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L —Ff (@)0.001% 0. 049% w/v H AR 2 5 (b) FRIAVEHEFIF (c) AEE 5K 71

T K R AR 55, Ferp R g T (b) A SR L ALER, AR B 9k 1 AI (o) MK+
KR A, o 78 25°C T B0 B 2= 70 T iR F i) 50) b IS A R v T 28 w g/ml, Horp iy

WAEE ok AT () bk E PEG200. PEG 300, PEG 400 F1 PEG 600 {28 £ — ¥ PEG 3f
HPTR IR IR & (o) K JEra e

2. BURE R 1 IR RHEC HI7), A i K PEEC IR — 20 8 (d) —Fhalk 2 Rz,
H A Ak R RHEC 550 pH 76 22D 3 A H NS Fa g 1 .

3. BUMIEESK 1 88 2 IR RHECHIF], Forb Bk PR 10 B 2= A P B 2 A

4. BURJE R 1-3 HAF— I HERFEC 57, 2 Bk R s ) (b) i B 2 (L AL EE 20,
FLALME 40 F LALEE 60, LLACER (LALHE 80,

5. BUFIEEsR 1-3 A fE— TR IR RHEC 5], Horh Bk e imvd ) (b) 4 2R LA EE 80.

6. BOFIELSK 1-5 FfE— TR IR RHEC H 5], Horh BriddE & ok 15 (o) AR L R
PEG 300,

7.ORCA) E Sk 1-6 R AR — I g IR ORF B )R, A B R K PR DR R B
(a)0.001% —0. 049% w/v FFFHETE ; (b) FILALES 80 F1 (¢) PEG 300.

8. BAELSK 1-7 AE— T IR RHEC H 7], 2o b Brad IR BHECHI7) 2 0. 02% w/v B D]
W,

9. BUHE R 1-8 FAE— T IR AT Hi) 7], 22 BTk IR ARHEL 57 2 0. 01 i %6 240 5 &
=% (b) .

10. BCHELSR 1-9 A AF— T - R AR 5], e B i IR AR 57 2 /1 0. 5 E 3 % 40
55 (b)

11, BRI SR 1-10 HAF— TR IR RHEC i 57), 2rb Pk IR RHEC H055075 0. 2-0. 3 & %I
Hor (b)o

12. BUFER 6 FIHRRMEC HIF), 2 Brd IR BFELHI5RS /T 9 & % 1 PEG 300,

13. BUFESR 6 FIHRRMEC HIF), 2 B IR RFEC 57 7 3 & % 1 PEG300.,

14, BORFJE SR 1-13 FAF— T AR RHBC i 51, 2 B ik IR RHEC #5505 0. 1-0. 5% Gl

15, BOREER 1-14 APAE—BRAGHR BHEC 57, Horh 3 Je AR e LRIk Jefd e sk Je i e

16. BURE SR 1-15 HF— T HRRHEC fil57), Horbik JBAa &4 0. 01-4%

17, BURESKR 16 RN H70), o ik Jefa et =k 0. 01-0. 12%,

18, — il 2 BORIZESK 1 I RRRHEC 50 B 73, ik i s an v 28

(1) Hl&5 1

~EEWR T B TR E R SR () FATHR R K R (o) 4&6IHRE LK
RIS H

—HF)T?%EE’JHE‘EI%E (a) MAFRE, B2V

(11) “PATHIAEHE 1T 47 -

— FE IR KRR PR () F/ s A FER R ()

(111) K pH A7 22 e A EL IR 48 e (IR A8 T ORISR 11 o 44 JHR & DURFFYS)
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T I 56 A SR B 2 VAR

(iv) Fo & pH JF 7 2RI F T .

19. BOMZER 1-17 "PAL— IR AR FHEC I i 26 5 2230077 (0 8 I I 77 s
B R » LA S AR S SO 1 25490 1R Rk

20. BUREESR 19 38, Hrh Br s WP RIAR S0 B0 AL v HPEAT / el 58 PEHIR s o

21, BOMEESR 19 F 38, o rp Bk IR 93 RIAH S5 0 B0 ik hy HR AT #  BlBea At o

22. BURIEER 21 (¥ T, FE A MR A& v R G 8 B 77 DGR« iy 7 2 5 28 I B0E L T2
AR AR N AR A BOG IR IR B P R G5 A R (BRI e 45 1R 28 ) L A
R s R V8 M B S R 2 3 TR I AR R KM AR R 3 T IRAE IR 9 L VH
i VHTERH ZE OG- BUME HE AL A BRI L IR RS | 7 S R G R AL, o 4
S R, B R B AR 5 R AR & 98 M0 e RIS A0 2 32 05 5 2 P MR 78 2 ki
H AR 0 28 M 5 RS A REIR, A5, W 40, ARtz 038 EAE 2 TR 4100, S5 PEALIR
RARZETE AL « B2 JER 58 L I A 28 MR A TP e A b 3 75 T 1A 75 T R M 8 SORE R

RHRFER R BHH R
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7K PERR B} B i 571

[0001] A BT K H T30 A/ BHRI N 2 B A MR S 5 B o A ey IR Rt ) ) R 77
o AR BB FBC TN T3 32 e PE I G T IR H Tt FH SRR i) () S 2R RR T 3 re e, ELR A e
TERS E B/ BRESE s A AR 7 THA Rm  RR IS B A va 7 28R . 50 BT &, Ak B
PR TR/ BGTT BN/ SR R 98 M3 14 AR 305 5 5 B e A 40 RIS AR i 5 A
i
[0002]  HI 82 i B R 5 18 i i S b2 s M HIR B BSOHR I (X 8 — B |- L BT &
L i, 6 HIR T R 2 R IR B ) AL R, BR FEILIA Can PR EL L ) R4 TR 2K py B AR T
IRER AL AR 228 2 o PR AR -
[0003] (i) HRATHE (FOE) 5 B ket , JH 5 i IR fiy 350 DX B AR T LAY R BRS:, B007 T iR
PREE i BE 2 AT I RR SR A 2B A4, BRI ERTU, HIR A58 5 8 B i 1 = 90 I 5 A R
B IS5 5 (FERLM B 5, (AR Sl R AR BRI G BE 2 AT ) « e RAR T e PR AR AT i AR A B2
R 7B A AR RS IR, 50 DX Sy L AP R A 2 o IR T 092 s B s 5 1 S48 Ay i T 4 I 9% L I
it (allergy)  GarRIRHR (aphakia) A TSR IRAR OG- ARG = 25 B Py R 45 1500 45 i
% (AR B G 28 ) M L A 0 B B AT 8 H P Bl 58 1 20 43 IR VR Dk AR B K i A
Ji 35t T HRAE IR G99 TH #89 VTHIE PHL 28 VB0 B2 H (laser induced exudation)
IEUMJZMA\ﬁﬁ(%l’lﬁﬁﬂﬁﬁﬁaﬂﬁﬁ%ﬂaﬁ% (refractive disorder) MFL. AN
T OGHR AR BT &m0, BT OGIR YT B R B bR a] A BEARIR RS 57 55 P A PRV AA 16 & s
CBIFEARAR A ) AT (i) HRATES (BOE) iy s b sk, JFG 50 i HIR Ji 5 X 45K, 01 fk 258 s UL AEE
PR (vitreous) (ISR E (vitreous chamber) PR I AR A 28, DL K il 8 A4 B30I
L i 308 DX 338 PRy L7 R o 2 o MR i 50 92 i B 5 1) 5 491 Ay ik 4% 5387 26 1M 87 4k (choroidal
neovascularization) ;38 BEAP LA M 9% 48 (acute macular neuroretinopathy) ;
B H R 0, BERE ) A2 DL R G (Behcet ' s disease) i3 H AW W IR 9 AR
(exudative retinopathies).®BEAF M (macular degeneration) ( W13E¥E H MRS AH %
M BEAR MRS H R AE R AH DG R BT B AR ME ) 5 B B /K b L 400 194 JEE o 5 ﬁﬁf%xﬂﬂif’}i
(diabetic retinopathy). 5 7= JLM W 5 A% (retinopathy of prematurity) « #£ M &
k€99 (retinal arterial occlusive disease) ;#% M dof# ik PHZE (central
retinal vein occlusion) ;Hi%jMEA (LGP RINIATE A H AR ) ALPELE SIRSE
P, oz m BR JS 30 s B B 5 (MRS OB a7 5 E B W IR 5 300 0E 5 D63l ) 259732
DRE ] V2 5 | S SR M) AR i B 5 TSR G IR A2 (radiation retinopathy) ;3 3&
AR RS (epiretmalmembrane disorder) ;4% M4y 7 # ikFH 7€ (branch retinal vein
occlusion) ;ATEPERIMIEMAHZLFHAE (anterior ischemic optic neuropathy) ;3EAER
I79 78 Bl PRI AR Y FEALBERS /S (non—retinopathy diabetic retinal dysfunction) 44K &
BEZME (retinitis pigmentosa) FIFEHR . A IA N FHOEIR MR 5 5w, KA TEIT B
AT Ay g F B FAATG Er TR 10 A el R 2 A, (R 22 PR ) 403 T Bt 2R i A
AR
[0004]  RHE & 2 W] AEHR I o 38 MRS B80n] D B ) SRR 98 P el R R 53 o L DRI ] R S |
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T ORE e S N, BT T AR B B SO, B EH AR e B AL o MRS A 28 75 | S s« TR
TAE S BV I AL D e, 18] Re O AR RS IO 2 PR e o IR 28 e o /0, % i 2650 162 58 45
JER (SRR PRSI R ) R R DR R SN E R (episcleritis) FRAPZR 2 (2K
JERLANE 58 A B R VIR 28 A B3tz  Z IR 5t HLSE A 22 0T AN R 2 PERSE ARG, T A2 By
AR R G R CEIWA R LR .. RIS o

