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mmﬂ m%ﬁﬁ%m%a%&ﬁA%Hﬂm%%%ﬁﬁﬁﬁ@%$%ﬁ%ﬁtwm%a
SR R AW T3 AR B 2508 R ARG E AR AR R e e
6 /NI, LRI 2 1 R, AN B 2 B R I R R B DA B AR A AN R
[0074]  PITE0HE IR FH T T8 B 0 IR T A2 40 B 3R 5 DM ) B U LA T 2 AN Tt B K fe
K E M o KA TESRE G mT 5 ] IK R B P R A ) AN R e A8 R R A AT B DU A Y
ANETRKBIRED . TaEFEEAREREOR, KB T B AR B 48 A8 FH B2 3 B e 2 3t
Y RGN T REWREY, It LZR YR G e RmmR L.
[0075] T4 il 5 5 4 10 A A0 PR g - E b SR N 420 T S 0 0 i 28 ) 5 1) A A
N BT F 3 B4 2 A P X 2 1 8 AR S 7 B IAH R SO 1R 3R S 4 4L 5y
B EEZRNY P U R . ERLAE AT, BEWIA P 5T B8N T4 9
B2y 60kD 2 [8], W H AT 10 B2y 54kD 2 1], B HE AT 12 B2 45kD 2 [8], FlH /M
40kD,
[0076]  {EF-LEAE AW, AT H T 3 SR AMFLER LY, S B BRI R 2 2 4
B2 5 FLBR AL AR TR o PRAR AR IR IGIL IR HR LR NFLIR 1 & ) L-PARSE » SR YB3
A RIS E R GNP . 72 LIRS FLIR I LU Z38 23 sE W AE N B Ja ok, X T 50 K
[ LA TR T BB A R A . BRILIR R 2 L1 (PLGA) LW IR & 73 L ml 4
0-100% , L4 15-85% , FHALEL 35-65% o LR LU A {EH T 50/50 PLGA FLE4),
[0077]  HE PYRE N4 B0 RT A=) B At 90 SR A W 58 0 mT 5 A PR R B 2 BT A2 ) B R TR SR S )
RA Yo 1901, KN AT 57 58 — b n] A4 B At 110 28 6 W RUAS [R) 1R 3 Ffm] A= A PR At 1)
BEWRREY . —FelZ Ml LY BRG] A KR 5 Bl 7ERE LAt A
W R A B AR R PRI 0 5 — FnT AR MR AR IR B A R LA A i R M A AN [
(58 Rl ] BRI R B o BB — Rl BRI R AT A R O, - NAZRE -3k - &
ACHE ) o BB BRI AW AR (D, L- TAACHEE )
[0078] 254 A TT il it 56 S RE RO JLRI L BCC 20 A I 25 21 o S e Ll b i — S8 A0 48 A
TN 2 T AR A T KA 2R I 22 FLOB T B LA B il o e fift m] 38 AR 1R AT BRAE
RIMAT SN ZHA - W TR, ZEIR AN IR N 5, & I8 B LKA 8067 210
KA R = A F KRR AF TSR b, BN S VA T B 1 A ] i
TR YA H o N, AN]SR AR, I AR AN YONAR P )5, I T LR K
BT BRI MR = A A IR M W) — S, R W] 5 AR, JF B2
TR LLRHRTT A SR N BRI A R = H (WA= H B4 51 H ) ISR N
4
[0079] 2549 MASHE N VR I0A 508 N (R 259 1 2 L SR NI SRS (R o,
EED 7 FREANR OB S IR LA K. fEAREAYI— A S 7 b, 7255 — I )

9
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B DASE — R O 2 ] W (1) 25 ) DR S A 5 3R A PR SIS 5K, A6 B — B TR B S 19
B TR B DASE T EOR B BOA ) IE A TR I RS T B, AN S
K [ AN TR A A 0y, SR A AE L) 30 KA — BUIRH ) Py MR N0 ik IS [ e 2 v 1
[ BE D HH R, 76 30 K WA PR TR [ i 3= B2 th TSR A .

[0080] W] A=) AR FRTHE P AL N4 () — > SEA9) A6 5 AT A W) B AR I 3RS 2 TR 1) 2R
[, %2R A TS AR ] YR R SRR G . 2OH Pl YR RS
WK 5y F 8/ T 40KD [FERTNAZ MR o FEANIBONIR P IS 5 iAIR-E W R HG VR T A 80 1S ]
AMBREIT AP H o ERLESTiE 7 2, RIS R 4> T/ T 20kD. 75L& St 77
i, BINACRERI > TR 4000 10kD. BN ASEEw] 5 (D, L- AACHES ), FF H R N AS R v 7%
ﬁﬁﬁ*lﬁ%}%ﬁ&ﬁﬁ%@mgﬂ/‘% FE— AR 7 E, AR S H R (AL
M -3t - 240 HE ) MR ATRRIR G . BAME (WA - 3L - 2480 ) FIR N AZEHA
X%ﬁ%&ﬁ%@

[0081] W] A=) A AA TR PYAB N 1) 73— SEA9) 5 A 5 T AR W) B AR T SR 6 2 T A () 28
[, %5 G YRR G A AN FE R Y R RS DRREY, B L AR RS
YIRS 29 0. 16d1/g BI125 0. 24d1/go B4, —Firm] -4 B 6 28 -G I [ AR B mT
N 0. 2d1 /g0 B ZIRE WIS APPSR AT A B AR 0 S, - ELERR ] A2 B
R R E I AR B 20 0. 2d1/go  F ST %2 USRS B2 AT AE 0. 1% &+ 25°C Il
E o

[0082] *E)\%T/\ﬁTi%szﬁﬁE’JH”\%E’JT%%M%@E’JH”‘%;@%ET Z /AR
H“/‘%B’Jlﬁ*ﬁ}#ﬁ?ﬁo 25d1/g $29 0. 35d1/g. HEMAYT] & 0] LY R EY)
FHREY), b & — MRSV EIE AR 2 0. 5d1/g F2 0. 7d1/g.

[0083] A% [i] it A5 A3 AT A A e At 11 58 5 D 58 5 I HIR PR R N AR T B ) 0 5 R RE T R
S TR T8 PR 2AS (] et (1) 0 T 0, B8 2R ISP 5 A 2 S I T P S i R T8, 2R i R I
e AENYFEASE B, TR I 2 18 I 1Y 2 LU 100 % o S IA IR A AH
LU, AR SCHT 3 FFRE ) B BB NR W AT H G A 22 58 R0 BUBE T 100 %6 (1924 [#
Lo PRI, iR N 2 DR 1) SR BRI 28 15 AT (RO N0 AH LU EE, 12 it 4 [ bR 5/ BORE T
TR IAR B TR B

[0084]  {EZ/b— /NS 7y S, AR NP LLEEPE AR CAHA T 3A RA WA 5 AH R 28
] 2 PR RS AT B PR ST ) B RS B MR FRCBIRR P o ), R R IR B B 4
T 20mg FIE 1) Kenalog 40 5] FCHH M IR 1 225 A4, BRI I (L 28 bR 4l iR s . %
I AR A IR A AT SRR AT L T

[0085]  AH LL R, AKE AW ] 76 58 A I i) B4R BE 3097 A 20 A 2R o e, i AN SRk K
R . BRI, AP EH Img. 2mg. 3mg.4mg. B bmg R [F JF , 4015 IR 2% 28 1 s 12 8L %
B 5 1225 [T L i ) [R) S R T80, AN 2 9 | A 5 50 20mag 80P Al 371 o 110 248 (3] P A O Py B S AR50
BB A RAEM o« BRI, 76— NS0 7 E 0, s AW RV S A B R £ RIS
A A AR PR B 2 G, ARBE TR 2 RAN A B IR A AT 2, A LS 5
PERRAR (AHXT T 54 TWAARA S Wb FIBIR 25 RAMAHC BRI 5 ) AHOC 12 R OB IR 25
RIR

[0086]1  {EAR AW R IR) PN 5 DAAFDR A [ 4 MR AN PDRE JEC [T I8 o 51l , A4
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N B N B 0 R LLRER 20 0. 01 v g B2 2 1 g HYECRRCR [y . H2, BESuE ]
REAR I ] ALV B O 2R A D2 B 5 T iy BRI o S b, ST e R T8t e vl B0 45— A
RENLNEE ) BB AL Iy o PUEHy, — B A6 P sl vl i, B I
HARKTZE,

[0087] AW W] Ky#)—H) (monolithic), B A WA) A e R -GF b ) —Fral 2 Fiig
PEFR, BB A AN AT O e I, eI TS R ) A A R S Ak B 2. T IR A,
kAR E SN . B, T IS A A3 R AN T S B SR AT #5808, 4224
PIRGTT KR AR 75 VG N RS5O N A m e Jo4b, AR B A8 N 17T 4
Gyl AR — TR AR A3 s o B, Al N m] S S [ I Rk FE AR TR A 50 —
53 S =TI 23

[0088]  FEA I BHIK) oy — St /7 22 v, HIR N ARELNAD) 2 7 A0 AR SIS [ B A P ()9 T 4 53 A 4
B AP O XS ORI AW BERA 7 BT A7 O BEWIEr A
FEIGTT Ay FIRR AR . B3, B EMANE TG AN IE WG 7 4 70 PR AU, (R B AN R
BAZESR i Al VR T A0 SRR R AR . R, RSN EV S ARGV, BRI £
ALK P R ILR VR R O N s RS

[0089] LIS HEL M) ] A P AR DAy B 45— it 22 M VR T R A R T B A AR . AEIEAERE )
T ST T A B BRI B, R R AR B AR . SEE LA No. 6, 331, 313 HR T B A
TBIT IR AE A R AN ) — > 241

[0090]  {EAELEAE AW, oA OIS AT HA R EMINZ, 2 EAHEZS
ANTF BN, T AT T8N L, 097 270 A N L i JR 48 BIRE AN SRR,
MR FRIHR AR o 3K 2B/ NFL B LI AREE AR A B A, JR eI S A BT 7. Y697 R
FENPRE TROA] 52 B 25 PR VAR T s P L LA R/ LR AL B H R SEH o 7R LEA )
H, FLAR KN A AL EL B AT A R A N RE A AR B I B BRI o R, L T 1)
ASEIRAF T AT AR LT AR, AR EHEAD T, BRI DL — D M SR A )
(IR TBCRFAE o

[0001] 5 M AW AH A I EEAR AN IE R R G WA 70 7] H T H S AN SN E . AR FE
EeAaMhHEFZERILMHKE FaHE HEY SHEAY R EWIH S RAHA M 2
W5 ZEE YV RIAH B A ] 29 M A8 AR BB BE R 1) 2 3 2 28 /D O LR | 33030 4 B RE B2
A R = LR R TR BT 1 AR MR X SR A AR L, A SR T AR
oo JUMIR S TE G W S FU 28 715 hy AU T #4 o 2 DLA 2 26 15 & 1) No. 4, 304, 765,
4,668, 506.4, 959, 217.4, 144, 317 F1 5, 824, 074, Encyclopedia of Polymer Science and
Technology, Vol. 3, published by Interscience Publishers, Inc., New York, latest
edition PL A& Handbook of Common Polymers by Scott, J.R.and Roff, W. J., published
by CRC Press, Cleveland, Ohio, latest edition,

