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L Y7 HE S8 1075 T s IR A VR ESR, Frid 5 -

HA0.01% 20 % /K HEZE BTSRRI &4 5% —50% 7> T & 4 2 /0 2000 [ 4
TR,
2. BURIEER 1 RRET, Horh Bl MR e B P T ) P & AP B2 & .
3. BURIEESR 2 (TR AR, For B v 1 2 B i A2 % R .

4. BORVE SR 3 (TR A, Horh Pk B T ) 2 22 88 1) 52 (R K 2 BRI (RTK) 15
7l

5. BUFIELSR 4 IR &, HA Bk RTK S50 2 N-[4-(3— &2 —1H- M —4- JL ) 2R
BN - -5 FaRE) MR

6. BOFIESK 2 (TR A, Hordr FrdkHu i & T8 ) I B2 22 0. 001% -10% .

7. BUMIZEK 6 [RIRESH, HoAr Bk PEG 143 + &2 22 /b 3000,

8. BUMIESK 7 (IR A, HoAr AE ik dil55)  PEG KT A2 10% —50% o

9. BUFE K 8 IR &, I8 5 ik B 5 (L ALER 80 28 L ALEE 20, Z89% ¥P3H « Cremophor
FHHCO 40 FHE ¥R & M)

10. BUF) SR 7 (R AF, o PEG # @ PEG 3000, PEG 20000 LA & PEG 3000 F1 PEG
20000 VR A

L1, BORE K 10 [RR RS, 1885 1k B 28 L A4S 80 28 1L A4S 20, 2= b1 L Cremophor
FHHCO 40 FyHE & ¥R M T

12. BURE K 9 VR & H, B8 1% B3 1 5 N-[4- (3— 2 K& —1H- Mg e —4- 5% ) 2R
i 1N (2 -5 AR ) JIRAT 48% ¥ PEG 14000,

13, ACMELSR 7 BR &R, Horp Jridk PEG 173 1 542 20000,

14. BURER 13 FITRETF, 7 PEG 6000,

15, BURE R 14 TR, b 78 Il VBT P RTK 155 R 2 0. 6% (w/w) , PEG
6000 [ E & 35% (w/w) , PEG 20000 IR 10% (w/W)

16. BURIEER 13 FvRaH, Hrp 78 IR VR &S RTK FHIFI M 2 1% (w/w) , PEG
20000 FIREEAZ 23% (w/w) o

17. BUREESR 10 IREF, 5

1.4% (w/v) 1&PHEF) sF0

15% (w/v)PEG 3000,

18. BUFIEESR 17 [F7REF, IBEE 0. 14% (w/v) FLALEE 80,

19. BURIE SR 17 (IREF, B85 0. 14% w/v) RIEVH.

20. BURJESR 11 KRER, B8

1% (w/v) 3G

15% (w/v)PEG 3000 ;Fi

0.1% (w/v) ZLALHE 80,

21, BUFESR 11 MRER, B8

1% (w/v) ¥E M

25% (w/v)PEG 20000 ;71

0.1% (w/v) ZLALEs 80,
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22. BURJE R 21 WRESH, Horb il s R Rk A2 /2 29 1000nm— £ 2000nm,

23. BURE R 22 R AR, Horb i s R ki /2 2 1150nm— £ 1400nm,

24. BUMIEK 23 HRET, Forb prad vl M B kA2 2 249 1237nm.

25. BURJEESK 22 FTR AR, 2o rp Bk v R ik 422 29 1500nm— £ 1750nm.

26. BUFEESK 25 HITR A, Horb Bk i 0 ik 4242 2 1648nm.

27. — i TVRYT 580 A T R D% iR R 85 9 10 38 365 0K PR R 5 B HIR R VR B0, ik
TRAESELE 0. 1-20 % 1) 22 88 55052 VRIS 22 BRI D 57 A0 43+ & 222D 4000 [15R £ K%

28. — M FIRYT ST I T B D% IR 0 9 110 i 30 20 TML R e RS v 5 o IR P Vi

3, PR VR TR L 0. 5-20 % ) 22 B8 50 52 A T 2l BRI 97 1l 551 R 43 - 2 22 /D 4000 [K1ZR &
I,

29. BUMESK 27 (PR EFR, Horp BT ik RTK #5502 N-[4- (3— 25 —1H- W[ —4- 3L )
I T-N' —(2- 5 -5 FZEEE ) IR, Pk PEG 42 PEG20000.

