CRUAR(EANER T AR ) RORHIAR Hh 1R ONV BREEIR R A . 75—
LEARSE Ty FErh, AR SC IR R RN 250 5 A A — HRI AR AMD AR IR XS
UHR Py ONV BRAEIR H R AR o 75— 287038 7y Ze b, sl 25 im0 3 < m) R &4, 44
FEEARR THE MR LA 7 9, 1 R A 2 P iR 45 15 R 25 25 20 05 2k 20/40
Bl T (R
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[0243] 75— 258 75 G2, 4 A SO HTIR ) F0URH 25 40 50 T 96T S TR AMD B e IR
RAE. TE—SCARTE J7 S b, 3 AR SCHTk 1 il 50 A0 25 40 w0550 A T 69T TS 1t AMD BY4E
IRILRAE. A8 — 24850 77 Zrh, XA AE P AK I b R 2245 (non—central geographic
atrophy) WA CELFEEARR T ANSEAK ) 25 25 A SO R il 55 B2 iR, LAYR T T
77 A R R A B IR L R A o B SRR g S b, I 2 R AL s R 2R AL A
W), BFE AR TR R, £y &b, BRI AR N a2 R
20/40 BCEEAFIIHRME o 7E—SCARIE 75 S, W A SCITR RN 25 R4 24, IF BLITiR A
A CRFEEAR T AN B4 H VT ITd 00 BOpHE (1 58 R ikifyr . 78—
T3 G, W A SCETIR I 50 25 ) 50 F 9T S TR BT AMD BRSEIR R AR, HAE
FH AR SC TR () 500 5 25 w0500)36 97 LART BRI s DUS A CEFSEA R T AZBAMEK ) a4
RO 263 1 O 567

[0244] 75— 2CARIE 75 G TP, P A ST T I 1 sl 300 R0 24540 0550 FH T v T HIR e 248 6 98 A R
SERR 6 BT T OEHR BT HR A — A Bl

[0245] 75— 2CARIE 75 G2 b, 50 B2 30 L S R AL S i an a8 2, JF HR
S TIRYT TR IR R IR R AR o 48—l 77 b, R sk 25 360 1 s ) 24k
YN R, I IS 25 TR T7 TR 28 N P 45 i ¢ sk iE SR HL R A o

[0246]  7E—LLAR5E J7 &, B A STk RS A 25 P il Fn) YR 97 i OER . 7E— 28R
J5 &, 09T GHR B9 A ST IR B A 25 R B SR 2R Ak A B W AR 2
HAE FHAE T oD SR A B RAE R SR 25 o 76— 22800 77 b, TR 97 SO GAR Y
ST I IR ( 550 R0 25 4 ) ) B B R R AL A ) i AR R, HBE A TR M B K AR
AR o 75— 250 7 22, T V677 75 JGHR B AR ST 1y il 55000 24 49 ) 3 A 2 B
HRAA DG R, B T4 R BCE K& O/ DI AR B e IR AR ST
AR L o AE—2AZIE T7 S, A SCHTIR I IR 259 50 A sh e Ry 1B, IR 1A
ST OLIR .

[0247]  {E—SCARSE 77 2, B A ST TR T SRR 25 050 FH iR LR AL 58 . A
— WA Ty Grh, AT T OGHR (0 AR SO I 1 TR RR 24590 3R SE R RA A an e
WAEE 25, HAH TR 77 s (22 L M i R s IR L R . fE— 2881 7 &, A ST
[R5 B MR E R, FRH TR R AR 42

[0248]  7E—SLARSE 75 ZE i, B AR SCHTIR il R0 A0 25400 030 FH 3 A0 000 s o o e i A
PESR (CRVO) < 3 2 AW 100 FIES 5 Fk P41 2 (BRVO) < A% 194 J A0 75 9 P i « 5 B 7K b o b s
TP KPP BT A 5 T i R PR T R I 0 7 A P A L A T e A RS R A
(R —Fp a2 Ao 78— LRI 77 S, w5 B2y M A & SR RS an s i ==, JF AL
W H i 25 V07 TR —Fh B3 2 Pl S8 500 BIUW T B B IR R AR o 75— 2970 7y 2,
W HIFIFI 25 IR EE N eh 29200 0 R 20/40 SR GF HIHR G o

[0249] 4 F 3577« T 9 shil MR 7 287 sk 28 | A 3R L O 4 sl A LV 3R I, W] LUKR AR ST i
AR Y D 571 R 245 40 ) 0008 Jet AR B 2 SR ) % g A 2 2, A AR RS BR T IE  FIR I B R gs
2y, HELERAE ARG PR AR, FERHE R 76— SR8 7 T, AR SCHTIR )
A5 TR R, B TRy A R

[0250]  FH A ST AT I 19 Sl 300 « 980 4 0500 R0 7 32 mT LY TR i 3R R A sk B v IR
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I — PR IR AU AMD . E— L8RI5 S b, R AMD IS SCHITIA 0 i 57) S 8 1 il
FUIRTHENGTY o FRIE K AMD FFAEAE T - 08 B ALK 238 I 1 15 A7 2R A B I e
AR RALE . IR IS (B IR R S O R I AT R

[0251]  ACSCHT IR IR 37) V80 HAR 500 A0 7 3534 T AR T B sl g AT PE 7% 30K AMD (3
AL A €5 3 R B RPE SR AL, B3 EOGIRSE A8 A ML LT MR JEER Bk AR BRI s £
UIEVIE ) BRI AMD 1A

[0252]  “THPEACYE” 2 LA YEDTEWIAEDE (macula) IR I FEF aok FE SRR LK A0 1 Ji € 35
AN RFAER o \E A SCRT HT I, R 52 s DAV B PR MR Hig LA O TRl IS Eos 22
TP A] R 2 ) B TR AR R A S I BRI . 25 2 R A R BRI R A2 B
BR AN IR, FEAEBATIR T W D0 T w] RE L, P it 07 T A2 491 2 i A 4 i AR DG M s B AR
(AMD) [’k 48 s 2R MMV Ao LE A SO FH I, AT “ I8 A 2 7 H B i & 28 (S
M) BIHE A o MR SO R 1 “ I e A2 3 R B i i L AR O
I8 A0S 1 77 A AE R I B R i rh % A, 2 B0 ) PRGBSk s Fh e I (il
AMD AH S k2% B8 AL B T2 A ) R0 B0 A o

[0253] ST ik i 70U AT 77 CAARAE AN PR 2 B ip i R R AR A7) ) ie
AL 677 B3 S0 S0 5009« SEIR L A A BEUE TR , BT PR & 45 b S B AH ¢
I I AIE » BLAE(EASBR T4 b 1028 B R AR AR DU 20 B R S
NI ~ o PG TR 0L 50 S AR T Rg L IR AL ey Ik e o £E— 28R TR 7 S, A ik
IR AR 75 (AL AEANBR A 85 o W08 2 B R AR 50 ) 3wl AHT 67 4% ol
SUBEAH R P AIE » BLAE(EANER 540 b B0 A8 B B A AR HUE A A 1R
GBI 3 FEPIA o I BRI 0B s 5 PP g MR R IR e S e o A ST 19 351 RT
WA (R EAER T8 S A 2 A R R R R ) Al B S el . ASCHr
I TR AR IR RS (EAS R T35 R A 3 I SRR AR 55 ) Rl LA TR T
917 < AR I 2 B B 2R R HE e sl IR IR, B MRS AR 0 2 B B A B EHANR T
FEAELER/CoJIE < IE 55 B s /8 o J R AT B B8 ) o SR ARTE J7 870, K AR S P iR 1) 1157 A
WA TR T B4 B S SUHE R I R, Prid AR 025 B BV B FREA R T8
FELFRICOE I ST i s /8 i SRR AR B o >4 F VAT TR IR S e AR O (B
(AR TRBAHF ) EIEH A AR s AR I, W] BURE A ST (4 1 570 A0 25 P i 77 3 ek
A A FRI P12 25, AR EARR Tl O g 2.

[0254] 4 Bf 45 24 m] LGB AR R4S 2ok S B . He 40 B 28 25 i AR AE AU 2
SN R — SN B FIFE IR AR 7)o

[0255]  \EMIASSCATHL, 45 2596 7 P05 S D SO AE T 5 AT 48 256 T T YT IR
T BOPIE (K 1k AR EG , 25 259677 P05 » 000 SO AE 1Y) 23 20— Fbfr R 00 81 1) 4 5 ik ORE
R et s fs Ao

[0256]  \EQIASCHT AL, I 45 253677 W05« T v SO AE SR 45 291877 YD FUR » JRI B
JIE A v Sy 00 28] ) A0 B R i BOEAR BT T o

[0257]  \EMIASSCHTHY, 45 2596 77 W0 SEIR PN BURIE A AR 1iv 5 BUR 4 253677 )
I BOPIE [ 1k AR EL, 25 25367 05U » I B0 iE PR 22 20— ] A 00 81 £ 40 B A
SCREIRAE I T8) L SR B o
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[0258]  IEMNASCHTH, L5 253097 W I0 YT 7 P BURAE TR 5 A 45 258 TT W) UK K
T BRE R RE FEAH LG, 25 259897 VD55 » 5094 B0 RE 1) 22 20— m] A 0 381 1) 40 BEARE Ak 3O
RAB RN 15 1B

[0250]  1EANASCAT A, 18 ik 45 2507 WD B BOBTRE VR 7 FR 48 R IT R IR
T3 BT (1) 22 20— ARSI 30 PR ) SRR AE BCRE R IR SR AR SR S R i o

[0260]  EA 5w A BT B I A CRAEEARR T A8 7] DU B 1 Ik
P A 22 2 A ST IR T8 ik AH DR A b DU ST I TV ERRRYE SR ] o 5 AR SCIR, BT
B A= ] AR A £ 4 90 M58 & AR/ B0 2B I T A A P 3 ST bR E 2 S 2
T EINHIEA T AN

[0261]  IEWIA ST A, “ AN A7 38 A2 W] LLNAR STHT IR K16 57 W) 1) 25 25 3K 20 A4 5
Yo B2/ R, HIRITT YR A G RIS A A8 2RIl T R, IR YR
YR NBAE . BRI T P, W LR TT W i gs 25 2 S B B Ak . AR
7, nT LRI P i gh 25 R R SIS M B 1k

[0262]  FHASCHTIR 1 7 60T LR ST BT < P 1 3R AR Bl s v a8 1 JHL & e o A it
LG 23 FFAE LT LR H R I 28, o & B LA R S I ASCHRE A 275 22004 4
4 H 1 HZ2FFR PCT 23 3CA W02004/027027, @ 5 A “ i ik 286 FB 8 A= 1 88 T8 i 7 427
Ml g EVRVE R IAEE N 51995 48 2 H 7 HIRAUW US RS 5, 387, 589, @l H 4 “if
ST HRIE RAE M 737, KN Prassad Kulkarni, 3% 1b25 i 5y W 4k /R ORSEF AR 42 4% 52003
fE 4 H 23 HEEBU US RS 6,376, 517, B H k “ F TR ACAZ RS () 2- WRIE BR AT 4=
W7, b4y GPT NIL 2 A PR A7) (GPT NIL Holdings, Inc) ;2004 4F 4 H 8 H /I PCT
TSR W02004/028477, @ H oA A0 B 8 AR IV ST W) BRI WY R 25 2 77325 Al 25 5%
A FH A7 Ik 2 JELREORR I 1 50 s LR T A/ BT AR I s i IR AH % 79227, Bl
AT (Innorx, Inc) ;2002 4 7 H 9 HEZAUKZEEEF)S 6, 416, 777, f H K “HR
Bl bk g7, At 4 2 IREEERA R A7) (Alcon Universal Ltd) ;20044 3 H 30 H
PR ZE E EH) 5 6, 713, 081, @ H 4 “HREHATT ¥ ik 2 B M il & Al A X Lo 8 1 7
VR, Bl ghy DARFIM@ BEAR S 51996 4 7 H 16 HFAURISE E LH)5 5, 536, 729, @ H 4 “ H
THRBME 2508 2 257 (Rapamycin Formulations for OralAdministration) ”, il
5 E K EE AT (American Home ProductsCotrp) o

[0263]  Z52ik4t

[0264] AL BT (1) il 551 77 32 R AR HU5RHE — b B 22 Bl T 4 B IR B8, A EEH A
PRT AR

[0265]  7F—LLARIE J7 S, A SCHT IR IR 7 VR AR R — R el 2 FG T ) ik
KB CEFEEEAR T AR 8K

[0266]  7F—LLARTE J7 S, AN SCHT IR IR ) 7 VR AR i — A el 2 FG T W) ik
IRBNEYEIETT S TUS7  F0 ) RE AR S A BB AR 1) BRI T 7 X el Bl 5 22 42 3 DX 3k 1)
TR

[0267] & Al 37038 v m] DAL B S SRR AR PR RR 25 2 40— S0AR Tl 7 R, Bl i
iR 25 24 AR I AR, FLAEAAR IS0 /S T B AR R — 22 o 75— L8AR I 77 Z2 1, R A i) 571 LA
/INTZY 50 w1 I ARRAZS 24 R IR &5 5 [A]
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[0268] Ll I — R RRZE 25 INF, IV 4 PR, RT LU T 45 28 V8044 il 500 1 45 Aot S0 4 B PR A 2
H—EWARGTATE o FERE— APV R 2 IS, N P, iX 02 HARARTR o AR, R LbyT 55 25491
LR Iy B A AR TR R T 10%, HAT I AR R IA 20 % B £ o 3l A4 Hamilton
HPLC Ry S 2R KE #2110 %6 yu Bl Py, HAE SR A T 100 1 BUR AR

[0269]  7E—LEARIE Jy G rh, 4 AR A SO I AR 0300 45 24 2 A IR I A 1A HR
() B 3B 4K, TR AR RN T4 200 Lo/ T4 1000 Lo T2 900 1/ T4180u 1. /N T4
0 1./hTZA600 1. /N TAORI/DTA400 1. /M T30/ NTFA2001./N T4
0l NTA5ulPNTA3u LS/ TA Lul, BB MTED, H/NTZ 2001 1k
TR A SC P s v PR 05 26 245 2 S IR B PR IR I ) e B Ak . AE— 2818 7 =, B/ T4
10 0 T ARFRRI A SC P ad J8 AR il551) 2 24 2 BgAR o 78— 287000 7 B, i — 8 (R A ST ik
AR i3 25 24 22 G MR I B8 AR RS X e 3 4, Pl AR 2 0. 1u 1 2452001 1.4950 1 1
FL42000 1. 45001 2241500 1.240. 11 241000 1.450. 101 £450u 1.4 101
A0 A1IR]IR2A300]1. Al 242001 A1l 2410l 1lnl 24
Sul, fE—SAE =P, K4 1ul 24100 1 RIS SCHT IR AR 1577125 25 2 S IR B
ARIR IS B AR . fF— STl =, B4 Lu 1 245 0 LIRFR AR SCHTIR R HI7) 45 245
2 AR B R IR S R W T E, B Lol 2450 1 AREKIASTIA
AR 25 25 22 T HR I sl M RHR B O B B4R, F— 28 IE 7 =P, 0290 L 1 2452000 1
PRRR IR AR ST P ads v P ) 71) 25 24 22 G MRS B I A MR 1) 3B 3 4

[0270]  7E—48ARH 77 ST, B8 VAR KA SCHTIR AR IR S5 T 45 25 2 SR A Bl
PRIREG , Pl S ARBZ /N T2 1000w 1. /N T25 6001 1./ T25 5001 1./ T29 400 1 1,/
T4 2000 1./ NFZ 1000 1./ N FZ90u 1. /NFZ480un 1./ NFA 700 1./ NFZ4 601 1,7
TL50u LT 400 1/ T30 1L/ T4 200 LN T2 100 LT 50 1/ T2
3ul8UNTZ Lu SRR 78— 280 7 P, K/ T4 20 w1 ARFR AR SCHT IR VA4 il
G5 [T 25 25 22 e BRI BAMR IR IS o 75— 28383 7 B, 4/ T45 10w 1 ARG ST A
VAR 45 R 25 24 2 A MR IS BN RHR Y o« 7E— 2874800 5 =, B — 2 AR AR SC AT iR
PRI S I 25 2 22 SR BRUS BSC PRHRI , TR AR R 29 0. 1u 1 245 2000 1.49 500 1 224
2000 1,29 1000 1 253001 1,25 3001 1 22940010 1.2 4000 1 2225 5001 1.2 500 1 1
2710000 1. 4500 1 41500 1.450. 1n 1 241000 1.450. 101 £450n 1.4 101
A0 AIR]I A0 A1l 242001 A1l 24100l 10l 24
Sul, fE—SAF T EP, KA 1u ] 24100 1 KRR SCHTIR BRI N 425 £ %R
(FIIRL S BRI IRES o 7B 2RI 7 P, A Lu 1 229 50 1 ARBRIA ST IR B AA )
ST A R RINIRE BRI IR . 2 TR, B 1ul 2450 1 FARA
SCHTIR AR HIRES T 25 25 2 G IR G B A TRIRES o A8 — S8Rl 7 2, 0. 1wl 2
23200 w1 AAFR IRIAST BT IR v A4 il 3R 5 T 45 24 22 A R IR A B 1R KT HR S o

[0271]  7E—28AR5E 77 P, ASCHTR AR HIFIA S AR T2 2500 1 R L ZFF. 1
— RO T S, A SCHTR AR R S A KT 2500 L AR T4y 2000 1A K T2
BORIAKFA 1250 L AKRFA100 L.AKFA B ARTA001.AKTFY
256 LN KT 200 LLAAKTA 150 LLAKTALO0 LLAKTAT. 50 LLAKTAbu L,
AKTFL 250 I AKRFALOLLAKTAO0. 50 1 RO, BE5R L EREIFIT
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DAL 41 PEG 300 BX PEG 400,

[0272] 75— SCAR5E J7 F2 b, B A ST R KB HIFR) & B A — B TR Y CRLAR(EAN PR T 7
— /NI ) TG X IR 25 . A2 ISR, A T 5 R 4 2 S s R Ak
PRI FESZ BRRE 7, BT L, 5 5 S AR L, Pk 22 IR 25 2549 G 22 kA 5T, REASE B K 1 s 51 =
G R eR 2.

