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VAR () 5 -G o e — RN RE LA 3 o T LEND AR IR 2R -5 W5 50RO 1 n] A= 4 i
FIMR N A o AT ALY B AR TR N RE ) & A S ] AR Bt ) 38 6 D 2 UK A ) S T T
AN AN TN 5 L IR i 3038 A7 ¢ IR S L DX R, 25k Jo A ok 249 19 A T DIk 1) Ay 4
BEIUIR T A B0 12K ] T P R B A

[0064]  HE AW SSIE BET] Ry Bz S I o A HELU S 7y 2, FEIE BEm] A R AL L 22 R
P SRR N2 ARG . A58 SHT7 Z2, A TP B AL AT IR AL O TR
At WAL R LB IR 2 RS R ARt IR 25 AL T & W] 15, ki 4
HKENALOG® AT T A N i) 57— Pl A8 1 B g TR R A5 SR A By K s U P
Mo BRI, MR S — ek MmN H 7 RS BRI AR L £ RAD BRI 25 R AL
PR A SRS B A SRR XA R B

[0065] K[ i ] Ay Sl sk I 2, 4 m] A=W B B8 5 WD B A 2 o TR, RS T e
RS T3 RN T2 3000 49K o (EFELEAE AW, i R0RL I R80T B0 R R 2y
/N 3000 GHK OB S B, FIURE AT BCF BIRUR R SH /40 500 40K . AR ERAY)
o, ORL A 80T SRR RS /T2 400 92K, 78 53 40— S8 St 77 270, /N T2 200 2K R
e

[o066]  FE AAIRISEE AR 1L LA vt TR AL 10% 31 90% o SR, S [ B DL
i E AL 50% B2 80% o £E—ILRERI LT S, M B LUE B F A2
50% o AE TSl &b, K I LLE S SR A T0% .

[0067]  H THE A EOE I SRR & B FE SIRKEAH S CAEMARE ) IR 6L,
DAAS 55825 T PRI i D BE B A 38 2 RMILIE 22 280 73 ] A A P ik s T A ke, SEA i
LA 5842 ] AL R At BOR] A T

[oo68] A H ()5 G BHE SE ) A F5(H AN PR T3 dn Ry TR0/ s 5 LR SR AT Bl
kS (FIAA KL 7212 B AR, & S 7= A A HE T 82 52 (A B8 S AR AE I I B =4 TRV
RIS T M/ BB B R IR A S s e AR A S R MR T LUE A . 28
GRS 45 R, IR 4G5 . TS MM RE R ATHE, W A] AATHR, Bl an = 2 4%
JEAEHR, W/ T2 5% BN T2 1% KIE G MBS IAE —#E . X T KE R EW, b Tk
MEEBFEE B P H 2D — M, Uk s, 0] LLE EUB I, a8 iR s e e e,
AFEAMIREE (IR ER ) 555, Zn] UINGIE UM 2R e A7 16, Heller (Heller,
Biodegradable Polymers in Controlled Drug Delivery, In :CRCCritical Reviews in
Therapeutic Drug Carrier Systems,Vol. 1,CRCPress,Boca Raton,FL 1987,pp39-90)
SUREWHAT TR, b iR T F T4 i 25k i I Fe Ak, i m] F T AR B o

[0069]  HANKIERIIEA RENR AR (hydroxyaliphatic carboxylicacid) &%)
(B ILERY) ) M P Frtst R HS D- FLRR. L- SR VHIEFLIR RO D
WERRIZR G R HA G . — s, B R L- FUIR ek D- FLIR Eh 6813 2 2218 1l gt 1 28
EVWESIE YRR, T BEFLRR #h B2 P i 1 kA E ]
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[0070] A 12 P FEEAN PR T BB 4 LA A B ReAL G 4T 4 22, R 2 R R 2R 4T 4 32 6,
HAFIELE T AN T 7K, 0 F 882 5kD 2 500kD.
[0071] %%E%E%WA%@%@Tm?$%ﬁ@u&a%%%%ﬁ/ﬁi%m%%
B OIGTEFEE R T R A .
[0072] %?$k%mWAmiaA%Mﬂ%%%%ﬁﬁﬁﬂ@%$%ﬁﬁﬁAﬁﬂ%ﬁ
SRR R AW T 6% A R B 2508 R A RIGTE AR AR IAEE F  m  E
6 /NI, LI RE I 2 1 R, AN B 2 B R R R B DA B AR A AN R
[0073] B ELHE I FH T 0 IS0 0 1) ] A A B A 2R 6 v B} s 0 LA Il 2 AN AR T BROK
AFEE M o KA PESRE G W mT 5 ] ZK I B P PR A ) AN R e A8 R R A AT B DA A Y
AETRKBIRED - FE TR ARG AOR, IR B T 5 7R e 8 A8 H (12 38 SR s e 3t
Y RTAEH T BEWREY, Bz R GRS R R R 55 H] .
[0074] X448 W) 58 A W 10 A2 A0 PR At I b s s SR N 40 14D S B8 i o 4 R S R L 1 2 A
N BT AT 3 B4 A P Y 1 8 AR 2+ B IAH R SO 1R 3R S 4 4L 5y
B EEZRNY P TR . ERLAE AT, BEWIA P ST EN T4 9
B2y 60kD 2 [B], W H AT 10 B2y 54kD 2 1], I HE AT 12 B2 45kD 2 [8], il 5 /M
40kD.
[0075]  {EF-LEAE AW, AT H T 3 CERAMFLR LY, S W BRI R 2 2 4
M SFLRIM LRI PR s R R Y R SRR & LA . Rt 3
A RIS B R G PUbEAER. F52 OBR 5 FLIR I LU Z38 23 sE s N B a2k, X T 50 K
[RLFTTEAR T E G RPN AY) . RILRER R LR (PLGA) IRV IR G el R
0-100% , L4y 15-85% , BEARIEZ) 35-65% . (ERAGHEAYIHAEH T 50/50PLGA L.
[0076]  HE P RE A0 R AT A= 40 B ik 1 3R D B B m] 3 A PR A B 22 B ] AR ) B AR R 2R S )
(PREY . n, RN T 55 5 — im0 B At 1 SR D RAS 1R 1 55 —PirmT A= g i At 1)
REVRNREY . —FalZ Ml YRR G BA KRR . FEREEAY
T A H A A i IR T S5 A 1) 5 — e ] AR ) R A %) 3R 6 RN R R i R M 2 A T AN TR
(R 58 Rl ] BRI R B o BB — Rl A REAR R G N R O, L- N -3 - &
ACHE ) o BB BRI RR R AW AR (D, L- TAACHEE) o
[0077] 254 A RT il fidt 5 S RE RO JLRI AL BCC 20 A i 25 L o S e Ll b i — S8 A0 48 A
FE N 2 T AA R A T KA 2R I 22 FLOB R LA R il o e it m] 38 AR 1R AT BRAE
RIEPATENE AT a0 EFTR, 7EIR WA A B NIR W )5, & 28 LB 80677 &1
K[ B A R BRB L = AR B . AE RSN R, KNS5 1677 B A 2 e
TR AN H o Ban, AN]SR AN, I BLAERE ANONAR P )i, T LA K
BT BRI MR RELA = A A IR B M Wl — S, R AW 5 AR, JF B2
TR LLRHBTT A SR N R SR = H (WA = HRIASA H ) ISR
4
[0078] 2549 MASHE AN VRS I0A 508 N0 (R 250 1 2 LA SR N0 SR () o, T
EED 7 FREANR OB S IR LA X fEAREAYI— AN Sl 7 b, 7658 — I )
B DABR — o R R O 2R ] (1) 2500 B SR A b SR A PR RO K, FE SR — B (R B S 19
55 IR B DS URORE A ) LI TR SR A i, AT S
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K [ AN IR A 0y, SR A ALy AE L) 30 KA — B Ta) Y MR N0 il S ] e 2 i 1
R A HH R, 7 30 K Ja WA N R TR [ I 3= B2t TR A I Mo
[0079] W] A=) AR RTHE Y AR N4 () — > SEA9) A0 46 5 AT A ) B AR 1 3R 6 2 TR () 28
[, Z RS VA TS AR R AV R ER G MRNREY . 200 —Mal LW R RS
Y h oy B/ T 40kD RN AC R o AEAMIRANIR P 5 IR -G W] 36T A R ) S 1
AR WA H o FEFELESTl 7 b, RINAZEE 0 1/ T 20kD. 7RI & STy
i, INACRERI > 4000 10kD. BN ASEE v B2 (D, L- TAACHES ), FF H RN AS W v 7%
ﬁﬁﬁﬂ@ﬁﬁ{)ﬁ%&z MR EW. £ BRI Eh, AR REAHE (R
M - 3% - 220 WE ) MRNATRRIR G . BAE (WA -3t - 288G ) RN AZEHA
X%ﬁ%&ﬁ%@
[0080] W] A=A P AA RTHI DY ABL N 1) o7 — S0 5 A 5 mT AR ) R A 1 3R 6 2 O 1 2
[, %5 G YRR E A AR ] Y R GWREGY, Bl R R A
PRGN 29 0. 16d1/g B2 0. 24d1/ g0 AT, —Ffrm] -4 B 0 58 5 W 1] kG B ]
N 0. 2d1/ge B ZIRE WS A PRI ] £ AR T G, I BLAR ] A=) %
R R EWRIE AR A2 0. 2d1 /g0 BSOS e BB RS B RTAE 0. 1% & T 25°C il
E o
[0081] *E)\%T/\ﬁTi%szﬁﬁE’JH“/\%E’JT%%M%@E’JH”‘%%E%E Z/bH—F
H“/\%B’Jlﬁ*&i}#jﬂ’] 0.25d1/g |2 0. 35d1/g. HEHEANYT] EAH LV GD
FHREY), &M EREGYEIE AR 2 0. 5d1/g F2 0. 7d1/g.
[0082] S [i] it A5 A7 RT AL A ik At 11 58 A D 58 T T HIR PR N AR T B D 0 5 R R T R
S TR T8 PR 24 (] et (1) 2 0 7 4 0, B 20 IS T A s A [ T P S R T8, AR I R O
e RN FEAGE A PRI, ORI 2R B B 1 B 4 Bk 29 100 % o S EA IR AN Y)AH
LG, AR SCHT 28 FF IR A B BB TSN R ] 4 A H G4 4 58 2R 00 BURINZT 100 % 1R 2K [
B o DR, 1A AN 2 IR0 SR AR IS 26 55 IR IR N A0 A B ASE , 12 it e R ) 2 20/ BORE T
TR RIS R T TR) B K
[0083]  {EZ/b— /NS 7 S, AR N LR PERRAR (CAHA T 38H R AW A 5 AH R 28
] 2 PR PR S A Y B Y ST 75 ) ) IS i R TR B IHR Py o 61, R R IR B L 4
T 20mg FIE K Kenalogd0 5[ 2L MR I S5 A4k, G R IE P I (2 38 b R 40 i Iy i s o i)
R AR A AT A AT FF
[0084]  AH LU, A N4 ] 7E 58 A& i 18] BL AR AR 3R 7 8 A 1 SR T I, g AN R dn ik oK
R BRI, AP EH Ing.2mg 3mg.4mg. 5K bmg R [F FF, 4016 IR 2% 28 1 BRI 1 oL
B 5 1225 ] L P ) [R) SR 08 T30, AN 2 5 | A 5 5 20mag 80P Al 370 o 110 248 (3] P A 5 1 B S AR50
BB AN RAEM o BRI, 76— NS0 7 0, s AN BRI AY) S A B IR £ RS
A A AR PR B 2 G, (A TR 2 RN A B A A, A LS 5
PERRAR (AHXT T 54 THAARA S Wb BB IR 2 RAMAHC R ERE I 5 ) AHOC 12 R OB IR 25
KK
[0085]  FEAE ANMIIIAT RHA ) Py B 4 LAAH R RS e 1 T8 38 AKE NP RE TSR I e o 497 2, FEAE
NP R N B i R DLRERZ0 0. 01 v g BN 2 1 g (W R [l e o (L2, B T0E ]
REARTE W] A= 40) Bae At 11 26 -G W 5 o R T v BB AIS o 3 A, 88 [T s Py R e ot e ] A4 — A
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REANEANEER A/ BB AL 7y o Yok, — B AV UG B sl it , BT
HAREKTE,