30. BUMIESK 28 [FIR A, Horb BT ik RTK #PilsR) 2 N-[4- (3— 245 —1H- Wg[me —4- 3% )
I TN —(2- 5 -5 ZEIE ) IR, Pk PEG 42 PEG20000,

31, —FGYT ST o BE | I BB T 1S R B P B AR I A8 TR A DR R HI S5 5 5 1)
T332 BT aR J5 i A4 1) B8 P IR R 02 5 1 i o (X HIR i e ORI 23K 1 AR FH VR &)

32, BUMELSK 31 (17712, Horr Brads HR &5 i 126 51 A PR 1 PR 0 IS5 « 5 4 8 AH G 1 3
BEARME L B BE K I HR B3 2 A R 4

33. BURIESR 32 W73, o iRl &9 —AARIEE R 16 MAAEY).

34. BURER 32 732, o iRl &9 —AARIEEK 16 ZH-EY) .

35. BUMELSK 32 W77, Horh ik 4 &Y e BN KR 17 5D .

36. BURIELSR 32 1732, o iRl &9 AR 22K 18 ZH-AY) .

37. BURELR 32 Wy 732, o iR &9 RAR 22K 19 MAA-EY) .

38. BURE R 32 {575, Joh BTl 40 A RSk 20 G4

39. BURE R 32 575, o Frdk 40 G- ARk 21 AEY .

40. BUAER 32 (7775, Hodp Frid 20 AW 2 BOR SR 22 (A& .

A1, BURVE R 32 (7775, HA e 51 T iR TR BTN 5 17 5 (IR 304 205 3126 BT ik v 571
PFFEN AR 2 4N Ho
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[a) AR 00126 15 32 (R B S BR A BE AN HI 1% (RTKI) (L SYIRIZY)
HEY)

[0001] K AHT 5t
[0002] A HiE A4 350, S. C. § 119, B3R 2009 4F 3 H 3 HEEAT M U. S. Iifn I & F) 51 3%
61/156, 984 HILEAL, B H AN FE L SH G AR,

& BR 4

[0003] A< S R A 35 KV IR 22 AL S A I SRR 4L 0 R0 13967 ER R0 0 38 e A= %
i R AL Y2 U 5 | A8 A 9 2 155 w491 4 AMID L DR B PR 95 1tk B B K 25 1 77 22, 56 Bl Ak
i, ¥5 B T 97 IR S LA, A0S B BN T B B 2 BCPL I VB 0 1 T ) 24
7o

[0004]  FHOCHEARMHEE

[0005] S5 4037 AL A8 T Rl AL 65 o 25 L 7 5 375 P 1 5 2 1R 22 MR B 00 10 35 5 4R W A
ST TEASE (AMD) « BL7= LA FEE S35 (ROP) 55 I e 408 194 G Pk ) 25 AR08 s A 00 D T
(DR) HJF= LR A, AMD FH DR 2™ ¥ AN TT 30400 38 I i LR o A 3K A DG 27
151 40 4R, I i e ok DA 2 PR, P SR AL DT 38 2 S AE I R AR R B8 5B M e SR e, BT L
KA TR IR B R G = AR A

[0006] L 55 12 Al A A A e 0 A I A TP R IS O PN B A LT D A TN o 1 AL
FIELATE B T 0L SO R 52 149, 6 AW D0 i 8 b 2 P AR AR D (9 PN B 40 M B . > HR A
0 2 3T A= 1L A T i (R4 22 i I 58 2E 2R SR A 98 1P 40 TR d ) R 2 37 o e o it I 5 2 B
MKl F (VEGF. PDGF. FGF. TNF. IGF 5§ ) \ &5 & 3 SN IR SR 0 JR il SR 4R 3 301 i i
B A IR AP 2 A0 TN S () 2 2R 24 sl 2 o 28 ) IR N BB AR . AR oK T st e
T IR P B 40 1) S 0 e, 5 S 7 U R AL D) IS 7 8 s R Ao 28 400 ) (1 28 23 &
Fo JRYEE VEGF Bl A A A2 28 E 40 IR 10 - P 52 40 M 16 T A0 1 35 80 1) 2 B4 S B, (E A,
Az K BRI 7481 40 PDGE W FGF TNF 1 TGF S5t #5 S aX $e sk 72 Rl , 76 R il s 2% B IR Hh sk 22
AREE 24 i AR DR~ A 500 T L 000 R ) 8 2 R A S (KA 38 2k 4 S 25 1 T o
[0007] S p FIR 358 57 A58 12 J Lt A 20 PE I 0 S BV IE AN BEIATT « 480 AMD (1936
7 AR EOCEEE RS 97k (PDT) o St TR 55T MU TR R U848 07 T 1
(I AN 2 T8 e e R A0 1) I 40 ke S BRFR » PDT 38 35 75 B2 2 13 b ek, AR 5 R 6
Wot. TR SECRE M e EBORA A IRBIR. PDT iGI7 L 2IAE 5 —F 410
3 M HERE SR 3-4 R 5 PDT 1697 K I AT RE I @A 55 Sk Jm BT L AL 1R B FE F
BERTIR /D, 1E 1-4% BB TP ARCOKHU PR, 1R 2 3 LReil 52 . LA, 76 PDT 3897
S B AT BB OGS 5 R, LART MG . 3k, 7035 EHE T B4 A4k 1eG 5T
BEPLAR B (2R BP0 ) H Fiy7 SRR AH DG B BEAR It (1) S 3 o %24 L A Ml 2 T i
H 1IR3 A PN ¥ S e 1