[0002]  FIrBF 5T IR GV W] N B R LY ERE R SCRE R B B AT AR . — LR 1)
YRGS SRR NE s IRIR TR 2R 1R CHBR5E B & B0 4 31 80 % i L4 L4l
LW, W 295 — LFR LIGTE (BVA) LY. O 4% - CR LIGEIL Y. LG - TNIR L%
WY LW - TR OHERILRY) LI - IR CIRBEILRY) . L6 - = A LR LWL
W I - LR OIHBEILRY) . L6 —3- WE TR OMERILERY . % -3,3- =/

11
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BT OIHERILRY UL R O - R OGBS R 5 .
[0093] HELHAWEREY WERTHRERFE RPTENGR T M
(poly (butylnethacrylate)) J§ %8 58 S £ « 9 BH B Wl 19 98 @ e 5 98 2 1 Je e\ 1 2
TR PR L WG RN e B e e M R TR T IR R IR RV
L B 5 O R I ~ AT R IR 3R A BE AN e ) AL 3R Ot R = S L
(LK - A=K ) KRR T (LW - TR i) F 4,4 - RRAX TR
FEKER IS ) (poly (4,4’ —isopropylidene diphenylene carbonate)) .28 & H7dH, 2 4
WA R CIHmFE AL 1- A O - NG RY R O E SR — 4N (vinyl
chloride—diethyl fumarate) JLZRM)HEMT . (B24) REMIREIR (WISilastic™BE 22 ETR
2 kg Q7-4750 EiDowCorning®™ MDX 4-4210 [ 25 Ji4 g e ) LARAS BRI EE — %k
AR ALY
[00904]  EREWII— L& B S AL B <SR R KR AR ARUE . £ TR AR S e T ik R
(silicone—carbonate) JLEY). 1, 1- ZW LM - A LIHILERY F &4 - W IEILER
Y1, 1- ZR8 K - WIEIERRERD RIGRE R (L - 1%18) RROIEG R kg
B CR CIFETE A TR CM BRI SR AR 3R T 1R OB TE SRR IR £ B3k 5
VB CIGTEIGTRE CRR R AL IR LIRS S PR O LR IR BRIL Y TR &
1l R LR LIRTE LG LIRS R LR TG I TR LG TG 3 LR 4E P VR A
TR 58 T IE T A IR G  Z8 S840 BRI SR Wk M L B R i R B sk VR
[0095]  {ER4L Ty, HAG N2 A FLIRE A ] ok A=V R, Sorb, 259R6 A T 7
INf 18] Ji5 90 2 it o T AR AR IR 3R G LB 0] B AR T B SO e ] AR B A R 2R A ) B
HY A, AR AR, BEWIRIR A (FHR4Teflon® ) » L5 L RS0 2.5
LR LI g o
[0096]  F5 [ B (KIAE AN WAE AL IR AG) 18 Js o AR /S TR AN RS R AR ) 1% B — ]
HA T RN ) o AR R4S T AR N4 LA 5 — R o 58 — R LA B A 3 — R g
FEE R i AR B e — MM 5 5 A4S SCHT 8 FF RS N IAE 58— A i A0 5 — R i Adb 25
B EEADIERBITER T — AP EANfL. BHEXLILNERR DL 250 um H/D T
23500 ume 1T, FLAYEAR ALY 250 1 m 325 1 m 375 um 8% 500 wm. W A] BELE H A
RN AL, — RIS, TR ARSI Z HA WA =AL . ML) Tom 225 10mm K4
AN, FLIEEE R 2525 1mm 125 2mm.,
[0097]  TE— NG 2REIRERHEAD T, FLI S AL A A SRR 0. 311% . /£ 57
— NG R E R A T, FLI S AR A SR TR 0. 9% o nl i@ W 23 230
& FL O BALI AR -
[0098] [HIf= 3. 1416 X 1"
[0099]  H:rr, v R FLEJAR. AN RN FL BT AR IFF HAR I e S AL AR . B A
NP TR AT o a2 20
[0100]  FEEH = 3. 1416 X0DX KJF +2X3. 1416 1,7
[0101] M1, OD A RAE NIRRT (22, KB R AR, v, W EREEA
PIREH T IR A2
[0102]  7E_FIRMIE T, FAWRELLRE RN T 2 0 g IR FEERE IS I . S LeA8 N\ BE LS
12
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KA 0.5 g FIWRAER B AL . X LORE AV RERE IR YT 3 2% 1 288 ] P S A3k S R g R 40
4, I AR, R 13 4R

[0103] S [H LA No. 6, 331, 313 24 FF T Fr Al H (A4 B SEA5] LA K il 25 AZAE N D) 77 32
TS < 7E & VAT FIIAZ O B T R T A s A% 0 n] &8 5 n] AW R ) 5 OB & 1)
BT IR, BRI G SE 7S OB R W I A AT A% D .

[0104]  y& Y7 5T LA UKL  Boksr (1) 78 X Bl A Hs 4 ] 4 (1) T A ARA7EAE 2R B A
BIT IR AFAE T o 306, B0 m] & v AW B AR I 2 B2 T LA BRTT IR &
W, w0 EIR GBI . S AT I SR P I RS S B AR 2 DL AR A
YIARZS, 3 H o] APy Bt (R BRAE ARV P ZE AR AN o AT IR BB R G AP n]
M THI&EE. ZORREGYREDEE T A 0% 3] 80% .. IXLEEEEWM] W, i+
A WEE TR 715 0 Ak By #5023 LA 4 3 B %) No. 5, 882, 682,

[o105] @I EREA A AW EHAZ 0T ALY A FIEARANEERSNE . A
LA FITE B4, S8 B8 T MBLAR R 253 TR T I g = o R FE A2 10 %6 2112 80 %
(EREAS) MEEVEENIRE T TR TANER T, 5w RN AR R &
V)T S AE 60 45 [T 2] 90 R [CREZ (/] DK AR 21 IR -G BT U1 Y 5 S 5 He 5k
GEWE , BRI 21 2 BRI AZ O LU S TR AT TR BOR ST o Wi vl e o X
A 25 BRI IR AT A48 58 1 BRI I i B 2

[0106]  BYF, #% /Lo IR BE B IRAT o ERIRAT R BLURE  H TBE SRR o 78 5 — Sl %
o, D] ISR AT, b, IR R IO RIS S R A HE Y. S5 1, 1R AR
AN IE B HT, e il A an R B4R 28 — IR LI lE (PVAP) ¥ THZ L LR i
BB AL L FRMT o X LEF AN AT 0. Z WBIATH J. R, Scott ATW. J. Roff
Z5=% . CRC Press, Cleveland, Ohio T 1971 4F H i ¥ Handbook of Common Polymers [
64 #57 o

[0107] 4412 5T HH W BB T I T AR IS, A1 2 B T B 1) 205 s mT e v 97 3R 416 0 B
H7s. ARG H i aadt PR . (E25E 2 /DET T — L. WIS OLERE BaTE Y AL, 8K
G R KRR B L, FEAE I, AR SR 3 ] BT U1 4%

[o108] Y3, 9] 4wl 28 A 2 AR ISCIA T 008 — BN TR) B B B N 3 a7 R v
PRIT R BN RA OB E D . S E NI R A Y, IF BT R ] R R AT
Yerp, B G B PR E . SRR IR B AR S AR VR T ) B T AN 52 21 s e R 25 4F T 4
T8 Bl T, A A o A PTIE BRI ITE T R IS TN R e TR Al LA i
FZ& R IE IS B R B B T R H e 7 TBURRIN, 1207 v m] AR a%&

[0109] W] F AT AT SN I 7 VAT JlAL o 0 ] A A AT B e T sl F L B ao LG
B ALALBUBOG R 2 20 E AIE R 73 0 — o M AL, 80, "R £ T Ts i =k 5 I
G B TP DUAE H 4 s R 28 AN OB o

[o110]  E AT A ATLAR 77 V25 B LAOE A FERE 1) T A AR B I B B KNG 38 I L 7] il 2%
flo EFELAE A, FOSHOCHR L R G T8 Lo ZARGER] RN IF LAIE & A I 2L 1
HORLEFN I P TS H— 2L AT T S HothRic R4 (B DigiMark™ AR
ARG, Directed Energy 2AHA[{F ), LIME LASERR b 500 20 A 7 1 o 28 70 57 2 ) 22 T B
AR B2 AL

13
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[o111]  WOLET AL 7R W T AP R B EOCR I R AR E T — N0 TP & (laser
stage) B RIHOLT & b, FOEEOEARIC RS E I kb gh T B L By 75 IO LR
2, A R AL 2 M HES B BT R AL, SRR O & B AT A, I BERSEO AR D
RGP T BRI F bk, AP AL e MR AL SRS R B OG- &
[0112] £ L H) No. 3, 845, 770.3, 916, 899.4, 063, 064 1 4, 008, 864 A FF T FL LA I FE ik
FLI %% . 35 LR No. 4, 200, 098 F1 4, 285, 987 /I T ik WL K L. 35 H & F)
No. 4, 063, 064 F1ZE [ L H] No. 4, 088, 864 AT T WOLHIFLHLA, ixHLAs BAH T e A &
1) RS KA R 5

[01138]  ARSCHT A IR A AP T d i £ 3k 45 1, HoR/D A T4 5 um 312 10mm 2 [/], 55,
AF 10w m BIZY 1mm 2 [6], A7 @ SMEFEARFEA  HOK/N KT Tom 80K F 2mm, 201 3mm 85
fa1i8 10mme SUETSKVES MY 5 ZAEAY ] BAETEE K, REE AN ER
A AN AT LS ik T S WA, Ko H 20 6 mm BZ Tmm (KA NP A] v 5 RINR Py . i
ke T AN Z AR /DTSN AN ER. EELEAY T, B2/ T2 500 1.
N Y3 B P e 22 A AH X TR B AS R LAT TR AR A N4 » 0 A A B R 1 21 10mme FE A 4)
A BERETE 2 (CliER)) , K/NZ0 2k 2nmX 0. 75mm ( B AR ) o BREAE A AT K BE N4 Tmm
FZ) 10mm I HEZ K29 0. 75mm B2 1. 5mm B RAEIE 24 H .