[0273]  {E—&ARTE J5 SR, AS SCATIR 5] T v R A T DL — 2 R R S I R —
Fh I 22 Fh BT 40 0326 )4 B4 HIR 5 /60, 6 BRE R 400 199 65 ik 4% i 2EL 2%, P i s T mp s ) ) 2
RAGTT ~ T 300 )75 50 AR 0 350 23 FT 3 V0 32 3 AR i« S 8 JHL A 1 Bl B35 JFL v 38 1) ot A
LA TR

[0274]  1E WA SCAIT FH 5 A0 190 5 i &% M7 R0 < 408 IR e ik & e 2L 287 S [ S ], i HIR A PR I
JERTI ik 28 HR 2 2R IR 21 5

[0275]  [EUNASCATH, “ S50 T R B0 S R 2 DU 25 5 2 [ B st 5

[0276] {4 AEFR il 7~ 491, 2% SCFr s (3% w) 5) « 9804 sl 350 R0 7 25 ] DAL — s B A e 52 i)
25 25 B PEIAR IR 5 7K DU L 25 5 L TR R &5 iz ) 0 D) i fk 4% i 28 23 B Bl A AR HIR I B
52 Bl e X, BTk e 2538 it BB 4h 25 X Lo 2] 2R ol b IR L IR R 45 2, ik
SN ) S AT S T 3] ONV FIVE 1t AMD | SE 38 J o Ak sl 35048 G0 38 ) R e S8 st
] HuRE AR AR BRI TESS 25 2 A FREAN PR T BBk P i 55 N RIR i 2. Xt
TYRTT TR D] CNV AR 1 AMD | 238 R A BB L v 08 B — R s X 1 e — A
G B & A A5 R R 2] TR) AT DL AS 5] )

[0277]  5—GI e S (I HR S B AR AH LU, BB IR 25 24 02 50 AR k. R v E I R
VR RS, AT YR 7 A g e IR G 1 5, BB A N4 AR A EUBRM &, IR B 45 24
W& T 25 25 L B R N 25 2512 FMEEUMS 2 . MG T Y il I IR R AR s e, VA
J7 FLAT E AT DL 338 A P 25 2 ¥ 7 1) SE i R (R RIS 110 AR 35 T e W AT 1) o 28 )7 8
A AR IS LA 20/40 SRR 0 I, &5 5 3 55 T TR MGG 5 s B0 i B 48
IR R AE.

[0278] W] UL JH T 45 25 AR I [0 25 2538 12 0 FE B R BR T i A b BN (46 i o v
5 MR SRR, AR EAR TEN (Ban@ st s ) AMARKIREE . ARSI
DL4s B4 2y, BFREARIR T R R 251245 B BTG Sy UL IS Y L sh ik oy S 5 P
a0 NN 73 RN Al NN = WS I Y g O T N =1 BN TSI R IS I S B =
PSS BT R IR i B 40 800 55 BCR USSR R s 2h 24 o 78— 2970l 7y 2,
¥ BTG N2, fE— AR 7 b, o B IR B R N 44 2 .

[0279] AL VAT WS 20 A ) FH B PR R R LG 25 A 7 v B e 45 24 R BRI, AR A
B0 vk, Hordp (1) RAITES 8RB N EM B 5 45 25389700 5 (2) FHRRA B2
BEESRITYIR s (3) FESHRTT YTET, ik AR ARTE IR P i3, LAEAE iRy V)R
BURTT Y AL G RS . I, 7E—Fh s 25 73, MR AR 70 IR G I DL P 38 plc— A4
B, B S R R E W BR R RE S R e

[0280] &5 257 VA FREA IR Fan F vk, Hodr, (1) bR w025 ih i &8 e i
HRIT W IR, DME E B 6T W e T SRR 05 5 (2) B R I R T YR
BEE TAER IR B 5 (3) 18k Re i e v (v 5 2% Blcdd A48, B Va7 ) B i IR i

44



CN 101605529 B WO B 42/88 TT

(4) BB 167 W BRI RNR S R R G EL s (B5) AMRHE Aid L — AN /NS IE D) 1, 1
) O 2 i 88 G B NG T P B IR S5 1) (structure) , MR PTIA 45 /4% & 2 521N
JEAL 5 (6) W4T B Rk N 358 44 b sldl BT H e Bl A&, H TS

[0281]  ZAXSCHTIA IV A 550 T LU v S04 V9 R, F T R4 25, s (H AR T
TR IR R B U7 VR R ah 2 R R o 7R L8R IE Ty R, A ST I [ AR 3R S A R
AR B B IR B A IR S o RS mT LA R 4L , B i FH TR 1B B 0 o

[0282] W] LA s 26 A ST I 1R 30 FR A il R0 1 — S8 AR08 g G Iy Sk . 7R 1%
T35 AT LLR R AR il 351033 S5 20 A A o B 56 B AARIR B A (1) 8RS A PR IR I 2 1)
A8, TR BRSO PRI IRIRE P o A PRHR B A 5 3505 A PR R IS 4230 A7 B 1 = FR o)
PRGN o

[0283] v 5 VAT 40 o B0 353 1 W] DU 38 A4 R4 I s rb 2 (1L v 7 400 5 ) v 1K) R Tk
FEo 5346, RIRAE IR b 250 (5 B 222 I BE S 73+ = i o

[0284] {5 P EST BRE A BIEATHR G B 5T 55 R S nT LAk A A . 72— Ao e, mT L
s YRS s 2s 1001 1.

[0285] MR JEI &A1 3R W AR IR VG YT 40 0 2000 W4 5, 0 VAT B 14 PR 3 SR 1) — B XU o FIR
JEE AR AT EARRE T4 T IR R T JIRER S IR BR A 8 5 S U 55 5 25 . 25 2511 “ IR
Ji” i A e B T R 1 PR 2 B3 TR, 60 TR0 9 s 245400 388 328 R AR R AR R A MRS IR T &, 2
AR X s 28 43 3% O HR FE i 45 (Periocular routes or retinal drug delivery),Raghava
25N (2004) , ZiMissik 5 W s (Expert Opin. Drug Deliv.), 1(1) :99-114, #HLA4 i
RECTVNS &K (BT

[0286]  7E—HLARIH J7 =, K AT IR AR HI IR N 45 25 o IR N 25 25 S AE IR Y, £
FEAE ST A N IR TBCE B 5 o

[0287] SRy 56 W] DU AR S5 T 80 AR DU R i 2 TV E SR e 48— Ao fal
L AT DGR VE B A 2 500w 1o AR —ANHERRBITE RG], W] LAEH] ik 4y 25 225 30 %5
FHZY 30mm K FIEF o RV TT YD L 25 B 45 B A7 B 1 JR 8 He 0 28 e o2 Ja 08 Ak % i it 3t ]
DL Ry W 2 G B it o

[0288] IR M2 3 I v S T DL V67 W s o B S 7R R I b 10150 25 PR IR 3k 75 s L R
FES R EENR NS . FE— s, v CIRR G IR S R 3 5 mR 4 Aml o A — N EEFR
Peontl, n] AE 2 2. 5em KIOEESLERE .

[0289] MR IR Ji5 v 5 453 57 BILEHR 3K 5 1 1) VY SR B UL PR R e ATT AR UL TR ol e ey [ A = L
FE— o, AT AR ER G VRS R IA 2 bml o VB —ANERR &I M~ 8], v] U 20 25 5 804
27 Bk E .

[0290]  HRER FE v 5 m] DL 7R VY B B LVL A R0 & AT LR o B 1y S [ 20 3 i 6 2, BT 1A
[ HE A o AT DARRBR B 7 E S0 1 Sk 29 10m] AR . VB — BRI 7~ 48], m] LA
29 1. 25 G~ KHIZ 25 5 BSLEE

[0201] 5L 5% R IR TR K Va7 ) 0 B T 5 1 R LA i, e 5 TR ) 91 2 i ik,
H A ZERIRER . 75—, v LLS SN 55 5 Mk 29 500ml o /R4 — A EEFRR I PR
1, Btk thi 28 (JCHW v 56° 1) TR g T IUER ) AL,

[0292]  %F T T4 I JIs 24 47 358 2% (%) 208 T MR Jo] Ja 428 1) 7 48] e 3 S 7 v B s 5 2 LAV Y i
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ZIY)IEIR IR 812, Raghava S8 N (2004) , 2503838 1) % 500, 1(1) :99-114, KL LA4e
ARSI S .

[0203] il 510 I AR 1) 1) M LA 25 24 A A SR AELAS PR 1 BB 4R R B 7K S LR &5 i DL
AN 2 T8) AR 0 Rk % R 2R o s HG e MR Jo R o ] R SRR R il 70 PR TSR 1R 7
IRAFEEANR TES

[0204]  fE— L8R LI HI AR T J7 S, R0 77 ) s AL 5 1) SO TR S0 P SRR AR
YA — b b 5%, VS B I 1 IR 5 K IRUBE | 5 it DL 1 45 ISz T R 194 I fk 5%
R T B AT AR A AR HR i AR By s A PR R I PR AL B AR I S E A
PR o AE— AR LAAE AL ) Bk T3 3P I T O AE AR R I TR R 3. (R LA
M7 G BRI AL A 5

[0205]  4iRYT W) TUR B MAFE 2R N, W LUK 202 )RR P ol 00 HH T e FIR i 223 rp g sk i 4
FF T AR 2R, PITIR R I 2 238 A BIR o 0 455 A I I« Jok 208 % e 38 5 4, P ik o i
F H N EXTATT AMD 2. A8 ARBR ) E A B b, WA BLREAS £E B 8 f2 14
0.01pg/ml 225 2 u g/ml ¥R H AR 22 (1 B2 TR W0 2 AR 50 el DU TR i vk
AMD o £ 55— AR BRI PE 7 61 0, DA £E AL R JEE i 208 L ZA P 363X 2 0. 01pg/ml 240 11 g/
m 1 P R 1A% 2 AV IR AT LU 6 7 E AMD . FU e RO S F A ST B R 52 AR
YE A ST IR R LU B ML E

[0206]  wJ LA AR SCFfr A 4 il 700 R0 A ol 770 3t 28 1) 9 0 336 328 ¥ 7 00 Y MR I 07 1) 25 v
P ALAREAN PR TR P R F3 0 5302 BB 1A R B 7 U &5 e IR 45 e 2 T
Pk 288 M 2L 28 BT MR ] 2 208 MR S i e X s AR AR IR o 1 80 5 > AR HIR i 42 30 3L
BRI B e M. HUE IR A BN 4G 2 1R B g B g AR B RTIR .

[0207] A& 77 W S RGRIARBAAR 5R)R] LU 25 PO ik B e 4 2 BN AL AR EAN R+
40N T3, Her, (1) SRAEGT 2R R T el v S 48 2596 i 5 (2) ARy I LT 2R
TESIRIT R 5 (3) TEGTHATT YRRT, L SRR ARALEDUEE N 13, LU AT iR 77 Y 5k
IR A AR o 10, 45— Bhea 25 T7R R, SMRHEE AL AR RIS (R DU A 3 e — 38, 4%
R IR T T R R AR 7R S

[0208]  He s 2575 I BARAEANIR 140 F 773, o, (1) Sl i vk 12 il i e e
IRIT PR HI R, DME BRI T ) iUCE T SR RIS R EEAL 5 (2) R BB G 7T )
EAEE TR IRIS AL 5 (3) MRLHF A v vt iVE 5 35 Bl A 25 R 1677 D) Um LR
(4) RS R IR SGIR G RIS EL 5 (5) SRHE A& — MRS D) O, 1
AU) O 5 42 G AT AT IR T7 W) OSSR E5 1, LUK B ik 45 #4815 22 SR UBAL 5 (6) Kt
B A R I A B A b Bm B E fT e B E, ST .

[0200]  HIF-iA77 Tl D7) AMD \ SE3R L e A1 A FLT 3R 10 ol A 2 (10 B TR A R
(LB UibES

[0300]  FEASSCHT IR ) LLAE Ty b, R 3 TR R AR B ACUE BRI S5 T 28 Bl L 3
R (RS EAR T AR ) MR BB AR, LA 677 ISR i s & A4 e
IRFCRAF BT IR , WASEA R TR B e AMD ISR CNV., £ SBARE 7 5
Hh AU R A AT IR IR R IR IS A A B R EANER TR 1 a0 4E AMD IS I CNV.,
A7 2 O o AR T AU/ BB R ) CNV, IEQIAE UL S. B 5 10/665, 203 H1 i
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B, B DA NS SCHE NS, e G A T 4250, B0 5= O & 3
PO (Matrigel™) FHEOGLEE S CNV,

[0301] P LAt ik BINRS (RLFEEASFR T ARG B4R ) B F3697 « T « 0o IR A 1 o
B (BT ONV) | ZEIR R B T3 38 (0 B VA 7 T M B A A7 24 5 ) 2Kk
BT AR EARE T4 SR Flfth 7 55w (FK-506) .