[0008]  mJ A% 8 A v 7 IR 30 397 000 A T2 B B 158 3 T 19 5 O PR 2 i 0 EL A 9 R R
ZUEIAIE T K REHEZE S Y ARE LLATT A BRI TR AR B2 T B2 1

4
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BRI KA TR Z AL S HRE R ) — AN EE S TR XA
(R <& R IR Ak A P B A 0 s A RIS R4 P Ak & 032 (L 2 8 1 AR R S
DL FE BT 200

[0000] 24 LI, il 25 Tk L HI AR I T H T 2% 25 FR BRI I B VE . IXLETR B
FTT LA 250 T3 35 R 97 SR AN S At A o IR YR ARSI LA T i R AL N 9 o
W h Rl VI LS5, X AR B S B (1 2 ] DA IR, DL HA &, I ey B
(145 F4E U. S. &F) 7001615 ;6359016 ;6284804 ;6139794 ;5932572 ;5461081 Fll US L&F 4
FF 20060257487 ;20060257486 ;20060122277 ;20030139382 ;20020037877 F1 HE 47 T i & ;
HTATE BB el 255 AR L.

[0010]  — &M 5, A B V% 77 B LR 358 VA 77 A K N 1) Hb v TR R (49 4, 7K
) L A R FIAER BT P UTR . (ER, 1R 2 34T B R T I# & A 1E 7 A Y
I ERBFI U SEAk, 1R 2 W7 I BRI & A8 VA 7 T TR B Hh AR A3 A B
IR TS, A HEIT A S T AR B, AR5 7R SN iR N A 4 2 R AT Y4 5%
ATV T IR P UAS I 16 i 0B, I VAT DI G R B A 7.

[0011] BT BIRLISL, OERKIAE LA G TR 2 5 H M EIT 7 SR EE S N
[ Iy AFHEE o — AN T2, ZEHR R ok A, E 281 1) 1 s A X AR 75 P A BT A= 751451
W ARG, (B2 AR L5 0T — 26 [ 2 7 By 50 0 an - i 2 J e AR PR G
1o 35 0] B IR BT AE W A AR

[0012] T LaloW s, AT BV BRI 5, B id B 7 5 BE 75 Bh A 7 548 K Pk sl 2L
AhIREE LR FERTE, A/ B8 BT FIAE IR B U G Rt B A . AT
FCHE, 752 5 VR BT v e B B R AICER PR 18 7 B 7ms o A 5 P BT A o

[0013] AR BHERAL T FH T HR & i H K i M 22 AL & 0 1 22 A R RV B, iR 9T
FH PN B 40 385 1M /B9 U SORERN I & A 5 BN 3897995 o

[0014] R EHZEIA

[0015] A< BB L 2 AEHR Py TR BFIE A4 G4 70 iR T A 450 i 6 R0 HAth Bk o5, BTk
AW T 677 IS A P R 40 MO BA B 1A 22 | J8E BRI 83 R 1A 5 5 S50 IR S 59 o
FEARR A —AD TN, It —Fh 2§ A &9, P KEEENLEDB AN SELNE
ARG 1 8K T 2000 (925K O (PEG) (IR P FIVEEF A+, H Tk ki 5 T
W AL BV T, FH TR 97 5 U8 R A2 SR IO IR 003290 » P07kl 397 11788 TR i, 2 il L 89 ¥ 0
PES ¥R 97 SORE AN ) o A B RVRASRI AT LU A A8 5 I A AR DR T HIR A8 s o I
B R I Y557 T B S E L TR B PR TE A I LS (DR) S 4E AR G S BE AR ME (AMD) L Mk
PRl R 25 248 R AR IR S 7 1 28 2 RS

[oo16] A IEAELH-A 4 A8 Fl % i 2 1 B PEG (B 01 MW = 2000) , B K & T T A K
A G PR SO E DR B . AR B2 & P TR ESR, AR A Tl i &3k (41
W27 5 ) ik, mIIATT S0 R AR O AOHR N , ST I K, i B B
BIT RAER / BB T

[0017]  FI T AR BH /K P41 -G 9 (P 8 R 28 DL BUPL I B B0 1) IR B 45 7 Bk
T HIR 8 g A0 T4 FH 925 25 4%, ] DS AT A, LB m] DL /R LR RIAT . PRI, R
B oV I PR, (B 0. 001 % —10wt % [RIUR B o PEG (KUK FE & 5, B ek T-7E 1% 550

5
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A5 FH RS T R U BE o RV 6 LU B T PR, L0 0 B33 AR N A5 PEG IRtk
FEAE 10% —55% , SEARIEIRFE) 15% —45% , AR L 156% -30% .