[0005]  sbA, HELES 98 1 T p A5 o IR 30 R A IR RS2 A BRAIR R R A0 3 524 5 o

[0006]  HI 8 48 T 9 e IR A A VW20 VR I S e 56 o BT HIRI R MR i R
AR ) A R i — 2 L b BRI, HAAHIR AR R 255007 e 7 o B B A
FH o AR, 2 i A E 2% ] i 2400 3= B2 T HIRH 2 PR o TR B 28 ME s oAt R AR
(2R [ B 25 A K B AR B D R 2580 SR, iRt eAl 14 BHid 2 Rl i, #E A R
FEERIEH R . XEEEH A A RE K E T OCIR (steroid glaucoma) A% B4 IR &
Pgi R B NBE (steroid cataract) F5o FEl A, HA 1SRG 2 %70 1) 5 B
AIXRRAMER PR IR mr e BRI, X TR N R a8 e e i (Wrd iR s ),
EXFRRMEH AT R AT 1.

[0007]  FEXLEIGHLT, s AU B R I VT AT . B NI — a2 AT
FH AR 5 0 B o 2R [ e, HCm] 3R A5 RSO i e o S [ 1 45 ) W 5 30 ) IR 48967 4%
A R B R o IR SRR ] H BT IR A& 4 S IR, 3K 02 PRUA EATT & A R 2 Sl B3],
PRl 5 AN B AT P i A B A I AH 2 B A S AR BL, mT 87 S0 s R T i T IX RS T e
SREC /N AR S o SIS i T ASRAT BT o BRVR T O » Sk Br b, 2 NI TVE RO, Bl A IR
W% (cyclosporine) BEME IS B oSS [ I ™ A= IR IR AR5 PR v 97 R8O, BEARE 0 1T A2 5 B
i L v G BT I FH PR S 5 2R ] e ) A TR T R RR YT T &R

[0008]  FAff b 35 & — ZHARAR M MIRAR SR K, JC R AT T 1% A FH 24 3803 1, e ) s e 1)
S PRI 2 TG 1 o BB =AU IR 3R A

[0009] B ffL B Z DI T 40 M s IRl 40 M A 3 (cell-mediated) % ] MV [
o CUF AU 2 T P06 b 2L 23RN 2% B R AR, ol LI B BRI B BE L B2 R R A
IR HE, Fr il 2 AR 2R (foreign tissue) FIZSH MBS B RN, M, FER
00T 22 FH T 490 ) L 9 R S A B L, 5 R R A T R 1 A BRI AR R MR
ANEZEEGE (idiopathicmalabsorption syndrome) , BA A #8 M 52955 T o =17 48 FH 28 A 14
ERG. PEE R WA TIREL A TE T RA TIRIER & (S0 Wilson and Perry,
2007, Ophthalmology (HR B} ), 114,6-9) , i JE 5¢ 0 65 5 H F 48 GAE (KID) (FR¥F &2 &
SiE ) o T gk R I M AR 48 (progressive vascularisingkeratitis) (Derse Z& A,
2002, K1in Monatsbl Augenheilkd,219,383-386) , i 2/ [ FiE ) 4 . 1 A S5 5 8 (atopic
keratoconjunctivitis) (Akpek Z& A, 2004, Ophthalmology (HRR}2% ), 111,476-482) , 8K
B & % (Murphy 28 A, 2005, Arch Ophthalmol, 123,634-641) .

[oo10]  FEAFHMEERE A, B PENMEE B-T MRAENIHHEES H LW
Trichoderma polysporum, #R M G K& SAUM AR 7k — 1, 700 B 35t n] H 5 B3R A
P R P ) I MBI ST T2 5 IR RO ML ER A

[0011] 4R 1T, P A B 25 o0 H M i 2 R PR K M 1 B 283K, H 4 7 &8 1200 38
IR SRR )2, MR R AR () e 25°C Rl T w2 A N
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20-40 1 g/ml, Ran 2% A,2001, AAPS PharmSci Tech,2(1), Article 2 ;Akhlaghi and
Trull, 2002, Clin. Pharmacokinet, 41,615-637) H A AE/KIFAE N (U0 5 AR R ) ¥t
VE S [ A Lt BRI A ALV ) G B . O TR I S0 JDMSOLDMF 257, ARy , 3
FIAE S THRENH . BRI, S5 X LUK P70 B 25 B O R B &4 5 342 TR LK i Pk
K, H DA ST R R IR R A P2 ) DA o) &6 55 AT 3%, s o b IR R0 28 R A5 77 i o
[0012] AT T REGRNAIGE, UL LIS A T H 70 5 25 (11 2850HR 30 i FH 1 w0 551) 12 761
FP LA TE RS FEMGER AR R, ik, EIA HEARH E2% Can k6 et
(A F0 B 25 FH i R L 5]

[0013] LRI US 4,839, 342 ik T —Fp R IR BHEC 15, 2 &AM 5, Fr il 2 R s
A, LU RT3 RO o A6 2 B R T B SR TR B R B L AR L
B R TR R i S VR A IR TE T

[0014]  LRJHiE FR 2,638, 089 FiiA 1 — P H IR B HEC 57, Ho5 A0 18 05 P 4 BT K 34
T2, LLSAE AT 5] AR A7) e A ARORE e L A el B JRR S 2 IR R R K R 2R, LK L
bR, LG IT SRR e (b E A g R 28 ) (KCS) BTHR ) .

[0015]  LH|HIIE EP 0760237 iR T —Fr IR 464 FL A (microemulsion) &4, A&
ANE TR ZIIE AR O R 25, Sk BRI C—Cyo FRITER B — = — 5 — H i ER X
PRANESE 2 R HIR S, B oy — 3R T s PR 7)o

[oo16] 42 fit B A5 &3 1 A2 W) A FH 2 10 BA 0 B 5% 0 R0 8 O v R — 2B 5 R AE US
4,388,307, US 6,468,968, US 5,051,402, US 5,342,625, US 5,977,066 LL &% US
6,022, 852 1,

[0017] AR, JIEAR BHEC 570 2L 1 W A HR R A2 1 3003 Bl o, ELIE Ao v B i AN 5
SE PR W R 2 BT IRAE o 5t fe /M IR e Bl 50T 5, W095/3121 1 $5 H g/ ol (1) 2 K%
JHAF 23 BAE 7K A DA BCRL TR 3 it 7 A8 2 2 T AR 9 0 LV =X 1 R s MR A ) 51
FLAL B VR A S KB T 07 1R 10 ool =198 a8 R e R R L AL 80 A TR 25 BRI U
FLRA AW — AR 4E US 5, 866, 159, US 5,916, 589, US 5,962, 014, US 5,962, 017,
US6, 007, 840 LL K US 6,024, 978 1,