[0302]  IEUWIASCATIAR, ¥ I7 9 K50 B B T BT IR O HAE (AN IIE A2 BRI RS
P IR AR, B IR ) « BARE BT Y0 IR L e AR TR 22 481 4 AR ) T R A
L UL IR T P R 45 250845 o N S BRAR , A SC T IR I 535  ALFE JEUAT B Ao wt)50) PR 80 A ahill 551 R
FIFIATH F A A, SRR AR T 5258 = 5h) . SL 8 s B sl B 5
Yo WIARSCHTR, FE / AR BT R A T7 Y0 R R LR BE B 98 K = B HR /K
ARG BB k. HBE / R B SRR3R R VAT P A 2R B I i v e e A 2R,
15 U IR A P 1 ok 2% MBS 2L 281

[0308]  FEASCATIR ¥ J5 v Hp nT LU A (¥ 75 M 85 35 1) — Al B 2 S AE AL UK 4R k5 A
K%y 0. 01pg/ml 5% pg/mg ok H £ (K FE W55 22 AR E . W] LUAE A0 2 — i P AR i I T
HARA LUK R BEA AL 0. 1pg/ml B pg/mg BLEE 22 . W LU FH B0 5 — Pl i J 2 i Pk
1 AR SRR AR A AR L) Ipg/ml B pg/mg BEE £ o 1 LU 10 5 — Bl 8 2 iR
1 AR HLURCTR IS ANMAZ) 0. 01ng/ml B ng/mg SR L . W] LI () 55— Fhik B 22 1%
R A2 UKL ANMAZ) 0. Ing/m] B ng/me BV EE 22 . A] DIAE FH 9 55— Rk T 52
G AR H LUK MK 2 0. 5ng/ml BU ng/mg BSE £ o W LIS I o — Pk &2
SR AP AR H SRR MAZ) Ing/ml BU ng/mg BRSE £ o W] LIS IR o — Pk &2
SEAMIR AL AR A LUK B4 ALY 2ng/ml BY ng/mg B £ o ] LA FH I ) — APl 2
SR AR AR SRR A2 3ng/ml B ng/mg BREE £ o W] LIS IR o — Pk 2
SR AR AR ZUKFAR L K2 Sng/ml B ng/mg BUEE £ o W] LIS IR o — Pk 2
SRR AR H BRI A AL 10ng/ml 8% ng/mg B FE % . n] LIAE ) 55— Fiik
SR ERIR I LR SRR A AR Y 15ng/m] B ng/mg BRE L . A LS FH I 57—
W SRR AEH ZUKCP AR5 AL 20ng/ml B ng/mg BREE L . A LU H 55—
P B S PR B LA S UK A N K 2 30ng/m] B ng/mg Bk E £ o ] LU 1) 55—
P FE A iSRRI AR SUKCP RIS AR 2 50ng/m] 5K ng/mg BLEZ . AT LA H 1) 5
— PRI R AR AR SRR RS AN AL 100ng/m] B ng/mg BRE L . W] LAf# FH
Ty PR R GAIR A AR A SUKTAR LS AR L) 200ng/m] B ng/mg BRE £ . 1] LLA# ]
1) 7 — PR B 2 R AR A ZUK TR 25 MK 2 300ng/m] B ng/mg B 2 . A] LU
FHIC 55— PR B A2 AR B - AR ZUKTR LA AR 20 400ng/m] B8 ng/mg BEE £ . W] LA
) o — PR B AR B - HLAE A SUKCTR E S AR Z) 500ng/m] B ng/mg BEE £ o 1]
DU F 1) 5 — PR B A 1R 5 - AR RO R A AR T g/ml 8K 1og/mg BEZ
AT DU 55— Pl BT SR i P IR AR UK IR A MA L) 1.5 0 g/ml 51 1 g/mg B
%2 o AL ) 55— B B R SRR HAE A UK R A AMAZ 210 g/ml B 1 g/mg B
BZ . A DM 5 — PR B AR AR A ZUKPR AL A2 50 g/ml B 1 g/mg
WL E— AR T R, TR U BT . £E— 2RIy b, TR 42U A0 Ak
GRIE, fE—SCARIE T R, TR SUR IR . S ISR, AR BT 45 2538 42 RN R s it

47



CN 101605529 B WO B 45/88 TT

(), AR AT 308 7 AN D2 0 T T ik 25 38 R RS o

[0304]  TE R UL, LAV TR 25 24 1) B A 4 2% 1K) B A2 DAAE I 5 INF ) N YR 7 S T S #0 ol
HEL GG 5998 B AE R IR FL R AR BT SL B I o 7E— 28408 7 S8, DAV IR 45 25 1
A2 25 1) A A DATE JIT 7 BCFi 2 N ) P 36 97 BRI 920 RO RE 1) =

[0305]  7F—4675iE e, BN T4 bmg B SEE I T 442, F—Wm R
W R R RN T4 5. Omg BB MHEE R A T 202, o2l )y &b, i &/ T4 4. bmg
MR ERGR T A2y, £ R R, FaE/ T4 4. omg MHEMNERLB A2,
FE— 2RIy 2, R /N T2 3. bmg R MNE R N A 2. fE—2d i &b, B 8
/N T2 3. 0mg KIFRINERE I T2, £ 2@y &b, B E /T4 2. 5mg 15
BERERE TS, £ WTRTEP, BHLEDTA 2mg NHFMERLEM T4, /£
BHTTET, KL EDTA L 2mg WEMERERE N4, £ LRl Eh, FaENT
21 1. 0mg (MR RE W NE 2. £y, BOE/N T4 0. 8mg MHIHERS
N2, 76— 2@ =h, B RN T2 0. 6mg RFEINERLIE A, £ LAE
TEPBLENTAO0. ing MFEMERLE NA L. £l 7 29, B — e B Hl
e 2, BT R & AT iR E K B AR =

[0306]  7F—4LARiH TR, MBI T4 200 0 g TR IS S IR 2 ., L350
TEP,GEENTL 2000 g MEHHERBIERNG 2, £ LBTETED, BogNT
27300 v g MR IHEE RPEIEANG A £ B RE T ED, H O BN TA 4000 g MEPER
WISANE 2y, fE—BRE T 0, OB/ T4 500w g EMNERIIEANG L. £
WA T T B RE/DN T2 6000 g MR MNERBIBRANG L. £ R, KL
H/NTZ 800 0 g FIEMAE BRI IAN 2. fE— 2l 7 2, F S &/ T4 Img K55 17
HRPIEENG D £ R TED, BN TY 2ng ERNERPEEERNSG 2. ©
— A T R R RN T 2. omg B AR R BIER NG 2. fE— 2R T B,
H/N T 3mg IS R BEEARN G 2. £ 20 7 &, s /N T4 3. 5mg 11
BRPIHAENGE A £ @E L, MEE DT Ang FENE ZPIEANSG 2. &
— AR T R B R IR 2, PR AR B AR SR E B I A .

[0307]  #F AR 7 R, B S L u g B2 dmg 5 18 MAAE 25 [ WA SCHTIR (148 2 il
Fgh 25 2 NBARH TR M AMD . 76— 248l 7 54 20 1 g B4 Amg =R
AR 25 1 AR SO IR RS i3 25 24 28 NSRS TR TR ME AMD . 78— 28703 7 2, 4%
L1200 g 22 1. 2mg 2 1 7 MAEE 2 1 WA STl R AR G025 25 22 NN RH TiR97
M AMD, 7SR E T B, B 100 g £290. 5mg mIEMEFREAHE AR ER TE
SRR AMD, 7F—SR i R, A 100 g B4 90 1 g B EFMAERS 2 N MAH T
YAITRRTE AMD, E—SEARIE T R KA 600 g B4 120 0 g BINFRINERL 2 ANBNE
T8I e AMD, 78— 2823538 7 = h, #4540 100w g £ 400 0 ¢ BIEHEINFERL L ENR
AR TR AMD, 75— 2RIl T P, 2 400w g 24 Img ERFMAERGHEAN
B THRITRNE AMD . 7E— 287530 77 29, 2 Img B2 bmg BN HINERSG R AL
AR TR AMD . 75— 284750 77 =, 144 3mg B4 Tmg BN TR A& R 245 2 N RA
AT IRITRNE AMD, 75— 207030 77 2P, 144 bmg 24 10mg BN H PR RE AR AR
TR E AMD,
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[0308]  7F—EARIE T B, A E L 1 u g £ Smg &K T AR 2 10 A SCATIR AR 2 il
T 252 NBARH T TR AMD o £F— 2874550 77 b, A 54 20 u g B4 Amg &1
2% 25 1R A0 A SO I ()R 5 TR 25 25 22 N2 PR FH T P 1t AMD o 75— 28708 7 2, o
B2 20 0 g B4 1. 2mg (1) TR MAZE 22 (1 WA SCHTIR IR AR R4 25 28 N8R Tl
R AMD, 7E—S8ARTE 7 S, K40 10 1 g 2244 0. 5mg &K TF MR R A2 NBAEH T
B e AVD . 7F—2eARE P, A 10 g R4 90 1 g BENHIMERESHENRANMEHT
PP AMD . 76— 482530 7 =, 4 60w g BL 120 0 ¢ BERE N RL S NFAE
F T P53 2t AMD o 75— 6250 77 2270, 4 40 100 b g B2 400 1 g BIOFEMERL L ENE
AMEH T IR AMD. 7E—2645 00 77 2, 4 2 400 u g B4 Img BFHEMEBRL L RN
AR T TR E AMD . 75— 284538 77 %2, #4 2) Img B4 bmg TR MMERA AR ANR
ANME T R R AMD . 75— 28508 77 S, 154 3mg B4 Tmg RN E MR HH AR ALK
PRF TR E AMD, fE—S6ARTE 75 S, 4 Smg 2240 10mg BN H HERL R ARA
P T TR ¥R I AVD.,

[0309]  7F—LEARIE 7 B, A E L 1 u g £ Smg 2K T AR 2 10 WA SCATIR AR 2 il
L 258 N FR97 THE AVD. £ — 284550 77 b, A E L 20 0 g 24 4mg &1
A 2% 25 0 4N AR SO I (B 0 TR 26 25 22 NN PR 37 1t AMD . 76— 2808 7 &b, o
B2 200 g B4 1. 2mg =175 MAEE 2 (1 W0 AR SCHTIR TR AR IR 26 28 N RAMR 1897
TPk AMD . 7E—S8AR T8 7 B4 100 g £ 0. 5mg R FWEF ZLHENBNMEH TG
J7 M AMD. AE—SEARE T R, A 100 g B4 900 g BN FEMHERAHENLMEHT
I T AMD. £E— AR T R, B 60 1 g LY 120 0 g BHEINERA L ENLNE
FF697 T AMD . £E— 262530 7 2P, 540 100w g 241400 1 g B IMERAHLEANL
AMEH TR T AMD. 75— 28780 )7 P, K2 400w g B4 Img EIFFHMNERL LA
R T657 M AMD. 75— 2858 77 20, 4440 Img 2247 bmg BN I RG24 2 AL
AMEH T T AMD, 78— 2800 77 2, 144 3mg 24 Tmg I E I RA A2 LA
RHFEITTPE AMD, 7E—2874550 7 9, B2 smg 24 10mg BT MMERA AR AL
TR 1% AVD.

[0310]  7E-—LARJE 7 S 2 1 u g 224 Smg TR AR 25 10 401 AR SCHTIR I A il
25 2 NRAMA 697 I8 AR, AR (B AN PR T k48 5 07 A I B e A — AR T
FEh, 200 g 22 dng BRI INEREG AR AL A 200 g 24 1. 2mg. 2 101 g
FH 0. bmg 4525 B NBAMRH TN AMD 244 10n g 2 90 g 41600 g % 1200 g2
i NBAME 420 100 g 400 0 g 21 400 1 g & Img 24258 N RME 7E—LeARE 7 &
2 Ing 2 Smg BRI RA AR AL S AE— 2Rl 7 £, ¥4 3mg 2 Tmg =
MR R G R NBAME e — 2RI 7 R, 154 Smg & 10mg B EHRIMERLGHEN
FARH F1R97 I R AR B FEAEANBR k28 BB A 10U T

[0311] 75487058 Jy F2 b, AN AR SC T Iy R il A 2 55 B WA 2% 22 (1) S AT Y IR )R
(). 70— S8R R, A SRS T4 L u g B4 bmg & 1B Z &R YR I
WA S BT IR BT AR 500 26 25 22 N 3897 M AMD . fE— 2803 77 =, A 1 T
2y 1ug R4 bmg EIEMHERNBEIBITYIRE L2 NENE L 200 g 24 1. 2mg.
2110 g 229 0. 5mg 2525 2 NRMAH THR7 M AMD 4440 10u g 2 90 g £y 601 g &
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120w g 2525 B NBEAME B4 100 g £ 4000 g 41400 1 g & Img 252558 ANBME fp— 4
IR, A T4 Img 22 5mg & 1B N R K ERTT YRGB NBAE 754
RIS, A T4 3mg 2 Tmg & 1B N R E BTG 22 NBAE 754t
RIS, KA T4 bmg & 10mg & 1K 10 75 32 K & TR IT W) 2e 25 2 AR A
[0312]  {E—4UA5iE 5 &, B S T4 1 g B2 dmg B 1175 105 R0 B G TR
(R UAS ST T I (B R 70 2 25 22 AR 3897 M AMD . 7 — 264550 77 b, A S T
2320 g 24 Ang EIFHIMF R ERGTYIRLE AR NEME L 200 g 247 1. 2mg.
211010 g 229 0. 5mg 252452 NBEMAH TIHI7 R AMD 425 10n g 2 900 g £ 601 g
1200 g 252558 N2EAMEK 29 1000 g £ 400w g 29 400 1 g & Img 4525 & NBAME 18—
LEARSE 7 R A T4 400 0 g B Img 21T A R B IR YRS 25 2 NBAMKE
FE— AR 7 B A T4 Img 2 Smg BT IE RN ENIRTTYIRG 252 NEAE
FE— AR 7 R A T4 3mg & Tmg BT B RN ERIRTTYIRG 252 NEAE
FE—LEAR I J7 P, KA Y T4 Smg 22 10mg & 1) 75 TAFE 22 10 B R TR 4G 25 2 ARk
H 1697 T AMD,

[0313]  {E—4UAFiE 5 b, B S MM T4 1 v g £ bmg B0 AE RN ENEIT YR
(1940 AR SC T I B PAR ThlRI 26 25 22 NS R FH T P E 1t: AMD o 76— 28208 7 b, J A T
23201 g R4 Ang B HE M R ERGITYIREGE L2 NBANME KL 200 g B4 1. 2mg.
23100 g £ 0. 5mg 25252 NEAMAH T HPRE AMD 4429 10u g 2 901 g 4601 g 2
1200 g 45255 N2BRAME 520 100 g £ 4001 g 4 400 0 g & Img 25258 NRAME 7F—
LEARSE 7 R A T4 400 0 g B Img 1T MAHE 2R IR IR IT YRS 25 8 N B
FE— AR 7 P A Y T4 Img 22 Smg i 1B TR 2= R AT R 4E 25 8 N B
FE— AR 77 P A Y T4 3mg 2 Tmg 8 1B IR 25 R VAT A 25 8 N B
FE—SEAR I T P, KA 2 T4 Smg 2 10mg & ¥ 75 A4 22 10 = 16T R4 25 28 ARk
F T V2 AMD

[0314]  7F—40AE 5 Rh, B S T4 200 ¢ B2 10mg B HINEZNERETY
ST UNAS SC T IR IR A IR 25 25 22 N SRANRH TIR 7 A8 R AR R AR EAN PR T i s 2
MAETE R, F—LA50 77 =, A Y T4 30 1 g 24 Img & 105 W25 2= 10 B AT V)R
AR NEAE S EE— Rl T B AR T 100 g B2 90 1 g I HIMERMENIRTT
MRS 23R NBEAR S fE— i T R, B S T A 600 g 22 1200 g I HIHE RN =
[RIVETT ) 2R 2 N s AE— 2R 7 2 h, A9 T4 100 1w g 22 400 v g S 10 27
HIERRIT VRGN FE— Rl L, B T4 4000 g 2 1mg =R
AEE 22 R BT YRGS IR NSRS fE— 20 7 b, A Y T4 Ing 22 5mg &= 11 H
AR 22 R BT YRGS IR NEAR s fE— 208 7 P, A Y T4 3mg 22 Tmg &1 F
WAEE 25 I B IR T W 2e 25 2 NBRAME S 7E— 280l 77 b, A M T4 Smg 2 10mg =11
NSRBI RS 2 NEA .