[0018]  7E5 — ALy Evh, fe 5 fir LR (posterior juxtascleral) (PJ) FTHR JH
(PO) FHHiIF, A7 () F& PR, 9 an i i 3 e AL A A0 DL R AL S W EBLINEBE T ;5 (b) &
YR =5 & PEG 5 (o) 1S 5 (d) fRER BRI sA () BIZF A () KT
PEF o

[0019]  7E5— ANy &, Ak B FR AR & R B 28 25 500, A (a) Y0897 A B0 )
TR, ) B BT T R DR AL SR BT BE T 5 (b) BIEH) ; (¢) IR 5 (d)
sk EEF 5 (d) =140 T35 PEG sF1 (e) ZEiPiil.

[0020]  FEA & BH ¥ [l P o] CAASE FHARR )32 19040, e e A AR A A It i A8 48 43
To AR BIATE IR 227 2 H TR KB 7R 7K o B B TSRy 5, iy
Hi/h T 1000 v g/mL, A%/ T 500w g/mL, BEPLIE /DT 200 u g/mL (RGP . ANATHER KW
PEZGAE IR o B B AL, DAS R am A N KIS TR IR BT o AR ST (1R 224511
P AL S 22 200 v g/mL, AL S 2D 500 1w g/mL, HALLE S /> 1000 1w g/mL, L THR # 5
I I%, Fe A B A E

[0021]  AS BH (K41 -G P D e 2 ok Js 38 A0 DGR It FH 3038 4% PR 9 S sy AR 9 s v 7 1T
it P - R (RGP AR 3 AR 5 00078 R A BRI V8 03 PR B 5 AT DG IR B R b 98 B33 R AR
TE T 397 M8 T Bl B TR R o

[0022]  PEIRLIESLH T &

[0023] 1 b Tk, A B AL & KW 1 2 S PRI A 64, FH TR T HR Y B2 40
B IR PR B L JORE BRI & A2 SR 3055905 « A BRI ZH-&-m] LU 3097 51
AR B 007899 02 1 e AR P 5 2 IV TR Ry R IR » L B IR 8 T AR Y s (DR
LSRR AR G FL BEAR T (AMD) < b PEUER 25 248 1AW 0 7K i o

[0024] i 5 2, FEAN R B bR S, S5 PSR 24 BR AR A A2 AT AT A BRI AL 1 7 F
AR AR 30H) M A K BRI BB YR / SO AR . e i, AR BHARAEIR 415
W), A5 AER N VR BTN 7897 A 250 B ANV Ik IO T 75 T 7110 T HIR P VR )
sy & PEG (BRI MW = 2000) o 7EASCAT I, 2498 S5 a2 4+ &%) PEG I, A7 “PEG”
5 A AT RR TR R € PEG 14y F & . 40 PEG 400 25731 &2 400 [¥) PEG.
AR, BOR N 23 FEAE, PEG 400 n & A2 TR0+ 49 400 [ — & 16 (1) PEG, f45 5> F &
7E 400 2 EBELZ F 4% 1-50% [ PEG.

[0025]  ZE &L g (PEG) )iz H T M2y hil5), A58 B W oh R &t IR &S 1 AR B il
o PEG A€ ISR /K A 5L, o Bz R e e o

[0026] AU BHHIZ2E T AR BN TR m5r & (EIMW = 2000) 1#) PEG 754 &2
[RIHR Py VR B TR T —Fr 2059, Pk 40690 ] DL kB Sk B 12 s 126 1) FR HR 11 2
R

[0027] 514> ¥ & PEG (U1 PEG 400) AHLL, &5 7r +& 1 PEG (MW = 2000) AELIERT,
PRI B L 22 AR AR i IR BT o RE D 4 ) ) ) ok P A RS P B2 IS TR N o IR AR VPR 48
AR (T 100 v 1) FZH-A 400 5 B8 B3R o w7y 21 PEG th S IREFIE L
AR A AR I T AT DATE S I ) B4 (AR 2658 v R B T vty M 1)

6
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[0028]  PEG 7EAR Py AR & FHAE B IF RIS T 88 i B 5 A 1 22 T 3 1 ) At 2R R A
SRR 5 . W > 10% 1 4 1 PEG 7] LUE VR 25 B AUk e . PEG 185 13
JEZ) 1,08, A, By IR A N0 3 5 4 1 & PEG AR &ML &4 ] LI i 21 35
PRI JECHES, 1 2 T LA 28 FE ) B A5 1) 4 R R A SR A7 R BT I R Y 07

[0020]  A§iH] PEG 1E Jy B HAMEAFUTIE SN, DL TRRAR BB BBt T . 31X 5 HoA R =
TREMPI MR NI Y ZHR LAY RZAF, f5#H— B SIR AR Bk, S0k
03, (SR DI G TR S 78, MELLFT BT » 5T PEG VR BT P TR 2 2L 58Ik
[ EAAHUE TS, RS T 8F .