[0114] KA 2 /DIEH/DVFRPIE, EAEA B THE AR N Cansagasn ), 356
By F AN . AN R BB R N 2 250-5000 1 g, SEARIEL 500-1000 1w g. 40,
APV A2 500 1 g BLZ) 1000 1 go AFER SR 5 FAYIEIR/NEL R S n] 5
RAAT /N, IR e AR A, 5, NBISESRARTRZY 4 3. 8ml, i B K £ °4 30ml, K%
(11224 60—-100m1 o PR X H B B0 5 K /N id AT N B A0 n] 42 LE AR TROR Bk 4i /S » 451 4
U T 5 (PN 5 v ROR 2 8 4%, B, 49 Wight T R S A N0 5 AT TR 24 26 i
[o115]  [Altk, W LA HE A, Forbrpoto ] g — kL, SR 4 — 2 B2 S AH R B A [
AW, 7 B2 A A28, B0 4> TR AR 25 B s LB AN R 2525 . 9, 78 75 S PR R
AT UG K E 2yae, TR R O BB FLR - R CRIL R B A B TR, DA B4 R AR
Ko BE, FO TN R LR AR LA, IX R — BN 5 LR PR, O i R R
THAL H AR

[ot16]  FEAY) (HeilE B 50l R AR IR G E TRBEA IS A B2 AR AN ) 1] A
ARAR LT TR, R A 4Rt R R VRt VBRI R AR BRI S . A KD
FR T TR A PR T RN I S22 RON BRST BRI R AE TR B M. A A S B
VT, SRR, SRR /N R D2 0. 5mm X 0. 5mm, 385 20K 3-10mm X 5—10mm, 5 &
2909 0. 1-1. Ommo A8 FHETHER, 27 4 H AT 29 0. 05 2 3mm, Ff HET4E K E— AL
0.5-10mm. ERIEEZ K2 0.5 1 m 3 4mm, 3F B ILARFR 5 2 R B0k A2 o

[0117] KAV RS I8 AT FH T3 0 B 08 26 IR 7 I 18] LA SR AT s 2540k
P& o BOHE N AT 326 35 1 LU AR 1 22 3R i, (ER X B ke T 3R T RS T 1 b, FF FOZAE AW
A BERE U RS . KRR RST R LA AR IR AN DTS A RN AL B o

[o118] [ B\ 28 A 400 UL S AT i i o5 1 300 %9 b A3 T 3 ok ) 8% AN 7] bl 481 1 L PR A N
VI I 2250 YR8 o USP HUvHE 1 3 At 8ORE TIOR3 1) 77 v n] 00 BB JB0E %6 (USP 23 5NF
18(1995) pp. 1790-1798) o {3l 4n, {1 F PR T (infinite sink method), ¥ CLAIE & 1
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AR A CHARTR AT (A TKE 0.9% NaCl) , I8 R R AT i 2 B
G R IE N T 5% AL . KR BV YERFE 37°C I B R P A BTF . O
R 220 st (R N 1) B 5 T 3 sk AR AP R0 ) 5 VR 30AS W e BT« HPLC By
G5, HBIOLEE AR AR E B I 90 % (M 259 AR

[0119] [ T AL B 7R AR SCHT 24 T 1 HIR P AR N 400 11 A (7] 1t s 248 [ e 248 2 4, R PR N 03 ]
ER L A & S el K R 2l T Bt R P | IO 1 = AN T e S R 0 R 22/ 4E N 7
FhEk Z iz — P2 Bl B BT — P B2 PhAS IR 1 Bz o 28 [ e . — i e 2 e i
25— e 2 P G B DI — R B PR R — R B AR, DL B AT IR
“.

[0120] W] H F ARG 1 2535 8 v 77 B FE A PR 7632 B &R NO. 4, 474, 451 58 4-6
F2LL & NO. 4, 327, 725 55 T-8 ¥ T 23 FF B 2 BRI 86 7 51 o

[0121]  HrAlfg i s AR HAN R T2 E fth g (loradatine) R 2R Fr B AR
TR FEPERE VREAEIR E « FUES YTl R SR i R AR B BT LA
5E ~ ICE IS A S AR A TR T T bk e L S Sl A 2 (trimprazine) « 2 VO AREK
AEJEPLR TR s chioreyclizine WEIg — & LA ST A

[0122]  HuA= 22 09 SE AL FEAE AN FR TSk Al enbk Sk 7 02 oAbl v Sk At | Sk R me )T |
SLTEURER | Sk AUE | cefutoxime. SkAZME. KA Skitufthme Sk Skmen;
SEAER e LAV T AR VT R AL ETRE R A AL R AR 2R SRR E Sk s
AFREER PRI ETER AT ETER THER G HER VA URS FHAR KMk,
(RS WTIEY, 7 NN YT 7 NN = o Ny 7 NN I o NN 2 TR Y N R = 3 - NI 7 NI 3
WE ZHNRER KGN R AN A ER BRIV 2 O E R M R RE R A
R EZMER. T HERGRD R R BB MO B 2 BT 8 25 BT 1T VR
il R FRACRIE , DL ETIAT A2

[0123] B PH W7 57 (19 5290 40 K6 B T 3% 2K B 20 9% JR S DLV IR SE B i R I 28 3% UK
(propranolol) \MEMEK IR, LA EATHIRT ALY .

[o124] 2 [ B 1 55 41 B KE B2 5t K [ BE, 40 Rl OB AAL IR JE AR . RO AR
(flurometholone) HEFERKAR 6 a — FF 11 B — FEZa  GUBFUR A AL v F SR PT IOAA IR
JEAS ATAKAS IR AL R IEE AR JEAR . QIR N & 424 (riamcinolone hexacatonide)
BRSO TS « IRPIAA IRARKS (fluocinonide) UL ENTRIATEMANES Y .

[0125]  HUh B A S WAL FERT 3 5 AL M W R K E R LA E R
(duanorubicin) JRFIEL LA R KIFE R LHEFER PR  FIRMERE R RF=8hyT
(BCNU) « #) S =) VT AR AR SBT3 = s A FLAT 2B 4 B S B R SR BT 5142
B K AT A RAZNS R B AT B KA K B A BTG 25 ARFCIA T IRVAEF LR
e fe FH A3, LR BT IRT ) o

[0126]  Hfe e i) 571) i) SE 8] A0, FE FA 0 252 3 A (cyclosporine) (B MERERS | il e 5], DL ACE
MIRIET A -

[0127]  HUREFIREEIERE v TR G2 K E  Eh IR & NIbE % A EL AR Bl B i 5
RS (valciclovir) M PR (phosphonoformic acid) « 8 &5, AR E
MR -
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[0128] T4 Ak 0 1) SE ) A0 66 4 A2 R CL 4 A2 3 B 1 B8R B 38 J 45 e IR 25 A 28
BNECENRER R R A RGBSR R KRR BER
(cryotpxanthin) JFZL 3 (astazanthin) RS N- SEEFEEER LK. v - 2Bt
R W 2= LR O AR IR AT AR IR AL AR A PR A LR IR RS SR A
Yrrb gk B B4R 2R B EER R B ML e, DLACEMIRT A .

[0120]  HUEWAIT LIS M & (squalamine) \BRIRETEEIIHIF . o FBh7). T2 B LR .
RIAIR 2 DU A i 2 T W 2 AT A

[0130]  HFHEADRITEEAFIR R (/0B A A ) B T T B A 800 & UL T/
K MRE NS IS R (AR AR T A TR KAk T 257 22 D A R AN E 2 4 L
1% B8 20 820 10%, FF HE AR AN 1) 5 1 43 LU G2 80 %, 58 Tl AR
25 40%.

[0131] [ TYRIT74L5 41, A SCHT A FF IR PR AN YD v B 55 A E I Z2 i )\ BT I 515 &
T B PE L2 pP )AL FEEAS PR 10804 S AR - 4 0 IR 2k B IRR 2h I IR AL Bh L MR IR
VR EE . O TR ER HE IR Eh S, BRI AT AR TR T ER BN . £ TR B TR SN B TR B
o LB INIE DL DK RS pH 4ERFIELT 2 212 9 ( EALIEAELY 4 212y 8) Z [A](F) &
AFAE . PRI, IR AP EE P51 LLEE S ] AR AN S T 5% o 638 R 7K o PR BT 83 771) 0468 W At
PR SN AR PR S I AR BR B 4 A2 3% O R L EUIE . — BT B RN R « SRR IR A
TR AR AR 7R R 2 2 B BRG0P 25 2K FR R S 3 A e R R e RS R 55, e AT
REY. XEZHIT LLE R 0.001 149 5% (RIELAERTF 0.01 314 2% ) [KIBIELE,

[0132]  TERLLCRE LT, WA SR FHAH (R 8AS [R] 25 50 A NP R -G o TR I X Fiig 12,
FH BB IR 25 25 34T PR AH B = ARDRE T, it Pl 3R A5 TR G B UM R b b R s s =X nT R AR KA
e

[0133] S 4b, WnESE[E &H) No. 5, 869, 079 H AT A B SO =15 571wl A9 & AE AR AN
FITASE FH BR0RE TR0 77 550 £ 2 B e 1 T 5 R 0 ot 8 80 500 1 v P S S E e R R Y R e b
B s R A R 28 . i 0 AL AN UL R B B A T B ] B S EEARRE AN . R
FHE IG5 T A 28 AP I AT DI T R BB FEOIN T R AR A o ST % I R ok o PR i
SRAE 25 ) Uk ] [ (R0 A ) A BB o R JC e I E L, S B9 n T P 22 R I 2 i R T AR,
H IR B 29 ) ik AR TR AR o R, 7K MR PSR B i R o T N, i T 2R I
e s FH LI 2 25 Tl R 2R

[0134] W AP EAR A=A ST REIRIMAY . A HEREBIEHEAR FHERZER
TR AR B P O B B IR E B IR carver IRHIVE BN (die
cutting method) . #JE4E7: (heat compression) AR EATHIZ &2,

[0135]  ELA /743 £ H) No. 4, 997, 6562 M i, RIAE A4 R i3 o 70 i Hh Ad
W FEAE BT RV, SRR dIE I FR iR A FAREAZE R SR 259, FrikiE. A d
RN 85 BRIGHE . B HIAAE BT A 2 25 FR IR B4y 1650 2 ICHE, HARIEZ) 65 5%
FCRERIZT 130 BRICHE . W DEHR % oA 2 60 BEICEERIZT 150 BRIRRE (414 130 $RIKHE )
W23 ) REWIRE 02 1 /N0 B 30 2308hEk 5-15 2308, DLAEF=RAY) . B0, i)
29 10 3%, L2 0 3 Smin. X5 EHEL) 60 $E G R 130 $RIRE (414 75 B IRHE )
B R o
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[0136]  JiAk, WALHF AR AL, IEAEAE IS A DS FE P AEAZ O X E R T B4 Z
[0137]  H4gvEv] Tl s fE AN, 05 T AR S8 s o A2 R AN AH B A s b
RO A o 4038 A F B9 s 329 28 50-150psi, BEALIEZ) 70-80psi, BALIEZ
T6psi, I HATH IR 20 0 IR B2 115 FRICHE, SEILIEZ) 25 H G .
[0138] I & Al v, AR AE T Y] — A 2-3mm (4] 10, AR5 T8 40 T BB A IR, A K
BH B R N AT TN RE P 5 480 4 m ] BN RS ) SRR PR s N o JBCE 7 V5T s e T T 40 7y B 259
R 12 B, 5 RS I8 B AH B, FHE ST X S8R A\ W) mT A 4548 N A0 e I 1) 38 33 A
[ SEIRAL , IXAFAFHE N S I B 3 R 3 2 o RN I ' ] 52 ) oA 8] L 4D v 97 44>
BRIV IR FE R B, G MR O 6 ( CE 3 S A 3 3 A 1 Sk () Je A T IR S R R
) o
[0139]  ARYE A BH W]k v 7 BCA 38 R 508 B IE B0 A5 (H AN PR T 40 1 5808 B IE
[0140]  ZEBEHL / AR T ARSI S AHOC B BE A AE (ARMD) 5 HE PEAF R AH OC 38
PEAZ P (ARMD) ik 468 JEE 8T A2 087 T2 1l 508 < s 00 IO IS 2 e e B L ot 22 400 TR B 22
Lo P S B P Pk i L D B 72 S AR TR R /A S B i M SR B /K o
[o141] IS / AN R /KSR 9 < Stk 2k R ARCIR (3% b Re s DLUIRE
FOFRAER Y JE bk 2% J 75 48 (Birdshot Retinochoroidopathy) JJE&ZE (HF#E KU 454
SIEHE ) R AR (RORR R R ) 2RSS IR R 2 R —d A RS
fiE. (MEWDS) HR 3508 PRI 905 5 TR 28 BIAT 1 M s 8 A0 I s 1 T A4k DL S T 5 R 58 25
HERAERE — /DA - SR = R ER A
[0142] I E AL / ¥ AR A0 X 20 Ik BH 2 i A 1o e o ok 5 ik P 558 9 R o
5 111195 A, P9 i 7 K BHLZE i 1L IR 5022 MR 6 1 245 Ak 40 D9 B 50 ik sk s Jk g 471
JEB MR AE (Coat” s 99 )~ 55 HH/0 U1 6 41 ML 4574 5 2 000 400 0o s e i L € 490 7L
Sk llk % (papillophlebitis) A4 4 5 s ) ik BH 28 W0 199 JE 43 S ) ik BHL € 35 5 i % g
(CAD) FEFEM BN IM A 2 (Frosted Branch Angitis) 8R40 AL iS4 (Sickle
Cell Retinopathy) A& M 2L A2 AL MR FE 20 80 (Angioid Streaks) 5k
MES B FE AR P R A2 B R 5 (Bales Disease) o
[0143] A% / SEEFEAR ATRMERR K A2 BRI (Uveitic Retinal Disease) .
PR 81 5 L B4 O PDT OGRS REF AU 1) 10 P3RS A2 8 S PR o P 7
B R R P T A2
[0144] M4 PEGRAS IO PEBE I AL I RS (Proliferative Vitreal Retinopathy)
MG HEAL M JE TR (Epiretinal Membrane) HGA=PEHE 5 PR M9 75 22 o
[0145] SRS < HIR ZH 23 M T R 7 ol R 5 ] S R 20 2R B 2R o 275 ik (POHS) L IR
P2 S T UG 5 HTV BRGSAH DA I 95 « 55 HTV IS OC ik 4 BB « 5 HIV BRGLAH K
T 280 15 8 PR 9 B P PR D IS 28 S A R IR BT S HEAT PR S MR I IR FE (Progressive
Outer Retinal Necrosis) E B IHRL MR HRAREE R P 45 0% IR S SO0 7 S P A
R B | A 7
[0146]  IAEIHAZ (R PEAL M R AL B IR A RAH R B4 5 P AL (Systemic
Disorders with Accosiated Retinal Dystrophies). st R{EFIEMHR T4 AT %A
KT8 ks (Stargardt’ s) 955 RS AURAR JES L DU 905 P& T2 R 400 0 56 €2 35 1 52 4 e
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BIEAR (Pattern Dystrophy of the Retinal Pigmented Epithelium). X Z4€f A%
P S BS ZLRE (X-Linked Retinoschisis) & HEE [RIREE 78 A B« R M RO 38 PR A2
(Benign Concentric Maculopathy) . bt %5 [ &5 5 05 R[5S (Bietti’ s Crystalline
Dystrophy) S PEAR B (207
[0147] AW fIE PR / OF IO IR, < 400 O G 2 S B 2R AL o B R P9 i 28