[0315] 7525 3E 7 S b, g A ST IR il b AR AT — P B 2 R g 3 AN Z A4S H
6 MEEZ A IANBEZA A BiE 12 DBCE 2 A A 8 FACK R BT B A
YN2R, FH T VAT T4 T A I A5 TR VR I AMD 1 AMD o i — ek £ Rk T DT
PEAMD . 7E— S8R0 7 e, B A SR I U P AR P ERE R R 3 AN ECE 2N H g
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6 M E 2 H VB 9N EE 24 H i & 12 48 240 H 8 I Rl T 45 5 45 24,
FH T VA7 k2% 8T A5 108 T 1 R Pk AMD T AMD A iy —Flg 2 A sl 3 1 TR ¥ 14 AMD.
[0316] {5 4LAR3H J7 S, e A ST ak 1 7l A5 2% 500 b B A — A el 2 M 3 Al
ZNMHAF NS A8 9 NS 2 A& 12 D ecE 24 H 8 EACH [T
eI R N 25 2, F T V0 77 kst RSB A= 1058 T2 B R 1t AMD 1 AMD Hp i) — sl 22 sl
TR AMD o 75— 28700 J7 227, AR ST I 1R B 0 4 3% 0 b B AR — e 2 R i 3
MEEZNH 6 ASEZ AN B9 A2 A H8E & 12 A 24 H 8l K
() REAT 25 T 252, 1307 Dk & JEER A= /89 T8 B S 1 AMD T4 AMD 1 () — R 8 22 Rl
&R T IPARE AMD, 524050 77 2 b, S A EE R EHRRELE L e A LOMS 7EIR 4127
EINUE=q:0linp /i

[0317] R4 45 245 (IR AT TN RF SN 8], AT Bk (936 97 9 L 1) 3B 28 v] LLEI an BAZY 1ng/ R
27100 v g/ REJFEBE LLE T BAR TG HE R E1EE . fEASCITR T %A A 1)
YA 5 SR A — 2B AR TR T S T R BAZY 0. L g/ KAL) 10w g/ RIFGHIEIDIA ;
TEAR SR 7 1 A AT A iR K — LA 38 7 o, W7 b Lu g/ REL 51 g/
RIGREISIR . FTI09T U5 0048 SCHTIR IR 25 Ao ApRE (B3R e /R sl S0fs 200
IR & MG ST W) BRI AT DA A R SR AT RS 48 (refine)

[0318] g yAdT A A0 1 M 2 4h 2 2 BT AMD (AR, 7R IR 8% 250 LAYRYT
FPHNE P AMD SV IR o X TR ) s U AR T F B E AN R BRI A AL
o AR AVD AR BE R ONV 15, HASZ BB BRI, A b 45 25697 A 22 1K
F ] e A ZRE A, IR EA R T EUE ONV BIE IR AR E ONV 53 55 RIS 3 R () ONV
P A .

[0319] M ¥Rd7 A R E I TR TR A R 25 25 2 A0H Tt AMD /AN, Ak 7 A 4% 22 n] LA
B BCI % 1t AMD BRI AMD FRIEEfE

[0320] it 4

[0321] [ LFEEHHAF BT, ‘B 2K B Gold Shield Distributors, Hayward, CA [ 100% &
B, MR R HN, Eok B LC 5% (LC laboratories) , Woburn, MA B H L& ik
HEFHAHPR A7 (Chunghwa Chemical Synthesis&Biotech Co., LTD) (CCSB) Taipei Hsien,
Taiwan, ROC., 4 PEG 400 #{# FHIE, ‘&K B M AL 2% A7) (Dow Chemical Company), New
Milford, CT,

[0322]  Sjitifs] 1 20 a7 5 A0 B B IR A R RS R

[0323] LM A TR AR R AR T 100% S Bl & R ik 5 78 & bR 2 o 4% PEG
400 B . BEMEE - ZEEAT D] PEG 400 o, RSV A B2 A TR . 15 R
7, UME AR SR AR AR TR AR 40°C o VR A S &I B 8 1 0 LE I 2R E R
AT E 2% w/w. LFFE 4% w/w FIPEG 40094 % w/w. BB 0. 2 HOK K g3t vk
KB o

[0324] % 2ml JZ BH BEE8/NHIFEE 2m] (1) IR 8 R W A0 A AR TS e 4 = 1A
23400 1 1o ¥ 2ml BEHIEHE/MRIASS 0. 5ml 0TS AR AR B2 S T 4 A 2
1900 u 1,

[0325] K45 R BoRAERR 1 e AEERINMEI K (configuration) BEAT 704, BERR/NAL

ol



CN 101605529 B WO B 49/88 TT

AR 1 TH T o RN A 2-3 MEE (replicates) o W &AM
B E R 3 AFE B AR HE HPLC AT 2387
[0326] 4K 0. Sml il 5FE T 2m1 BRI LRI IE I, 75 25 FE QR THCE 1 H e, A T
i) R I A R AT GG L IR AR IR A R AT D 4 29% . 249 0. 5ml 5 E T 2ml
BRI IS NP, 76 5 BRI CE 1223 16 AN H I, AN 78 550 1) B 1 8
A&, I IR R KD 2 5. 2% .14 % .22, 3% Fl1 26. 7% o 2444 0. 5ml 57 E T 2ml
BRI B IR A I, 78 —20 BEEC AT HCE 1223 16 A H S5, A6 T4 550 A 1 B iR A R
G, IR B NS ZACERDZ) 1. 2% 5. 1%.8. 8% F1 21. 5% « ANSZIBFEE], U HIGTT
V)R I 2D PR AT 8 53 A2 FRREDRE T Sl 00 A4 BRI R IR T A B D R 5% T €60 38385 (1) 4
SRR BRI S O m] A S A AU GRG0y, ol &)
[0327] %6 2ml HI5A)VE T 2ml & B BEE A0S, 75 25 BRIRRETECE 1.2 A1 3 A H G, AHXT
TAEHIFI A BB IR R R G, IR S IS = A kb 2 3% . 4% 9% .
[0328] A ASSIIB AL AN 51 24 R ARE AL (R % 0, 3 I i e 48, W A7 A0 T v (PR T BT il
VB G 4 PR AR E T RT R I A7 AR AR RS T (R 500 S 50 T IR T 4 B AR
EM. ZEHRE T ICH Ut =778 (ICHHarmonized Tripartite Guideline) “r
JE 2R R B RIS Q1A (R2) (Stability Testing of New Drug Substances and
ProductsQlA(R2)) 7. R IX AT, 76 25 CW A7 — BB [ Tl 76 5°C K 75 P A% 13X B
I 18] PN SR B T R R AR e 1. 12 WA WA e It JR BRI SE B (Drug Stability,
Principles and Practices), % = hi, Jens T.Cartensen, ChrisT.Rhodes, H§ Marcel
Dekker M. B 5E WBf#Eh T2 554 Arrhenius, 8715 10°C AL 2 IR hnig A 250015
. P, ICH Fard flivh7E 40°CWAF 6 A HAH Y TEERICAZNE . BRI 7E
25°CHI 60 % AHRNR R A7 6 A H 545 5°C il 1) 5 PR A7 HA PR AR o
[0320] il (R A ORI UK AT DU I AR B AN 52 A ST 7 i & o VB —
AR B i) P 7 48], 5 T00 2 Hh Bl ) R 1) A P B AR 43 B0RT LLIE ek AR S g 10
FEIR R VI A Ry — AN BRI 7R 5], BT S BT BV AR SR RS 3
AT LLE I 100 9825 A S2f) 10 FP IR 1 77 v IS B4 SR 23 Bk
[0330] A HTHR 2 B IH A 25 KR AR I, AR T2 2% w/w IR R 4 4% w/w
LTERT94% w/w PEG 400 (1] HiIF1), o r B i i) 70) (R0 At 4 480 SO/ T B 5 T S i)
L o B J7 v i) £ FRT R R s A ) AR UK BT IR AR AR R AR SS9 10 2t
RN . ARSCHTIR 2 T T 2 AR, B E AR T4 2% w/w I R 2 4% w/w
LBERT94% w/w PEG 400 [T, e A7 B i il 50 (S gt i 0 OK 29 5 T-Un sE s 1 ep iy
T 5 A I R BT AR R BRI R B IR A S 1P RSO 2
[0331]  SEiifs) 2- 8 e 25 A il 2% A B I A R VR
[0332]  7E—SBSE ], AE RIS VT B R E] (FIHEER ) HIE S E AT, F BHT (T 54k
BILFI) AR D, HEMEZEINE 100% 28T, Z% L8 5AH S AL BHT. BiRS
VIR R 2 DL D A I RS — BE 18], B BB FTA B M8 = 0 NV R R R TR A R
P B PEG 400 8 75 2 LA A IR0 A8 S0 — BT TR i) 28 R 51
[0333] 4R 44 TR A 45 2 it A S VRN R BRI R A0 e B 288 AN AR 20 3508 T e — Bt )
JIT IR B 1) R DA A 2 WV S R RIS IR B o T B S BB, E — BUBEC I 1) P fR AN
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HEI 40°C, HRFEL e, 16— 7 SR M 28 R

[0334] TR EIFIEMRET L 2% w/w BIHFE R L9 4% w/w SEEFZ) 94% w/w [¥] PEG 400,
[0335] ARSI ISEGELT 0. 2 ek pE st uE. BB 2ml BEE/MEIESS 2m] 5k 0. 5ml
(R 20 0ok P IRV, AR RFA 2588 TP 40 S B R 4 400 81 1900 1 1 ITRAS o 23554 /N A A9 ks
IR, I R ARl

[0336] AR HEIALE SRl 1 A ke B inag B As e Mo X RERh NI BGEAT 43 4T
TR MERAER | T — MRS, RERER 1T,

[0337] 4 2ml A& BHT (1570 & T 2ml 3% B B3 /N b, 76 25 G R CE 1.2 70 3
AN A e AR 70 R I 2R ARG, SRR R I B KO kb 4 7. 0%6.6. 8%
F19.6% . 444 2ml HIFRE T 2ml &R/ M, 78 5 FRICRETRCE 1.2.3 F1 6 A~ H 5, 4H
o 5 i e WA A 2K AR A R, 5N B R IR R KR D 29 4. 9% 5. 4% .7, T % F
9.3%. K 2ml HIFE T 2ml & B /NES, 78 20 FRICANCE 1.2.3 fil6 D HJa, 4H
o 5 i A A 2 AR R =, 5 B R IR R AT AR D 29 0.6 %60, 2% L 1. 7% F
1.7%.

[0338] %6 2ml &5 BHT [HIFE T 2ml & B3 /MEL R, 48 25 SR EACE 1.2 /1 3 4>
H G, AR T 500 B WA A 2 A Ah =, I T A = A AR 2 4. 2% .6, 0% i
10. 8% . 4% 2ml & BHT I E T 2ml 3B BH B /MEA, 76 5 IR ICE 1.2.3 file 4
H G s REXE T w500 0 7 A8 22 IR A & SR B A A = K b £ 2. 3% 01, 5%
4. 4%F15. 2% . 2% 2ml & BHT (K HIHE T 2m] 35 B BER /M, 46 -20 SR P AUE 1,24
36 AN H G, AHXS T 500 e A 2R A A &, 50 T AR = AR R 29 0. 9%
0.7% 3. 1% M1 2. 4% o AZEWBRHI, — MUt XT3 Bl NS S 5 5 A T A5 BHT
(5], BHT (1R FH ] 68 2 70 SR RS R S 30 AR e PEER &1, RIS T B8 A 76 I A iR
NRIUGXFE o ANSZE BRI, A BT 9, 5 2ml M 0. 5ml IS AFUAHLEL,
LSBT NFE R MR B TR, BT LU 0. 5ml SRR, & 2ml SH 7S /A
FRBTZA /NI BB B i 1 B 2 25 i As e Tk

[0339] 4% 0. 5ml &7 BHT HIHIFIE T 2ml 3B BB, 76 25 SRICEHCE 1.2 #1 3
AN A AR50 R i 2R ARG, SRR B I 2K kb 4 5. 29605, 8%
A1 10.8% . 2444 0. 5ml &4 BHT RIHIF)E T 2ml BB B8/ M, 76 5 B IR CE 1.2.3
F6 AN H S, AERE T 500 A 0 B A AR 2 ARG i S5 A =K R 2 3. 3%
2.0% 4. 1%F16.0% . 2444 0.5ml 445 BHT [{#HIFIE T 2ml 3B BB/ NI, 76 -20 RS
FETRCE 1,23 16 A~ H i, A Tl 500 o 6 B 0 2% 22 A A 4 o, 1075 0 7 A 87 22 KT 40 Sl
D2y 1.5% 1. 4% 3. 0% F1 2. 2% o ANSZIRR PR, A AT TaX P/ N F R, 78 —20 55 [GRE
TAE R B LLAE 5 BRI A7 B AT MR8 R icoe b, HAE 20 5 5 SR A7 3 B LLAE 25
BRI A E AR A Z e . A2 BASIR &, — MR UL, X FIX RN R M &, AH
XTFANE BHT (36057, BHT (/E A vl B8 & SECHIR e Pt s . A2 R, AA R4 T
KR, 5 oml /NMEAR 2ml SRR L, H S EURI S SRR R R TSR T
FTLLE A 0. dml S 78 PR RR [0 /NS BB AT FRAR IR B 1A 2% 22 AR 8 T

[0340] 7R L5 o (1) S ORI AU AT B AE S 1 slsicitifsl] 10 — A sk 2
R 77 0 €
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[0341] AN SCHTHR A TR A2 2 MR HIF, B EARR T4 2% w/w B R A 4% w/w
LTEFN 94% w/w PEG 400 FR 7], Horb il 350 IR dt i) 480 ST/ T B 55 T sz i) 2 v
JIT I T3 15 ) 2% B0 ) 30) BT s k) 280 SR BT A0SR R IR R STl 10 Hh i) 5 563
T HE o AR SCHTIR A TR A2 22 AR IR, R R R T4 2% w/w AR A 4% w/w &
BEH194% w/wPEG 400 Fr 5], Hrp il s A i) BSR40 56 T4 St 9] 2 v B adk J77 v
IR BT AR I B SACE, TR B SR E R HEIR RSB 1 P 028 6 &

[0342]  SEZjfifs) 3— I 5 | HERL 2 R BRI N BRI A S B IR R B R

[0343]  7E—A™ill & FIALRE VAR TR 1 SE 41, 4545 3208 100 % LT B 18 A\ s FH 4 1)
FEARRVSLY 10 2380 75— 2sqm) i, il 2% B WA 25 25 I il A VB2 AT, FF BHT (T BB
) B CEE B A0g BIHE R INEI LB, Brid OB S A 3OS BHT . IR A F L)
20 73Bh, BIFTIR 20 73 P & BT, BTE TR M 25 UE NSO RO 2 5 m) fif 25 v . JB ke
2 1880gPEG 400 £y 60 4381, 5 M HIBHRIE AN AL 10 7380, il & WBEE o

[0344] SR )5 F B 05T 2 il A WS RN BE 57 (PEG 400) 7E e i 28 R P EA =30 T g
Y10 23, DT i S W SR RN G 1RE)E, B AN E 0 48554
10 3% 18 5E)G , I T R e 76— B I ) IR BRI AN R I 40°C, HL4k8 e
WL 2. 5h, ¥4 240g o &8 LT MNE TR P AR

[0345] REIMERHE T 2% A EBENHFMNER D A% A TR LML 941% &
YT B K PEG 400, JEVATRENAE NG S 10 4380, AR5, At 0. 2 ek se it ik,
[0346]  HHEINE B 2m] BRI /M HEFS 2m] 20 BE IR, B A28 T0 42 400 1 1 1)
THAS o 4437 B G 2m] BI85 /M RAE 78 0. 5ml BY, 2m] 205t S IRIVA W, B4 2588 43 W1 T4 2 1900
400 w1 BT o SR 546 B30 /N P 49 A e i 8 8 A4, JF R 4R 4

[0347] AR R A8 S 1 o ) v B W R ER AR M e X T AR N AT 4y
M RN RAER 1 P A — 5. giRERER 1.

[0348] 40 2ml &4 BHT (HIF) E T 2m1 3% BH B35 /MR I, 78 25 SRR 1.2 Ff1 3 A4
s R w500 A 7R A 25 RS A e 5 A B WA AR 2K D 29 0. 29 % . 4. 8%
8. 7%. 4% 2ml &7 BHT FIHIFE T 2ml 3% B B8 /M T, 76 5 35 IS CE 1.2.3 F1
6 > 5, AEXS T 500 ) B I A7 2R B A R USRI A 2 KT kb 29 09,0 %
1. 7T%H1 2. 5% . 4% 2ml &4 BHT (KHIFE T 2ml 35 B 58/ MR, 78 -20 BRI E 1.
2+ 3 16 N H ST » AHXS 70 A ) R A8 2K B GA B, U5 8 B AR 22K A kA £ 0%
0%2. 2% M1 1. 4% o ANSZERWRRE], — Bk U, X TaX M NI O & 5 AT A7 BHT (1)
I3, BHT [ FH AT B R A0 SR Lem 5 S 3Ok AR e M =y, RIS m Re A (BT A R T
RIGXFER « A2 2L PR, A B F/N TS, 5 2m] /MR I 0. 5ml IHFE AR
ARG, BRI N R 3R 8 TS R AN 0. 5ml AR, & 2ml JHA
PRFRIR A /NS s B B2 R R I 5 3 A 1k o

[0349]  4%% 0. 5ml & BHT HIHIFIE T 2ml 3B BH B3/ MBI, 76 25 SR I A 1.2 A
3N HJa  AERE T 500 o WA 25 2 PR GA &, R5R) IR E B = A4 kA 2 0% 4. 7%
F19.5%. 4% 0.5ml &4 BHT (KHIF)E T 2ml 35 ] B F /MBI, 78 5 BRI FERCE 1.2,
3 A6 A H Ja, AR T il 50 b i R A AR = ARG & 0 B IR R AR R 2 0%
0%2. 4% 2. 5%, 2444 0. 5ml 245 BHT [{HIFE T 2ml 3 B B/ NI I, 76 —20 13RS
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FETRCE 1,23 16 A~ H i, A Tl 500 o 6 B WA 2% 22 (R S 4 2, 1070 1 7 A 8% 2 AP 40 Sl ot
D210%.0.6% 1. 3% F 1. 4% o AZBR PR, — R UL, X T2 N BT 5, AEA T
ANy BHT [ HiI5), BHT FRIAE FH AT 682 T BRI B A e 1k, RIS BRA 7R T A BRRLEE T KX
FER . ANSZHR PRSI, DO BT RIS, 5 2ml AN E 2ml A ABUAHLE, H 55
70 SRR M2 R TSR N, & 0. bml 3E 28 AR K320 /N H AR Rl LA R/ 1 R
A2 A e .