[0030] S MERA WAL, 548 7 T8 PEG H S HAh O A A4S sk s e 2= 1S
PEF KA PE R HR R B o B 7KV P 2 )3 PR TR0 () 7K PR ASE A5 mT DA iy P T 0 B A 21
IR B o AL, 1 & PEG W] CAZE BRI PN AR B g TR, BT nT DR 40 2% 15 1k
o B8 iy 2 FEE PR AR TR AT LUASAG P IR VR BRIV 02 1) B B8 1A (1) JEG TS » b o f 7 RE ) B o
[0031]  FEEEF A BISE , AT AR 1 22 1R ek SR mT DA & FE A R B &4 b o 9t it
I T B P 2 BTN B EE R UL T AR A5

[0032] LI LI T RGRI B REAELAN B T, 52 PRI 20 BRI B D il 55 (RTK) » Rl 2 B
Z 8B fUZ AR M T Wi AR S B R IS £ sangiostatic cortisenes sMMP 5
HEIRE TR (30157 sPDGE F5H0H) s HUIGTE ) sHIP-T FPH0F0 5 B 2T 4 40 i Ak K PR A3 hl50) 5%
B AR R 7 IR s TIMP P03 5 Pl & Z2 A AR R A kI 350 s TNE S0 5 ;e U IR
LR FRAPIEERTZY . PR T A Ak B BB T ) A2 22 B A IR B2 A TS 2 R B
PIHIF) (RTKi) o Sk & HA 2 80 0 45 A M T RTKL s, 8 01 N=-[4- (3— 283 —1H- 15|
e —4- 5L ) I TN —(2- 9 -5 R ) Ik, HEA 5K 1 hdl A R 460
Jio W25 RS T AR B IR 2 1 L Ath 22 I8 55052 ORI 0 R B USRI E UL S. S &A1
2004/0235892 AT T HIIR, WIS HE TIUMAASC o A SCAE F IR 22 58 n5052 P9 2 IR U S41)
w57 A FE X AR M A R A SR B H N 2 P2 ok SRk e e, B 2R gs A Ak
H W), BT M T AR R 1 PR R L, AR UL S, HHE R A1) 2006/0189608 AT
THEGR, BRSNS 5 AR, F T A B2 40 1) 22 B8 55052 PR I S IR Ui ) 7
FURIA 26 5561 2 KDR (VEGFR2) « Tie—2 F11 PDGFR,

[0033] 1

[0034]  RTK HIHIF) Ay e e Mk

[0035]
KbR FLT1 FLT4 PDGFR O CSFIR KITt FLT3 FiE2 FGFR EGFR SRC
4 2 194 66 3 14 4 3t >12,300  >50000  >50,000

[0036] BTl (1) BT 2 2 A5 JC 40 B KT 23 B b o S il KT 1C50 L sND ARER i
PR AEAE 1M ATP R l5E o

[0037] W] LAH T4 BH (K40 & W) A e BH 1) 7 v 10 HoAh 250 B FE it —VEGE Bt ik (R D14k
P EJE B PL ) SVEGF trap ;siRNA 43+, BUHRG Y, B8 ) T B 20 BRI <2 1k i 22 /D
PR, FE3R 1 o BT /N T 200nM 1 1C,, {8 s BE B2 PR (D, HiZE KA, %K e, IR,
AR AR, M2 V0 e, M2 2808, R B, IR e s e, SAL W AR, RIS R e e He s m 2
(6, YR JE R ER, MR WTRE, pOKAS, BT I, IR E (21— Az AL SRR ), SR IKIAS
e SRR THPORAS, R JE e, RIRJERS, ik e, 2 aikJe e, )ik Jets M, s

7
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7, dE ] At A AR BRI, IR e E LR EL, Sk LR AR, BT e, W5 TR, By
R TRARAL , WEAR TR AERR KL, T AT BIAR, A 1A, H 5Lk IR, — %Ik e s, —
A, PSSR B, P KA (AR AR ), HUZS 28, Hh VG e, W] (A, Bz 5L , ]
[RA%, SR B IE, S FE Je, FAGARAS , FUAEARER, SR e, WMHERE, A7 2348, 5 FUKIL, %
V2R, R 2 N B A (al lopregnane acetonide) , P SUKAR , 21— SRS I 22 LN
YR 2378, — SR PFs L TREL, IRIETT [ & e, RU-26988, A7 HiZs 1, i1 it B 7] 1) 2 M4 24 FR T
Bl ) ZE AR PR (R, MAEEEZ ) s A NSATDs (B[, Z3MH 55 %, 2 578 ) - RTKi
AW N=-[4- (3- 2 —1H- Wi —4- 38 ) ZKFE ]-N' - (2- 9 -5 AL ) MRAERERR Eh oo
W, pH 7.2 K R A 22 (0. 00059mg/mL) , 25 FE AT LA F A& B TR B o