[o148]  JRE < 5 Jideg A O PRI AL DN 5 72 6 R M Dol i (2 3% b Bz At R ORG24 i R £
)8 (Posterior Uveal Melanoma) \ ik J5 ML /878  Ji 6 M5 96 ik 6% 2 6 % PR I JSE AL
W RE G 25 R A0 e B A P45 /498 (Combined Hamartoma of the Retina and Retinal
Pigmented Epithelium). #f P i £ 41 M 587 R IS 1 & 34 4E P 58§ (Vasoproliferative
Tumors of the Ocular Fundus) 4% P 52 T2 40 A e  FIR P 9k 298

[0149]  ZUUF « RUPR PN k& BN AL Sk JE AR 22 e MR IR (0 32 b e A%, Stk 2 e P sk I,
P Pk 29 JEE 9 22 I P T PR DO S 2 e PR DR s (R 3R b i 58 S A

[0150]  7E— Ly i, A CIARSCHER A ) W47 NEsh) (kA Bk
EE ) BEIREMER. E20 A &9, 45 T AL 75 3 AR AL R
BB a0, ¥6 97 SR I A B R R A BN IRIE I 5 5 R B ST &=,
BT BFE N B AR IR AT R MR A2 T R R R
W RS RS TR (sub—tenon) RS HRER 57 B LA K& I _EyE 5T

[0151]  TE&/D—ANSCHE T =, 1697 B E IR 5 3ms 1 7 Vs AR Tl ok N iR 5 v i
/oM — A EREZ A E LIRS A 7 A A E T 85 BRI ESS G T 35T
TN SE N IR BR S VR LA ROV ES I e o v SR A S A RS Sl A Sk, 9 22
FEFk 27 FEFLE 30 ‘FE Sk, EATIA A TR LGP B SSIRE B . H
T2 [ B 20 73 T AR AN R I, 8 AN T R ST

[0152]  AAH A2 77 LR VAT I R PR AU . i BTk, FERE AN S
HR M IS PR P i, ANFE NPT R TR [ i 22 /D20 2 A H o TEREESRE AR, SR REF / 8%
HEWRIT R R AR DL LA, B2y =47 . ZEHERIRE AP, R[] LR YT A 30R R
ORI =4, I 1A

[0153] A/ B 75— J7 11, $2A4k 1 ¥R 7 BRI RO BRSS9 24 4, 046 <) A RN TR) SE G
[RIRE N0 1R 25 e » AR N 2 A A 56 205 [ I 4 R A A B 25 RAR IR TT A o Rl 25 ) S ke 4
g5 sBA S b) A U B AS o Ul B A AT ALRE A R PR < AT AL IEAE A A0 DR N DTN BR
DL K AT FHRE N I BB AR B 45 3L

[0154] KT ASCII AT, A AW B IR )Y I — > SE Tt 7 B FE KA BE (nEE IR
Z2 RN VBE TR FURAR VHBZE KA S ) DL AT AR R G A oy, FF HEARB AR L
B o AZAANY) ] T8 7 COFE I T i 260 1 8 A P ) o 265 B ¢ DL B HL B IR , R G B B
TR RS A DS B B AR M DA S B iR AR o LIk, S LU A AN ] N i R I 1) BB AR Y
A PR A — sl 2 M 8, I BRI AR/ B A BIE L o 491040, 15 T R S A 1R S [
B ] WA NIRRT, S5 AN B 1 PR R A R I 490 P 7 A I35 T e A/ Bl R
[0185] 7 Iy — Sl 7 2, FEL N ] & A 2 ] Tt 6 PR U AR A, OF HAE N m] oA )
AR ETE R B, FEAYI AT AR S . RS A, 5 48 FIAH B FEAY)
NTEETCAT o AN EARIEA S) A AV YERFEIRES N B e AL E . i, 3
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SERE AN EAE A IR, TSR OS5, HeEAY (R4 7)) 7]
T B R CIGEERRE L 2 o B, AKEERS AT FH T AV B T R IR Y

[0156]  FEH-ESEUE 7 Zrh, Y W] &4 2R W (0 is I Je e A BB R 25 R AR ) R P AIK
IR PRG3R (o 25 ERREREEIOER]) o IXECRE ANYRE S T 7 115 2R [ BE AR\
R TSI R R AH OC AR Py e 9 7 o

[0157]  7E 5 —SEili 77 S b, & A S bl B (R 9 R 300 ] & A A 8 A 1 23 0B,
AR AN . AR —LsLg ahE ER it

[0158]  SLjiifsl]

[0159] "1 SR PR il P S 9] Ay AR 90 33 1 352 30 2 AN s AR T A e B g T 1) R A
MPLE R 25015 35 R G 35 % R G 7 LA SR T e 71 N Il S ) T8 2 B o)
AR ETE

[o160] St 1

[o161] il & FTI R 2 TUFEAR FI T 2L M B AR 1A 3 B R TR KA A4

[0162] HERIR IS 5 R S WAEAT W A5 FF48H 30 24 96RPM (] Turbula #R3%
ARA 156 B KRB HEZERE S W R NAE MR K EE 5 5, SR 5 RS 15 0B
76 110°C 3 160°C (B TR HIZE-EY) ) ¥k PRIRG WALk 30 708h, TE R &4 /
IR . RS R AR RUREAR SR S B Ok e AR B T AT 4 o S a F 4T 4EBY
%29 0. bmg B4 1mg K/PHIFEAY) . HAE AW EL] 450 v g 2 550 1 g, BT 900 b g F|ZY
1100 0 go Img K/PHIFEAPE /L) 2mm K, BEAEAZY 0. 72mm,

[0163] KRR AN EES 10ml 0. 9 % h ¥ 1K) 20m1 MR BE w5 /M A o BN BN
STCIRG AR A o LB 1.4.7 KRB E Iml 10 B - 3 b AH AR 8RN 3, 2 S5
B3 — IR RSNSOI AE B R A AT, BRSNS E R

[0164]  FH HPLC HF4T 25453 #1, 1% HPLC Hi Waters 2690 4> BSfiib (5 2696) LLK Waters
2996 St HL TR FESIRY I BE L B. Varian Microsorb-MV™1QQA C18 A:H T-43 8BS, kil 2s
WA 254nm. BHAE K (50 : 50) ZJiF /0. 005M Z 4N (pH = 4.0) . WA Iml/min, Kia
AT TR) 24 6min o T8 vH AL — 2 AR B0 5 K 25 4 Biti A I TR) 22 A TR 18 ) 2230 o R T80k
K (ng/ K)o

[o165] il %% T Sk 20 DMEEER R ARAAHIF (R TR Do i HEIZE -S4 Boehringer
Ingelheim Resomers RG755.RG503.R202H.RG502H F1 RG502. [l Kk & 4 M K2 0. 6.0. 4.
0.2.0. 2 1 0. 2d1/g. “F¥3F=4r 54 40000, 28300.6500,8400 F1 11400 i /K.

[o166] K 1. MR A AR il

[0167]

EE] ik FA (w/w) REY V. dl/g) | Melt T Extru T(core) Nozzle DDS Size

1 453-98A 40% RG755 0.6 160°C 122°C 380 um 0. 5mg

2 453-98B 40% RG755 0.6 160°C 122°C 720 um 0. 5mg

3 453-99 20% RG755 0.6 160°C 116°C 720 um Img

4 453-100 40% RG503 0.4 150°C 116°C 720 um 0. 5mg

5 453-101 20% RG503 0.4 150°C 106°C 720 um 1mg

6 453-116 40% R202H 0.2 110°C 90°C 720 b m 0. 5mg
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7 453-117 40% RG752 0.2 110°C 90°C 720 um 0. 5mg
8 453-118 40% RG502H 0.2 110°C 84°C 720 um 0. 5mg
9 453-119 40% RG502 0.2 110°C 92°C 720 b m 0. 5mg
10 453-120 40% (1 1RG502H/R202H 0.2 110C 85C 720 b m 0. 5mg
11 453-121 40% (1 I 1)RG502H/RG752 0.2 110C 83C 720 b m 0. 5mg
12 453-128 60% (3 © 1)RG502H/R202H 0.2 110C 95C 720 1 m 0. 5mg
13 453-129 60% (3 1)RG502H/RG752 0.2 110°C 101°C 720 0m 0. 5mg
14 453-130 60% (3 1)RG502H/RG502 0.2 110°C 101°C 7200 m 0. 5mg
15 453-131 60% (1 © 1)RG502H/R202H 0.2 110°C 101°C 7200 m 0. 5mg
16 453-137 40% (1 © 2)RG502H/R202H 0.2 110°C 88°C 720 um Img
17 453-138 40% (1 © 2)RG502H/RG752 0.2 110°C 85C 720 um Img
18 453-139 40% (1 © 2)RG502H/RG502 0.2 120°C 85C 720 um Img
19 453-140 40% (1 © 2)RG502H/RG503 n. a. 120°C 99°C 720 um Img
20 453-141 40% (1 © 2)RG502H/RG755 n.a. 120°C 99°C 720 um Img