[0350] 4K 2ml ANE BHT [HIF) & T 2ml 37 W B8 /M A I, 46 25 SR CE 1.2 F1 3
AN A AR 70 R R 2R ARG, SRR B IR 2 KT kb £ 6. 3% .5, 5%
F19.9%. 9% 2ml A& BHT HIHIFE T 2ml 35 B B8 /N A I, 48 5 8RBT CE 1.2.3
F6 AN H S, AEREF 500 A 0 B AR 2 ARG i SR A =K B 4 1L 1%
1.3%.7.0%F16.9% . %% 2ml A2 BHT [RHIF)E T 2ml i3 BB /NI I, 76 —20 $E S
FETRCE 1.2 3 16 A~ H i, A T 500 o B 0 2% 22 A A 4 o, 1070 0 7 A 87 22 KT 40 Sl
D2y 0.2%.0%1. 8% 1 0. 9% o ASZIIFR I, YOAXS TIXRNEAL SO 5 5 AT 57
BHT [¥3#l571, BHT [¥1i 2k v] B8 S ECRIFIFS @ 4 A AS 2R R, YO T /MO, 5
2ml /MR 0. 5ml IHFEARFRAR L, IS BRI AR A 2 R T AR, & 2ml R
FEARAR B Al /A B 4 A R AR .

[0351] 7R L35 o (1) 40 ORI BT AT AT B St 4] 1 8RS ilifs] 10 Fh g — A sk 2
R 77 0 =

[0352] AN SCATHR A TR AR Z AR HIF, A EAR T4 2% w/w BIAE R A 4% w/w
LTEFN94% w/w PEG 400 [R5, Horb il 550 IS Adt i) A0SR/ T B 55 T s s 3 v
JIT I T3 15 ) 2% B0 500 0 BT s i ) AR SR TR AR IR AE S 1) 10 Hh I 2 ik
Mo ASCHTIR 2 TR IHEF 2 R HIF), AR AR T4 2% w/w RN R A 4% w/w &
BEH194% w/wPEG 400 FR il 5], 2o rb il 35 PRI gt iR B0~ 24 56 T4 FH S i3] 3+ B adk 7 3
i) % B 3R R BT s A SR, Hl I R AR ST 1 A S TN

[0353] S 4 J b HE 5 L ERE 2% Sl N U BV A S TR I R
i

[0354]  SEFHIRLESLHERG] 3 R T7 v, (HRTE () BRIE CEEM e 25 kD IR, (b) I J8%
WA (o) $EFE/ MR — 2 5 T, N B A 2000 R 26 B0<08 o5 B 025 23 5 /i
R FEIX LSS, YA BHT S N BIAE S o T (358 /N2 2m1 32 BA 38238, HLAH 0. 5ml
gk 2. oml HIFIE .

[0355]  IXANSEIGI =AEE A THHT S 2ml AR RS2, HNAEELL0. 5ml A
FEARRIEAT o MY FEIRAE ST 1 A (0 5 R0 e B AR AR e Tt . X RPN AT A
W HER 1P ERS . fRERER LB W TH RS DR =AEE, 76 60 % X}
TR TN IE .

[0356] 4 0. 5ml A2 BHT FHIFE T 2ml 37 B BEE /M A I, 28488 F sk i b, 42
S SR . ASZER RS, U BTSRRI, 51 2ml /N 2ml JE 7 AR
FHEE, S B 8RR A B T2 N, 5 2ml SHARABUHELL, &5 0. 5ml $H 7
RTINS BB R R B IS A e th . A2 RS BRH, A A T I A2 A BE A (B 3
P ANS BHT (I UNAE S 1 Fp 50, &4 0. 5ml HEH 78 (AR (K% Rh /N R Rl B $R e i A
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SE T

[0357] 4% 2ml AN BHT (057 E T 2m1 3% B 938/ M P Y, 268 ORI, R &
R B BR—8E . B /DAEE S R R) s, AE T4 RS B (B 3 AN BHT 1 40 52 e
i 1 IR, A 2ml S ARRBER N B R A R AR E M. 7R R 2 HUN A A5, AH
XTI A7 AE 3% B B8 AN BHT [ anszitids) 2 Fh 50, &4 2ml 38 78 AR (K% M /N A
B R R AR B MR AE K 2 U TR) s, AE N I A7 A 32 B B3 P AN B BHT [ sE i 451 3
HRIEIFR, A 2m] IS ARRR R A MRS B B A P R AR

[0358]  [&] 2 FiIR T il £ A I 7%

[0359]  FEIXLLHF) (R4 TR BRI DU REIR AR SL o) 1 B iEfs) 10 i— e
AN TV E

[0360] AT 2 B 2% 25 KV AR 5], BRI T2 2% w/w SRR R4 4% w/w
LTERT94% w/w PEG 400 FRIHilFR], e A il 57 PR g i 4 K1 /N T BR ) 55 T 4n HH S i) 4
oP T IR 77 32 i £ TR 3R TS A R AR SOKC BT AR SOK P B R AR S 10 Hr ) 5Ok
EIN B . AR ST A2 B A2 2= AR R, BAREA R T20 2% w/w RN R 20 4% w/w
LTERT94%6 w/wPEG 400 [yl 371, e A il S5 Ry e 1) 80P 24 55 T FH St 4 wh Birad 77
Nl il L RS = R/ s 7/ B = R W/ S G D 1 s 39 X 1 I W R B == o
[0361]  SCjtifs] 5

[0362]  HIZEAEER 2 A IARART — A Bl 22 R AR sl R T LA ek A o 2 o — kU, A T
AL B XM ek 2 My (RS EANR T4 BURIIR YT W) BRI RS E Hil 5, H4
TR — Pl 22 B e 3 BEAT Ab BEDAYS DS B o R AR A B — i sl 22 ol s o3 4 e S —
BN TE], B i Te) 2 DAASE— P sl 2 B 9 i o R0 BTk — A a8 22 P i 70 26 BAT 1 55 Y AR i 571)
[ e SR G 2 AT B JE RS o A TR S AT VR YN &, 7R AR BRI ) e e Tk
(R4 AT, BEAT R 5 o B0 TR ) — T B 22 P st 73 o HR P ABURK NS 588 75 7 — P B 2 Pl 2
TR AR B MER PRI 2 T AT o IR W B0 BT IR A5 0, RS I AE AN I 40
T LG AR — BEAS BN TR) o 980 P S50 1300 — b B 22 b il 29 5 DG RBURKINT , B 75 7E — el 22
T PERBUBR R 73 (RS 8 PR DR IR 25 T 18T

[0363]  HMh SR 5 — i El 2 B AR AR ) ) H e TR AL A SEZ T

[0364]  FEIXLLHIF) (A TR BRI DU REIA AR SL o) 1 B iEfs) 10 1— e
AN T VRN E o

[0365] A AT 2 B A% 25 VAR 5], A FR AR T2 2% w/w FRIAE R4 4% w/w
LERT94% w/w PEG 400 [R5, e A il 500 PR g i 40 UK P /S T B 55 T G S i3] 5
oP T IR 77 32 i £ TR 300 A B A R AR SO, BT AR SOK P B R AR S 10 H ) 5Ok
IR . AR ST A2 B A2 2= ARSI, BAREA R T20 2% w/w FHIHE R 20 4% w/w
LTERT94%6 w/WPEG 400 PRIl 351), Hrb i) 700 (R A ) /USRS 20 5% T 0 FH SETtiAs) 5 7 ik g
TR 2% B T R A SR, T &SRl I IR AR SE R 1B 10 — A
TR EGIEIN .

[0366] St 6

[0367] 7R3 2 T FTa (R AT — Aol s 22 My A4 il 00 W] L AR SCRIT IR i 77 iR il 2% e — Bk
Y, A T RS AT R e 2 M CRAREA R T4 BURIIR YT Y B AR
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SE 3R 4 il S — PR B2 o AT A EE DA DA B i SRR R I — P B Bk
Gy SO NN PR AU, A U, B R EAN PR TV 3 A R

[0368]  HMh St Bl By — A el 20 A AR AR R ) H B T VRS SEZ T

[0369]  7E—4Lsifalrh, QST W) TR T IR B, HARSEHif) 5-7 Fh Pk 7R S A B
B I B 22 55 P ) — PR B B s o3 B I N I AR W

[0370] VAT S AR e M TT DIARYE R AR S5 1 rh i 7 V0 E o

[0371]  FEIXLEHIF) (R4 A A K] DU HEARAE S 1 8% 10 i— ek AP i
T3 iR 5E o

[0372]  ASCHTHR 2 B A2 25 AR 5], BRI T2 2% w/w FRIAE R4 4% w/w
LTERT94% w/w PEG 400 [T, A il 570 PR g i 40 UK P /S T B 55 T G H S i3] 6
oP T I 77 32 ) £ TR 300 R B A ) AR SO, BT AR SOK P R R AR S 10 H ) 5Ok
IR . A SCPTIR A2 B WA 2= AR IR, BAR AR T29 2% w/w IR 2 4% w/w
LTERT94 % w/WPEG 400 PRyl 31, H o il 70 (R A ) B SOK S 20 5% T a0 STt 6 = ik g
A B I BT AR B TUKCE, ITIR B UK R I HEARAE S 1 T S OGTE E
[0373]  Sjtfe] 7

[0374]  7E3% 2 T BTl (R AR AT — Ao 8 22 My A a0 W] DL AR SCRT IR 1K 77 iRl 4% e — Kk
U, A T RS AT e M CRAREARR T4 BURIKIGRTT Y B AR
SE I s B T —Fh B2 Rl o BT A2 DA D AR e B VAR TR R i — k&
J8 A S SRR 55 Pl i PR AR il U0, AR EAN R T AV EJE s A
[0375]  HABh S Bl B — Al 2 Ao A R ) ) TR A SEZ T

[0376]  7E—48salrh, QST W) U T IR ER, HARSEHif) 5-7 Fh ik 7R S A B
By M 25 AR A ) — b 22 Al s g3 FH A PR A4 U

[0377] VAT WS AR e M TT DR YR R AE S5 1 rh i 7 00 o

[0378]  FEIXLLHIF o A TR B SKEA] DL REIR 7R St 1 8% 10 () — Dk Z A )
T3 iR 5E o

[0379]  ASCHTHR 2 B H A% 25 AR 5], BRI T2 2% w/w SRR A 4% w/w
LERT94% w/w PEG 400 [T, o A il 500 AR A i 4 UK P /S T B 55 T G FH St 7
eP T IR T 32 i £ TR 50 R B A 1 AR SO, BT AR SR R R AR S 10 H ) 5Ok
EIN R . AR ST A2 B A2 2= AR SR, BAREA R T20 2% w/w RN R 24 4% w/w
LTERT94% w/wPEG 400 PRyl 371, A il 550 i e 10 80P 55 T FH S i) 7 wh v ik 7
Nl o il L RS = R/ s 7/ 8% = R W/ S G B 11 e a9 X 1 I W R B == o
[0380]  Sijifs] 8

[0381]  JE L HEIAAE S 57 Fp IRy AE 7 ARE W 7 V2 o IR AT — sl 22 o 2, il
FeETR BN — R UL, A T Hl A E A P —AE Z F s (EFREARTH)
TR IR T 40 5L TR AR, e Il 3R Py — Ao 58 22 Ao il o AT A0 P DAyl /D A B L T S
[ RGNS i I N R N R BT = s Rl R 142 2 O 81 1 10 R LK1 0 A L O A i
AT AL, Horp i U R A U, OB R AR AU

[0382]  ARJEHHIREM A HI—FhEk 2 Pl /il it 0. 2 HOKJERR Ve T KR . TREFE 4
A8 RN ST LA TR 0. 2 TOKVESR L BB RURE, B4 A& R AR SUREE AR N 1A
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SRS T VR KR IR . ORLAT 26 42 A0 IR0 A 7 40 T () J0RE B A SEL A SR B A
BHF e oy AT St K B BUREIE R v — S 4B i 7 AU K AT A 28, A7)
ST ABIE AN 53 i FH P[] 4% 2K B8 PR b 7 v ) R FR ik 7= 491

[0383]  FE—4Lsifilrh, W T M) TR T 10 A 25, HIRBSHEGIKIRE . 7225, i
TR EINER, HEm&ER U v - 8807 A4 BH KR 1 46 1) 5 0 25 22 A0RLAF
1E o

[0384] RSl 5 — b B 2 o AR = AR U B L e VR A SE T T

[0385] A7) o (AR Pk T LIAR A IR AE S 9 1 A i 77 3200 5

[0386]  7EIX LT o A SR A S /KP o] DL FIR AR STl 1 8k 10 [ —A k2 A
TFEE .

[0387]  ZS SCATIHR 2 TR AR Z KR ARHIF, B HAR T4 2% w/w TIAHER A 4% w/w
LFEFN 94% w/w PEG 400 Fy il 57, o rh il 50 A e i 48 SR AN T B S 1 SE it 9] 8
Hh TR 7 2% o A TR R R BT R AR AT, I IR AR SR PR IR AE S 10 ) 9ok
RN . AR SCHTIR 2 75 I 2 AR IR, AR E AR T4 2% w/w I 2R .20 4% w/w
LFEFN94% w/wPEG 400 (117, e il 0] v g 1) UK 0 55 T i FH S s 8 v ek 7
VA& I T AR B SOKT s BT B SOK P B {AR7E St 1 e ek &
[0388]  SJitifh] 10— S ff <Ak AR &

[0389] ISR UL, Dl AT ARk B 2 RS DN SR AR 480 2 s AR 5% St T R G A% Je&
5o HIOBEI R AN BRI R T . AR i 6 LED 7= AR Uk e fE ik 2
TREF R (IR Z o TREMBCEEAE AR i 7= AR (1 5% 0, IR I e 475 2 A 16 3 v RS e
o BT KR SR AZAR DG, BRI 5 & A SN R AL s ) R R AE G
[0390]  FH T-HRET 2 P o S 408 T8 AN T FB 4800, AT ] LARREE S i 5341, P
FOXY A B XS T~ H pH {EAZ AL 5 | B TR B K B B 75 2 L 2R AL P75 a1 A2 A T30
SEH T I

[0391]  JE W F AT . Bk 208 (B LED RIBAEL 475nm (IR BIDLET . Sedls e gt
B ERES o BREF SR IR IO P B /K PR R — A R AL R o K 5T 4% S il SR AE W I — %
WRFE T, TRV I — eI [ e 7 4 540, BARY e 5 T 52 /Km0 . K B LED (a2
RAGERIGET B .. BERET /A WR 52, B B AE4) 600nm.,

[0392] WIS PKIET 4 GBI E 0T, 2R BER VAR E BB 2IE
T AR K E 5 .

[0393]  RERBEERET AR, HAB IR XBDEIE o A/D F e 2 B X s LA 4 Ak A 2k
THAR 1 ZE AR R TE 001Sensors At

[0394]  SJitifh] 11 S8/ 7KF R RIAR i 1tk

[0395]  H54)2% w/w SR IAE 25 4% w/w LEE.94% w/w PEG 400 57 S 3 sh i 7
s, B2 S8R 3 PR AR E R RAESESHETEPE 0. 8% A <. &5
i FEUETNS TP 20, 4% AU AV UE i SEUETE A 84, T% 1A .