[0038]  FEVRAEF A BIF A &IZ MR T R AR SRR (EA) #AHE 2 /D
0. 1um, FHEAIM A /D 1. 0nm, 4 FH AR S /D 2. 0um, 7EVREFHATrE BiFoin]
BRI BVARTT 7B Bk A U AN KT 20 pom, S ML RVHR KT 10 vm, R4 50 A 1k
AKT 5ume FEHLESTE 7 S, IR BT P A B IE BB IF BIE YT R R B R A 2
£J 1000nm-2000nm. 7EA A& BRI I 77 T, Frd v M) 1) P30 R 42 & 29 1150nm— £ 1400nm,
FARIEL) 1226nm— £ 1250nm. 75— ARIE ) S5 77 G, VRS B ik v M (9 P 38 ks 4
FEZ) 123Tnme FEA R B LA IE 75 T, B v PE R R T34 R0 42 2 29 1500nm— 24 1750nm,
FALIEL 1635nm— £ 1660nm. 11 55— ALl 77 2277, TR T Tl i R~ AR 2 4
1648nms,

[0039] W EVERNE, SEhn FARFT 437 2Ok T 2000 1) PEG #En] L T A% B 469
M. HTARWEGAEYRA T2 E PEG 4% PEG3000. PEG 4000, PEG 6000, PEG
8000.PEG 14000 F1 PEG 20000, Hf—PEER IR, BRI PEG [IIR-EY), # U PEG
3000 A1 PEG 20000 [RIVE-A4EL PEG 6000 F1 PEG 20000 (VRS 7] LU T4 & B 204
YR Tk

[0040] A% BH ) ilFRI4E (4 1R 22 M8 i i B AR I Ao AR R B I — ML AU, PEG AT LA
J S R AU T ZE A A, SRV il A FH T ) AR S s 2 () PR IR R ] 2 52 1) 38 3 A
P PR/ BRAR JE R 050 Ak, T DUIE G 42 il il 500 A A8 1) PEG 1143+ 2R 18 75 2549 11
AR . BeAh, BRI LU 27 50 30 SEFSkvES . AR MALEME S — ML A
2 1] DL B AR Bl S o i s AL A

[0041]  AKRBHANCERIL, 8 H B S 7 T 21 PEG VR A B TF I A 2% =y AN PR 1)
PUME s AL A, 3RAE 1A R IR A 55 BEAk, 5 2 FT T 06 7 38 S0 ()35 1 571
AL, WA S BT IR 36 PR AT DAAE B K i) i) 3ot 326 B HE VR B SRV 7 I i R IR BB 20 2. )
W, T B R AR, AR B HR VR AT A LLZE A /b 2 A F BUE 3 70k 126 31 A8 3 (U HR 0
PR, EARR AL T E P, TULER D 3 A Hek e 4 A H B IS MR I% 3] &
AR IR ZR . A A B (RVR AR 55— A0 A2 5 T B UK [ 1 T A I 2R 540 »
ERT I 7 A v P (R 2R o AN R B IR VR BRI IR v B2 2R B O iE T A AT T e R 4% J5 2 -7 73 ek
FET.

[0042]  7E—SL{LLE (K S it Jy Ze b, an SRV B2, A BH IR il RAE T LAAL 35 38 A IR AR 771, 461
WP I AL AT YR 32 8 L IR AT Y 35 R LGS Be i R TR FE 4T 4 35 L 3R LG T il BR /Y
FN3E U BTER AN SR N 2 ORI o AT DA 3E 3 v 1 049 0 2R L A s 80 B 1L AL

8
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20223575 Cremophor HCO 40 %, A BH (1 HI FH w570 AT AAL 35 58 M i 22 & 4, 461 4l
PERR B T A B R IR Eh L tris &, pH Y15 5491 fn S AU A0 B RT B R s T LU T A B T )
o ANFDAEL, FALAN B AR K BT RT LA T ek A

[0043] A% & B ) VR AR pH B 2R b 05 [ 4 4-9, LIk 5. 5-8. 5, S AR IE 5. 5-8. 0. 5l
HEE ) pH JEE A 6. 0-7. 8, B HIHLIE 6. 4-7. 6. 1%L S W1 RS 5 BE Rk B R T
200-400 BY 450 2B (mOsm/kg) , BEALIE 240-360m0sm/ kg

[0044] X FATARHE 2 B NSRBI 5 5 3 PE S Ry o2 30 B AP B gk 25 AP 25, B 48 B
A8 FH S PEAL G WD AT Tk A S PR L — RO BRI 00 25 24 I (1) 25 2 IR AR RTVA T I s B O
¥

[0045] A% SCFTk (% il 77 wT CLIE ik 3588 0 N v T, B ot s A DL R R Ji g 7k st i
TEAR R BN I () S 77 G, R 1 3588 R Pt FH T 55 s 3] P 7 1k R B s 22 B 24500
R4 0.001% —20% . S 0.05% —18%, Ak 0. 1% -10% .