[0086]  FE AT ) —H] (monolithic), B EA 5] /3 A A58 AFL R ) — Fh ek 2 g
PR, SR AT I E A, BEHE MR R A A R A R T 2. i TR 5, 3l
Rk — AR EXRAY . B, T e A3 AR AN T S L SR AT #5808, 4224
WIRGRTT KPR AR 75 BTG N I RS5O N A w e Jo4b, ARSI B A6 I ()36 TT 41
Sy AT LRI — T A A fESE T b o 48, R N m A S ] I Pk AR AR N1 5 —
53 S = A3

[0087]  FEA I BHIR) oy — St /7 22 v, IR N ARELNA0) 2 7 A0 B SIS 1B B 7 P ()96 T 4 53 R 4
B AP O XS AR KA MERA 7 09T A O REWINZER A
FEIGST Ay FIHR AR . B3, A WANE TG AN IE G T 20 70 PR A A, (HE B A R
BAZE SR 5 Al VR T A0 BRI R AR . R, RSP EF S ARGV, BB G £
ALK S R IR VR O e SRS

[0088] LIS HEL A MM ] 4 AR Oy B 5 — it gl 22 M AT RN I R [ B A AR . AETEEEREAY)
T ST T A B BRI B, R R AR B A . SEE LA No. 6, 331, 313 H5R T B A
TRIT I 28 R A — AN 241

[0080]  {EAELLA AW, AR H i OIS E BT HA MR EWINZ, 2SN EaHEZS
ANTF BN, T AT 18N L, 09T 207 P N L i ZR 48 BIRE AN AR,
MR IR AR o 3K 28/ NFL S LEIRAREE AR AN BN, JR eI & A BT 7). Y97 R
FENPRE THCA] 52 B 25 AR AR T s P L LA R/ LR AL B E RS2 o £EJELEA )
LR KN LR SL I H R R B A YDA A i B P f B BCR A o PRI, e R 77
AR T 45 R T T 1 o {H2, fE BN 1, I BRI L — P 3R A
FRPRETRURFALE o

[0090] &Rl AEWAH A FE A A IE A WA 57 7] F THISAE NS E . R FEER
GHEY DT L ER LR S R A S ANV RAHAE 4
FE YRR RIVE TR 20 P AR A BREREE N 2 3 4 /0 R LR BB AR R, B AT 2%
P& LA S R TR P e e o AR IX LR AR KA G S, S rT A Al . LXK
KRG W) e I 4 T3 R AU T 3. 2 D5 40 28 [H %A No. 4, 304, 7654, 668, 506
4,959, 217.4, 144, 31715, 824, 074,Encyclopediaof Polymer Science and Technology,
Vol. 3, published by IntersciencePublishers, Inc., New York, latest edition UL/
Handbook of CommonPolymers by Scott, J.R.and Roff, W. J.,published by CRC Press,
Cleveland, Ohio, latest edition.,

[0001]  FrBF 5T IR G YW h B LY ERER  SCRE R B B AT AE) . — L8R 11
MRSV SRR AR ERIR TR 1R CHle5E B & B0 4 31 80 % i L4 L4l
LB, W 295 — LFR LIGTE (BVA) LY. L4 - O LIGEIL Y. L% — TNIR L 4%
KW, LI - TROKERILRY) O - IR CIRBEILRY) . L6 - =P LR LWL
B O - IR OTR ORISR L0 -3 WA TR LIGIEIL Y. &0 -3,3- —F
BT OIGBEILRM LS L4 - R IR OGRS R TR S