[0396] K 100ml HIFIH AR 100ml FEHIENEH H W AT A TR ADFES, K Il 15517
BT 2ml MR AR HASAEE (B B B R WER 3 PR, EH L
1] 10 H Ik 75 2 00 2 T 2 o R AR PRS0 P IR0 E 20 BT, AR P4 24 /i o
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[0397] X FAEANA SRR S I ET 56 3 RES. M TAAIA T EENMRENS,
ACFEA 1.2.3 F1 6 P RE—4A 3 IRER, /A 4.5.7.8 f 12 P fF—4fF 2 IRER,
ARFEA 910\ L1 F 13 W RE—2HA L IRE R . 3T, B e it IR e S IR AN TR
[0398]  Ji iok v A5 AE LA B 1) 550 B 1 85 22 RO AFDRT 00 3810 i e o) 5] 16 7 A 25 1 B o 19 2
BEAGE, e, FRARESEE 1 P s, 28 12 B LA B2 A B
ERAENE . SR EREE 3, HRRER 3.4 f15 h,

[0399]  ASZHLI PRI, T LW A, B LU AR BEE 10 830 23 B FFE i ml BE 2o
B R INE R T AL

[0400] K] 3 B RTE 1 A2 FEL 1A AR 2 AN H B, X FACFEA 1-13 11 5, 7E T RS
B3 BO IR T 20 B B AR AR TS AL PR N BEA T2 (B sk B Ab#E4H 1-7.8-12
FALEEA 13 R — AR AEFER AT ) o SR A A HEA, P39 50E — Btk M A 5 g
(755 B T 0 5 2/ N I TS o 480 T 0 B G TG

[0401] &l 4 oA L A2 AL LA AT 2 A FIE, 3 TAbFRZE 1-13 1 &, ARV R IRtk
I4E S 3 BRI TR T 40 5. B AL B2 7 T 25 AL B Y R4 T 738 (i n ok E Ab#LZ]
=7 W AT FERRIEAT P34, ¥ ok BAREEZE 8-12 W ITA FEMIEAT P2y, ROk ok HALEEZ 13 (1)
FA RT3 o SO0 TR AR B, P 3855080 — SO A 25 v P R 5 B 1 23 S
[T 25 R 48T 43 BIORE DR B

[0402] &5 @oRAE L2 B LA HA 2 A HI, XA BRAL 1.8 F1 13 (A Bl A4
SIAREEZ ) T HFRSR B I TR AR B TR A A SIS S
B0 b A A R ) T R R N R T R R AU 43 R R B

[0403]  SEJiAA) 12— 11 2% i R4 2 50 il m et B2 b g 2 v B A R i T P U= T
P

[0404]  BRVFZ AL &, VHRAE 2% B AR 22 )50 Hh i) e 22 v B A 8 2R I TS R AU
ETHE HAR T/ 2 5 B 5 2 8 — B () Py 5505 A VR F 2R 7E 18 6A.6CL TA
F18A 1,

[0405] XT3 4 BB 5, WS 4 b P A B AR IR X 1R 5 SR I
& WS 11 A Bk & B iR A Z . 76 6AL6BLTALTBL8A FT 8B H 4B I BT A il
CHASESG. AU, AR A TR 1 ERTRZR 278 98. 6 %M 1 0. 5ml JH AT/
FRRE S, FRAE ISR B 38 1 AIAERS ) 220 B 96. 1% 20 1 2m1 SEFEARFRRE & o X411 6C,
B TR Rk A SLd] 11 MRS E ST | ( SEHETHA P 0. 80% M4/ ) Rk AL
Ma 11 SR a2 8 ( FEETNAS A 20. 4% 4/ ) RISk B SEHEn] 11 A&
mALHEA 13 ( FEAETE A 84 T% ) »

[0406]  fETH AR FH . T S E 2 8RR AL 10 It T
PREF BFIJC AT 9O AT I & . ARAE U P AR A B TS AR AR, L w1 o A o B4R
(&, flan, an FIHAS AR BUE 2. 0ml (2000 1 1), SIS 20 B0 0. 8%, 78 TH 25 Fh K14
SRR 2. 0ml 7 0. 8%, g2 161 1,

[0407]  ZEIE SRR MARE 2210 mg FOE IR 1. 1 (98 I3 K 3 MR AR AR Ak 1l 3
AT . Bz R LA B & 2 2% E . B0, X 0. 5ml IHA AT F,
A 0.55g ¥ 1EHR 0.55g K 2%, FEIH AR [T I8 R =2 1ing.
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[0408]  [Kl M, 75 3H 78 7R B (1) 5 22 o B A 8% 2 I TS AU & 2 16 1 1/ 1 Img BR
1. 4550 1/mg B A

[0400] X T 25°C M & #F w78 &R I TR) AU IR >R B3R 3, H 5=/ =%
HIHER RELSER AN S o kAT 1.8 M 13 MER BRfER S5 o X T5C
HT=20°C 1M1 & FF S AR PRI TR AR R R B3R 1, A 58N ZE 4/ 2 i inE R —
BREEER 4. R, RER 1 BoRdmeg 2T 080K/ B imE =200, (I 2 A% T
I 1) 2 B IR0 PR T 2 B AR o B4, 3R 4 B ISR SR B 0 R A3 31 < A 100 Hhysk 2 B i 2%
R T BT 23 BURRAR, I 3Fe LA IS [) 2% 1y il ) 560 B 1 45 SR 4

[0410]  IE407E Kl 6A 1 TA FPEEE B, 76 25°C A 5 CIRE N4t —BK KNI, B 8K
[ T2 R AR R TS AE TR P B 8 28 22 e B LU A A BRI R . A2
P PR, BoRTE —20°C 2 AR BIPE R F T8 b ) S R =2 80U 3R h R i 25
= B LEIRAE

[0411]  SEjtifsl] 13- T / SH AR L3 5 IR B K X R

[0412]  THi%* SIE A AR b 2 B R 7e & 6B 7B F1 8B 1, TH 2% I 78 AR 1) b 2 38 it
AR T AT I T/ SR AR LR BoRfER 4 b 3R, RE/NMHA
A 2ml 1N, FEIX L8N A B TS AR, FO R 5 IS ARV R TS S I AR T
K,

[0413]  [E17E Kl 6B F1 7B THEEE R, 4F 25°C A1 5°CILE N4 — B K A 1), AR i T
75/ SRR B B BRI . A2 PR E), BoRAE —20°C AP, BRI IVE
KTTF /AR E 2R E

[0414] A ST | BT A SCHR, B HE SR &R g Al R Y, DAL A A 5 I AT E
NS, T A G I

[0415]
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7G5

AR (mg), % (w/w)

TSR

DMSO = 2000mg (20% )
7K = 8000mg (80% )

F68 = 1000mg (10% )
7K =9000mg (90% )

F68 = 3000mg (30% )
7K = 7000mg (70% )

F127 = 1000mg (10% )
7K=9000mg (90% )

F127 = 1500mg (15% )
7K = 8500mg (85% )

B — MRk = 250mg (2. 5% )
K= 9750mg (97. 5% )

FHIHEFEZE= 10. 2mg (0. 101% )

i B e vE, F68 = 1010mg (9. 99% )

7K=9090mg (89. 909% )

HHEZE= 10. 2mg (0. 102% )

i B e 7E, F68 = 3000mg (29. 969% )

7K = 7000mg (69. 929% )

HEZE= 10. 5mg (0. 104% )

LR B e, F127 = 1010mg (9. 99% )

7K = 9090mg (89. 907% )

10

FIEZE= 10.5mg(0. 105% )

TR B e vE, F127 = 1500mg (14. 984% )

7K = 8925mg (84. 9% )

11

FMHEZ = 10. Tmg (0. 105% )
B — Mk = 255mg (2. 497% )
7K = 9945mg (97. 398% )

12

HIHEZE = 6. 4mg (0. 0999% )
CMC = 48mg (0. 7493% )

BRI K L LPERE 20 = 2. 56mg (0. 04% )

7K = 6349. 44mg(99. 111% )

SP
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[0417]

13

HIHE R = 6. 5mg (0. 0999% )
DMSO = 325mg (4. 995% )
7K = 6175mg (94. 905% )

14

FHIHEZE= 13. 5mg (0. 0999% )

CMC = 101. 25mg (0. 7493% )
R L FLPERE 20 = 5. 4mg (0. 04% )
7K = 13393. 35mg (99. 112% )

SP

15

HIAEZE= 11.0mg(0.2% )
EtOH = 5500mg (99. 8% )

16

HIHEE= 6. 6mg (0. 1% )
EtOH = 1054. 6mg (15. 933% )
F127 = 833. 64mg (12. 595% )
7K = 4723. 96mg(71. 372% )

17

TA&ER= 5mg (0. 1% )
Cavitron = 0. 25g(5% )
ZH#,95% = 5Tmg (1. 1% )
ToHE K= 4. 753g(93.8% )

18

A% = 5mg (0. 195 )
L, 95% = 150mg (2. 9% )
PEG400 = 1. 0g(19.4% )
THiK=4.01g(77.6% )

g S

A% (ng), % (w/w)

19

EHEE= 5mg0.1% )
Z.,95% = 152mg (3. 2% )
PEG400 = 1.5227g(30.2% )
TH K= 3. 3592g(66. 67% )

20

EMEE=6.6mg(0.1% )
EtOH = 505. Img (7. 618% )
F127 = 917. 8mg(13. 843% )
7K = 5200. 6mg (78. 44% )

21

EMEE=6.6ng(0.1%)

EtOH = 536mg(7.5% )

LR B e, F127 = 983. 76mg (14. 0% )
7K = 5574. 56mg (78. 4% )
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[0418]

22

FEMEE= 5. 2mg (0. 1023% )
EtOH = 56. 6mg (1. 127% )
Captisol = 2008. 9mg (39.5% )
7K = 3013. 3mg (59. 3% )

23

FIHE E= 6. 9mg (0. 201% )
EtOH = 3418. Omg (99. 799% )

24

EEE=9. Img (0. 491% )
EtOH = 90. 9mg (4. 908% )
F127 = 262. 8mg (14.191% )
7K = 1489. 1mg (80. 409% )

25

A R= omg(0% )

EtOH = 310. 2mg (5. 144% )
F127 = 858. 1mg (14. 228% )
7K = 4862. 6mg (80. 628% )

26

HIHER= 0mg(0% )

EtOH = 613. 1mg (10. 19% )

F127 = 810. 6mg (13. 471% )
/K= 4593. 6mg (76. 339% )

27

EMEZE=53.5mg (1. 095% )
EtOH = 414. 8mg (8. 488% )
F127 = 662. 8mg (13. 563% )
7K = 3755. Tng (76. 864% )

28

FIAEZ=0.3g(10% )
PVP K90 = 0.35g(12% )
Eudragit RS30D = 2. 35g(78% )

ISG, SP

29

FHIREER=0.2154g(7.31% )
PVP K90 = 0.25g(8.5% )
Eudragit RS30D = 2. 48g(84.19% )

ISG, SP

30

EMHEE=53.9mg (1. 103% )

EtOH = 413. 6mg (8. 463% )

THE 7K = 3843. 5mg (78. 647% )

F127 (Lutrol) = 576. Omg (11.786% )

31

HIHEFE= 0mg (0% )

EtOH = 411. 9mg (8. 513% )

TH 7K = 3849. 3mg (79. 554% )

F127 (Lutrol) = 577.4mg(11.933% )

32

EMHE E=54. Ing (1. 266% )

EtOH = 416. 8mg (9. 676% )

TH /K= 3836. 3mg (78. 569% )

F127 (Lutrol) = 577. 5mg(10. 499% )
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SR

33

HIHEZE = 80. 7g(1.964% )
EtOH = 65. Omg (0. 158% )
PEG400 = 4021. 8mg (97. 878% )

34

FHIHEZE= 106. 9g(5. 233% )
EtOH = 129. 6mg (6. 344% )
PEG400 = 1806. 5mg (88. 424% )

35

T F = 0ng (0% )

PVP K90 = 0. 204g(2. 3% )

LB, 100% = 0. 4g(4.5% )
Eudragit RL100 = 0.201g(2.3% )
PEG 400 = 8. 00g(90.9% )

ISG, SP

36

AR = Ong(0% )

PVP K90 = 0.2g(2.2% )
ZFE,100% = 0.4g(4. 4% )
PVAP = 0. 4g(4.4% )

PEG 400 = 8.00g(88.9% )

ISG, SP

37

HIHEH= 106. Img (4. 2% )
PVP K90 = 55. 2mg (2. 2% )
LW, 100% = 108mg (4. 3% )
Eudragit RL100 = 55mg(2.2% )
PEG 400 = 2.2g(87.1% )

ISG. SP

38

HIHEE = 399. 6mg (9. 965% )
F68 (Lutrol) = 40. 6mg (1. 012% )
TH /K= 3569. Tmg (89. 022% )

39

HH&E == 53.8mg(1.1% )
EtOH = 415. 2mg (8. 489% )
TC B 7K = 3844. 2mg (78. 594 % )
F127 = 578. Omg (11. 817% )

40

HIEE = 208. Img (3. 148% )
PEG400 = 6403. 4mg (96. 852% )

41

HIEZE = 200. 4mg (5. 148% )
F68(Lutrol) = 20. 8mg(0.534% )
PEG400 = 3569. 3mg (91.697% )
EtOH(95% ) = 102mg(2.62% )

SP
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42

HIHE R = 200. 4g(5. 259% )
PEG400 = 3561. 4mg (93. 46 % )
i 80 = 48. 8mg (1. 281% )

SP

43

HIHEZE= 30.9mg (1. 03% )
PEG 400 = 2. 9624g(98.97% )

44

HINEZE = 61mg (1. 96% )
LBE,100% = 0. 1860g (6% )
PEG 400 = 2. 8588g(92. 04% )

45

FHIHEE = 90. Tmg (3. 02% )
ZFE,100% = 0.2722g(9.06% )
PEG 400 = 2. 6423g(87.94% )

46

HIEE = 101. 6mg (4. 997% )
EtOH = 331. 6mg(16. 308% )
PEG400 = 1600. 1mg (78.695% )

47

FHHEE = 120.9g(3.189% )
F68(Lutrol) = 42. 4mg (1. 118% )
TH /K= 3627. Tmg (95. 692% )

SP

48

HIHEE = = 100. 1g(1.999% )
EtOH = 305. 1mg (6. 092% )
PEG400 = 4602. 9mg (91. 909% )

7L

AR (ng), % (w/w)

pilEid

49

HIHE = 150. 5mg (3. 004% )
PEG400 = 4860. 3mg (96. 996 % )

SP

50

FIHEZ = 153. 4mg (3. 055% )

T HE /K= 4816. 6mg (95. 937% )

F68 (% e ) = 50. 6mg (1. 008% )

SP

51

HIHEERE = 116. 6mg (2. 29% )
EtOH = 306. 6mg (6. 05% )
PEG400 = 4647. 5mg (91. 66 % )

52

FHIEZE = 150. 4mg (2. 994% )
F68 Lutrol = 15. 4mg (0. 306% )
T /K= 4859. 1mg (96. 7% )

SP
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53 FH A& 2= 306. 5mg (6. 088% ) SP
PEG 400 = 4727. Tmg(93.912% )

54 HAE 2= 309. 3mg (6. 146% ) SP
PEG 400 = 4723. 3mg (93. 854% )

55 T 2= 303. 3mg (6. 061% ) SP
PEG 400 = 4700. 6mg (93. 939% )

56 FEMAE 2 = 305. 4mg (6. 088% ) SP
PEG 400 = 4711. Omg (93. 912% )

57 T A% 2 = 306. 9mg (6. 098% ) SP
PEG 400 = 4725. 5mg (93. 902% )

58 FAEZE = 302. 5mg (6. 021% ) SP
PEG 400 = 4721. 6mg (93. 979% )

59 T ZE = 304. 5mg (6. 053% ) SP
PEG 400 = 4726. 4mg (93. 947% )

60 i FEKAS = 251. 4mg SP
(5.011% )
PEG 400 = 4765. 2mg (94. 989% )