[0018] AR, & BAF B 25 1 2 SR A AR R EC 2 AN AR e 1), HANE A TR A
[0019]  US 5,951,971 2 JF T — Bk M &y & R B EC il 70, A & B Sl E R
0.01-0.075% (w/v) HIAFEE 2, K, LR EHR 0. 1-3% (w/v) BIREAREE P70 B AE K H
(DA P ) R T 5 TR, R T ME TR B 3R G AL R T TR ISR 2% A TR A e S5 2R FE ok
B AR FEA e R S VRS . AT, Kuwano 28 A (2002, Pharmaceutical Research
19,108-111) fEHAMAHREFEMERIREA LA (40) BHIEERAE (MYS-40) DLoksE R 5= 7E7K
FH TR A P T T 4 BB T 28 VA T R P IR PR R R B RS AAR IR, E US 5, 951, 971
H, CZ RN Tween 80 (B ZE LIALES 80) ANIE A 1E g R VG PEF, PR A HLdl = 2 9% & i AT
I 25 DU TR R B T K h s 1

[0020]  EHIHIIE US 2004106546 BUUK 4S54 T 3& IR Tween 80 FH T+ & A M
BRI 2% 197K 1 S S MR AR ) 5] G v R 37 B D I 0 /T W A B L B 3%, (D I S T ) 5) 7 &
B £ FBE A R T e (%) A= 400 P S e st 00 F AR i 52

[0021] ik, A7 75 B AR A7 1 22 00 7K T MR R fh 01, JHoq AN R o 218 AR o i 1) 5%

6
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ML 38 Tt FH AN 22 4 BANIE A (R BT 2240, B0 HLVE T

[0022] AR HIHIEE — A B B S — AN & A oM 28 B sl B2 A 22 4 1 sl AL 711
R 7K PR A 5], R Rl R IR ARE, EOE ) IR N R PN it FH 2 22 A a5 1 o
[0023] AR EH) I — B B $HE—FhadE— 25 5 Bz T [, SRR 1] R A2 AR 2 1 e
S [ P R I S K P B ) 5] o

[0024] AR B — B ARG TR R/ 8367 ELEA / sRIEE0 KR 98 e (IR
T B ARSI 7V

[0025] AR BHIR) 5 — B I AR A T i B B [ Bk 282 IR B 255801 T vk o 714
AFESR L DL R — @ BN 2D — B B TR B B 05 A 20— P A R R ) 25 WD i),
TR B IR AT, BRI RS = BTl P40 B 32 T PR AL BRAIS T I 25900 M

[0026]  SEAF IS, A B B AR A TR0 R/ 86 7 IR IS e 1 7K Pk 259 i
TR, HA 7 BA PR B 2 R B 5 S (] A A Pk i 7 o 2 SRR S 1) AR BH B I oA SR A —
R T T A1/ S56 7 IR Ai 505 0 57K P 250 B il 3R], H A 2 B Ay 2= 0 R o 8 [ A
T TR o FH T I SOE PR 1 53, R A AR B 3R AR A B AL 2 1 B R A 2 A S T o e 1 22 3
(W E30), k4G TR AE 0 E 2 2 m s k. et T
MR DA A HL e R & I AN T K I 2590 20 /K PR A T o 16 245 40 I o 351 a0 200 36 A PR A SEAH 25
PEH L AU pH R 50 7 B R B AN S 116 B2 2 ORLEE

[0027]  BRAE B CHA UL, R AR RIEE R HBAREC—R” & e canb—
R DR Pk M B 2R TR AL S ECRBR . SR A, “ B2 b—
B M —Fhak 2 F” 24— 8Ok T — B8 HRe ik — . — 8=,

[0028]  ASCHT HIATE “ 1/ 807 A HE LU & 30«7 s LU “ Brfy sl A e ad ik
TR RE R A A7,

[0020]  ASCHTHEIARTE “ 297 s e fr 40 e 2 Bl [ 1K 20 % LAY, ARk 10 % LA IF HL8E
Pk 5% AN .. “4) x% 7 AR x HARME.

[0030]  ASCHTH BIATE “ A5 7, A48, e AT 1w SO B il R 7 v, S AR
TR i BLHIF R S AR TR AL SV ECE IR, (A HER L e S E0P IR

[0031] AR B B (1) A4 A — Pk SEARRHEC IR, SRR A 52— PR B il 5], He5 A HE
S T b SO A AL FE ) R A E AT P TR] R R R S A AR R B, HL P IR R 2= R AR N
BUFAT AN 22 A ML IR AR S W, B A AR A R 2= IR S AR 2/ B 52
Mo ARHAMAECKRING S TIEE FIK TR (tonicity agent) IR PHEFIAES
A IR 2= I R RR AREC 55 Th A7 AE 2 N R VPSR A R B 21, RTINS i Bl i 51
Jry it FH T IR I 5 50 B ) 7 4 M A MRV It m 1 A2 400 0] P R0 P vl R PO R i 52 72 o
[0032]  HRHEH—SLH T 5, AR T —MEE (a) 20— R EEE ; (b) RN
PEFIFN () AE BT 5K 7R 7K PR B 3R], HG A 490 B 35 70 i adh B w50 0 (R FE AR 2
25°C R m T4y 20m g/ml,

[0033]  HR#E—AMRrE LT E, AR T —RaE (@) 20— FHMEE ; (b) Kl
TSR (c) HEBS 5K I 1A 500 B A P BC ) 3L B4 A B 22 70 B B 50 o IR e R A
2125 C N2 200 g/ml 2 400 g/ml.

[0034]  HRHE— LI TZ, ARG T —FaE (@) 20— FHMEE ; (b) KM

7
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TEPEFIAN () BB 5K U755 500 A 7K ek FC o) 7] HG mh A B % A I Ik I 5D PR A R A
2125°C R AT 400 g/ml,

[0035] AR 5 — St T &, AR KRR IR — DA (d) 20— Fhggnhsn), i
F0L PR 22 AE P B A7) P RS AR v T4 20 1 g/m, HL P BT IR 7K PR FEC A5 ) pH AE 2220 34
J Ak 9 AN, EARIE 12 A H, FE 2Rk 24 > H W TR ER

[0036]  HR4HE b —ILIE S 77 &, AR BH/K MBI — 20 (d) &b —Fhgg b, I
rh R B 25 70 AR FEC ) TP RS AR R e T 40 1 g/ml, HIL P TR 2K PR EC SR () pH 7R S 2 3
ANHLRIE 9N HL, BARIE 12 A H, HRRE 24 A H N RRRER

[0037]  #R¥iE 5 —CIE Sty &, AR B K PERCHIFIE S D 3 AN H L ik 9 4~ H, Bk 12
A, B2 24 AW RERER . “AR KPR HIFERE R R IEIRE T~ (it
1E41 25°CF ) 3912 8% 24 A H i, AA Tl & K MBI 2 )5, AR AE an A il i 98 20
B G WIEATAE B8, A7AE T AR R B 7K P i 50) o R B 7 B 2 1) sk /D 9 B KR 10%,
IR R 5 KA R 5% o FRAERR i St 77 58, i Asus MEmT B /EAR T 10°C, SERERI 2
FEL) 2°C R Y 8°C 2 [ FIHEIE T A7 AR & W B i) 55 i o4 5

[0038] ARG A FI A A, ¥ AR BK M IR B il FIAE L FR 2 2-8°CFNL 15-25°C LA T
64T BUH AR BHBCHIFAITE 2-8°C F A7 — & I A FFAE 15-26°C IR A N AiliA7 55— By
18