[0168]  FA =RESER ML

[0169]1 I.V. =[aiT¥%E

[0170] Melt T =¥5FhiEAE

[0171]  Extru T =% HLiEE

[0172] Nozzle =WiM§ H12 (um)

[0173]  DDS size =ZjiXiB RGN (RIAAMAEAYIHIE )

[0174]  7E il T 20 A0, e 7 16 ANl 50 H TR ek CHilsn) #1-11 F1 16-20) .
W], BETA TN 10mL BEER £h 2% v Eh v (PBS) , FFAERFANI ) A& ¥ Iml, {H2AE =il =
JEL It B) B WP A WS BRI Bl J5 R B T B2 PBS, I HL AR R B 4 9ml, {H2 R
HAKEE , A AT W mbn e 22 o 55, BB JBid 2 0. 9 %6 I 3K, FEAERRAN I 8]
e oml. BEIBMEAEE 1 F0 2 iR,

[0175] KB/ EEER WA HIFIAEL) 2 ~ 3 /N H B B T gy &, 78 16 1
HIFIPE 11 ASHGRE R T4 2 4 HL 78 LA A 6 MBI T4 34 Ho

[0176] F i, A Resomer RG755 (453-98A.453-98B Fl1 453-99) Fl RG752 (453-117) 4%
[T HIFIAE 4 RJa L AR, B e — 4 H a2k,

[0177]  FH RG503 (453-100 Fi1453-101) FI1 RG502 (453—-119) 45 B 157 4CH 3-4 FE i ZE v,
SRJGAES 49 KA 56 K2 18] 100 % Bl

[0178]  FH RG502H (453-118) il #& [ il FFMELF-RE B D, 725 49 RS2 RRETH -

[0179] ] RG502H F1 R202H [ (1 & 1) VE-A W I il IR 17) S 1, ik 84 Ko
[0180] 5% J&, FH RGBO2H HI RG752 [ (1 & 1) V& & ¥ il & 1 il 37 7 JF 4 i 107t A
RG502H (453-118) il I il IR Ui , (H 2 i 2% IR SR 49 Rg BRI o

[o181]  JE T X 4UELE, R B RGH02H FHEL & A48 B8 I8 1K1 28 -5 IR S ) e 138 7 B8 IS it )
ST BAEX SR 43 5 7 i o — R HAT B 75 B J8CRe Ak (4 511 72 RG502H A1 R202H
111 2 2REY, EEIFEISAE 84 RIGRIL T 94% HIRERIA o
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[0182]  SCjEfs) 2

[0183] AN & 25 AR AIT] A=A B Aift 1) B8 55 IR A N )

[0184]  H4MEIR L RAn 5 R EMAEAT WA A5 I8 F € 4 96RPM ] Turbula #<3%
ARG 156 708 F AR RSP R MANB AN BE 385, 285 AR A 156 708
£ 110°CE) 160°C (LTI HEREGY ) Bk RIR- S W3k 30 7380, TR S /
ZIVERY)  FH S B AR ORURLIR , 2R 5 F RI0RE e AAR P T 5 s TE AT 4 o B Ja 9 4T 4 BY
B2 0. 5mg BLZ 1mg K/NHIFEAY) . AAE AW EL] 450 n g 2 550 1 g, BT 900 1 g F|ZY
1100 b go 1mg K/PHIHEAME /L) 2mm K, EAEAZY 0. 72mm,

[0185]  4nSEHERE] 1 BT iR X 25 RAME AN EEAT IR

[o186] il % T Atk 16 DMEEER K RAnil (/RT3 2) o i HBIZE -5 4 Boehringer
Ingelheim Resomers RG755.RG503.R202H.RG502H F11 RG502. [l Kk & 4 B K2 0. 6.0. 4.
0.2.0.2 F10.2d1/g. P4 T84 51K 40000, 2830065008400 F 11400 1 /K1,
[0187] 3K 1. BaPRZ: RAAHIH

[0188]
3 ik TA (w/w) REW IV. dl/g) | Melt T Extru T(core) Nozzle DDS Size
1 453-96 50% RG755 0.6 160°C 122°C 720 um img
2 453-97 50% RG503 0.4 150°C 116°C 720 um ing
3 453-112 50% RG502 0.2 110°C 105°C 720 um ing
4 453-113 50% RG502H 0.2 110°C 90°C 720 um Img
5 453-114 50% RG752 0.2 110°C 957C 720 m Ing
6 453-115 50% R202H 0.2 110°C 96°C 7204 m Ing
7 453-122 50% (1 © 1)RG502H/RG752 0.2 110°C 83C 720 um Ing
8 453-123 50% (1 © 1)RG502H/R202H 0.2 110°C 85C 720 um Ing
9 453-125 60% (3 © 1)RG502H/RG502 0.2 110°C 92°C 720 um Ing
10 453-126 60% (3 © 1)RG502H/R202H 0.2 110°C 92°C 720 um Img
11 453-127 60% (3 © 1)RG502H/RG752 0.2 110°C 95°C 720 um Img
12 453-132 60% (1 © 1)RG502H/R202H 0.2 110°C 108°C 720 m Img
13 453-133 50% (1 © 1)RG502H/RG502 0.2 110°C 99°C 720 um img
14 453-134 50% (1 © 1)RG502H/RG755 N/A 110°C 110°C 720 um Img
15 453-135 50% (1 © 1)RG502H/RG503 N/A 110°C 110°C 720 um img
16 453-136 50% (3 © 1)RG502H/RG502 0.2 110°C 88°C 720 um img

[o189]  TA =PhEE 2 44

[0190]  I.V. =[&fHKE

[0191]  Melt T =H5RhiR A

[0192]  Extru T =4k

[0193] Nozzle =WiMfE 4 (um)

[0194]  DDS size =ZWiXiE RGN/ (RIFEAMHADEE )

[0195]  ZEATHI&H 16 AHIFIA, fiFE T 8 AN TR CHIF #1-8) o, B i
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Ml T 5 AR — R ] B, B T 0. 9% (K Eh K, FFZEREANINA) 258 e 9ml o BRI
R AER 3 R o

[0196] LGSR I 58 il IR T 29 4-6 A H o E 8 AN 5 AN HIFIRE T
4 A F R, I HL AN R o A H .

[0197]  FH RG755 (453-96) , RG752 (453-114) F11 R202H (453—-115) 4% B IR i 3E A A
[0198]  HI RG502H (453-113) il #% [ il F) KA B s e PR I ] B 55 A T 2 (RO Bl it 28, 7 L
e/ ERTRESREE 4 M H .

[0199]  HI RG502(453-112) il & K S d B 4 ™ A, (R B RA 2-3 /N 2B
#,

[0200] A (453-97) il BIHIFIRE T e 4 A H (B e B TS 28R e H
[0201] 5 Szjtafl 1 fHIFIAE4L, F RG502H and R202H lot (453-123) ) (1 : 1) IREW
il B R A Bl 5 21 6 > HIK T ss Bt 2. Rt e m S AL, I A ARt (> 140
K)o

[0202]  FET-SCfe) LA 2 (ISR, AHEL T — AW, BEWIR-E VT IR1T 5 75 2 4=
BEHR, Ao O, L- NACEE ) 40 R202H, JHK L 5 AR5 (D, L- THAL
Mg — 3t — ZAZHE ) W1 RGH02H AHVR A, WA 2048 il A R A RS IR 25 R AL IR R %

[0203]  SEjiifsl 3

[0204] il 25 FIRSMINR 2 AR FEE S W H0AC AR A\ )

[0205] K1EREiIE (Specialty Silicone Fabricators, Inc, SSF-METN-755, P. N. OP-2) Y
DI 10mm 5 7mm ()5 OB BAE AN TG T B PIRIE L4 (Photomachining, Inc) AN
KL BEAE IRIE I REAE TFLEE H ALARR LR R DL A A I B T
— L Y RIS S5 (Nusil Silicone Technology, MED-1511) {E—umikh & 4
FIE T T2 DB AR TE RN BRI AL o AN Lomm K SR 4 B Smg FARKS, 1 REA
Tom KIE A 2 B 3mg BRI . Ba, Ria BN E I I —ImIE T 72 /. FEADIE
ANE A ATAT HL S A SR e RIEAG IS T 30 ANAS R R RIS R R T3k 3,
[0206] 3K 3. FBIRIARAIREE AN E

[0207]
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tk e #3L/ BB /S 5 g; (2‘7:”;) yREHE | sx 2T
1 257-172-1 | 2hole-250 pm-2mm | 4526 (n = 8) BS 1cm 3
2 257-172-4 | 2hole-500pum-2mm | 4667 (n=23) BS 1cm 3
3 257-172-7 | 3hole-250 um-2mm | 4508 (n = 3) BS 1cm 3
4 257-172-10 | 8hole -500 pm-2mm | 4437 (n=3) BS 1om 3
5 267-33-1 2hole-250 pm-2mm [ 4699 (n=1) AS 1cm 1
6 267-33-2 | Bhole-250um-2mm [ 4536 (n=1) AS 1com 1
7 267-33-3 | 2hole-500pum-2mm | 4457 (n=1) AS 1cm 1
8 267-33-4 | 3hole-500pm-2mm | 4214 (n=1) AS 1om 1
9 267-140 2 hole - 375 um - 2 mm 5228 (n = 3) BS 1cm 3
10 267-140 2 hole - 460 pm - 2 mm 4466 (n = 3) BS 1cm 3
11 267-140 3hole-325um-2mm | 4867 (n=3) BS 1cm 3
12 267-140 3 hole - 375 um -2 mm 4566 (n = 3) BS 1cm 3
13 285-1AS 2 hole - 375 um - 2 mm 4663 (n = 3) AS 1cm 3
14 285-1AS 2 hole - 460 pm - 2 mm 4806 (n = 3) AS 1cm 3
15 285-1AS 3 hole - 325 pm - 2 mm 5168 (n = 3) AS 1cm 3
16 285-1AS 3 hole -375 pm -2 mm 4981 (n = 3) AS 1cm 3
17 285-54 2 hole - 250 ym - 2 mm 2804 (n = 3) AS 0.7cm 3
18 285-54 2 hole - 500 um - 2 mm 2428 (n = 3) AS 0.7 cm 3
19 285-54 3 hole - 375 um - 2 mm 3068 (n = 3) AS 0.7 cm 3
20 285-54 3hole-500 pm-2mm | 2899 (n = 3) AS 0.7 cm 3
21 285-126C 2hole - 250 um - 1 mm 2770 (n = 3) BS 0.7cm 3
22 285-126C | 2hole-375 um-1mm 2591 (n=3) BS 0.7 cm 3
23 285-126C | 2hole - 375 um -2 mm 3245 (n = 3) BS 0.7 cm 3
24 285-126C 2 hole - 500 um - 1 mm 2819 (n = 3) BS 0.7 cm 3
25 285-126C |3 hole-500 um-1.5mm| 2955 (n=3) BS 0.7cm 3
26 285-126D 2hole - 250 pm - 1 mm 2615 (n = 3) AS 0.7cm 3
27 285-126D | 2hole - 375 um -1 mm 2970 (n = 3) AS 0.7 cm 3
28 285-126D 2 hole - 375 pym - 2 mm 2932 (n = 3) AS 0.7 cm 3
29 285-126D | 2hole - 500 pm -1 mm 2619 (n = 3) AS 0.7 cm 3
30 285-126D |3 hole-500 pm-1.5mm| 2498 (n =23) AS 0.7 cm 3

[0208]