61 Hh FE KA = 252, 4mg (5% ) SP
PEG 400 = 4600mg (92% )
EtOH = 150mg (3% )

62 HIEZE = 32. 2mg (0. 641% ) g
PEG 400 = 4677. 9mg (93. 096 % )
EtOH = 314. 7Tmg (6. 263% )

63 FHIHE == 32. 3mg (0. 6% ) S
PEG 400 = 5516. 3mg (93. 1% )
EtOH = 314. 7Tmg (6. 263% )

64 FHEZE = 54. 4mg (1. 007% ) S
PEG 400 = 4638. 9mg (92. 702% )
EtOH = 314. 8mg (6. 291% )

65 FHHEZE = 50. 8mg (1. 013% ) S
PEG 400 = 4963. 2mg (98. 987% )
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66

HIHE R = 52. Img (1. 035% )
PEG 400 = 4868. 6mg (96. 718% )
EtOH = 113. Img (2. 247% )

67

A 2 = 50. Smg (1. 009% )
PEG 400 = 4752. 8mg (94. 953% )
EtOH = 202. Img (4. 038% )

68

HIHEZE = 101. 8mg (2. 030% )
PEG 400 = 4712. 4mg (93. 970% )
EtOH = 200. 6mg (4. 000% )

il

AR (ng), % (w/w)

ikl

69

HIEERE = 102. Img (2. 036% )
PEG 400 = 4605. bmg (91. 847% )
EtOH = 306. Tmg (6. 117% )

70

HIEZRE = 101. 6mg(2. 025% )
PEG 400 = 4510. 6mg (89. 892% )
EtOH = 405. 6mg (8. 083% )

71

HIHER= 75. 9mg (3. 019% )
PEG 400 = 2438. 4mg (96. 981% )

SP

2

T PHEF 2 = 50. 9mg (2. 034% )
PEG 400 = 2350. 1mg(93.914% )
EtOH = 101. 4mg (4. 052% )

73

HIHE R = 12. 5mg (0. 620% )
PEG 400 = 2004. 8mg (99. 380% )

SP

74

HIHHEERE= 1.20949g(2.0152% )
EtOH = 2. 401g (4. 000% )
PEG 400 = 56. 407g(93. 9848% )

75

HEE = 16. Omg g(0.795% )
EtOH = 80. Omg (3. 976 % )
PEG 400 = 1916. Omg (95. 2298% )

76

HHEZRE= 8. Img (0. 400% )
PEG 400 = 2014. 5mg (99. 600% )

SP
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7 HIHEZE = 8. 6mg (0. 428% )
PEG 400 = 2002. 5mg (99. 572% )
78 HEEE= 8. 2mg (0. 410% )
PEG 400 = 1992. Omg (99. 590% )
79 FEMEZE= 8. Tmg (0. 433% )
PEG 400 = 1998. 8mg (99. 567% )
80 FEMaEZE= 8. 6mg (0. 427% )
PEG 400 = 2003. 2mg (99. 573% )
81 EMaEZE = 8. 6mg (0. 428% )
PEG 400 = 1999. 3mg (99. 572% )
82 HHEZE= 9. Omg (0. 448% )
PEG 400 = 2000. 8mg (99. 552% )
83 HhEZE= 8. Omg (0. 397% )
PEG 400 = 2008. 8mg (99. 603% )
84 HEhEE= 8. 5mg (0. 422% )
PEG 400 = 2006. 8mg (99. 578% )
85 HEZE = 8. Omg (0. 399% )
PEG 400 = 1998. 2mg (99. 601% )
86 EHIEZE= 8. 5mg (0. 422% )
PEG 400 = 2004. 3mg (99. 578% )
87 TG 2= 8. 6mg (0. 428% )
PEG 400 = 2002. 5mg (99. 572% )
88 FEMEZE=0.72(1.983% )
EtOH = 1. 4g(3. 966% )
PEG 400 = 33.2g(94. 051% )
89 HIAEZE= 0g(0% )
EtOH = 0. 574g(1. 995% )
PEG 400 = 28.2g(98. 005% )
90 EIHEZE=1.95g(1. 950% )

EtOH = 4. 05g (4. 050% )
PEG 400 = 94. 00g (94000. % )
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TSR

91

HIHEEZE = 0.0107g (0. 534% )
EtOH = 0. 0805g (4. 019% )
PEG 400 = 1.912g(95. 447% )

92

HIHEZE = 0.0081g(0. 403% )
EtOH = 0. 0804g (4. 003% )
PEG 400 = 1. 920g(95. 594 % )

93

HIRER=1.992¢(2% )
EtOH = 3.9419(4% )
PEG 400 = 93. 95g(94% )

94

HIEERE = 0.405g(0.4% )
EtOH = 4. 24g(4% )
PEG 400 = 95.6(95.6% )

95

PEG 400 = 96g(96% )
EtOH = 3. 9027(4% )

96

HIHE R = 0.4020g(0. 402% )
EtOH = 3. 970g(3.971% )
PEG 400 = 95. 600g (95. 627% )

97

HIHEE 2 = 2. 000g (1. 990% )
EtOH = 4. 000g (3. 980% )
PEG 400 = 94. 500g(94. 030% )

98

PEG 400 = 96g(96% )
EtOH = 3. 92g(4% )

99

HIHE R = 0.4036g(0.4% )
EtOH = 3.9054g (4% )
PEG 400 = 95.6(95.6% )

100

TG % = 2. 00258 (2% )
EtOH = 3.98g(4% )
PEG 400 = 94. 00g(94% )

101

HHER= 9. 5mg(0.472% )
EtOH = 90. 3mg (4. 485% )
PEG 600 = 1913. 5mg (95. 043% )
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102

HIHE R = 44. 6mg (2. 21% )
EtOH = 86. 1. Omg (4. 26 % )
PEG 600 = 1891. 1mg(93. 53% )

103

HIRERE=1.97g(2% )
EtOH = 4. 10g(4% )
PEG 400 = 94. 15g(94% )

104

HIHER= 1.95g(2%)
EtOH = 4. 00g (4% )
PEG 400 = 94. 0g(94% )

105

FEZ=8.00g(2% )
PEG 400 = 376. 0g
EtOH = 16. 0g(4% )

106

HWE = 6.0082%)
PEG 400 = 282. 0g(94% )
EtOH = 12. 0g(4% )

107

HIHE R = 8. 9mg (0. 4434% )
EtOH = 80. 3mg (4. 0006 % )
PEG 300 = 1918. Omg (95. 556 % )

108

T IHEF 2 = 40. 8mg (2. 00886 % )
EtOH = 110. Omg (5. 41605% )
PEG 300 = 1880. 2mg (92. 57509% )

7% 5

AR (ng), % (w/w)

pillE e

109

HIHEZRE= 9. 9mg (0. 488% )
EtOH = 86. Tmg (4. 277% )

PEG 400/300(50/50) = 1930. 3mg
(95.235% )

110

HuZEKHA = 142. 5ng
(4.994% )
PEG 400 = 2710. Tmg (95. 006 % )

SP

111

HiZEKHA = 134. 3ng
(4.891% )
PEG 400 = 2611. 4mg(95. 109% )

SP
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112

i 227 = 139. 2mg (5. 087% )
PEG 400 = 2597. 4mg (94. 913% )

SP

113

Hh 275 = 135. 3mg (5. 089% )
PEG 400 = 2523. 5mg(94.911% )

SP

114

EtOH = 206. 4mg (4. 121% )
PEG 400 = 4801. 6mg (95. 879% )

115

HIHE R = 43. Omg (2. 144% )
PEG 400 = 1962. 3mg (97.8567% )

SP

116

HIHEZE = 40. Omg (2. 001% )
PEG 400 = 1959. 1mg (97.999% )

SP

117

HIHEE = 42. Img (2. 142% )
PEG 400 = 1959. Tmg (97. 858% )

SP

118

HIHEZE = 100. 8mg (2. 013% )
PEG 400 = 4906. Omg (97. 987% )

SP

119

HIHEZE = 20.9mg (0. 42% )
EtOH = 209. 1mg (4. 17% )
PEG 400 = 4784. 9mg (95. 41% )

120

HIHEE= 20.6mg(0.41% )
EtOH = 211. 5mg (4. 22% )

FH A= 19. 1mg (0. 38% )
PEG 400 = 4762. Omg (94. 99% )

121

FHIEZ= 20. Ing (0. 40% )
EtOH = 211. 5mg (4. 22% )

ZEH. 55 = 2. 3mg (0. 05% )
PEG 400 = 4782. 3mg(95. 34% )

122

AR = 8.0g(2% )
EtOH = 16. 0g(4% )
PEG400 = 376. 0g(94% )

123

HIEZE = 351. 3mg (2. 006% )
EtOH = 2353. 1mg (4. 093% )
PEG 400 = 16448. 2mg (93.901% )
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124

HIHER = 2.2035g(2% )
EtOH = 4. 45g(4% )
PEG 400 = 103. 7g(94% (

125

WA = 515. bmg (2. 021% )
PEG 400 = 24.993. 8mg (97. 979% )

SP

126

FWEZ = 0.38(2% )
EtOH = 0. 6g(4% )

PEG 400 = 14. 1g(94% )
BHT = 0. 0002 (0. 002% )

il S

A% (ng), % (w/w)

127

HIHER=0.3g(2% )
EtOH = 0. 6g(4% )

PEG 400 = 14. 1g(94% )
BHT = 0. 00037 (0. 004% )

128

HIHER=0.3g(2% )
EtOH = 0. 6g(4% )

PEG 400 = 14. 1g(94% )
BHT = 0. 0081 (0. 05% )

129

EHE == 243. 2mg (1. 869% )
EtOH = 4. 88. 4mg (3. 753% )
PEG 400 = 12283. 3mg(94.378% )

130

FIHEER=10.404g(2% )
EtOH = 0.8g(4% )

PEG 400 = 18. 8g(94% )
BHT = 0. 00051 (0. 002% )

131

EHEZ=0.6024g(2% )
EtOH = 1.2g(4% )
PEG 400 = 28. 25g (94% )

132

EMHEE=2.001g(2%)
EtOH = 4. 05g(4% )
PEG 400 = 94. 45g (94% )

133

HHEE=0.51556g(2.057% )
EtOH = 1. 0198g (4. 070% )
PEG 400 = 23.5225g(93. 873% )

134

PEG 400 = 9. 6g(96% )
EtOH = 0. 4g(4% )
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135

EHEE=0.610g(2% )
EtOH = 1.2g(4% )
PEG 400 = 28. 2g(94% )

136

EiHEE= 24. 6mg (1. 193% )
EtOH = 91. 1mg (4. 418% )

VB IPIH = 219. 6mg (10. 649% )
BSS = 1726. 8mg (83. 740% )

137

FNMAFEZE= 100. Omg (1. 993% )
PEG 400 = 4916. 9mg (98. 007% )

SP

138

HifEE= 201. 6mg (4. 005% )
PEG 400 = 4831. 5mg (95. 995% )

SP

139

HHEE= 102. 4mg (2. 036% )
EtOH = 209. Omg (4. 154% )
PEG 400 = 4719. 3mg (93. 810% )

140

HifEE= 10. 3mg (0. 205% )
EtOH = 27. 4mg (0. 544% )
PEG 400 = 4995. 8mg (99. 251% )

141

‘HHEZE = 10. 6mg (0. 211% )
EtOH = 208. 4mg (4. 150% )
PEG 400 = 4802. 3mg (95. 639% )

142

EEZE = 31. bmg (0. 628% )
EtOH = 67. Img (1. 337% )
PEG 400 = 4918. 9mg (98. 035% )

143

FEEZE = 30. 8mg (0. 613% )
EtOH = 204. 5mg (4. 073% )
PEG 400 = 4786. 1mg (95. 314% )

7% 5

Y (ng), % (w/w)

pilElEiel

144

HIEZE = 103. 5mg (2. 057% )
EtOH = 207. 1mg (4. 116% )
PEG 400 = 4720. 8mg (93.827% )

145

HIHEZE = 283. Omg (2. 020% )
EtOH = 566. 1mg (4. 041% )
PEG 400 = 13. 160. 8mg (93. 939% )

146

HIHE R = 280. Img (1. 998% )
EtOH = 565. 2mg (4. 033% )
PEG 400 = 13. 171. Tmg(93. 969% )
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147

HIHE R = 201. 6mg (3. 000% )
PEG 400 = 6518. 8mg (97. 000% )

SP

148

HMHEZE = 31.9mg (1. 019% )
FEE= 1021. 9ng

(20.070% )

Z = 4017. 9mg (78.911% )

149

FMHEZ = 51.5mg(1.03% )
FEHE = 259. 9mg (5. 19% )
BRI = 4694. 3mg (93. 78% )

150

AR = 5.968(2% )
EtOH = 12. 0g(4% )
PEG 400 = 282.0g. (94% )

151

FEMEZE = 54. 5mg (1. 07% )
W= 1014. 3mg(19. 95% )
M = 4014. 8mg (78. 98)

152

HIHEZE = Omg (0. 00% )
FEE= 269. 4mg (5. 421% )
ZRIEVIH= 608. 2mg (12. 238% )
Z R = 4092. 2mg (82. 341% )

153

HHE 2= 76. 3mg (1. 75% )
FEE= 307. Omg (7. 06% )
ZRIBIPIA= 607. 8mg (13.97% )
Z k= 3000. 5mg (68. 97% )
H) 4% 80 = 63. lmg (1. 45% )
EtOH = 295. 5mg (6. 79% )

154

150 FHH7 = 200g(99. 998)
BHT = 0. 004g (0. 002% )

155

HEZE = 51.0mg (0. 87% )
EtOH = 642. 3mg(10. 93% )
HEE= 431. 8mg(7. 34% )
R = 4753. Tmg (80. 86 % )

156

FEMEZE = 51. 4mg (1. 03% )
W = 518. 4mg (10. 34% )
WM = 4444, Tmg (88. 64% )
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157

HIER= 8. 1g(2% )
EtOH = 16.0g(4% )
PEG 400 = 376.0g(94% )

158

157 Sl F] = 225. 00g(99. 998% )
BHT = 0. 0045g (0. 002% )

159

HIHER= 8. 1g(2% )
EtOH = 16. 0g(4% )
PEG 400 = 376g(94% )

160

159 FHIF = 112. 0g(99. 998% )
BHT = 0. 00224g (0. 002% )

il S

AR (ng), % (w/w)

161

159 Sl7)= 112. 0g(99. 998 % )
BHT = 0. 0019g (0. 002% )

162

EMEE= 55. 4mg (1. 10% )
EtOH = 112. 7Tmg (2. 25% )
HEL= 157. 8mg (3. 15% )
FE¥F = 4688. Omg
(93.50% )

163

EEE=5.005g(1% )
EtOH = 10. 0g(2% )
PEG 400 = 485.5g(97% )

164

PEG 400 = 9. 82g(98% )
EtOH = 0. 235g(2% )

165

163 Sl7= 100. 25g(99. 998% )
BHT = 0. 0026g (0. 002% )

166

HiHEE= 203. Img (2. 025% )
F68 = 30. 3mg (0. 303% )
THE K= 9792. 6mg (97. 672% )

SP

167

HihEE= 201. 4mg (2. 0005% )
¥R 20 = 43. 9mg (0. 436% )
THE K= 9822. 8mg (97. 564 % )

SP

168

EtOH = 0. 8301g (4. 144% )
PEG 400 = 19. 2014g(95. 856% )

169

168 Sl7= 3001 1

170

168 S#l7= 2501 1 154 S5= 501 1
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171

168 S17)= 200u 1 154 SHIF]= 1001 1

172

168 S-4HI7)= 1501 1 154 4|7 = 1501 1

173

154 S457)= 3001 1

174

EIAEE=102. 2ng (2. 041% )
F68 = 16. Omg (0. 32% )
TCHI7K= 4889. Omg (97. 639% )

SP

175

FMEZE= 101. Ing(2.010% )
5 20 = 27. 7Tmg (0. 551% )
TH K= 4901. Omg (97. 439% )

SP

176

BSS+ = 0u 1
TEAK=0n1
154 B417)= 1000 1 1

177

BSS+ = 2001 1
TEAK=0n1
154 2417%)= 800w 1

SP

178

BSS+ =400u 1
154 Sl7)= 6001 1

SP

179

BSS+ =500u 1
154 SHl7]= 500 1

SP

180

BSS+ = 600 u 1
154 SH57)= 4001 1

SP

181

BSS+ =800 1
154 SH#I7)=200u 1

SP

182

FTHK=200u1
154 S4I7]= 8001 1

SP

[0426]