[00461  JITEHE I T 41 St A5 A2 i B AR R A IE Y St 7 6o AR AR N 52 1A R
B, R SCSHEA IT o F BIE AR T A AR B ) St S R ST R AF AR R BN R IR+
A, BRI ] DA AR R T L Se i e 77 2o 1B, MRS A< U8 B 5 i P 28, AR AU RN 52
I 2GR B, 78 T 23 FF ) B AR Sl 7 8 Hh n] LA AR 22 25038 R0 AR 15 BIUAH LB R ALL 1) 45
SR AN 185 AR % B (A R

[0047]  SEjEfH) 1

[0048]  £U, 7 PEG 14000 [I7REF

[0040]  hp# A0 & EAL B T K & B R & B R PEG 140000 | A in A 4L & W)
N-[4-(3- & 3E —1H- mImg —4- FL ) RKIE J-N' - (2- 3 -5 F2RIE ) IRIF¥WfE. EA G,
IR T FUIRBITRET, AEMER 5 Fl 5 12 IR BRI

[0050]
5% W/W%
TE TR 1
FALEN 0.7

T K AR E 0.1

B2 7,2 14000 48
FES K Iz 100%

[0051]  Sjtifs] 2

[0052] 9.2 PEG 20000 7R EH

[0053] A FHFRHETT VA4 T AHIR] . RS AL 80 /F/E TR EEVE PR . 4 Fr 43 2% 14
N B HAh B 2 IO« E 10 R DT, T DL 5 i BF .
[0054]

5% W/W%




i

CN 102340993 A fA 7/11
TRy 1
R ILFHEE 80 0.05
A 0.7
K EHRE 0.05
Bt 7 i I — A 0. 005
R 2, 20000 23

HEMNT P2 pH 7. 4
i W R pH 7.4
FES K Iz 100%

[0055]  SEZJEfA 3

[0056] 44,47 PEG6000 FlI PEG 20000 [FIIE-A WM IR EF)
[0057] A% FHARAE T L8] R AHIF] . 2B A4EE 80 /A4 MBS IR PER . W AT 1528 /KN

AN BINEE HAL S O o AE 10 KRG IFIARIE BT, 7] LU 5y 87

[0058]

% W/W%
e %ox 0.6
F1l12LE 80 0. 03
AL 0. 4
T AKEHRE M 0. 05
it K B R — & 0. 005
H L 6000 35

2 2 20000 10

HEMNH P2 pH 7. 4
i R pH 7.4
FEST 7K Iz 100%

[0059]  SEJtEfs] 4 Al 5

[oo60]  RH$RME T RTKi AR 1~ PEG A P Al K RI 4 54
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8/11 1,
[0061]
SE Tt g 4 5
2% W/V% W/V%
RTKi 3 7.5
PEG 400 | 97 92.5
[0062]  7E FIX P 34T 254X ) 220k 9%, A48 ] R AR R R VU 43 2 — X 25T 201 1 11

FTAEK PEG W RUIIVE S . Tl I LC/MS/MS 73 7 b ALK JiE h I 21 RTKA [P

R T IR EE K,

[0063]
SE Jita 5] 4 5
AR (0 1) 20 20
s (ug) 600 1500
%2 KPR AR RTKD W (1 M) 4.6 5.0
%14 R ER A ) RTKD W (1 M) 1.7 1.5
% 56 AR R IR A ) RTK W (1 M) 0.34 0. 86

[0064]
[0065]
BEER WU HOT S RTKA RIS RTKA FEREAR
R MR KBS RIR A

SEJfE) 6 FI T

RIS 4 T R PEG IR BT AL G I AE R G A7 AE ™ H
B RTKL R ARFN 43 1 811 PEG SAL IR IR

[o066] 3% 3
[0067]
6 7

Ry W/V% W/V%
RTKi 1.4 1.4
ZLALRE 80 — 0.14
ZRIEVHE 0. 14 —
PEG 3000 15 15
TIKE W AN 0. 025 0. 025

11
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+ K EBRE A 0. 25 0.25

AL 0.4 0.4
AR IR WHZEpH 7.4 | WIS pH 7.4
WFT e A2

[0068]
[0069] [l Brookfield R THINER . AL H] Microtrac Jl5E FErkitt. &5 RAE N
fefit . IXBIREGR R M AR . RIRAL A 4 N 5 BYE A 1. 02,