[oo92] HEsxHlUEREEYW WMER T HBKRPE BPENGEGR T B
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(poly (butylnethacrylate)) M4 %8 58 G £ 4 189 BH B Wk e 189 98 Je e MG 98 2 1k Je e\ 1 2
R R PR LR RIS Tkl B e I M R T G BT 0 R O R Y
LM BRI R LM RN I S AS BRI 58 &4 FE e ot I S S04 2R S0 3R — R S M
F(LH-H=RLKHm) BURLHE T (L -WURekH) E 4,4 -REAX T
KA RS ) (poly (4,4' —isopropylidene diphenylenecarbonate)) 2 3 h7iH, B4
BN R OIHmE R, - W O - NI RY AL E 5 = L1 (vinyl
chloride-diethylfumarate) FLEM FEM. (BE2%4% ) BEMIMEE (1Silastic®EE %2 ETR
2 g Q74750 BXDow Corning® MDX4-4210 [ 2% 5045 BRI ) VAR AT R 58— 4
IER Yo SEky/[SPAS L/
[0093]  ZREA W) — LB ) S B 6 < B KR A AEUE s & T AR R Ak ik TR 1Y
(silicone—carbonate) W) 1, 1- Z A LM - FAL LG  FAM LIF - IR ITE L5
Y1, 1- —A O - NIHRIEIL R RBGER (L - m1) RBROH R AMEE
TR CIGTETE AR OSBRI B CMRIE AR R T 1R SR TE LI NIGTR LR IL 5
VB CIGFEIGTE CRR R AL R LIRS S YR O LR IR BRIL R Y R &
TGl R OB CIRTE CIE R CIGIERY R CIGEE R TR OGN R ORI RN
IR G B8 P IL A IR S B ) B MR SR Wl LU SR B IR MR s RS
[0094]  TERELETy 1, BAINZEAH FLAE A ] g Y B i 0, o, 259088 UL i 7
N 8] 5 S0 2 B A o RT AR AR 1K 2R B LS Rl 3 AR ART L S IR ] AR ) B ) 3R 65 )
HA G, EREAY T, BEWHRIR LG (Fih4Teflon®) » 43 LGB ST 235
LR ChilE
[0095] 5 S [F] B2 FRIREL A DA AL R A 1 s TR /N TR A S AR TR ) 1 %6 Iy —fn]
FAT Pt 57 BB TBUN 8] o JEAR R [RIASE TR R N4 LA 38 — R o 35— R LA S A T 238 — A i
A — R o2 (R AR Ay o — MR 5 5 A SO 28 FF IR N AE 55— 2R o R 4 — R o b 2%
o EEADRERLASTEHR T —ANBEZ L. BHXELPEALR DA 250 0w m FF/DT
25500 wm. 1, LI E AR N2 250 1 m. 325 1 m. 375 b m BY 500 b m. W] BEEH AT AY)
RN AL, — RIS, TEE ARSI Z BA WA S =AL . ML) Tom 225 10mm K4
AP FLIAEE R 92 1mm 22 2mm,
[0096]  7E—ANEr RMEIEE IR ADI D, FLIRLE R LY A SR AR 0. 311% . 7E 55
— IR E B AT, LS AR LA A SR AR 0. 9% o nlE i W R 2 X
E AL B ALI AR
[0097] THIfA= 3. 1416 X1”
[0098]  Hrfr, v ASLIGFAE. WINE BEASFL IR AR A AR a2 S LA . B RAE
ANPR AR A X e -
[0099] A= 3. 1416 X0DX KJ&F +2X 3. 14161,
[0100] A1, OD A ERAE NIRRT (A2, KB RO, v, W EREA
VIR AT
[0101]  7E bBdltaig, S ADRE AR /N T 2 1 g IR FERE ORI i . SR LEtE ANV Re DL
KA 0.5 g FIWRBER BRI L . X LR AW REAL IR YT A 2% i 1 288 ] P £ L 30 R g ¢ R 48
Rt —4F, At AR, R L) 13 4,
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[0102] S| LA No. 6, 331, 313 AT T B A8 I FRIA4 L i S48 B K i) 8 A N A 7 1
a5 FEEIRIT FIAZ O R BT T RAC . 2% 0 0] &8 5] AW R R 2 R4 1)
TRYT ), BT A G IH 78 OO G A BT L L

[0103] A7 5] LATH  BIORE  Aokis i 71 20 B A Hs 240 [ 44 1 T A ARA7 AR B ) Ak v
ITRNERIAFAE TV o G300, 0o n] & A ] AV R ) 2R S R o LA BT IR &
Wy, W EIR S EE BRI A . AR RIS ST A R A S B R AR DL AR R
WIARZS, 3 H o] APy Bt (R BRAE AR P ZE AR AN o AT IR AR A R AP n]
M TR ZOMREYREDEEIT A 0% 3] 80% .. IXLEEEEW] W, i+
TSR 7128 A T 30, 2 DA 3 [ £ 0 No. 5, 882, 682,

[o104] EIIH ERERAHAEWEHAZ 0T ALY AREARANEERSNE . A
LA FITE AR, SR J5 B8 T MBLAR B 253 TR T I gl = o WRFE A2 10 %6 2112 80 %
(EREAS) MEEVEERIRE T TR TANERIT, 5l a RN A TR &
V)T & AE 60 45 [T 2 90 4R [CREZ (/] DK A 2 (IR -G BI U1 Y 5 SO 5 He 5k
GEE, B HLmE G 21 % A% O LU O TR AT TR BSOS o Wi ] 7256 4
A 2% SR KR AT 5 50 B, ELRIERS T 77 A 5T

[0105] B, %0 TR B BRAE IR AN o IR AT 2R B il B TS SR 2R o A6 5 — S 7 &
R0 R] TRGEVRAT, For, W EE O R IZ O PR RIS IER R SHEY . B 77 |, tEERAT
ANTEZ AL ACHT, SRl M ARt U IR sl & ok — IR B LA R (PVAP) ¥R T %0 Ll
ANTEIE AT Z D IR o X LEFAR Y ARG 2. Z WG J. R Scott AT W. J. Roff
% . CRC Press, Cleveland, Ohio T 1971 #E H i) Handbook of Common Polymers FZE
64 #57o

[0106] 44025 H B BT HS T BT 5 JEAR IS, S0 2 i B B R 22 T T 4 i 97 s A5 00 P
7. ARG Human B A K. E3E ER/DR T — L. WASHIEERE EEFB Y ifL, 5K
& RN SR BB AL, 248 F I S i IR b BT BT U 46

[0107] B, 9 G ] Sd ik 7 & DASOSCIA o7 510 ) — BT TR) HLAE 2 B R N & Va7 R IR v
PRIT R BN RA ORISR E D . A3 E P& S A Y, IF BT R T R R AT
Yerp, WG B PR E . SHARIRYT IR B AR S AR VA T ) B T AN 52 21 s e R 2548 T 4
T Bl A T, A A o A TR RE R IE YT R IS T R e TR Al LA )
FZ& R iE TGS B R B T VR H e 7 T BURRIN, 1207 v m] AR R 3%

[0108] W {st FH A AT T B 7 VA TE AL o 9 T ] A P T s 3 R X 0 Al FL 26 B L L
BiALVLERBOG R 22 2B A A /31— E 7 M Bl 80, ARE L TRk 5 I
A B DAAE F 4 mOR 57 AN BB A o

[0109] @ I AE A ATLAR 77 V5B LASBOG A A 1) T A AR R B I B B KNG 38 I L 7] il 2%
flo EFELEAE A, FOSBOCHR 1L R H T8 Lo % ARG BN IF LAIE & A4 I 2L i
HORAEFN I P TS H— 2L Z AT T S EothRic R4 (B DigiMark™ A& R
RS, Directed Energy A w43 ), AME LASERR b3l & 500 80 A 7 A 48 45 771 7Y 0 2 1 B
AR B2 AL

[o110]  WOLHETFLTER AW T AR M EOCRIL R AR E T — MO FE (laser
stage) ¥ FIRB RIFOCF & b, B EOCARIC R ko gs 7 A8 L8 B 7 KOG E LR
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=, A R R 2 M HEA B BT JF AL, SRR O & B aniE A, O BERSEO R D
RGN P T BB AR e, DA A e e M AL RS R O & .
[0111]  SE[E L F) No. 3, 845, 770.3, 916, 899.4, 063, 064 F1 4, 008, 864 A JF T LA KT i
FLI %% . 35 LR No. 4, 200, 098 Fl 4, 285, 987 /A H T Wik B IWEIE K FL. 35 H & F)
No. 4, 063, 064 F1ZE [ L H] No. 4, 088, 864 A FF T WOLE FLHLAS , ixHLAs R H T e Ak &
[ AR AT I R ZR