7% 5

AR (mg), % (w/w)

el

183

TH/K=400u 1
154 S41%]=600u 1

SP

184

TH/AK=500u1
154 S41%]= 5001 1

SP

185

TH/K= 60011
154 S413]= 400u 1

SP
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186

THEK= 80011
154 S415]= 2001 1

SP

187

BSS+ = 2536. 9mg (49. 98% )
154 Sl 7= 2538. Tmg (50. 02% )

SP

188

T K= 2515. 6mg (49. 84% )
154 2417 = 2532. 2mg (50. 16% )

SP

189

F68 = 12. 6mg (0. 25% )
ToH 7K = 2524, Tmg (49. 79% )
154 S H7#]= 2533. Img (49. 96 % )

SP

190

HIHHFE = 2. 0225g(2% )
EtOH = 3.65g(4% )

PEG 400 = 94. 0g(94% )
BHT = 0. 002g (0. 002% )

191

F68 = 12. lmg
TeHE 7K = 2558. 9mg
154 S47)= 2556. 4mg

SP

192

P68 = 19. Smg
K7k = 2564. Img
154 B4 = 25557. 5mg

SP

193

F68 = 25. 3mg
THE /K= 2575. Img
154 S|F]= 2572. 9ng

SP

194

P68 = 32. dmg
Kk = 2572. Img
154 4% = 2562. Ing

SP

195

F68 = 38. 3mg
TeEE K= 2563. 2mg154
SHIF]= 2573. 5mg

SP

196

F68 = 43. 6mg
TeEE K= 2541. 1mg
154 547 = 2556. Ong

SP

197

F68 = 51. 2mg
TCH K= 2594. 5mg154
S5 = 2594. Img

SP
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198 PEG 400 = 1920g(96% )
EtOH = 80g(4% )

199 168 5 Hl5f]= 10001 1

200 168 =417 = 2001 1
154 5 Hl5]= 800 u 1

201 168 S #F]= 400 u 1
154 S #]= 600u 1

202 168 S H#]= 500 u 1
154 S H#]= 500 u 1

203 168 S H7#]= 6001 1
154 S HF]= 400 u 1

[0427]

GFAlE R A% (ng), % (w/w) Y

204 168 S#lF= 8001 1 S
154 SHIF)= 2001 1

205 PEG 400 = 2001 1 S
154 S 47 = 800 u 1

206 PEG 400 = 4001 1 S
154 S 47 = 600 u 1

207 PEG 400 = 5001 1 S
154 B 7= 500 u 1

208 PEG 400 = 600 1 1 S
154 SHIF)= 4001 1

209 PEG 400 = 800 u 1 S
154 SHIF)= 2001 1

210 Phosal 50PG = 6735. Omg (99. 002% ) S
35 80 = 67. 9mg (0. 998% )

211 FINTEE=2.0047g(2% ) S
EtOH = 4. 00g (4% )
PEG 400 = 94. 05g(94% )

212 Phosal 50PG = 20. 0662g (98. 999% ) S
35 80 = 0. 2029g (1. 001% )

213 154 S5 = 100 u 1 S
168 S #7= 900 u 1
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214 154 247 = 100 1 S
168 E#17]= 900 u 1

215 154 B#)7]= 100 1 S
168 S #l7= 900 u 1

216 154 B#17]= 100 1 S
PEG 400 = 9001 1

217 154 B&7)= 100 1 S
PEG 400 = 9004 1

218 154 247 = 100 1 S
PEG 400 = 9004 1

219 154 B4F] = 100 1 SP
BSS+ = 900 u 1

220 154 247 = 100 1 SP
BSS+ = 900 u 1

221 154 247 = 100 1 SP
BSS+ = 900 u 1

222 154 2417 = 1000 u 1 S

223 154 417 = 1000 u 1 S

224 154 SHil7)= 1001 1 S
168 S #l7= 900 u 1

225 154 B#17]= 100 1 S
168 2#17= 900 u 1

226 154 B&7]= 100 1 S
168 247 = 900 u 1

227 154 247 = 100 1 S
PEG 400 = 9004 1

228 154 B4JF] = 100 1 S
PEG 400 = 9004 1

HFgm T |A (ng), % (w/w) Y

229 154 S&#5]= 100 1 S

PEG 400 = 9001 1
230 154 S45= 1001 1 SP

BSS+=900u 1
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231 154 241%= 100u 1 SP
BSS+ =900 u 1

232 154 2417 = 100u 1 SP
BSS+ =900 u 1

233 154 SilF] = 2001 1 S
168 =4I = 800 u 1

234 154 4% = 2001 1 S
168 E4EI%= 8001 1

235 154 E4I7]= 2001 1 S
168 E4I%= 8001 1

236 154 E45]= 2001 1 S
168 E4E%= 8001 1

237 154 E45]= 2001 1 S
PEG 400 = 8001 1

238 154 E4F= 2001 1 S
PEG 400 = 800u 1

239 154 2417 = 2001 1 SP
BSS+ = 800 u 1

240 154 E41%]= 2001 1 SP
BSS+ = 800 u 1

241 154 2417 = 2001 1 SP
BSS+ = 800 u 1

249 154 E45= 1001 1 S
168 E4I%= 9001 1

243 154 E4I7%= 1001 1 S
PEG 400 = 9001 1

244 154 E4F= 1001 1 SP
BSS+ = 9001 1

245 154 E45%= 1001 1 SP
BSS+/CMC (0. 5% ) = 9001 1

81



79/88 Tt

CN 101605529 B w BB P

216 154 2407]= 4000 1 S
168 247]= 9001 1

247 154 2407]= 4001 1 S
PEG 400 = 9004 1

248 154 SiHl7] = 4001 1 SP
BSS+ = 900 u 1

949 154 24— 4000 1 SP
BSS+/CMC(0.5% ) = 900w 1

250 154 25— 100w 1 SP
BSS+/CMC(0.5% ) = 900w 1

251 154 2 &= 100w 1 SP
BSS+/CMC(0.5% ) = 900w 1

252 154 2 &= 100w 1 SP
BSS+/CMC(0.5% ) = 900w 1

953 154 23— 200 1 SP
BSS+/CMC (0. 5% ) = 800 u 1
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(80.50%)

PLGA 75/25 = 381.0 mg (19.50%) _

I#%5 £ %, (mg), % (wiw) HIMERY
254 154 5 4] =200 pl SP
BSS+/CMC(0.5%)= 800 ul
255 154 54| 7= 200 i SP
BSS+/CMC(0.5%)= 800 pl
256 154 5 %] )= 400 pl SP
BSS+/CMC(0.5%)= 900 pl
257 154 54| 7] = 400 pl SP
BSS+/CMC(0.5%)= 900 ul
258 154 5 (%) = 400 pl SP
BSS+/CMC(0.5%)= 900
259 | EtOH = 17.1 mg (0.57%) S
PEG 400 = 2997.3 mg (99.43%)
260 | EtOH = 40.8 mg (1.35%) 3
PEG 400 = 2980.2 mg (98.65%)
261 EtOH = 47.1 mg (1.57%) S
PEG 400 = 2950.1 mg (98.43%)
262 [5vE%=2.0032 g (2%) S
EtOH = 3.92 g (4%)
PEG 400 = 94.00 g (94%)
263 |#hxAf&=80.38mg SP
(4.04%)
PEG 400 = 1920.8 mg (95.96%)
264 | A3 A% F 3 % NFF-0007 S
265 | PEG 400 = 9.598 g (96%) S
EtOH = 0.4052 (4%)
266 |wWAk=422mg SP
(4.123%)
PEG 400 = 981.3 mg (95.877%)
267 Phosal 50PG =20.0783 g S
(99.00835%)
ot i 80 = 0.2011 g (0.99165%)
268 | PEG 400 = 96.1 g (96%) S
EtOH = 4.00 g (4%)
269 1EME#=0.4001g (2%) S
EtOH = 0.80 g (4%)
PEG 400 = 18.8 g (94%)
270 % 1 /K = 9955.8 mg (99.27%) S
CMC iz #58 = 47.8 mg (0.48%)
v} 38 80 = 25.4 mg (0.25%)
271 F. 1 7K = 9947. 5 mg (99.00%) ]
CMC #%#4  =75mg(0.75%)
vt % 80 = 25.1 mg (0.25%)
272 mﬂ?ﬂn mg (2.01%) SP
270 %5 4] # = 2000 mg (97.99%)
273 [EE#=40.2 mg (1.97%) SP
MSF-03-172-07E = 2000 mg (98.03%)
274 NMP (Pharmasolve™ ' = 1280.5 mg S
(65.89%)
PLGA 75/25 = 662.9 (34 11%)
275 NvP (Pharmasolve 1573.3 mg )
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EiE 48 %, (mg), % (wiw)

FH LA
S

276

NMP (Pharmasolve™’ = 1009.7 mg
49.8%) ,
PLGA 75/25 = 1001.6 mg (60.20%)

277

Z. B 7K = 14934.0 mg (99.25%)
CMC + %455 =112.4mg
(0.75%)

278

% —B% =1893.7mg
(93.85%)

EtOH = 83,8 mg (4.16%)
FiaE£=40.2 mg (1.99%)

279

# = B§ =1946.2 mg
(95.68%)

F B =471 mg (2.31%)
FtaE#£=40.8 mg (2.01%)

280

PEG 300 = 1894.1 mg (93.74%)
EtOH = 40.1 mg (1.98%)
FhE#=86.4 mg (4.28%)

281

PEG 300 = 1925.6 mg (95.88%)
EtOH = 39.8 mg (1.98%)
FiaE£=43.0 mg (2.14%)

282

T EE=100.6 mg (2.01%)
MSF-03-176-02 = 4910.8 mg
(97.99%) :

SP

283

FEA=11.5 mg (0.57%)
PEG 300 = 2012.5 mg (99.43%)

284

FiaE#=10.3 mg (0.51%)
PEG 400 = 2017.2 mg (99.49%)

285

FaEE=9 8 mg (0.486%)
PEG 600 = 2005.9 mg (99.51%)"

286

458, 3 3] = 42.7 mg (2.11%)
EtOH = 46.0 mg (2.27%)
PG = 1938.7 mg (95.62%)

0w 0 n o

287

%, & ) = 40,7 mg (2.01%)
EtOH = 43.0 mg (2.12%)
PEG 300 = 1942.1 mg (95.87%)

288

Ko, 5%, 2 &) = 40.3 mg (1.99%)
EtOH = 43.8 mg (2.16%)
PEG 400 = 1942.3 mg (95.85%)

289

A, %, % 3] = 40.8 mg (2.03%)
EtOH = 44.5 mg (2.21%)
PEG 600 = 1924.0mg (95.76%)

290

FaEH=61.0 mg (3.17%)
NMP = 1226.54 mg (63.80%)

PLGA 75/25 = 634.96 mg (33.03%)

291

FraE£=100.2 mg (5.13%)
NMP = 1492.95 mg mg (76.37%)
PLGA 75/25 = 361.65 mg (18.50%)

292

FrE£=62.9 mg (3.04%)
NMP = 1103.8g mg (53.40%)
PLGA 75/25 = 800.2 mg (43.56%)

293

R E£=62.4 Mg (3.00%)
NMP = 1205.1 mg mg (58.11%)

PLGA 75/25 = 806.4 mg (38.89%)
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HlHgm s |AHk (mg), % (w/w) e

294 TBK +1% CMC 1= 4909. 1 SP
mg (97.99% )
FEMEZ = 100. 5mg (2. 01% )

295 T 7K +1% CMC B = 4903. 8 SP
mg (97. 96 % )
FIEZE= 101. 9mg (2. 04% )

296 EIHEZE = 40. 5mg (2. 03% ) S
NMP = 1958. Tmg (97. 97% )

297 EIHEZE = 20. 5mg (2. 0% ) Sp
DMA = 41. 4mg (4. 0% )
PVP = 35. Omg (3. 4% )
H20 = 934. Tmg (90.6% )

298 HEE= 10.6mg(2. 0% ) S
DMA = 10. 6mg (2. 0% )
PEG 400 = 506. 1mg (96 % )

299 FEIHEZE= 5. 2mg(2.0% ) SP
1% DMA 7F PEG400 H = 257. 4mg
(98% )

300 HIHEZE= 20.0ng(2.0% ) S
DMA = 7. 8mg (0. 8% )
PEG 400 = 974mg (97. 2% )

301 FIHEZE= 20. Ing (1. 3% ) S
DMA = 19. 5mg (1. 3% )
PEG 400 = 1449. 6mg (97. 3% )

302 EIHEZE = 20.0mg (2. 0% ) Sp
PYP = 10. 8mg (1. 1% )
PEG 400 = 994. 5mg (97. 0% )

303 EIHEZE = 20. 4mg (2. 0% ) Sp

PVP = 24. 5mg (2. 4% )
PEG 400 = 990. Tmg (95. 7% )
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304

HIHER = 25.5mg(2.4% )
PVP = 51. 9mg (4. 8% )
PEG 400 = 1000. 6mg (92. 8% )

SP

305

HIAEZE = 22. 5mg (2. 3% )
BA = 27. 5mg (2. 7% )
PEG 400 = 950. Tmg (95. 0% )

306

HIAEZE= 30. 2mg (2. 3% )
PVP = 240. 9mg (18.6% )
PEG 400 = 1021. 2mg (79.0% )

SP

307

HINEERE=8. Tng(3. 1% )
1% PVP fE7K# = 273mg (96. 9% )

SP

308

EMMEZ= 12. 6mg(2.53% )
5% PVP £k = 501. 6mg(97. 5% )

SP

309

HIEERE = 20. 3mg(3.8% )
10% PVP fE7K# = 513. 9mg(96. 2% )

SP

310

HIHEZE = 100. 5mg (2. 0% )
DMA = 67. 8mg(1.4% )
PEG 400 = 4838. 3mg (96. 6% )

311

HIHEHE= 96.8mg(1.9% )
BA = 157. 5mg (3. 2% )
PEG 400 = 4748. Tmg(94.9% )

7% 5

AR (mg), % (w/w)

gillE el

312

HIHEE = 105. 8mg(2. 1% )
DMA = 5. 63mg (0. 1% )
PEG 400 = 4888. 9mg (97. 8% )

313

HIAEFE = 20. 2mg (2. 0% )
PVP = 99. 2mg (9. 9% )
H20 = 882. 3mg(88.1% )

SP

314

HIHEZE = 100. 3mg (2. 0% )
PVP = 251. 4mg (5. 0% )
H20 = 4662. 8mg (93. 0% )

SP
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315

FMHEZ= 20. 3mg(2.0% )
DMA = 983. 9mg(98% )

316

279 = 22. Smg (2. 0% )
DMA = 12. Omg (1. 1% )
PEG 400 = 1104. 5mg(96. 9% )

317

i 2275 = 1. Omg (0. 1% )
EtOH = 49. 30mg (4. 0% )
PEG 400 = 1191. 9mg (96. 0% )

318

#2278 = 18. Tmg (0. 9% )
PEG 400 = 959. 8mg (99. 1% )

319

#2278 = 25. 5mg (1. 3% )
EtOH = 83. Omg (4. 1% )
PEG 400 = 1905. 6mg (94. 6% )

320

Hh 2K AL = 20. 4mg (1. 2% )
EtOH = 71. Tmg (4. 1% )
PEG 400 = 1737. 6mg (98. 8% )

321

HhFEKAR = 27. bmg (2. 0% )
DMA = 5. 6mg (0. 4% )
PEG 400 = 1347. 3mg (97.6% )

322

HEHEZ=9. Img(0. 152% )
EtOH = 90. 9mg(1.514% )
F127 = 262. 8mg (4. 378% )

7K = 1489. 1mg(24. 804% )

Z R = 4151. 5mg (69. 152% )

323

FEE= 24. 4ng(0.625% )

Phosal 50PG = 203. Img (5. 201% )

EtOH = 166. 8mg (4. 272% )

Labrafac CC = 1502. 8mg (38. 486% )

Z R = 2007. Tmg (51. 416 % )

324

EA 2mm BRI 174 517

SP

325

G 2mm BRH 175 5517

SP
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W M P
326 FHIHE HE= 5Img (1. 47% ) SEF
EtOH = 407. Tmg (11. 77% )
Cremophor EL = 1502. 9mg (43. 44% )
Capmul PG8 = 1502. 9mg(43. 44% )
327 HIHE %= 60. Img (1. 956% ) SEF

EtOH = 125. Omg (4. 067% )
Caprol MPGO = 1444. Img(46. 989% )
Softigen 767 = 1444. Img(46. 989% )
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