[0039]  HRHE P St 7 S, A R B K M IR B MG 57 & A 240 0. 02 % SRR B 2=, B F 1
e HAEAFEL 2°CHL) 8°C 2 M HITRIE T 547

[0040]  HRHE ML S 7 S, AR B K MR IR B HAC 57 5 A 240 0. 01 % SR FR B 2= 1, B A1
W HAEL) 25°C R AEAE

[0041]  ZEASHUE A, RiE “IHAE R 7 NI BRAER E T AR 2=, H 88 wifr
A0 FE IR 22 2 0 P B A SR A . AT AR A e B T 5 R R ER AR B ] R
SREE IR . FRPEALIE S 77 28, B AR LT o i A FR B 2 o IR R 22 Ao AR R e K
T 77 55 BT B0 T 22 A PR T B SR, 10 A FFAE B R HIE US 20070087963 H [ A1
3. FRFEE 2 A 40 A] LR 4 Neoral M(Novartis) WAfS. AR A G ATE BER
L B — A A R LRI HE 2 (W1 US 5,227, 467) ;s RSO E R Y
Wi E (W US 5,122,511 FUS 4,798, 823) sFRALIFA R E, W1 ISAtx247 (&%
R US 20020132763) o BAM I LR R R LUYHEARLE US 6, 136, 357, US 4, 384, 996,
US 5,284,826 F1 US 5,709,797 . P45 3 KA A FEHAFR T D-Sar ([ a ]-SMe) <3
>Val<2>-DH-Cs (209-825) . Al1o—-Thr—2-Cs. IE #1 % & —2—Cs. D-Ala(3— £ Bt % 3L ) -8—Cs.
Thr—2-Cs. D-MeSer—3-Cs. D-Ser (0—CH,CH,~OH) -8—Cs Fl D-Ser—8—Cs, H: ## R 7F Cruz 2 A
(2000, Antimicrob. Agents Chemother. 44, 143-149) 1,

[0042]  ARHE— MR S 58, Pk RIS MR (b) ATHRBA @ & v #2212 dEs 1
iR

[0043] MR HE 55 — K S 7 %, PR 3K g AR (b) 2k B SR L AL R s Y
(poloxamer) (U EAL N M — REA LIEILEY) Pluronic F-68) (&% (tyloxapol)
FOHEET -

[0044]  ARHE J)—Hr g SEt 7 58, Pridk Ry PER) (b) 16 B 2 L AL 20 (PS20) 58 (L ALHS

8
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40 (PS40)  Z (LI ALHE 60 (PS60) , 7EAL I S HE 5 22+ 58 (L AL S 80 (PS80) .

[0045] R O — 5 € SOt 7 58, Prid AR R 1ok R (o) ik AR FESEAKMER S
V)T B H S (L BORE R | H R BRI BRoK AL S

[0046] MR o) — e SEHt T &, ik AR ik AT R (o) MK T ERSEKEEY,
L S 3k [ 58 20— PEG ( 41 PEG 200, PEG 300+ PEG 400, PEG 600) 327K ik« £ B
RN FKINTFIILIE R JE & I, Pk I A PEG300,

[0047] R4 Sl Ty 58, AR EHARAE T — B B R 453 B AT 2843 2 R R K MR T
Hil35) : (@) 2/D—MIFEEE ; (b) FLALES 80 1 (¢) PEG300,

[0048]  HRH Iy — K ST B AFE TR 2 b ) (d) H IR B SR 3 AT IR 2 IR
Eh IR ER B B IR BT R Z I S i) o AR YRR IE S 7 58 BB GE IR, LIS 7K P il 5
() pHAEZ) 4 B2 7.5 2 18], IREAEL b B4 7T 2 I7), fE M) 25°C FRE D 3 H 6 A4
H9OMH2 A H 244D H o fEARIESEHETT S0, B B2, DAE K HEECHIFH 1) pH 7EZ) 5
22 6.5 [0, fEm 2] 256°C M REFRAD 3N H 6 MH9OMH 2 H24 40 Ho

[0049] A& BH /KPR L il 51 22 T AL I B EELIEAR T 0.004 EE % 2L 0.1 &
%, Lk 0.004 EE% £ 0.05 EE %R R, WiERr el &, AEERNE
WY1 0.001 % £ £70.049% (41 0.04%.0.03%.0.02%.0.01 %.0. 009 % .0. 008 % .
0. 007 % 0. 006 % F1 0. 005% ) o FEPLIE LI 77 28 77, HA 2 0. 02% 55 2D, 7R AR I% ) 52
W7 &, HoNZ10.01%.

[0050] A AIMIRE, A5 (b) MR TRERSHIFIFEERANL0.01 ERE% R 5 E
%, LEARIE S 7 2, AR BB IR B 5 /N T2 0.5 TR % A5y (b) o 7EREE L
T R, AR K RIS 0.2 EE % £4 0.3 HiE %4 ().

[0051] A7 BH A1 B s 351028 1 BC R 6 B EE B U & /N T4 9 B8 % PEG300 (L 54
¢) o TEARIESEHE T S, AR B K HEBCHIFIL L A5 7 T % PEG300, ARFE W] L 48 1 5L i
J5 %€, Al g FH 5 BEJR B PEG 200,400 B 600,

[0052]  HR#iE ) — e S 5 5, ik G2 (d) A7AE T4 B K P C s B3 =8 4
0.1%2290.5% (W w/v, & TFER ) .

[0053]  #R#iE J)—SLiti Ty &, AR BIKHEE R — s (e) 24— B EE . i
P — LI S5 58, ik B2 R [ I (o) LMIRIRYT A B EAFAE, HITR R %= (a) LLRE
i FH N T AH [ B R DA F 1 25 0 B B S I8 B, 165 0 b BT SR ALKV o7 0 B o % [ T e 5 1)
A B EA A

[0054]  HRHE A B, ARTE “ B BUIRIE L ” $8 (R ATAT RRAEAEBCA Ut &4, HRFEAE
TEMNKIF IR - FEH R I H A R idilf / st 0a M. RINAFAE I B B[
Bt 0 2 R ST = AR o B R B TS ] i ] DL AL

[0055]  J¢ 5t S [ et ) A PRl P ST 2 17 —a, 17— a, 21 =R IR A —4- I -3, 20-
i ;11-B,16-a,17,21- PU #2 3 22 —4- 4 -3,20- — fifi ;11-B ,16-a ,17,21- P4 33 &
ZH —1,4- 4 -3,20- —fi s11-B,17-a,21- = % 3E 6-a - F 3 2 —4- 4 -3,20- —
Bl s 11— WA R Tl 5 11— W5 5 B 5 11— 23 -1, 4~ M4 -3, 17— —J ;11— FiFL 520
14- BRHEME —4- 4% 3,6, 17— =i 515, 17- —3RFZM0 ;16— FESA R 517, 21- — 5%
B-16-a- P -1,4,9(11) - =4 -3,20- [l ;17— a - B F 22 —4- & -3, 20— — fi ;