[0112] AT A FFIIHR WA AP v I B k45 77, LR/ 29 5 1 m 2125 10mm 2 [A], 8%
AF 10w m BIZY 1mm 2 [8], WA @ SMEFEARFEA  HOK/N KT Tom 80K F 2mm, 201 3mm 855
f1iE 10mmo SUETSKVES XMV 5, AW ] BAETEE K, REE AN ER
FFERE AN AT L ke ko 604, K 24 6mm B Tmm (R N0 0] B3 S BIHR Py o @ ik
ks TIOBADIN ZAA /DTSR AN ER. ERLEAYT, B2/ T2 500 1.
N Y3 B P B A A X OR B AS R LART T AR PSRN » 0 A A B R 1 31 10mme FE A A)
A BERETE 2 CliER)) , K/NZ0 2k 2mm X 0. 75mm ( B AR ) o BRE R A AT KB A% Tmm
F2) 10mm I B 42020 0. 75mm B2 1. 5mm B FEAETE 2 o

[0113]  FEAW /DA /DVFRPIE, EAEA B T AN N Cangag s w ), 3FH
W TANEAY . AP S EER T 2 250-5000 v g, FALIESL) 500-1000 u g. {741,
APV A2 500 1 g BLZY 1000 1 go AFER SR 5 FAYI IR/ L R S EEn 5
RAAT BN, IR E e AR A, 5, N BISEERARERZY 4 3. 8ml, 1 B 12924 30ml, K%
(112424 60—-100m1 o PR X H B B0 5 K /Nid A T N B A0 n] 42 LU AR TEOR B 4i /s » 451 4
ST 5 A 5 v ROR2Y 8 4%, 83, 9 Wight RS A N0 5 AT TR 2 26 i
[o114] DAL, WT LA A A, Horb A0 m] g —FpoAr Bl SR ] 24— 2 8 2 JEAH [F 8AN ]
HEW, H HZZ WA AZE, 8038 57 7 & AN R 26 B BUAL B AN [F) 55656 o 9 4, 75 77 Z2 P i R
JEAIEG K B2, 0] R IR - R LRI R WA I R TR, LA s w4 Bk
o B, PTG 2R ak%@’*,zzﬁ— H A 58 FLIR BRARE, vh Lo s A PR
TRV IR

[o115]  FEAY) CHeialeE B 50T AR AR I R G5 TR A IR 2K 8 B2 AR N ) 1] A
FRAR LT AR, R4t R R VBt S BRR L R AR BRI S B KD
FR AT TR A PR T AN B 52 RON B RST BRI R AE TR B M. A A E B
WL, SRR B, AT R/ D29y 0. 5mm X 0. 5mm, 385 294 3-10mm X 5—10mm, 5 &
230 0. 1-1. Ommo, fEFHEF4ENS, £ 4E B 42— 29 0. 05 2 3mm, JF H AT E— AL
0.5-10mm. EKJEEIL L 0.5 1 m 2 4mm, F HILARFR 5@ TR B0k AH 4

[o116]  FE ARSI I8 AT FH T4 6l B TH08 22 87 I 1R) LA SRS AT s i 2540k
FE o BRI N AT 3K 38 13 LU 4B G 22 V3R i, (H X ke T 3R AR 5 B I B, IF HAaZa A9
A BERE U RS . ERERE  RST R LT AR PR AN ) DTS A RN B o

[0117]  S[A T S5 4 UL R ATAT I8 TSP 5910 ) B A mT e o i) 6 A 7] B ) ) J LRoRE A\ 47 i
ISR o« USP HLHE 1) fif BIORE TR 56 (1) 7 V2] A 00 BB U %6 (USP23 sNF18(1995)
pp. 1790-1798) . f7ln, i A LPR TR (infinite sink method) , ¥4 CUANE & KA AP
AN CENEFR ISR CSAET /K 0. 9% NaCl) , i A AR 1] i /2 B I 2k
FE/NF 5% BRI . HIRAMYERFTE 37 CH BRI Y &I . TR 259 1%
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HH R ST ) B 5 R A I AR ST BT AN R T VR ERAT , A WO R v L HPLC Ui A 5556, B3
W't FE AR AR RS B R I 90 % I 259 CUA RS i

[0118] B AL & AE A ST 24 FF BRI HR PN REL N A0 1) SIS it et w8 [ Pt 2 2 &b, HIR YRR N A3 ]
T ME P e IR RS ERTREZ VRTINS S R Rt A —
el Z MPi s — sl A B BHWTIR —Fh el 2 i AN IR B B [ B — P B8 22 b o i
2 — a2 Pl G B NI — R B PR R R AT, DL B AT R
=x/B

[o119] W H T ARG 245 B 8vh 7 ) B R E A R T 7635 B % F NO. 4, 474, 451 25 4-6
F2LL & NO. 4, 327, 725 55 T-8 F2 23 FF B 25 B S6 T7 7)o

[0120]  HLANEH LB EFEEAR TR T E (loradatine) \Folg, g Hr B EUAR B H
TR FEPERE VRFAE IR E S ITYT R | SR IR G - — b bR 2R B i L BT L Ak
SE ~ LIS A R SR A BRI PRy e DL KSR i % (trimprazine) 22 PO HRAHL
EJERB T MR chioreyclizine MERE — & LA SN TRIAT D) -

[0121]  HuA 2 B9 SE AL FEAH AN PR TSk Al embk Sk A7 02 S Al v Sk At m | Sk R me )T |
SKAEIRAR KA | cefutoxime. S fRZBE . SLMFE &R SR AR IE L S AR Sk My |
SEAER e LAV T A AJB VT R AL ETRE R A AL R AR R SRR E Sk s
AFRTEREAR N TFER A TTER TER G HER VA URPFIR A METEAK,
(SRR =WTiEY, 7 NN YT 7 N = o Ny 7 NN i o N 2 TITY Y N R & = NI NI 3
WR ZHUHERKENRR N H AER RN 2 R E R T, KRER A
AR ZAAFR T ER R R 2 BRI R MR 2= 3 851 B 1T Y
FRIEME | B ACRIE , DLACEATTIAT A .

[0122] B [FH W 551 [ S5 1 A0 K6 IS T 9% 2R B B i 2K S B DL RS SR B AR ZR 9K R
(propranolol) \MEMS & IR, DL AT TIIRT A -

[0123] 2K [A FE 1 55 41 B KE B2 ot K [ BE, a0 Rl OB AAL IR e AR . RO R
(flurometholone) HIZEKKA (6 a — FF 11 B — FRZM U UG AL TR (SR P AR LTk
JERR AEAKAL IR A S FIEE AR JBIA Je CIR N %8424 (riamcinolone hexacatonide) .
R T AL BB  BARAS (fluocinonide) L EATRIFT DRSS

[0124]  HiME AR LB A FE HE R BB LR R X ER.LUALE R
(duanorubicin) JRIELL LR ER \RIH 2 22 R 2 P 2UEnd  HURMERE LR R T
(BCNU) « #) S w) VT AR ARFE V7 T4 = i A HL AT AR IH S B 2R SR BT R A2
Wt N2 AT AW AR R B AT AR KB KB At 5 78 25 ARKFEA H  IRVA T LR
WL AR A, DL EATRIRT 9

[0125] G 3 i) 7] 6 5249 60 5 1 401 85 2% A(cyclosporine) Vit MERERS Al 5 55 w] , B A E
MIRIET A -

[0126]  HUREEFIREBIERE v TR S22 K E . Hh IR & NG % A EL AR Bl &5
REVET (valciclovir) s A M B F IR (phosphonoformic acid) « B H &3, DL E
MR -