1E 37T°CHE 30 PR B8 — FRNEEA Il BEIR ER 22 EVA VL (pHT. 4, PBS)

(1) 5ml B0 . TR 134171428 KAV D9 AH (R PR R 37 i 55 7 3, AR 5 g e —
Ko Hl Waters HPLC RAUEAT ZW) 50 M7, 1% HPLC R A ELHE 2690 ( B 2696) 7 B L DL K
2996 St HL AR FEFIR IS . Rainin C18.4. 6 X 100mm A1 FH T4 B, ¥l 24 % K 254nm. i
A (50 1 50) LJiE ~0.005 M NaOAc/HOAc (pH = 4. 0) , i34 1mL/min, B FEA B
IEATINIALA 10min,e 38 VAR — & AR A 5 1K 24490 Bt 5 I ) A2 A4 T RS TR0 B0 e B
JBOEZ, KRN wg/ Ko A 30 Mai& BT 7RISR, SEAAIE = AN E, B TG #5 2
8, IX JLAf AL A o [ B — A A — AR IR

[0209] 4% 3 frow, ATt ot A A ELALIZ H (2 803) LR/ (250325375460 B,
500 m) , FLIEFE (1mm. 1. 5mm B 2mm) E AR (lem B 0. 7Tem) L& v KEAT A A BT
AL

[0210] KI5, &6 30 Ml ALESE — R IR B WILE I 259 58 BT, IR 5 B WAL
b, — BB R CE M, IF H AR 14 KRG BHE P ER e . ik 3 piox, 4
RF—Pp 2 E P, 5T 8 MG KN 1em, 2B N 4. bmg £0. 2mg. MiE 1 2 4 A H I,
MAIE 5 B 8 AL BRUREE (v g) MBI s ECN A KB SR (v g) B R B 2LAE
K4 2K 7R
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[0211] M5 14 KRB 487 K, #i& #1(2 4L -250um) | #2(2 L -500 um) « #3 (3 4>
fL-250 nm) DL #4 (3 ANFL —500 wm) [~ 34 B¢ I 22 43 731 Ry 0. 63+0. 23,1, 7240. 52,
0.9440.30 fi12.8210 g/ K £0.41 1 g/ K. ixsesh F R HLIE RO A4S #5 .46 #7 1 #8
FH, A 14 KBS 448 K, X L0 38 (1K)~ IR TBOHE 2853 79 4 0. 88, 1. 10.2. 48 Fl1 2. 84 1 g/
Ko TEHTPU R IE Hh 28 B HEFp 4 1E LI H 5 HoA HPIRS & B R IAH G
B, g #3 A = AL, i iE #1 HoA F #3 AHE BRI L, M3E #3 BRBRU R
BRI #1 10 15 fiF. £ER3E #4 A1 #2 TSR T AL 25 5L

[0212]  FEMIE #5 (2 L 250 1 m) « #6 (2 A~4L —500 1 m) « #7 (3 ~FL 250 wm) FT #8 (3 4>
fL 500w m) v, FATRILAEAIE #7 Rl #5 2 [MIREHOE R LR 5 T =A%, M3E #8 F1 #6 i
o XA WA T M #5 QAL -250 wm) WPIREEOER N 1 g/ K,
M FIE #7 (2 AL 500 1w m) [ PIIREUE RN 31 g/ Ko

[0213]  #il4¢ THIIE #9 (2 ML -375um) « #10(2 ML —460um) « #11 (3 4L -325um) LA
M #12 (3 AL =375 um) , EATEA RN, MiE 13 2] 16 2w B4, BRBENE (1 g)
1IN TR) PR BRI R R RS ICER: (1g) PSR REZE T 8 21 11 iR . 3 14 K3 397 R4
KRS 9010411 F1 12 [ F3 B OB R 43 5 4 1. 0240, 25.1. 2240. 29.1. 06 +0. 21 Fl
1.50+0.39 1 g/ Ko [FIFE, 71E 13,1415 1 16 (R ECAT AL ) 2R 38 B H-P AR J0s 3
3R 1.9240. 23,2, 2940. 33.1. 94+0. 18 [ 3. 15+0. 64 u g/ K. FF—Fh LIS KRR
TR 2B R HoA B A 2 K PR A

[0214]  MZE 14 K3 376 K, #41& #13 (2 A~ FL -375 1 m— [A] & 2mm) ) ~F 25 B 50 %2 4
1.9240. 230 g/ K. [FIFE, W 14 RFENE 376 K, #3E #15 (3 ML -325 u m— [AJfF 2mm) ~F
PIREMOE AN 1.94+0. 180 g/ Ko LE[R—BLI A L, #)3d #14 1 #16 (1K~ X TB0H 2855
H2.291g+0.33 g/ KA 3. 150 g+0.641u g/ Ko FAIb,E 376 KRG #13 Al #15 5
BRI R 16.02% 0. 78 % Al 14.22% +1.13% . LA FIRFEGE Z R FLal, #y3 #13
I #15 WP AL a2 0 6. 4 F1 7. 24 4R,

[0215]  iBif)& T RBEMBRTOER A 0.50 g/ RIHMEAD . B REANDRKEL R
0. 7em, FFIHFE T 29 2. 8mg +0. 34mg (254, FFAFR A HIE 17,1819 F11 20, FrBE I I A
EE (ng) MBRIEE LR E (ne) IR R AIAERE 12 F0 13 R,
[0216] 25K M 14 KRB 329 K, fi& 17,1819 FI1 20 [#)-F )R JH0H 2 73 73 A
0.95+0.14.1.71+0.55.1.93+0. 56 F1 2. 76 +0. 270 g/ K. BT 17.18.19 F1 20 [
ERM 1. Ocm 4550 2] 0. Tem, M Im #FR 2 T 29 0. 15em (IR . R, FLER A 10K o 5
I, AEUE Sl R P R L B 2L PR . W ANE X 2 s i BRI i 2. A
PAXAS TR ), il 4% 1 FLAR kG 5 R 1 B el ooz B R o (1) A 32 o

[0217] )5 10 P& 0. Tem, T2 E 1IEUA B 2 2. 69mg +0. 36mg. F1E 21 B 25 K
K A 26 2 30 ATCH I PrB U S & (v g) BII TR REL L R B R E (1 g)
(R TR PR ERAE ] 14 21 17 R

[0218] 5% 14 REIZE 289 K45 F R BH#IE 21.22.23.23 F1 25 W P48 JHOGE 5 51 Ky
1.01+0.23.1. 76 +0.57.1. 73+0. 30.3. 0+ 1. 26 1 3. 32+ 1. 06 0 g/ K. [FFE, 1) i& 26,
272829 H1 30 (L ECXT 4L ) HIEE R B A 14 KRB 289 K, AT R uH %
4% i K 0.4840.03.0. 8540. 09.0. 8240. 08,1. 19+0. 15 1 1.97+0.69u g/ K. ) i&
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#26 (2 ML —250 u m— [B]FE 1mm) FIPARETBORZEN 0.5 0 g/ K (WA 14 KRB 289 KA
0.4840.03 1 g/ K ) IF HAE 289 Rukzir 9.5 N A BB A 5. 76% +0.32%. LA L
IR TOE o T, LA RN 13, 75 4E . — M &, A A 3 RS I0HE R 2 4 T B ECG
HIIPf o

[0219]  SIjdsl 4

[0220] ¥l £ A P IR B SRR AA T ERE B 0 B A I HIR YRR

[0221]  FHSEHER] 3 A (F7R A iE #29 IR AN T AR IR . anseiefsl 3 Frid il s A
Yo H1E #29 KPP IRIBOE R A 1. 1940, 16 1 g/ K, I HARSMIUA N 78 289 K HLRUB A3
Hy14.28% +1.59%,

[0222]  FEVY HAM AT AR NS 2 AR AR A a8 ik SRR AR B R R A IR
(0D) AZEHR (0S) HJE Be (RISEIRfk ) o MATHI R A ificBie 5 /K (1620 u L) FHIIRAA R
(150-200 1 L) , 1My %6 P 2 A IR A I SRATE T E R 5 A SR A I TR) A 2 7.14.21.40 1
60.90 F1 120 K. KNHTFFTHISE BAEE 4 o,

[0223] 3R 4. AR I3 38 PV ) B TR R A 7K1

[0224] J5B% AR (ng/ml)

[0225]
KE 7 14 21 40 60 90 120
8408D 242. 00
8408S 88. 60
8399D 9. 08 6. 84 3. 06 4. 56 10. 26 15. 18
83995 44. 00 74. 20 85. 80 83. 60 75. 60 44. 00
8407D 105.80 | 87.20 135. 80 68. 60 57. 20
8407S 16. 64 6.78 14. 92 6. 62 3. 46
8397D 44. 00 42.20 32. 40 24. 20
8397S 40. 80 22.60 23.00 24. 80
SEEIME [ 95.92 50. 87 45. 71 42. 40 50. 61 36. 08 28. 14
SD 102. 68 47.16 47.13 2.26 50. 19 29. 46 19. 49

[0226]  RUARAA K1 350 3 38 MR /K T 7E 38 — JA AR N B¢, AR S HE 38 — J S 4 RRAE 2 30 F|
50ng/mL 2 [W] o FEATAR B [H) £ 35 A TE A S HEL R TR0 1T D RS 000 0] 1 PR SRR A S o

[0227] PRI, Tk S pEfe) 3 F0 4 R T 2538 A AE D), 76 B K — B ) 5L ( 4n
1-2 4 HL ) A AR JBOR R A, 20 g/ REL0. 51 g/ Ko

[0228]  F4id #29 (2 4L —500 1 m—1mm) % HH TR ST, FRINFSE 120 < HLIIE AR P (1)
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R R AA B/ T2 0. 026 1 g/mL F1] 0. 096 1 g/mL 2 [8], T AE b5 7K FH AL A B A7 K IR TR 9k
LT/

[0220] i = SR T I 2 e o0 PR N K BT o it R A 1 1T 7 5 KRR T R O
28 KB 5 I A% A e s v W8 BIAH R 45 2R o 3] B8 K B ] SO AN AL
Feo RS 120 KRG K I A A R

[0230]  SEjfEf] 5

[0231]  HH & 5] AW BRI 58 A 035 UG A IR R A BRI RR DS A N 16 97 1 25 P 5
[0232] —44 48 % WL M I A AR . I A8 SRR FIIR S A . A P B8 &
250 b g BE IR S FEFA RN 250 n g W[ AR FE MR R GG (SEREE) 1 Frik if) R502H 1
R202H, b3 A 1 ¢ 2) FIME AYIRNZIE L SR RN« 20 2 KRG, i d LG =
I AR 5 P2 P R0 6 F UM PR o a3 i A0 R (98 B IR b . R T
NN A I AR o G AR, FRERF T A=A H

[0233]  SJifs] 6

[0234]  H & 5 R AWK R REEA IR PR DI TT w8 2 5%

[0235] —% 62 B MEEAGEAMR. HHEHES 2500 g BREEMSAARE
YA (WA EAN 500 um (I FLAHER Tmm) FEIRE NN 12 56 38 WU R B B Ak N AR 3 4R
HUHEN G — 2N IR B A T & . 3 m s T APE . EIX BN TR
BAH M AN,

[0236]  SCjtEfs] 7

[0237] & 5[ B (K HR N RS N6 97 BT /K b

[0238]  —44 53 % [ 55 PR AT BB K M G0 A LA Sk v B 28K AT AR A B i
NN A HRIS B AR VR T . ISR 500 1 g BETR R ARAA R 500 1 g
PLGA. SBFEME VNG — D2 A AIRIRACIE B A e e e mirs: T Ama.
TEIX BN B P9 e R B Py