[0070]
Kl 6 !
SEHRI4E (Microtrac) , nm 400 670
R, cps 5 5

[0071]  7E FIX ST 2548380 J) S50, AL 46 R BB AR R R Y4y 2 — X 25 100 1 1 V&
A T BRI ST 3 LC/MS/MS 43 B i v S o0 5 39 32 44 o WL 8¢ 2] RTK [R7KF o I 4
IKPAE T e e SEhfs] 6 F1 7 fly A Sl 9 K ST Le S iAd) 4 F0 5 IR TR 775 PEG 1
KRBT E SR 2 . RS 2 F1 14 KIp) 6 A1 7y rp S g AP AR &, ©
TIFESR 56 K T B3 PR,

[0072]
S 5] 6 7
SRR (n 1) 100 100
FE (ng) 1400 1400
52 RISTPLI A ) RTKL IR FE (1 M) 74 86
5 14 RETPLI R RTKD MAE (1 M) 69 151
5 56 RITALI A1) RTKL M AE (1 M) 8 38
14 RIS BEIE A RTK BB (0 g) 1010 932
5 56 AIT BRI A RTKI B (1 g) 814 392

[0073]  SEjiEf) 8,9 Fl 10
[0074]  ROHLALEE TIX L5 5 F B 1 PEG FR BRI H G . 870 L miG MEFAEAE
N R RS ER R AP A RTK SR/ RTKE HPRIAE. R RTK JRAAMI =70 1 5 PEG. UL AN
P IR b 2 PR V) K S VTR 5 o
[0075]
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SEJiti 5] 8 9 10
RTKi 1 1 1
LA 80 0.1 0.1 0.1
PEG 3000 15
PEG 20000 -— 25 25
“KE W AR 0. 025 0. 025 0. 025
T K EIRE A 0. 25 0. 25 0. 25
FALE 0. 4 0. 4 0. 4
AEM B E IR WHE pH 7.4 W% pHT. 4 W% pHT. 4
WFT e A2 AhiE
[0076]  {#H] Brookfield REVHMERT AL . 8 H] Microtrac Wl & FBkiAt, &5 RAE T
fefit. IXUBIR B2 R .
[0077]
5% 3649 8 9 10
F ¥ kR 1201 1237 1648
(Microtrac), nm
| A, cps 5 150 150
[0078]  {E FIX e idfAT 254580 ) Z# k9T, A0 465 1) SIS AR BT T DY 73 2 — X 4577 100 1 1R

AT B S o 3 LC/MS/MS 43 B i H A I 5 39 32 44 oW 8¢ 3] RTK [R7KF o I 4
KCEAE Rt SCiEf 8 (K45 R B, 555 2 F1 14 KA, o S b (I JIE K 7R 55 56 K
o] T R BRAE . (B2, {8 528 54> 78 PEG 20000 [RYSEZHER] 9 F1 10 2655 56 Kff) A 5
P SRS 2 A1 14 RPT M B FHRL X 4E7R, 5 3000 40 7= PEG AHLL,
20000 73 =¥ PEG {E8E T 254 T4 56 RAE Hh SO R i rp i) B g 7K

[0079]
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5% 3641 8 9 10
EHAAR (p D 100 100 100
HE (pg) 1000 1000 1000
F 2 REFALRE F 19 24 11
89 RTKi JRAE (uM)
# 14 RagALW L F 11 15 10
A9 RTK1 RE (u M)
% 35 RatALM R & 9 17 9
&9 RTKi RE (u M)
F 56 RarALW R 3 16 7
9 RTKi RE (uM)
% 2 Rod s HARF 893 711 955
RTKi &% (ug)
F 14 ReFHEBK T 776 656 814
RTKi ¥ & (png)
% 35 RGBT 668 418 574
RTKi & (ug)
% 56 RaF B F 540 312 377
RTKi ¥ (ng)

[0080]  AR¥E VLIPS N2, T ik 2 5 56 R m il £ R PAAT A SCHT A FF RN E SR AR B I BT A
HEW /8. RE LML 507 R T AR HIGAGWR T, (B2
XA S AN 522 1T 2 WA, W UK AR TR N TG A/ 8071, LR SC ik Ty
VR BREE BRI, 11 AN B8 AR 2 BH IR RS A RIE [l o 5F B pRHh, B2 5 WL, 462
M5 R EAH G — L 25y m] LIBARAR SCHTIR I 259 T ik BRI 25 5L o P i 8 0 A Sk
FEARN 51 S 2y IR AR e B WA A A 78 F B SURI 5K BT PR 1) 4 5 BH FRDRS o 91 [
FIHEZ Y o

[0081] 2% Wik

[0082]  FREATIHRAL TR M K 7 v Ty T e A T T IR, DA ARSI N AR T kb
M5 4 FTA 5 | 225 SCRR AR 7 8 i 5% 5 1IN A AR S
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