[0127] Pt %A T 1) SE 90 A0 6 4 2E 3 CL 4E A2 &R B H i B 38 JR 45 e H IR 25 Fif 25 )
BN RCEPREAR KR TR MRS M TSR ERER B ER
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(cryotpxanthin) M2 (astazanthin) %S N- SBEEPEERE VUK. v - B2 b
AR M B RV FLBREE B A IR AT AR IR #h AR A R U SR LR IR VBRRS TR A
Yl zmE TQ’EE? E HIEEE AL = B, LTI D .
[o128]  HEVRIT MG M &% (squalamine) BRILITREFDEIR) . o WEhim) w410 i
AUAIIRZR DU AT AR 2 PUE B 24 S AT AR
[0120]  FHTHE ARSI & (B A G ) BE P/ 20 800 & LT 75
B FENYRE U I R AL T A IR AR AL o 185 2555 22 /D 29 9 HE A I S & 43 LU
1% HIEH 20 N 29 10 %, IF I A AP ESH /3 i) 80%, Sl AL
21 40% .
[0130] [ T¥RITAL5r A1, A SCHT A FF IR PR NP v] B G A0 E I S i ) BT I 5155 &
T8 IR 7K s T G2 h ) B R A AN PR T ok 4 i P 4 B TR B IR 2 R TR 3h L IR IR L Eh T IR IR
i ﬁﬂﬂ@ﬁzﬂ‘ TR R VBRI IR £h 5 , WIS IR BN AT A5 BR B DI IR B - L IR AN - Tk TR &L ik IR
o XL UL LUK RS pH 4ERFIESL 2 2120 9 (EARIEAED 4 B4 8) Z IR &
ﬁ@ PRI, 3 e 5 LA B = 01 1T 29 R A LS EE IR 5 %6 o 718 I /KOS 14 977 J85 ) 456 e
PRV I R SN I AR R A 4E AR 2= CL L AU =SB T BE BNk SR Rk AR 2R
TR ER AT A FE AR R R IS 6 PR J A< F G TP S 38 LI I oK TR R 38 O 5%, I EAITI)
BEY . XEAGRA LIE ST 0. 001 229 5% (fLELAESIF0.01 212y 2% ) HIEAFAE.
[0131]  FEIELERE AT, A] H R H AR [F] sAS [7] 25 BRI R A D) IR G4 . i X R ige,
FH B IR 25 25 AT P AH B ARRE TG R PT 3R A3 TR & RIS ORI RE T =X ml e 1R KA
1t
[0132]  5y4b, WnfE 3 E &4 No. 5, 869, 079 H Tk PR I8 i 1 57 rl A & AEAKHE A
JITASE FH PR T80 5 70 1% 8 B e T o R TS ot e« 8 7 00 PR 12k, 3 ke T R A A 7 )
BT 2 A ORI 26 o 1 AR A AT SU AL B0 ) A Bt T B RE TE AR AP gt
TV iR ) A 26 AP I, AT TR BRSO R A F o 238 A P n 51 208 o o PR s e [
GEAE 25Uk ] [ AR S BB v R IS0 2R A 5 3K 15 0 T P 2 R 1 2 0 1A 3 1 1 R
FH 3 25 kR TR TR o [RIRE, /K PR S i ) B s R A SE 212, a1 1 2540 S0k 1) 2
&> HH LIS 25 ki 1R
[0133] WA FH A AP AR A= RS RER AT . A AR CFEEAR THRZEER
25 AR B FUINE OB ) BB B RIE S RVE L carver INHIE EVNE (die
cutting method) . E4i7: (heatcompression) « LA S EATTHIH A 25
[0134] BRI TTIEAESRE LR No. 4, 997, 652 istis.  m] S FHHF He 538 S /5 i3 A8
o AEAT B RV, R AE il B F iR FE 25 1F T AR EAE RIS YR 259, Frid i B i
WA/ 85 FRICHE . B RVEAT A IR AL h 20 25 FRIGFE RNy 150 $EICRE, SELILEZY 65 1%
FCRERIZT 130 $EICHE . WA KR B2 A 29 60 FRICRE 212 150 $EICRE (412 130 $ G2 )
W5/ BAEMIRE 0 2] 1 /N0 2 30 43808k 5-15 438h, UAE R Y. 640, A w] 24
Q/] 10 438, PRk 2y 0 21 bmin. X5 EHELAEZY 60 £ [ 212 130 IR (412 75 $E KT )
HEHAEAD o
[0135]  JiAh, WALHF AR MY, X AEAE IS A AP FE P AEAZ O XE R T B Z o
[0136] E?ﬁ/i—fﬂgjf%%*ﬁ)\% T A 58 RVE I A AR N YAE L A B R

17



CN 1972678 B WO B 15/38 T

BEOE A . H 42T A H B 03 2928 50-150psi, BEALIEZ) 70-80psi, BHALEL
T6psi, H HAT A R ALY 0 IR RN 115 FEICRE, Btk L 25 HEIKHE .
[0137]  J@ ik &F vk, AFEEIEY)—A 2-3mm 1Y) O, 4R J5 @i 5 e EE T CE , AR
B TR N P mT TR P, 4610 40 m] TN R B RSB AR IS N o BB 7 V5 T 52 iR T 450 82
BB BN 1% BN, 5 R ISCE AR E, B AL AE NP mT 15 R A\ )40 E B B 1A
[P SEIR AL, IXALAF RN SE B I B R 3 S o R AW B ] 52 oAt & Tl 4 v 97 4.4y
BRIV FE R B, I MR ORI E 3 S A 3 3 A Sk ) T A T IR R A
K)o
[0138]  ARPEA A BH W]k v 7 BICA 3 1R 508 B IE A0 5 (H AN PR T 401 5808 B EE
[0139] BB / NI P < AFvE PR AH G TR B 22 (ARMD) ¥8 HH MEAF RS AH G 3%
PEAZ P (ARMD) ik 465 JEE 8T A2 087 T2 1l 508 A 00 IO IS 2 s 1 e B R A4 2 400 IR i 22
Lo P S B P P e M D) B 738 S SR B /K B R A S B K o
[o140] A S / AN R / KR 98 < Stk 2 kb RO (L 2% b R s DLUIRE
58 L A X i ik 28 5 9 28 (BirdshotRetinochoroidopathy) By ( MFE:. SEWRR . £54%
SRR ) R A 5 (RO PR ) 2RSS R % 2 R —d B R g
fiE: (MEWDS) K38 AT FE 8 905 « J5 SR 98 BAT PR D 8 15 58 A0 IO B 7 e e DA B A 6 i 98 &
iE | ﬁﬂ‘%%—d\ffﬁﬂ JRH = R EEETE
[0141] Ep AR /5 A 0 D 5 Ik B 26 9 40 T e o i R B 2 L R AP o
i Il 155~ e Dk BH 2 e I s B JES AR  BIR A 1 &% 5 1 « A ) R ) ik sk 0 flk g 1
F‘ﬁﬁ@ﬁﬂﬂ%f/}ﬂz (Coat” s i )~ 55 HH Lo M B 4 LA 47 5K« > 0 490 190 I 35 ok PHL 28 A1 5L
Kk 28 (papillophlebitis) AR W i b sk zfy Ik BHLZE | A0 199 5 7 52 50 ik BEL 2« 33 K 2 g
(CAD) FEFEM BOIRIMAF & (Frosted Branch Angitis) 8t JIRZL4H AR M R4S (Sickle
Cell Retinopathy) FIIE I Z1HT F90 A8 P WX IR LA AL 4 SUE (Angioid Streaks) K%
PEVE I R PR AN M B A2 AR BT (Bales Disease) o
[0142] G4l / AP BEFAR ATEEMEIR 58 A IR % (Uveitic RetinalDisease) Hi,
W JiE ) 5 B4 OGS PDT OB ]2 A0 BT A S TR A Y0 VAL AN A2 2 S AL P P 78 iy
B8 B AR O S A2
[0143]  MOAEMERAS 1A M g IR A W T 28 (Proliferative VitrealRetinopathy)
T BEAL P ATIE (Epiretinal Membrane) 38 A= PR RO 1 A0 9 IR0 22
[0144] UL - AR 2H 23 B 2 v s < HIR = ) Ha o ] 56 AR 20 28 B 2R v s 2% & 1iE (POHS)
HR P9 28 5 dUii 5 HIV IEGEAR AL 0 B 0 5 HIV B GL AR 5C I 2% I 5 TV J
YU RH O 2 L 98 Tk I e B R DL 9% L S MR A IR R DR T 1R AT T A S A I R IR BT
(ProgressiveOuter Retinal Necrosis) .ELp MEAL M EZO IR MR IR N 45 4% L oR B0
A S P A 2 A0 O I 6 o 5
[0145] AL IpI AR - (5 32 PEAR W JBE 5 L B 0 I 8 AN R AR 1 42 5 ME9R A2 (Systemic
Disorders with Accosiated Retinal Dystrophies).sC-R{EF MR T A ETHA
R INEE (Stargardt’ s) 55 B 5 RCIRHR RS S VU HRr 0 « B T2 A 400 D9 R €2 3% b B2 4 i
BN R (PatternDystrophy of the Retinal Pigmented Epithelium). X 446143 4
P IS B ZRE (X-Linked Retinoschisis) &t [RIREE 78 A B« R M RO 2 PR 42
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(Benign Concentric Maculopathy) . Lt & K45 dh s 72 G (Bietti’ s Crystalline
Dystrophy) 3 PEAR B (089