9
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17-a - BRI IGTEN ;17- 35 -16-8- FE -5-B- 4 -9(11) - & —3,20- i ;17- }&
5 —4,6,8(14) - =% -3, 20— W 5 17- AR 4,9 (11 - 4% -3, 20— [ ;18- AL
SRR 18— FRFER] AR 18— S AR U lE 21— L WEAA S5 2 0 Il 21— W6 Al 1] Al 21— g
SECTT IR 52— W AECIE B I 2R 52— AR TT AL 53— Wl &M B R 54— A0 -17-a ,20-8
21— =W -3, 11- i :6,17,20- =8I 28 —4— 47 -3— W 16— a - FRIE 2RI ;6— o — IR
JeRA e 6—a - FELKJEFA . 6- a - LR e b 21- LR ME6— « — FIRR e e 21— 2
BRIABR AN 2h . 6- B - BRI Y T (6-a ,9-a - "Ik JER B 21- ZREE 17— T RS .6- B
F [T 56— FREE M FE KA 56— FRIL VAR L 59— AT BUAR 5 A BRI SUK AR 5 B[] il
Fa] /R 22 i salphaderm ;[ Zh B QR 522 PG 2S48 s Bl A 29 i 5 10 — R s SFERFT 23 Al fth s A5 50K
P s N BR A SUOKAR A5 A KA 17— IR IS s A5 oK A SR AN 5 A5 oK A B R 4N 5 B PR A% ik
KAR sThHr 20 AT H AR A 3 S2 ] s Sl 2 s SR JERS s SR SR e sHRE B PR &R
R AR MR SRR RS R & s & HE e B IR AT s /A s ke
B B2 BRI s B2 I 5 LR B2 Bl 7T R R BTl 5 BA 3N IR B2 B IR e BT 5 B2 o et i
PR 5 B2 R BE R FA IR AN 5 IR B UlE s v IR s STV AR s 1] AR ME s T FE 242 s 2 fE %
Tt B ] (daturaolone) ;iR W 21— M 480 Bz Bl o Mt S 2 2 A 5 by 5 2l 5 ot 4 52 o i
MR B W s MO VE e s H AR B s R FROKAR sdexafen sHIFEKAR s HBZE KR 21- LIRAE ; LR HE
KA sHUTE KA IR AN s &R s P s = O R A s & e s Ik JE IS ;
dihydroelatericina ; 2 K JE BE ; 2 LR WL 2 3R W00 B2 B9 semoxolone ; B FRAA
HE KR ; B AL P HF sflucinolone s AR IR s B S W] AL s SR FT BS540 9
KA B PR OKAL s SR E sUE AR RS s UL s SR BRAS 0] T I8 59— 3
AR IR s R IR MR s OK T s SR WK E s T S ; SR WIS s Ik e
E s RIR B s WAL W R s VR A8 s FBES) e s 45 2640 s hm s m fih 5 42 v
fi sglyderinine ;G VHZSE NG KIAEAMER 5 U KAR s IR JEAR 51 22 Wi s v A s s 3R A
FREAL AT AR s ST FIHL S AL T HIAR 21— T RER s LN R &AL W] HIHL s LR EAL W Y
FA 5 T NBREMTT AR 5 T EREALTT (AR s 3R N BR S AL v AR 5 BRI RR S AL P 142 s T
TR (probutate) ZAL T HIAL s EAL VT FIAABERREN s S AL W] FIFA BEFH IR AN 5 IR S Ak 7T 1)
P PR AR RSl s IR Je e s LR IR e e s ik e g s AR IR B IKIR L1 5
SRR SRR B BRI (mecortolon) ;38 JE 22 Wi s IR A s AL s FHL 22 s LR
AR 526 2l s IR JERS s RHERR s Ik JE s LR TR e e s LR Rk e e 51 3%
HIR Pk e e s Tk Je BRI AN s T 52 s 56 Mgl 0 5 5KH0 sBRIR voKAR s — K BRI
%?Kﬁ} snisone ;4 &2l 1 415K # ;%Ztﬁl%@@ ;¥é$%@@ JFEI?WKM ,Zﬂz‘iﬂlﬁ?ﬁém A
W7 (ponasterone) ;I&Jé RHs Ik JE Rl ;IR JEMA e s ik Jefn i 21— — L IR 58 LRI
WIEAs e 21- L IRHIR G s LTRIKJEFA o VAW BR IR JE A8 e s V- R T BR Ik Je #4 JE ik Jefn
Jo =21 (B -D- MR ) s PRABESEE & IR IR JEFA e s Tk JEFA R A s =) R Je s T sk
JEAs AT LW Uk JE A VY SR AR — TR AR Tk e s 3L e IR IR 1K JESIE s 40
Tt ] 5 P S s i A A 2R 5 SR 2 U A Sl (rhapontisterone) sHISE R I ;%
Heh e 40w i (rubrosterone) ;stizophyllin ;8] AR 4B HENT 5 it 22 VG e ;i
R R 21— ARRIR IR s M2 R AR it v e s O R st A0 s
S AR 2 HER

10
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[0056] R UL SKE i 77 22, ks Bz o o [ e oAy ik Je AR e, e £ IR Je An Bl IR Je An T
PR o JEL AL P FHIR) € 22 /b — T B Joa SR [ it KIS VB 97 A 0™ A e SO A AR ART 4l B 5 AN A7
TEN, B ) B AR A A0 T R A7 AE T e AR B AR BOG 25 280, SEARE il 1) 2 PRI B sl e i 8
TETEA/ BT BOE TR R 2 B B R Z IR B AN AE T OWEER, THAH R B
R AVRH ] 51 B2 5 288 [ B WO E A0 B 3R A7 AE T I R 2530 7RI FEE R IS -
G B B [ i 5 A 22 (AL A A TR 2580 (v e Bt R 2 32 ) , 1 Sk CRPAS
TR ER ) 25 NRA

[0057]  ARPE A BH , i e Bz TS ] Bt (I TAR 57 A0 R A T T 3R 5 o 288 ] T 1 S 8 Tt P 1)
AR Z

[0058]  HRH A & B, B 5t 2 [ B ISR T A A BRI N 20 0. 01 % 240 4%, B A 1K A
HPZA0.01 %24 1.0% (411.0%.0.9%.0.8%.0.7%.0.6%.0.5%.0.1%.0.09%
0.08%0.07%.0.06% 0. 05%F10. 01% ) I EAFAE . LERr & ST &, Hm N2 0. 01%
F£450.12%.

[0059] X T~ R B[ B i ) &, HEAE R = AT -

[0060]
o BR8P 1
AR A Bz s [ 1 AN &
fRAE IR
NFR S nJFE 0.1% N/A
ST 1.0% 0.5ug/®KR3IK
b KA 0.1% 0.05um g/ HK 4-6 K
2 0.1% 0.05u g/ K 2-4 Ik
KR ERIR LTS 0.2% 0.1ug/HR4A4K
SEEZYUN 1.0% 0.5ug/ 2L 4 /N
LBRIK JerA e 0.12% 0.06ug/ BR 2-4 Ik
FZEZ N 1.0% 0.5u g/ BFR 4K

[0061]  (N/A =Aw[153%])
[0062] XX T J7 25 [ %, %) Wi F Merck Manual of Diagnosis & Therapy ( % 17 iR,
MH Beers Z& A, Merck&Co.) F1 Physicians’ Desk Reference 2003 ( % 57 i, Medical
Economics Staff 2% A ,Medical Economics Co.,2002) A&t 7 H & brEfERRf & F—
ANSI T 77 & T, e HH PR R e SIS ] e ) B S T 0 A SCE SRR JE AR TR B R .
1 52 5 2R [ g AR R A R DA% R A A Tk JE AR T IR 2 R 7 o
[0063] MRS A B, —Foft g o S ] It FRJ ARG v 7 A A5 P DA P e o A [ e ) e IR A v
WRE (W3R, s 0 4 Fvid Bz Jo 2k ] I 1) e AIC L AEIR B2 ) 95 96 BUSEAIR

11
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[0064] 1] 1, A 2 BH 1) B2 Joa 2 ] e P LG R B2 mT DA gt o A1 L A 2 15T 90 %6085 %6 .80 %
70%.60%.50%.25% . 10%.5% 2% 1% .0. 5% 8 0. 1 % .

[00651 451 4t e HEL 38 e P, [ IR S v 6 e (R IR B w/v 76 0. 01% %2 0. 1% 2 ] (43
0.1%.0.09%.0.08%.0. 07%.0. 06% 0. 05%F1 0. 01% ) , FAL AT FIAA IR IR FELE 0. 01 %
F1.0% 2 8 (1 1.0%.0.9%.0.8%.0.7%.0.6%.0.5%.0.1%.0.09 %.0. 08 %
0.07 %0. 06 % 0. 05 % F1 0. 01 % ), 3 FE K AL (KR IR BE LE 0. 01 % H1 0. 1 % 2 8] (451l
0. 1%.0.09%.0. 08%.0. 07 %.0. 06 % 0. 05% F1 0. 01 % ) , A W KWK BELE 0. 01 % Fi
0. 1% 218 (fF110. 1% .0.09% 0. 08% 0. 07%.0. 06% 0. 05% F10. 01% ) , K VAR IR
AR ELE 0. 01 % F10. 2% 2 18] (4410, 2% 0. 1% .0. 09% 0. 08% .0. 07 % .0. 06 % .
0.05%H10.01% ), A KA EEAE 0. 01 % 1 1. 0% 2 ] (41 1. 0%.0.9%.0. 8%
0.7%0.6%.0.5%.0. 1%.0. 09%.0. 08%.0. 07 %.0. 06%.0. 056% F1 0. 01% ) , F|2EZE ¥
AR IREAE 0. 01 % A1 1. 0% =z 18] (441 1. 096.0. 9% .0. 8%.0. 7% 0. 6%.0.5%.0. 1 % .
0. 09%.0. 08%.0.07%.0. 06%.0. 05% 1 0. 01% ) , 3 H 23k JE WKWK EE 75 0. 01% Fll
0. 12% 28] ({1 0. 12%.0. 1%.0. 09% .0. 08% .0. 07% .0. 06% .0. 05% F1 0. 01% ) »
[o066]  HRHE— M St T 5, AN R WK PR EC RS 2 0. 12% w/v I SRR IR JEAS Je i
0.02% w/v A=,

[0067]  HR4E Iy 8 KT 2, AR IR R EC KRS A /T 0. 12% w/v LFRIK e
FNT0.02% w/v FRFTE % .