[0239]  Sjifs] 8

[0240] P& 250 B IR YR AN VE T BE BEAS

[0241]  —44 82 % e MEp 2 W th G IR AR S PR I o I B PR NN 75 600 1 g i
TR AT 500 1 g PLGA ] LW ISR IIAE NIR T %8 3 o A NS 72 3 1
FE R MIAL  (HAS T4 B 3 B ) o B — 25 IR B2 W I B B AR M L -, OF HLER B R
JEAZ BN TR PEA A 19855 . JBILIR T, IR N R 4EREAE T B2 I BR Y

[0242]  SCjEfe] 9

[0243]  ZE-G40) 1 BRI B2 BT IR AR\ 42 ) 52 M)

[0244]  ARSZHEFIHEIR T8 (NACES - 2L - 43885 ) (PLGA) -G i LA Je 2% 25 B 58
A FE N I 28 [ e (AR AR T i 2 e o B RO AL R T R AW TR
(MW) A AZ IR — £ACHE (LG) Bt 26 DL R S ] s A7 3800 B A B R 25 2840 (TA) Bl SURAA XA
HelE (BD) HIZE (D, L- NATHR - 3% - £4888 ) REVHE AN RIEEIR 2 K44 (TA) Bif 20K
KU R (BD) PRI TRt 2R 1 52 mm o

[0245] AR Z5VRETR M a8 KRG (WA SEHifs) 1) PLGA) 173 1= (W) (B &
YIEIAAZ R - SACREIIEE 2 (LG) LA RAEA Y T By . 1EREIR Eh 22 b 3h
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(PHT7. 4 ;PBS) EREH 0. 1%+ Nkedk = F AR B (pHb. 4, CTAB) FFT IR IR #h B IR 6 92 P
PRSI S [ T AR\ A2 ERDRE T o
[0246]  fij 1l 5, T ik 15 B HE VA ) 2 AN, SR 5 AR IR 3h 22 i 3RSV (pHT. 4) B
0. 1% T7 bedt = ME R EE (pHb. 4) RIFTF R IR shi iz #h gz phyrh T 37°CiF ARl
HPLC 737 2 [F i AFE AN RIRE TR 25 A IAE NPT RE TS R U T 90 TR, s SRURAR XUA IR
BT A R TR I T 35 K
[0247]  GXEEIREG (1) 45 R W] PP L B AL A7 R R #h 22 Vi b B AE IR 2 v H R T
IR L o RAEBEIR K RAR KB 2 A SRR DA R BRI 150 i, {H 2 AR B AT 30 R HL
PR S [ P R TR0 e A2 AR AR SR A W AR R U Ze X BON TR) Y (AR 4 B
BT 30 KA ) XRETBO Ze A TN 2 o A8 53, B TR 52 B 251055 HH RE RS20 o A1
I 30 K Jm BRAERE Tt 2 i 58 — BN IA) B, SRS WIHEE AR A9 B B 2L, IX 2 T AW
IR ZE I 72 S AT O B
[0248] M\ Pharmacia Upjon /A w)ZRAFEREERL 25 R AL o M Sigma A 7] IRAG A5 FUKKA XA B BE o
M Boehringer—Ingelheim Pharma GmbH & Co. (£E[E ) 3k15 PLGA 2254 RG502. RG504,
RG752 1 RG755, M VWR Scientific FR1F IR (0. 9% NaCl) . M Aldrich K15+ /NkidE
= PHERALEE (CTAB) o
[0249] i A0 F % 4% EREEHL (F4 5 mm200 ;F. Kurt Retsch GmbH & Co., [ ). i
JEPR 2 (A5 T2F Nr. 990720, Glen Mills, Tnc., 3 BB 6 ) 3% ZE X BFEHL (APS
Engineering, Inc.) &2y (5 A-1024, Jamesville Tool & Manufacturing, Inc.,
Milton Wisconsin) #R¥z/K4 (A5 50, Precision Scientific, Winchester, VA) .5
FEBA (3 (HPLC, B5 Alliance 2695, B4 Waters 2497 WU KW G A%, Waters,
Inc. , Milford, MA) DL #EFS ( U5 1330F, VWR Scientific, Cornelius, OR) »
[0250]  FEACSEEM] T, WL H I E A . AR R AP ARG BRI A NER
PERLZS 2% PR A R G BRI G . 1% AAAE 20cps WERBENL L BCE L 8h. 12555 MER BE
BUEHCH I H 25 708 & WA, SR TR R EERL P o 2 R B 5 IR B2 I, BRI T B
IR EREE ALY R ARTE 20cps IR TEIR A4 LRCE 080 e 25 TR/ AN AN R 21 1 7%
PPN B ERR D E NI TS AR (die) FIBFEHNAET . BRSNS, F BN 50psi
) PR B AR A AT 0 Hs 50k 77 o AEBF AU A S N, 4 L8 B AL, SRS B s s AL
IR — 52 R FFS2BE4T . BL 0. 0251in/min K528 & V)R [ R 4 s il B B, pr
BRI LT YR BT RA 4 TET R, FFON 60mL BRJE 56 /NI, B/ MHEEEAE BA T 150 8L
[0251]  FF R & AL LA R AS SUKAR B BRI F) S 56 45 70 il 4136 5 MIZE 6 Rt .
[0252] k5 EEPR XA HA /PLGA H IS4
[0253]
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pog |RMEARSSN ARBES BRAEE |FELR| HERR
~e % % psi um ‘' [min C
RG752 | 100 | 30 50 720 0.0025 95
[ RG752 | 100 | 50 50 720 0.0025 96
RG755 | 100 | 30 50 720 0.0025 97
RG755 | 100 | 50 50 720 0.0025 96
RGS02 | 100 | 30 50 720 0.0025 97
RG502 | 100 | 50 50 720 0.0025 98
RG504 | 100 | 30 50 720 0.0025 94
RG504 | 100 | 50 50 720 0.0025 98
RG755 | 100 | 60 50 720 0.0025 101
RG752 | 100 | 30 50 720 0.0025 87
[0254] K6 fHGURARXUNRNG /PLGA 5 244
[0255]
g gy [COER B AR RIEEES | RA A GHERRR | FEER
i I psi pum 1 /min C
RG755 100 30 50 720 0.0025 94
RG755 100 50 50 720 0.0025 99-109
RG752 100 30 50 720 0.0025 95-100
RG752 100 50 50 720 0.0025 96
RG504 100 30 50 720 0.0025 928
RG504 100 50 50 720 0.0025 104-114
RG502 100 30 50 720 0.0025 89-99
RG502 100 50 50 720 0.0025 95-96
RG755 100 50 50 720 0.0025 95
RG752 100 30 50 720 0.0025 - 95

[0256]  “Hf KU ETHR APT RIS WHFNRAGWAE 90 CIUEAER EALH 10 438,
[0257]  FFRAFBNMLTERE B VA 1-mg ERIERRAEAD (R ) o KRR 37°C
ARG KR K 60-mL /M, Z%/MIEER 50ml FBERE Eh oz b #h v (pHT. 4) B 0. 1%
TNk = IR (pH5. 4) IR B IR AR IR Eh 22 i . JB ek HPLC £EARFANIY 8] 55 20 #7
PRI R EE (n = 6) , I HAR /NI B 25 9540 BB ) 22 Pl . 70258 1.4.7. 14,
21.28.35.48.69.77 Fll 90 K- 224 [ 1 ()
[0258] & iof ff A KX H Waters Symmetry C18.4.6X75mm,3 1 m £ f) HPLC (Waters,
Milford, MA) 73 #T A\ PLGA (5 (INAZHE — 3k — 471 )) RGN DRGSR 25 R A4
(TA) » WBNAH A LIE - 7K (35 ¢ 65, v/v), Vit A 1. OmL/min, 3 HMFEAARLS 20w Lo TA
(RSN AT INAE 243nm AT o SVEIISATI R 10 4380, TA F IS (R 24 4. Omin. DL
FRUL S i 1R 2= R AR AR HEAL it 2 4 ZEAdiAT 2 = .
[0259] @ iof {# H % H Discovery HS F5 C18,4.6x150mm,5 1t m & f) HPLC (Waters,
Milford,MA) 3 #fT A\ PLGA SR WAE NRE IR A5 SRR XA BRI (BD) o YishAH A L JiF — 7K
(85 : 15),v/v), yitid R 0. 8mL/min, JF HANAEAAFAS 30 u Lo BD (IZAMEAGIAE 240nm 2
ATo SNHIIBATI R A 5 738, TA W B ISR R 2. 5mine DAETHIAR DL A BD FRARE ith 4 A 2
ik BT E .
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[0260] 73 i A 1] 1) =B 17 5 B EL B v SR TR S 00 Mz e v 75 300 45 047 e 7y
Mo

[0261]  JMR 2 RASHIBE IS SR o ek 7-10 UAKE] 18 2] 21 iRt

[0262]  IEWIHT7R tHI AL, TA RIS 3] CTAB 22 Ml Hh ¥ 1 BE B & RS T3 PBS Sl
HIR R 2R IBOE FR IR 52 B pH LK 36 15 PR SR 5 i, B AT AT 08 2 A W) K s 2R
FH I S0 25 R T

[0263]  7ERT 30 KHL, 5 MW 5 LG LbAHLL, 284 12k 24 &5 25908 CE 6 1) 1F T 5%
Wi e Ko Ik TR 30 K, LG b2 B R 25 W R U e HR I B i s o R U, A
(1) LG Ll A AF A3 R FBOR R PR o FFAA 2 BT AT BR300 Bl AR S E P R 4, (R iX 4 5
Wi v B8 5 7E ¥ il B A s (2R 2 ARG, R ER S AR v SRAF B L 254, 4]

ﬁﬁ%?%ﬁ&ﬁ”ﬁ%%ﬁﬂﬁiTxﬁﬁA%m*%m%%Xﬁﬁ%ﬁ%%%%A%
B REVIRI KA R

m%ﬂ FEWRI 5 T R 29 JEOR 2 e ) 2 70 Vs A e 0 LA LE T )5 i) — W8 1) MW

BEREGYRRO Y. R IEAA H 2 BT B AR o /E A R BT R 4, {H 21X ]
REHH IR F TR MW 9 2R G 0 e et S 380, I LAy MW SR B0 /K b B . (8T 5 22

ﬁ%ﬁ%%%E%m?%ﬁﬂxﬁﬁ%%ﬁ#ﬂﬁ@%%%%ﬂﬂﬁixﬁﬁA%m%@

KK .