[0146] AL D P2/ L OO0 I SR, 400 PO B ) 2 | e DR AR F L KA IO i 2

(01471 JEd < 55 JRE A DG (R A0 100 B30 2 | S0 R P A oW s € 2% e 4 L A K i i 2 o R £
% (Posterior Uveal Melanoma) \ Jhi e 5% L 596 K 2% J 98 Tk 8 P e 6 A D9 JRSE AR
W RE G 28 R 0 i e B & P45 /498 (Combined Hamartoma of the Retina and Retinal
PigmentedEpithelium) « #F P & 140 g J87 | AR JES i & 38 A 988 (VasoproliferativeTumors
of the Ocular Fundus) 4 W42 % 40 fiJeg  HE Py sk E0989

[0148]  ZUUE « ROIR P DK S B0 AL Sk e AR 22 A PR IR (0 38 b e Ax, St 22 e Pt I
P Ik 29 JEL 9 22 A AL T PR I s A S R R R 3R b R 5 S AR

[0149]  FE— LM A, A CIARSCHER A ) W47 ANEsh) (kA Bk
s R ) BERENEE . 20— DS &, 45 T AL 753 AR B R
B N, T B RO E R AR A Y BRI IR G by o RS =, iE
J7 B AT B AR N IR T R R D P A 25 T R IR AR ST
ST ST VIS T (sub—tenon) v HREK 53 5 LA R i By RS .

[0150]  TE&/D—ANSHE T =, 367 B IR o 3w 1 7 Vs B R Il N IR B v
/b —AE AT FIR SR B R S A NG T s BB R ST S AT
MR RE N S IR BR S S DA RN ES T B . VR AR B A R A s L Sk, i 22
k27 FEF KB 30 FE Sk, EATTA R TR A EWES B SESWIRES )5 B .
T [ B 2H 73 ] AR N SR, 0 AN T B R RS

[0151]  AHE AP LE T B IR Va7 ) B 1R KTk W BTk, fE AN B
HELIGE B AR P i s A AN REBCR A RE 22 /D2 2 AN H o FERE LR AP, SR [ REFT / B8
HEWBIT IR R R D2 14, 2y =48 . e A A, KL RT LLGIT A R
ORI =4, g A

[0152] AU B 75— 5 11, Sk T ¥R 7 MR IR RO BRI 24 4, 046 <) 2 A BRI TR) SE G
(RIRE N0 1) 25 5 » V2R N 2 A A 56 205 [ T 4 R A A BR 25 RAR ¥R TT A 7 Rl 25 ) S ke 4
gy sBA S b) A AU B AS o Ul B A AT ELRE R AP IR < ] AL AR AN A0 NN R
DL AT IR ) i BB AR B 45 53

[01583] KT ASCII AT, AT AW B IR YR NI — > SE Tt 7 2B FE KA B (AnEE IR
Z2 RN VBE TR FURAR VHE ZE KNGS ) CL AT AR R R G A oy, FF HEARB AR L
B o AZAANY) W] TI6 7 CLFRE R e e A 20 15 2% A P ) e 26 T 8 DA B HL R R , R0 G B B
TR RS AE DS B BEAR M DA S iR AR . LIE L, S U AE N P m] N i R ) B AR P
AT PRI — sl 2 M 2L I BLRIAE AN e/ B B H o 040, 15 S R S A 1R 2 [
B ] WA NIRRT, S5 AN DR 1 P 3B P AR L R 0 5 2 I35 T e A/ Bl IR
[0154] 7 55— S 7 S, FE N AT 5 A 2 ] Bt A8 PR U AR A, JF HAE N mT o )
AR ETE R B, FE AP R] ARRT ASE. ERASE A, 5 K48 FIAH L T )
HTE IO o AN]SR IEA S) A A YERFEIRES N I e AL . i,
SERE AN A AR A, TSR O S 5. HeEAY (BFER4G8 A7) ) n]
WA R CIHBERIR AL 7y o I, KRR T A AN B S (R B IR
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[0155]  FEHCESEUE 7 Srp, AW & A R [ ( s e e e i B R 25 R A ) FH R AIK
IR 2550 (40 a 2 B ERR SR RR AR ) o X LR NP FH 15 1 b 5 25 [ B AR D)
FE TR MR S AH OC BT AR PN S BT T 57 o

[0166] 75— SEHti 7 &, & A SR B REIAR N f 3R ml & B4 48 B ik B3R S 0a i,
HIEARBARENIA Sy o A KA R — 252 a 4 FR e 4,

[0157]  SEjif

[0158] T SCIRIALE PR il P S ] Ay AR 90 35 1 57 30 2 AN o AR T A O B S T 1) R A
MALIE I 2518 8 R 2 % R G 72 UL AT e 7 ¥ IR St Je 2= T PR il
AR EHEE

[0159] St 1

[0160] il & FIR B S An T AT A2 40 B At 14 58 A D 28 T FE AN )

[0161] BRI 5 R S MAE AT W 45 FF48 H 1€ 24 96RPM (] Turbula #R3%
IRE 15 8. BRI SV R AA B AR B 3R, SR 5 PR S 16 408D,
76 110°C 3 160°C (B TR IZE G ) ¥k IR G WALk 30 708, TE R &4 /
IR . RS R E SRURER , SR S B Ok R AR P B T AT 4 . S F 4T 4EBY
%29 0. bmg BLZY 1mg K/DHIFEAY) . ZAE AW EL] 450 u g 2 550 1 g, BLZT 900 1 g F|ZY
1100 1 go 1mg K/PMFEADK ALY 2mm <, BAR AT 0. 72mm,

[0162] MG AFRHFEAMINEER 10m10. 9% EhV R 20m] B2 HE 5 /M o B8 /MION 37°C
PG KT . 7R 147 REEE Iml SR -3 EAH R AR ER KB 8 A 5, 2 J B )
#e— IR o PRIMBETBANALE B HEX IR A EIEAT , BRSNS E R

[0163]  FH HPLC #AT 2545347, 1% HPLC HH Waters 2690 7y Bt ( 5k 2696) LL K Waters
2996 Y HL AR RE AR I 240 o VarianMicrosorb-MV™100A C18 A:H T4 55, &l 28 4%
b 254nm. JWBNAE A (50 © 50) ZfiE /0. 005M Z 4N (pH = 4. 0) . WA 1ml/min, SIs4T
B[] A 6min o 28 i TF SE7E — & AR B A J b 18 254 B 25 I ) 22 A TR 3P 80 o e i 6
(ng/ K)o

[o164] il %% T Sk 20 DMEEER R ARAAHIF (R TR Do i H IS4 Boehringer
Ingelheim Resomers RG755.RG503.R202H.RG502H F1 RG502. [Fl 45 Kk B 43 K2 0. 6.0. 4.
0.2.0.2 F10.2d1/g. F¥5FE% 518 40000.28300.6500.8400 F1 11400 1 /K.