[o068] R Iy — e o ST &2, A W ZK P BC USR5 A 0. 02% w/v B8R /D B R B
[0069]  HRHE —MRF & K TT 52, A K WK P BRI A 0. 12% w/v SRR JE #n e
0.01% w/v IR %

[0070] MR I e ST &, AR K HEECHIF S AN T 0. 12% w/v SERIRJEFA T
FNT0.01% w/v HFIE .

[0071] R4 —ANREE St 7 565 AR B IR K PEECHISRIA 0. 024 % w/v LR IK JEFA Je i
0.01% w/v IR 2%

[0072]  HR4E 55— e ST 56 AR B IR PEECHIR & A /N T 0. 024 % w/v LBRIK JEFA
JEFUNTF0.01% w/v AR 2

[0073] AR o5 — e SEl 5 &, AR AR K HEEHIF & 0. 01% w/v 8] /b [ A 7 B
[0074]  HRHE 5 — M 77 &, AR B K MERC I — 20 & () BIEH. Frik &5 (f)
AEAFIE P 25 PR T E B IE R R A I I [0 B2 KRR A1) PR &I () mlik
BB EEIR #h 7 B R (IEGIR TR ) R (carbomer) /KIEMELT 4E R ATAA)
R O TE  FRYEM AR 32 B TR AT PR VE K o

[0075]  ARYE—NRFE ST &, ik &iE A (6) N E=ATAEY), MR RAgE R R LE
FUR RNEARR BANEFEAR R ANECEARE R RTERAHEER,

[0076]  FENFE ST &, i B TF 5 () NEF4E =478, s oh R oA 45 (n
Natrosol™, 250G-Pharm 2 %4, Aqualon) . HR 48 W] 3% £ (1 52 77 58, W] A HH L2 R B 2% 4
(viscosity grade) I LIEA4E =L,
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[0077]  Frid&FF (F) ATLLZY 0. 05-5% w/v, 29 0. 2-2. 5% w/v, L 0. 3-1. 75% w/v
R FEATH o

[0078]  HRHE— AL TT 5, A I diRIEE— SRS B R (2) o PRI HA SRS
PEFAAE ELAE FH 22 BEL LB 8 AR B T BB A5 G R RS o AR IR St 7 2, WA
RIS, e AL & S EDTAME N Z P R . L4 IR HI R — A7 BRI A4
TEA R B 5 P A K R A R . B RTAT I B B A R (AN PR 28 AR 02 K AR R
G A PR IR A IR AN  — U T BE RIS R S I I 7 BV AR HEB U AR
T T ELORFP L R5RIZH 2 7 AR AR B B SR (BRI RIS ) o

[0079] X &L fE 5 i FH B8 M 29 0. 0001-0. 5% w/v, 4 0. 001-0. 015 % . 7E4%5E
ST ZE T AFAE T A W25 BC iR TR B 5553 A 0. 01 % w/v R FL AU 0. 01 %
w/v I H S — Al .

[0080] AUk BH/KPEECHIFFIN pHARIE HZ) 4 225 8 (Flney 4 24 7.5) Z[A], SEARIEZ 4
2216.5 28,

[0081] A BH 7K P il 1) 4 (AL KT 25 e ) 311), e B 1 3G ¥ 97 B I AN TOK I 259
BCHFR o A& BERAE T 40T sy BIAS 2 K MBI « (1) 222D — oK 0w R A
2,00 (11) 2Dl e 2 BRIk TE 20 R B [, oK /N T4 15 wm, {1
HNT2 10 wm, A2 /D T2 5 0 m, HARKFFF Z0 R VF L BEE R FPRE, R KK
DU fa itk

[0082] A< /K MEECHlFRE & TR A Ve T i . A NI R, A B K 1 Bl il 7 A
Fet g 1 HoA] DR e e B I S B R HL A B L A A K DT R I R) 22t e R
Ao WAL, A AP BC I ARt A i AN 5 AN TE

[0083] 7 /2 BH 7K A4 i o) 50) 368 et I B il 26 1 70453 o FH T A 2 B C 550 0 16 B A R I 4
KR 98% o A B K P FC HIFRDE B G 25 () AT (o) BRI R IV MR 7k 7
PTIH] (tonicity agent) G2 IMFIRIAEAE )1 87 55 FAY) G TR & 1 il 46

[0084] AUk BHIE— D90 e F il 26 A e BHZK PR L IR0 0 5 v o ARSI R AR N T2 AR
BRIt 7 2] BSR DUAS[RI P 20 A 55 Bl 73

[0085]  ARYEHE —ANSLHE Ty 8, ik AR PR (J5iEA) -

[oose] il &4 T &0

[0087] - FEZE T, #0r wg E AR TSR (b) PR R 3R (o) (W B A%
1 %4HE (Polysorbate) 80 Fll PEG300) 404 FFiRAr LA 3 51 v »

[o088] - ¥R EMMMEER (@) MAHRSG, H2 TR

[0089]  ~PATHIHE IT #1453 -

[0090] - 7EZE T ALK (29 80 % AL hlFIAR ) Hsfszrtsfl (d) M/ sl RA
[RITE BT B ()

[0091] ¥4 pH 177 22 S A Be il 5 g e 1

[0092]  — 428 T FISE T1 370 416 IRG LAOR 72 50 1 3 58 A 10 B 3= IR A

[0093]  F7¥ pH Jf 75 LG FH 115

[0094]  FEZNREG T HGH KA ACK AR 2 e & AR R s A I HIFNR & 2 1)
o
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[0095] TR UERSE (410,20 m) i BERITE 2 2% TP i HEAT T L v .

[0096]  Kf TR A gs, PLIEHR A AR LR IH 7S

[0097]  ARAE I — St 77 58, Horh K M B 0500 2 A AR AR Ik B R [ i (i S BRIKR JE AR
) ik i ARE N PR (54 B) -

[o098]  Hil&5 I &0

[0099]  — BT FT B MR IIEER (b) 5HTHREK TR (o) BE

[0100] - MAFTHEMNIBERE ), BHE (a) CEHM

[0101]  ~PATHIEHE 1T #57

[0102]  — KEiFtbsK (4 60 % F & ECHIFIARL) a4y 65-70°C

[0103] - AT R EARER () HEHIR G SR

[0104]  BVRAYAHI 2RI WRA KR MA I =25 EF] (2

[0105]  — #2581 FIEE 11 &0 4G, AR B () FHRE s pH H K
FERFAT 22 e R ARRR 2 90 %6 5 0 il FRVR & HL 75 ZE A0 16 =01 pH. (A A& LR
JEAR KRG WL WL 38, JRAE IR G T T T B G R BRI EE (o) IMANREY,
HLA R B e A HI A . FTC R AL AR AR BRI 1 42 B R, s 3 28 e #1571
RE 2B I LR IE R o A, B IR A A .

[0106]  FEEEUE WAL A Tl & 58 11 3 B Bt o 4 4 56 v] 72 I FAoK A A2
G HTHAER SV T . TS AR AT mBI UNR-S AN T O — T AR SR T
AN BT 245 LT #0538 1105 S B A3 11 A Bl 7 W RIS AR SR B ) 2 ATER L
JEIN o AU E AN S AN TE W] B T80 1T 380 & R, 9k 28 11 &0 5
551 R ST B 2 A S BUAH R B & 7=

[0107] W] A il 25 & AN Tk IR R OIS [ B (4n SRR JE AR I ) 1R A ik R o) 30 A 4
Jiike Pk iiEAsEm ™’ (40 -

[o108] |45 T #4) -

[0109] ¥ BT 7R EMRMIIEHER (b) WK (Z085% 5 1 3B &R R , 2R
Ja BN AR 2 65-70°C

[0110] - AT EREIEA () RG2S AT 25 1 30 1 BRI
25 90%

[0111] -~ TEWZNRA MR T R R TR E B () MAJRED T, R R Y 2 m 244
TR S K IR A B ) I A B AL B (A0 121°CF 1 /NI ) o 5 o] s £E 1%
PRI AT A 2. 5-20% , 2 3-10%, Tk 3-5% .