[0265] 3K 7. 30 % A2 EALBEER R GL T BV (pHT. 4) T2 RAMBE IS R

[0266]  SREHCE (%) PRifEZE

[0267]

755-30 |752-30 |504-30 [502-30 |752-30R 755-30 |752-30 |504-30 [502-30 |752-30R

1 1.08 0.81 1.75 0.74 0.46 1 0.08 0.12 0.14 0.04 0.09
4 1.40 1.02 2.13 0.94 0.49 4 0.05 0.11 0.13 0.04 0.03
7 1.56 1.08 2.29 1.00 0.59 7 0.04 0.04 0.06 0.04 0.03
14 1.70 1.10 2.47 1.11 0.60 14 0.03 0.02 0.07 0.05 0.02
21 1.92 1.28 2.86 147 0.69 21 0.03 0.03 0.03 0.01 0.04
28 2.05 1.37 4.14 2.77 0.97 28 0.05 0.03 0.19 0.02 0.11
35 2.08 1.41 9.73 4.60 1.06 35 0.02 0.03 1.09 0.09 0.05
48 2.22 1.98] 13.74 7.73 1.65 48 0.12 0.03 0.83 0.33 0.10
69 14.03 4.42)] 21.70] 11.70 3.98 69 1.87 0.06 2.09 0.73 0.25
90 20.94 7.82| 36.46] 21.22 7.05 90 0.34 0.94 3.05 3.10 0.53

[0268] K 8.50% # 2y EAEMEMR Eh 2 EhS R (pHT. 4) 2 RN 4: 3
[0269]  RVRECR (%) brifEZE

[0270]

755-50 |752-50 [504-50 |502-50 |755-50R 755-50 |752-50 |504-50 |502-50 |755-50R

1 1.83 2.01 1.88 1.97 2.20 1 0.35 0.15 0.72 0.09 0.16
4 2.93 2.32 2.56 2,57 3.75 4 0.09 0.05 0.32 0.08 0.14
7 3.68 2.44 2.74 2.84 4.62 7 0.15 0.05 0.10 0.04 0.16
14 4.66 2.58 2.93 3.09 5.68 14 0.12 0.06 0.08 0.05 0.11
21 5.23 2,73 3.16 3.46 6.21 21 0,09 0.03 0.09 0.03 0.04
28 5.60 2.87 4.29 4.23 6.62 28 0.05 0.06 0.56 0.08 0.05
35 5.75 2.98 6.37 4.92 6.84 35 0.01 0.05 1.01 0.04 0.03
48 5.92 3.70 8.07 7.44 7.04 48 0.04 0.09 1.58 2.65 0.03
69 7.69 535 14.47| 10.79 7.84 69 0.79 0.25 3.75 2.60 0.08
90 9.42 7.38] 39.38] 33.66 8.59 90 0.47 0.37 2.45 3.63 0.08

[0271] 3 9. 30 % 225 EAEATIE R SRR TR 2R 22 v SRV (pH5. 4) A i 28 AN I &5 1
[0272] SRR (%) FrifEZE
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755-30 [752-30 |504-30 [502-30 [752-30R 755-30 1750-30 1504-30 [500-30 [752-30R

1 179] 193] 250] 1.07] 069 7 019] 1.11] 0.42] 005] 005
Z 218] 193] 2.85] 142|074 Z 0.03] _000] 0.02] 004 003
7 235|222 3.03]  1.13] _0.86 7 0.06] 026  0.04] 0.03] 0.01
12 261]  8.05] 823 1.21] 094 14 0.05] _1.18] _0.02] 0.03] 0.0
1 300] 462|473 159 096 21 021| _2.06| 004|002 002
[0273] 28 345 12.44] 16.60] _ 7.99]  1.00 28 027]  802] 027] 064] 003
35 357] 12.59] 45.16] 25.70]  1.00 35 0.07] _0.06] _2.99] 2.69]  0.00
48 4.06] 12.99] 9439] 7756]  1.46 48 0.27]  0.04] 390 292] 004
59 T8.06] 42.04] 9504 83.21] 45.40 69 0.48] _3.20] _050| 8.24] 229
77 58.09]  83.17 63.83 77 5.48]  6.49 .71
90 9297 96.82 79.93 30 3.88| 573 4.08

[0274] 3 10. 50 % 324 B AEFTAF FR R IR R Z2 P Eh VW (pH5. 4) HP )2 RANRE 45 R
[0275]  RVBECE (% ) brifEZE

[0276]

755-50 |752-50 |504-50 [502-50 [755-50R 755-50 |752-50 |504-50 |502-50 |755-50R

1 4.32 3.14 4.10 3.10 5.683 1 1.01 0.63 0.14 0.14 1.76
4 7.96 3.38 5.77 4.08 9.39 4 0.76 0.09 0.36 0.08 0.09
7 13.26 3.46 6.24 4.42] 11.52 7 5.93 0.05 0.17 0.03 0.07
14 16.75 3.60 6.79 4.77] 14.79 14 1.16 0.03 0.13 0.03 0.15
21 19.60 3.80] 10.34 5.25| 16.43 21 1.23 0.03 0.32 0.03 0.12
28 21.91 3.90] 20.94 9.17] 17.21 28 2,78 0.02 0.14 0.55 0.11
35 23.75 4.02]  41.21 16.58] 17.59 35 2.20 0.03 1.66 3.08 0.06
48 24.50 5.02| 8211] 71.13] 18.38 48 0.34 0.19 3.58] 13.62 0.10
69 4348] 33.38] 9191] 85.27] 27.09 69 8.47, 7.52 4.47 1.67 1.65
77 58.17| 54.68 35.62 77 1.78 7.97 1.13
90 85.58| 75.87 54.43 90 5.86] 11.33 4.57

[0277]  AEEUKAS SR FRISBE 4t Ay IFE SR 11-14 LUK RAERE 22 3] 25 st .
[0278]  FEIXLLSLEG rf, A% SRR LA I 15 VRS TEORT I T 20— AN H o AR BN [R) 1) 54
(4nfE2y 1A~ H N ), BD FITA BB TR 2 2 AHABURT, BIAS TA I i RE29°4 BD 1) 150 fif.
PSR A TG PTRE TR BD (1) A7 P4 i, (DR AN W SE AR [R] A i TA [RURE T8CR [1 42 (2
o (EREIRER S D, BD BT AN B2y & W &, (H2 AR CTAB ey,
SRS B RIS e 7E28— S H BRI BEXT LG LA T 5 i S S P A [A] o
TERT 30 K HELZF M AHX B, H 2 LG LR T R B AR T B I 25 i & ik P A 2 [
BT & MW K2 & AR < R RN B BEAE MW (R385 I 25 2808 BB IBCA BT - iar» i Bt
MW ()38 I35 SR AL XUTA R B RS TLE PBS H FRAK T AE CTAB FH Ft 7

[0279] 3K 11. 30 % 2 2 ALBERR ER G2 P RSV (pHT. 4) H A SUOKHA XU 2 15 PR RE i 25 3
[0280]  RBEHE (%) PRUEZE

755-30 |752-30 |504-30 |502-30 [752-30R 755-30 [752-30 }504-30 |502-30 [752-30R
1 0.31 0.34 1.23 1.46 0.72 1 0.05 0.41 0.35 0.086 0.19
4 1.86 3.07 2.90 2.75 2.27 4 0.57 0.28 0.48 0.34 0.22
7 2.64 3.74 3.64 3.52 3.22 7 0.12 0.43 0.28 0.26 0.22
14 3.03 4.36 412 3.95 3.58 14 0.17 0.09 0.16 0.21 0.28
[0231 ] 21 3.56 4.92 4.80 4.61 4.13 21 0.27 0.18 0.18 0.08 0.11
28 4.1 5.32 6.09 5.53 4.62 28 0.14 0.44 0.51 0.16 0.12
35 4.45 5.80 6.82 6.68 5.03 35 0.16 0.16 0.13 0.1 0.15
48 48
69 69
90 90
[0282] 3K 12.50% 32 E AL Eh 22 P Ehy vl (pH7. 4) P HIAE FUKAR XA B2 i O RE T &5

R
[0283]  RVBEHER (% ) brifEZE

30



CON 102552106 A WO B 29/29 T

[0284]
| 75550 [752-50 |504-50 1502-50 |755-50R] | 755-50 |752-50 |504-50 [502-50 |755-50R
1 0.111  0.18]  0.70 1,01 0.75 1 0.07] 0.09] 0.24]  0.30] 0.07
4 0.78] 1.95] 2.22] " 2.00 1.84 4 0.37] 0.19 0.16 0.14] 0.17
7 1.13| 2.78] 257 250 2.34 7 0.12] 0.10]  0.30 0.18] 0.16
14 1.29] 3.4 291 2.75 272 14 0.04] ©0.09] 0.08 0.08] 0.08
21 162| 3.68] 3.25] 321 3.20 21 0.00f o008 o020 0.90] 0.04
28 1.88] 4.15] 3.87] 372 3.56 28 0.15] 0.1 0.12 0.16 0.08
35 202 4.42] 422] 436] 375 35 0.08] o017 0.15 0.19]  0.03
48 48
69 69
90 90
[0285] 3K 13. 30 % &L 2y EACKTHF IR EL IR Eh 2 M BRI (pH5. 4) A A% SR AR XU TR iR
IR ik 3
[0286]  MVBRHIER (% ) PR 2
5550 T752-30 150430 1502.30 [752.80R] | [755-30 |752-30 |504-30 |502.30 |752.30R
1 028 1200 218 128 137 1 0.16] 029 023 0.25] 0.10
4 1.44] 154] 316 1.59] 150 4 0.24] 0.1 022] 0.6] 0.1
[0287] 7 215 187 3.90] 2.04 1.93 7 0.15] 0.09 017] 0.03] 008
14 o62| o206l 453 239 227 14 0.09] 0.21 0.08] 0.1 0.06
21 3.05| 235 745 368] 254 21 0.00] 0.0s5] 024 016 o0.16
28 332]  250] 12.51 7.09]  2.82 28 0.10] o022 o074l o029l 0.07
22 o s s kb 42 Y N =i
[0288] 3K 14. 50 % 3L 2y EAEFTAF IR EL IR Eh 2 M EhVA TR (pH5. 4) A A% SUKAA XA FR 16
IR il 3
[0289]  RVBEE (% ) brifEZE
[0290]
1 755-50 |752-50 1504-50 1505-50 |755-50R] | |755-50 |752-50 |504-50 |502-50 [755-50R
1 201l o047] 307 216] 380 1 0.36] o0.06] o074  037] 042
4 6.26 177  6.01 3.16] 7.64 4 0.63] o0.24]  0.51 0.27] 061
7 9.00] 255] 7.48] 398 10.30 7 0.54] 0.8/ o0.17] o0.16] 058
14 12.40] 3.51 8.45| 4.73] 13.49 14 0.49] 0.66] 0.15] 0.18]  0.65
21 1416] 4.06] 1059] 6.04] 15.06 21 0.26] o0.15] 0.28] o0.12]  0.22
28 15.07]  4.44] 15.31 9.21]  15.95 28 0.13]  o0.12] 0.79] 0.29] " 0.08

[0201]  JE XL Z 3L, I MBI S [ I A PLGA A A YR TBEEA S BR T LE /T 30 K
BR[S9 R, R SR UKL o ARV L (e 259
B TBCH 2 R 58— A 73 ) RV A SIS 2] 8 PR A0 PR A 2 AN (D 5 L e A1 R T 4 AR A
Lo 7EEIYIR) B, 25 Y0 TEGH AR AT 52 421 SR 3 (R0 HE 5 T 2R R e the AT 3/
SO AEV AR CAnTE 25RO 4R K50 0y ) » BEE RS IR /K A R A A5 ok
L, JISIE B FRPRETCSE 2 B gk TSR G PE . ek pH B R K BRI A B e T
PSS ] I R TR

[0202] A WAL A SCHT 23 TR 77 B AR AT SR A7 m] RE 1A 21 £ £ 1 25 25570 1 1
i, BTk 25570 1 an 25 I R AR BUE AL AMIRE ARG WA GY, TRy — e it

5 IR IR A o
[0203] AP 5| HI A2 2% IR SCE R R LL R &) Fis il 48 514250 4
AL

[0204] RV LA [R] L ARSI B RSt 5 S2EAT 1 3R T AW, L2 R B Y 2
AR FEABE BRI, I BT AEBOR R AR v [ P LS Bl s St A
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