[0165] 3K 1. MR IBUEEAA il

[0166]
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Bl #eik FA (w/w) RE Melt T E x t rul Nozzle| DDS Size
I.V. (d1/ T(core)
g)

1 453-98A | 40% RG755 0.6 160°C 122°C 380um| 0. 5mg
2 453-98B | 40% RG755 0.6 160°C 122°C 720nm| 0. 5mg
3 453-99 | 20% RG755 0.6 160°C 116°C 720um| lmg

4 453-100 | 40% RG503 0.4 150°C 116°C 720um| 0. 5mg
5 453-101 | 20% RG503 0.4 150°C 106°C 720um| 1mg

6 453-116 | 40% R202H 0.2 110°C 90°C 720nm| O.5mg
7 453-117 | 40% RG752 0.2 110°C 90°C 720nm| 0. 5mg
8 453-118 | 40% RG502H 0.2 110°C 84°C 720nm| 0. 5mg
9 453-119 | 40% RG502 0.2 110°C 92°C 720nm| 0. 5mg
10 453-120 | 40% (1 : 1)RG502H/R202H 0.2 110°C 85°C 720nm| 0. 5mg
11 453-121 | 40% (1 : 1)RG502H/RGT52 0.2 110°C 83°C 720nm| 0. 5mg
12 453-128 | 60% (3 : 1)RG502H/R202H 0.2 110°C 95°C 720nm| 0. 5mg
13 453-129 | 60% (3 : 1)RG502H/RGT52 0.2 110°C 101°C 720nm| 0. 5mg
14 453-130 | 60% (3 : 1)RG502H/RG502 0.2 110°C 101°C 720 m | 0. 5mg
15 453-131 | 60% (1 : 1)RG502H/R202H 0.2 110°C 101°C 720 m | 0. 5mg
16 453-137 | 40% (1 : 2)RG502H/R202H 0.2 110°C 88°C 720nm| lmg
17 453-138 | 40% (1 : 2)RG502H/RGT52 0.2 110°C 85°C 720um| lmg
18 453-139 | 40% (1 : 2)RG502H/RG502 0.2 120°C 85°C 720um| 1mg
19 453-140 | 40% (1 : 2)RG502H/RG503 n.a 120°C 99°C 720um| 1mg
20 453-141 | 40% (1 : 2)RG502H/RG755 n.a 120°C 99°C 720nm| 1mg
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[0167]  FA =[PSR LA

[0168]  I.V. =[H KT

[0169]  Melt T =/&RlELAr

[0170]  Extru T =% A

[0171]  Nozzle =WiM§ 42 (um)

[0172]  DDS size =ik RGN/ (RIFEAEAD E R )

[0173] £ Jril & 1 20 A, 5326 T 16 ANl 50 A TR ek (50 #1-11 F1 16-20) .
AT, BETA A 10mL B R £h 22 ph RV (PBS) , FHAE BRI 18] A e 1ml, {HJRAE FIA =
JE I TA) B L3 A S BRI B S RIS Ll PBS, FF H AR 4 9ml, {H2 BRI
HATEE , B AT mbn e 2 o 5, BB it 4 0. 9 % I 3K, FEAE BRI 8] i
e oml, BEIBHEAEE 1R 2 R

[0174] KT EER R HIFIAEL 2 ~ 3 > H A BB 7 i@z &=. 7616 1
HIFIAA 1L ASFIFIRBEC T 29 2 A HL 46 1L ANEIFRPE 6 MBI T4 31 H.

[0175] ¢4, A Resomer RG755(453-98A.453-98B 11 453-99) F1 RG752 (453-117) #i4
(KT HIFIAE 4 RJa L AR, B 5 — 4 H a2k,

[0176]1 ] RG503 (453100 F1 453-101) FIIRG502 (453-119) il 4 (K117 SoA 3-4 JH [ i3,
SRJGAESE 49 KA 56 K Z 18] 100 % B

[0177]  FH RG502H (453-118) il #& [ il ML RE B0 D, 725 49 RSB RRETH -

[0178]  H] RG502H F R202H [ (1 & 1) VRGP Il Bs st 7] s <, ik 84 Ko
[0179] 5 &, A RGHO2H FT RG752 [y (1 ¢ 1) V& & ¥ il & 1 il 35 76 I+ 4 i 107t A
RG502H (453-118) il £ 1 il IR Tt , (H 2 i 2 LIAE RS 49 RS RRIE R

[0180]  J& T-iX 4bfdf, K B RGH02H I & A8 e 1) 28 S W R & W d L 1 B8 JC i [a]
S TIF HARXS SR TR 5) 2 150 o — b ELA BT 75 B JECRAAE (1) #1175 2 RG502H AT R202H
(1)1 0 2 BEW, EHIFIMEARAE 84 RGBT 914% A o

[o181] St 2

[0182] il #& FHIMIR A 25 S AR AT AL Wy B it 1) 26 -6 WD 58 T IR N D FF B R 22 R 5 58
A ILEAN AR 244 348 B W 52 Sk 96RPM ) Turbula $E3% 28184 15 4040, HR M
FIER G IR AR MBI BRI BE 8, AR5 PR A 15 20 8h. 78 110°CH) 160°C ( Bk
TR R EY ) BRrRIES I 30 2080, LR &Y / it . Bisahamte
FCRIUREAR , AR S5 FIOR 2 AR B R e AT 4. S i 4 4R BY 4 0. Smg B4 1mg K/
[FIAEAY) . ZAAANYEL 450 u g B2 550 1 g, 8K 900 1 g FNZ) 1100 1 go 1mg K/MIAEA
VIR FE N2 2mm K, HATAZY 0. 72mm.

[0183] WISt 1 Frad w25 RAMENDHEAT IR o

[o184]  fll#& T Ak 16 DMEEER K RAndilin (RT3 2) o i HIZE -S4 Boehringer
Ingelheim Resomers RG755.RG503.R202H.RG502H F1 RG502., [l Kk & 4 1 k£ 0. 6.0. 4.
0.2.0. 2 1 0. 2d1/g. “F¥53F 8454 40000, 28300.6500.,8400 F1 11400 i /K.

[o185] 3K 1. EalR2< RAA I

[0186]
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HIF #r TA (w/w) BE I.V. (d1/] Melt T E x t r u|l Nozzle DDS Size
g) T (core)
1 453-96 50% RG755 0.6 160°C 122°C 7200 m 1mg
2 453-97 50% RGH03 0.4 150°C 116°C 72010 m 1mg
3 50% RGH02 0.2 110°C 105°C 7201 m 1mg
453-112
4 50% RG502H 0.2 110°C 90°C 7201 m 1mg
453-113
5 50% RG752 0.2 110°C 95°C 7200 m 1mg
453-114
6 50% R202H 0.2 110°C 96°C 7200 m 1mg
453-115
7 50% (1 : 1)RGBO2H/RG752 0.2 110°C 83°C 7200 m Img
453-122
8 50% (1 : 1)RGBO2H/R202H 0.2 110°C 85C 7200 m Img
453-123
9 60% (3 . 1)RGH02H/RG502 0.2 110°C 92°C 7200 m Img
453-125
10 60% (3 . 1)RGHO2H/R202H 0.2 110°C 92°C 7200 m 1mg
453-126
11 60% (3 . 1)RGHO2H/RGT752 0.2 110°C 95°C 7200 m 1mg
453-127
12 60% (1 : 1)RGH02H/R202H 0.2 110°C 108°C 720 m 1mg
453-132
13 50% (1 . 1)RGBO2H/RG502 0.2 110°C 99°C 7201 m 1mg
453-133
14 50% (1 . 1)RGBO2H/RG75H5 N/A 110°C 110°C 7200 m 1mg
453-134
15 50% (1 . 1)RGBO2H/RG503 N/A 110°C 110°C 7200 m Img
453-135
16 50% (3 . 1)RGBO2H/RG502 0.2 110°C 88°C 7200 m Img
453-136
[0187]  TA =[E&IR 2 244
[0188] I.V. =[Gk E
[0189] Melt T =Wy
[0190] Extru T =% EinE
[0191] Nozzle =Wi¥§EH4 % (U m)
[0192]  DDS size =Z§¥ikiB RGN/ (RIRAMEADIERE )
R o S ST S 3] iy
[0193]  ZEATHIAEIT 16 ASHIFIH, 1528 T 8 ANHIFIAH TR (HIF) #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
ek 7B 3 o,

[0194] LGSR I3 58 KA HIF RN R SA 29 4-6 A H o 78 8 ANlRIh A 5 AR T
4 A H BRI TA), FF H A SR oS A H

[0195] A RG755(453-96) ,RG752 (453-114) Fl R202H (453-115) il £ Iy il 51 (I RE TS A Ay
[0196]  FH RG502H (453-113) il % (1) il 37 B A B IsUme P I 1T R e AP S R It &, I HL
e/ ERTRESREE 4 M H .