[o112] 455 TIA #4) -

[0113] - ¥ ERIIEER (b) SHTR 25Kk AT () ’BE

[0114] - AFIRENAHER ), BE (a) EL%E

[o115] il &5 TIB &7 -

[o116]  — Kbk (58 11 B IR &AL 75% ) AR L 65-70°C.,

[0117] - AT TR B AT (1) JFRA 2B R

[0118]  — MRS (g) FNLEIhF (d) FFHF pH VY 2 5 BRI I 2

[o119] &5 1T #4044 58 TIA &35S 1IB fi A& IHR G . KA pH JF R E R E
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FAT . B KB AR 2R &, £mEE e (410, 2um) L H A
AT C B I8

[0120] %5 1 FUZE 11 #6450

[0121] - fEIRAVRA NS T 50 B NS 1T &6, 1 s 24 e 57 JC e 4H 78 75 R
e, LR A2 o

[0122] AR B IE— 0 KO AR W 7 v il 4% R 7K PR BC 55D o

[0123]  FEA A BH I 55— J7 1, AR B B /K MEEC s 57 mT LAE— 2B B 5 0k 3 R AL &4
MES R (Bt — i) JHEECER (FIan=2m ) PSR ERAT A (4 90— X - MREEIR . 13- %
K - MR A - X - IR ) 43 DARTAEY (IR =B R =4 ) B S 7R3t
R IEFENE 5- RO ESEIIDHIR (SSRL o7 4 g vy T « & AR VI 2 POYT ) IR HIHDAR
25 (TCA ;451 fn By AR B Sy ) VRSl (i n =4 ) Pudllig 25 () an s B A
SENRKUCITYT ) BEIR —MEREFD IR (Bl T =5 ) hu g2y B DT C HHI7H) MAP
B R U T2 AR K VB IR g A R AR DT IR AN/ BRER A PRS2y, H Th
7 A TR IR RS (2 WAE 4 US 2003/0119786 ;W02004/073614 ;WO 2005/051293 ;US
2004/0220153 ;W0 2005/027839 ;WO 2005/037203 ;WO 03/0060026 AT HINEY )« fEA
R T A ST S b, v LN IR B2 (RIR G0 mT AN A IR B e 25 L FEE A
FBRTEHERI (ZURTIRBTEPEAR R VIR OBV AR B A VI AR 25 R VU AR 2R e P AR
TR GRFIVGARAUE-RVIM ), Sk R R (il 2 Sk AR Sk | Sk Aafiing |
SLAOARE KA IAR Sk AmEmy Fhy S Sk 1) , 2R (PR RAEVRRER BB KA.
ZATH RN ER ), LeAWH e MR R kG R R ER BT s
B R VOHBIR PG s RS M S R T MO & 2R ), BLE 2 (I PEEE 2 B e 52 M 7
JREWAE | TSI R B I | P o R A | I R A | IR S s IS At 2% L B RRE MR e ) , P g
25 (P EE G CEEMR AR T B R S & 5 U L i PR S BB R 1 A (S) —1-(3- 3%
Sk -2 WRIEIE AR N ZE ) MRmERE (HPMPC)) , BUIes 25 (40 B AR S M 24, ) e 24k
IR (T REFT B BT RO AN 2 ) BRI R (ZRELE GG
TR B2 D) AR ASEENR ) » DU 2451 Wihomsme 25 CBapa i £ | G R Mg 15— 4
FMOATF ), Bt iRy ( Mg ), HIhEnd 24 (SRNEMFIR S IEe ) HER B 52, KELAED
WS (KAFRFAER ) , REHERE (KIGHH (VP-16)) FOEAHZERIE (R5EFT,
(BCNU) ) , FHER [ 7K fiff 00 o) 5700 461) 1 2135 B DR S0 ) i 4 ekl 5510 o A b 2590 1 Jm) 310 e FH A &5
JET it FH 19750 2 DA R 338 A P 450 2 RN B 38 ARk N - 3 BT DAY ) Intravitreal Surgery
Principles and Practice ( BEIEA N T AR FEFI LR ), Peyman G A F1 Shulman, J 4w%HE,
5 R, 1994, Appleton—Longe, HAH R F TR H AKX HIES % .

[0124] A< S B AP BC I B e ) B R FH T3 97 L/ s P MR o

[0125]  HR4E I — L 77 58, AR WP S Fh e 77 %697 R ] v T sR IR
995 » LS AH S B IE 16 77 1 1% 5 1R B RE 5 B B5 38 il P AN B I 7K PR L TSR P 3R
[0126]  RiE “BE 7 TRIKZBHESN D, Fe 2 Wi S e oF HAFEHEAR T X E.
T RS, BN RIECEE” AR TR KRR, B B O R BT
TN )RR R I AR AT IR R

[0127]  ASCHT FHIARTE “1677 7 AR T A / SR T7 - BRI, A% BH B C 500 A0 7 AN FR
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THRIT &, 3F HT U TPy i . [RIG, ARAS S Bt B0 e 18« Va7 " ds - (1) TR s
JEIRAAA R i J IRTAR A « 5 15 B I 1) I RE DR HR IR, BT AN A4 R LR A X FIORAS 0§
BPIE , B 5 T I PR 28 « B m e (EL I 2R 48 7 o S 0 A bR 2% | e A el i 1
I R BRI RRER, (1) $MHPRAS B AGBOpAE , BRI FH 1 F Bk 20 (1) & e 8l 22 /b — P
W IR R BORIRARIEIR, B0 (111) wARZm, RIS EDIRES B RG slomnE sl 2 /b — M H i
PREYOI I ARAE PR 71 IR

[0128]  WIARHEA K VAT BB L (address) FOHRBREAS ARG (E AR T35 A / sl 8 MEIR
BEef o MR YR IR S 7 2%, MR IR AR & B YA 7 1 HIR B 1 Ay I A7 s e B, B 552 i HIR i 50
DX Ik, 4 AR FE AL A R S A7 DR A 28 i B 2 T 1 IR R ZEL 2R sy A, B R UL 1) 9 ik Bt
5o PRI, HIR F 05 s B G = B J 6 5 A TV T 5 LT S5 s (AERR IR )5 5 {ELAE it
ARAKTE R S5 BEZ AT ) < DR AT DR A T A0 R A ) IR, 38 I 3 Py ML R 28 HIR Ty
09 o B 1140 S48 Ay i e 45 6 98 I BBOE S T R R R HR N T R AR O VIR AR L
PR L S5 TR B (R E G 28 ) < A A T B R 8 R PR B P2 00 TR
T AR TR AR R A T HRIE S HRRG 995  YH 289 < YE T FH 26 06 S B80S VIR I
OB IR AL KRS T S R R AR o P 4 o B B g, LA % IR A5 e R HIR 0 42
PES , H AR HE ) B 52 A% 5 1S RO HR 3 98 PR 5 s » EE IR0 8 M 7 | A PR PR, B, T 40,
KPR, 2058 EEAE 2 TR 438 (erythema exsudativum multiforme) &5 ML TR
AR RTINS S IR GEZY iGN NN DN U R S S R = N % L
RVFERERBPER . WA AN T OEHR IR 5T E%E , BT IR 167 B AR H AR 4
B ACHRL I 1T s Rk PRV AR s (RIPRACAR s ) o

[0120] A BH 244y i o) 370) 1) it FH A0 36 2 S 1 AR L e it O sl mT DU A R . ik
MRS Al 00 A - T Bt FH RS 1 ) 2 ) o ) 7 Xt P o

[0130]  AHIIAE AN 52N 4 B, AR R BH IR 7 2 mb I FH R0 A 245 40 1 ol 50 ¥ 45 B s i) B
T LURRIZE BT BT A S 3L A/ sl A T BT AL S IR P
VAT R0 it 7 XA R a7 ISR o 388 3 AR R P 3 7 0 VE P IS 1) R0 v T F
TEARLSES IR i

[0131] R A B (1) 7532, Y897 AR AR 4 Y87 B0 i PE AL A5 ) 1 ] 26 v P A
1) AR I T DA o W B 0, S AT K 1) 2 W B 5 B SRS B S T I T
WE, BV RA RE TR ORI I B R AT 58 e 1 o 1 = BT [ 200 el
T REME I R B AR B e A W i = 31

[0132] & T 7E TR BLIA 77 IR 38 R 5 () A B 7 2 b i FH o i) 4% 1D 25 P B s U e B
(4% B I [0 S 00/ I 22 400 HL 22 m] R A, E45E B I TR) A i = I, 75 R I s i 4 Bt
DLIA Bk (e St (), A/ BRI R TR ER T . &IIERH T AR 712y
VIEC T A5 B I 1R) C RIZERR N IRt 0] ) 2 CRIP T 22 24 /e ) JEOR (BRI 1.2,
33456 B 7 K ) sEE (BRI 1.2.3.4 J& ) » TTIEBR A2, 259 Ec 700 145 B i ) 2 22 /D50
J 8 1 A2 A3 A iR R el a3 4.5.6.7 2 124 AL E.

[0133] G SR FEEE, AR B 7 VAR 1 AT CLERAMUIEAT B3 5 — BB P JL T v (1
WOGH) 1597 EBOCTF AR GO CEEAREE — P ek 2 Bl LW 2 B 18T 71 XS5
ST AUEE AN T2 AT AR, 3F HAE SRR 2 AT ) BEG AT . 2R TT &N
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Pefiben B8 I BRI A AN o AE ST S AR I 5 R BN R N 2T
JEREAT o AE 5 — A7 S, ol LIRS 63 1 22 7R O TR OO L RER 2 AT s Ja
BEAT o ANIECARN 5700] LA Sy L BC L& & R 9677 5 SERTAT LA FT I 250

[0134] A BIIE— 0¥ RSB 22 Iy — Fh il 2 Fit DL A B RLIR T (0 B8 BRI T
2, IR AR 5 AR IR P RC HIR 3L R IR T ik S .

[0135]  ACGIURA AN 53N 2 PR, AL Pl 1) e B R VR T AR L 3 P ik 40w LAEAT
AT o A BALTE T P AR BRI AR A o A S BH I B 435 Ut BH 45 7 I B R 1)
JIT A B B DR T A7 AR R 8 3R RFAE L BC AL G4, LA R ATART Py i 8 2 P 2 B
RAE A AR 25

[0136] AP 51 IR SO 2528 SCIR 2 A H s sl % A S DAL 4 8 A 28 0 A A SCHE
NZ , IX R B B2 4 B3R SCRRE N ASCI — B SR B e A5 18 o AU T A ST
YRR S B, A ST 5| R SCA 276 SCHR B M B B M AN R AR A SCh B 4T

[0137] ALK HIFFAR A SCHTIR A T Bl F Ry s S 7 S RTa BBl Dhie b5
B it BTN T VR AR R AEA ST IR AR VB 2 Y

[0138]  ASCHTIA A& M1 m] ARG — el N EUEEE (BT RS ) o AE S
I 7 24 e LA Ay A 455 7 v ) PR ) P A 0, R 8 R e b v [ PO A3 A R B e e T 25
{H, BT (R BEE B AU R 3 B0 AR Bl T e SCHGE A F A BB AR [R] B A 7]
4R

SLHES

[0139]  SEJEfd) 1 -

[0140] AR — NSt Ty 58, AR BIK PEBC KRR R
[0141]  PITiREC il FFIRR A 77 7% B il &

[01421 4t &Y % w/v
[0143]  FAfUR 2 A 0. 02
[0144]  ZFRIRJERS L, Bkl 0. 12
[o145]  ZE LAY 80 0. 30
[0146]  PEG 300 7.00
[0147]  ZRFILGAE 0.01

[0148]  {kHUER —4H 0.01

[0149]  HEC 250 0.3

[o150]  #7#5FPR (—KEH) 0.15

[0151]  HC1/NaOH pH 6. 5+/-0. 1
[0152]  #§+47K qs100

[0153]  SEjitafsl] 2 -
[0154] P ECHIFIRRYE vk A il (S I 30) -

[0155] AL &Y % w/v
[0156] I fUEZ= A 0. 005
[0157]  ZE1L1ALME 80 0. 30
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[0158]  PEG 300 7.00

[0159]  ZRFLAEL 0.01

[0160]  ffHUFR — 4N 0.01

[o161]  Frigl& (—JK&4) 0.15

[0162]  HC1/NaOH pH 6.5+/-0. 1

[0163]  {$#4L/K qsp 100

[0164] %5 1 #i4>

[0165] WL ALES 80 A1 PEG 300 1A R A LA B S M . NI R IR A
SEAH ﬁﬁ

[0166] 511 E sy

[0167] IR T, 7 R )R i 24 80 %6 /K i«

[o168] 7Y pH 245 E(H

[0169] 428 T #isr @ mIMAFIR G, DLREFI S I 58 MO 1R 2= I

[0170] & #x pH F 77 LG EOH T

[0171] WA IHRA L8 1K 2 HEEMAT]

[0172] bkl o e Mo Rl /ﬁi%l%‘r%%qﬂo

[0173]  TCHRIAF AT IR H A4S

[0174]  SEJiifh) 3 -

[0175]  HRHE— AL TT 5, AR BIK P EC AR R a0

[0176]  JITIR B HilFIRRARE 777% B il &

[0177] AL &Y 2o w/v

[0178] FHflUE 2 A 0.01

[0179] ZE&*?EJE‘M??E Wk 0.024

[0180] L1 A5 80 0. 30

[0181]1  PEG 300 7.00

[0182]  ZRFL G 0.01

[0183]  f{HR — 4 0.01

[0184] HEC 250 0.3

[o185]  FTiEMR (—/KEW) 0.15

[0186] HC1/NaOH pH 5. 2+/-0. 1

[0187]  #§+L7K qs 100

[o188]  SEjiifhl 4 -

[0189]  PTiRECHIFIFRYE 771% B il

[0190] &Y 2o w/v

[0191] I fUEZE A 0.02

[0192]  ZFRIRJERA T, kitk 0. 12

[0193]  E(IALMEE 80 0. 30

[0194]  PEG 300 7.00

[0195]  ZRHLGAEL 0.01
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[o196]  flHbE — 4k 0.01

[0197]  HEC 250 0.3

[o198]  ATHEIR (—/KEW) 0. 15

[0199]  HC1/NaOH pH 5.2+/-0. 1
[0200]  #§+4koK qs 100

[0201]  SEJtEfH) 5 -
[0202] P ECHIFRRRYE 77k A il (S0 E30) -

[0203] = Lw/v

[0204] FFTEEZ A 0. 005

[0205]  Z(LIALHE 80 0. 30

[0206]  PEG 300 7. 00

[0207]  ZRFLAEE 0.01

[0208] ML 4 0.01

[0209] f7#EER (—KEH)  0.15

[0210] HC1/NaOH pH 5. 2+/-0. 1
[0211] ¥4k asp 100

[0212]  SZjtEfs] 6 <Ase AR
[0213] 6. 1. FRE/RIEEZ A WL, LRAE 25°C (40 % FEXTHRE ) FT 2-8°C Nl A7 6
A H G, fES2i) 3 405 e HEEUE .

[0214]
%4 6 /™ A 6 ™A
(25°C/40%RH) (2-8°C)
HPLC 447 100 102 103.6
(7b9*é“76)
pH 5.22 5.14 '5.21

[0215] £ R B fififF IR F B 38 A MR 204k, B T REFIIAE M. B, T
PYEESN AL pH BE 50 7 TBIERIR L, 42 6 A I [R) e iR JE 22 4L o

[0216]  6.2. FRE/RIFAIGEE AU, LLAE 25°C (A0% AR ) N fifE 3 A>T A
2-8°C Milifr 9 e, S 4 M Y A E 8 .

[0217]
%4 3 N~ A 9/~A
(25°C/40%RH) (2-8°C)
HPLC 4-#F 100 104.6 98.6
(1?7iﬂ§‘76)
pH 5.31 5.29 5.30

[0218] £ R s filfiAr IR A f e 58 A IR FEAIY LS ol @i%i%%??ﬁi@&)ﬁi@%i
FAM, Bon T RAFHIAEE
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