[0197]  FH RG502 (453-112) ill#& [l SRl 4 > H A2 E A 2-3 A2 e .
[0198] A (453-97) il BIHIFIRE T IR L 4 A H , (B e B TS 2B R ZE#
[0199] 5 1 pEISHIAELL, B RG502H and R202H 1ot (453-123) B (1 © 1) JREW
il BRI A B 5 21 6 S H IR sa Bt 26 . 2Rt S m S AL, IR AR (> 140
K)o

[0200]  JET-SCfE) LA 2 [RIEE , AHEL T8 — 50, BEWIRE VLT R1T 5 75 2 4%
BRI O, L- NACEE ) 40 R202H, JHK L 5 AR5 (D, L- HAL
g — 3t — ZAZHE ) W1 RGH02H AHVR A, WA 2048 il SRR A NS IR 22 R AL R U %

[0201]  SEJifs) 3

[0202] il & AR MR & SRR AR G AA AR A

[0203] K1EREiI%E (Specialty Silicone Fabricators, Inc, SSF-METN-755, P. N. OP-2) Y
DI 10mm 5% 7mm ()58 LB BE AN TG B PIRIE L4 (Photomachining, Inc) AN
KANEIFL o BEAE IR IE IR AE TFLIECH FLARASLIR)EE DA B E M
— L S ARG S5 (Nusil Silicone Technology, MED-1511) {E—umikh& -4
AT T2 NI, ARG R ANBE R AL o BN 10mm K E FA 4 B Smg AR, 1R
Tmm KHFVE A 2 B 3mg KWL . &5, Mia A8 —ImIF T8 72 /DI, AV
ANEA R EWIE R BRI . SR T 30 MR E R IE HHIA T3 3.
[0204] 3K 3. FURIARASIREE AN E

[0205]
1254
iabés Heix # sl /HE/ S Y KEHifE EK EHH
fE (v
1 257-172-1 2hole-250 1 m-2mm 4526 (n = 3) BS lem 3
2 257-172-4 2hole—-500 1 m-2mm 4667 (n = 3) BS lem 3
3 257-172-7 3hole-250 1 m-2mm 4508 (n = 3) BS lem 3
4 257-172-10 | 3hole-500 1 m-2mm 4437 (n = 3) BS lem 3
5 267-33-1 2hole-250 1 m-2mm 4699 (n = 1) AS lem 1
6 267-33-2 3hole-250 1 m-2mm 4536 (n = 1) AS lem 1
7 267-33-3 2hole-500 1 m-2mm 4457 (n = 1) AS lcm 1
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8 267-33-4 3hole-500 1 m—2mm 4214(n = 1) AS lem
9 267-140 2hole-375p m-2mm 5228 (n = 3) BS lem
10 267-140 2hole-460 1 m—2mm 4466 (n = 3) BS lem
11 267-140 3hole-325 1 m-2mm 4867 (n = 3) BS lem
12 267-140 3hole-375 1 m—2mm 4566 (n = 3) BS lem
13 285-1AS 2hole-375 1 m—2mm 4663 (n = 3) AS lem
14 285-1AS 2hole—-460 1 m—2mm 4806 (n = 3) AS lem
15 285-1AS 3hole-325 1 m—2mm 5168 (n = 3) AS lem
16 285-1AS 3hole-375 1 m—2mm 4981 (n = 3) AS lem
17 285-54 2hole-250 1 m—2mm 2804 (n = 3) AS 0. 7cm
18 285-54 2hole-500 1 m—2mm 2428 (n = 3) AS 0. 7cm
19 285-54 3hole-375 1 m—2mm 3068(n = 3) AS 0. 7cm
20 285-54 3hole-500 1 m—2mm 2899 (n = 3) AS 0. 7cm
21 285-126C 2hole-250 1 m—1mm 2770(n = 3) BS 0. 7em
22 285-126C 2hole-375p m—1mm 2691 (n = 3) BS 0. 7cm
23 285-126C 2hole-375p m-2mm 3245(n = 3) BS 0. 7cm
24 285-126C 2hole-500 1 m—1mm 2819(n = 3) BS 0. 7cm
25 285-126C 3hole-500 1 m-1. Smm 2955 (n = 3) BS 0. 7cm
26 285-126D 2hole-250 1 m—1mm 2615(n = 3) AS 0. 7cm
27 285-126D 2hole-375 1 m—1mm 2970 (n = 3) AS 0. 7em
28 285-126D 2hole-375 1 m—2mm 2932(n = 3) AS 0. 7cm
29 285-126D 2hole-500 1 m—1mm 2619(n = 3) AS 0. 7cm
30 285-126D 3hole-500 1 m-1. Smm 2498 (n = 3) AS 0. 7em
[0206] 7 37°CHf 30 MAE A P EIEF—FIEALSH Iml BERR SRS ELV VR (pHT. 4, PBS)

(1) 5ml B0 . 7RSS 1471428 RAHVE e 4 AH R R B i 55 78 38, SR ) B Fl 46—
Ko M Waters HPLC R&EAT 2575 M7, 1% HPLC R4 4K 2690 (B 2696) 7 B DL J&
2996 S HL A REFIR IS . Rainin C18.4. 6 X 100mm A= FH T4 B, ¥l #43% & 254nm. i
50) £} —0. 005M NaOAc/HOAc (pH = 4. 0) , ¥t & ImL/min, B MFEEAR BB
ATITRI A 10mine 3k v 8L — & AR I 5T (1) 25900 B 5 I 1) 2% A i 8 TBFR) 22 2 R T
WA, RINA 1 g/ Ko X 30 eI Ui AT 1RO, fEAPAIE = AN, B T R 45 31 8,
1 LA & F B — R R — AR I

N (50

[0207]
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500 o m) , FLIEJEE (1mm. 1. 5mm B 2mm) EAMIRAE (Lem 8 0. 7em) BL& v KEATEA BT
Ao

[0208] R &, 4B 30 MHE ADLE S — R IR WL I 259 5 BT, IR Ja B AL
b, — BB RBES, I HARATES 14 KRG EHENFHEB e E . % 3 s, 76
P B, 57 8 It AR Tem, #Z5 B 200 4. 5mg 0. 2mg. F4i& 1 3] 4 A B,
M 5 2 8 AL . REBRGE (1 g) BN RECFRI R RB R (1) I [ BREAE
K4 2K 7R

[0209] M5 14 KRB 487 K, #Ji& #1(2 NFL 250 um) | #2(2 L -500 1 m) « #3 (3 4>
fL-250um) DA% #4(3 ASFL -500 um) [~ 35 B I 2 43 51 Oy 0. 63£0. 23,1, 7240. 52,
0.94+0.30 f12.821 g/ K +0.41 1 g/ K. iXEesh B E I A4 #5.#6 . #7 F1 #8
FH, R 14 R BHE 448 K, IR LR ()~ 2R TBOE %43 7 5 0. 88,1, 10.2. 48 Fl1 2. 84 1 g/
Ko LEAT VYRR IE WS 2 oM 1 L2 B 5 58 H PR E BA R M
B, fxE #3 BA =L, M #1 BAA [ #3 A A BRI AL, F i #3 BB R
ARG #1 1 1.5 ff. TEAIE #4 R #2 O3] TAHBIRI 45 3

[0210]  7EFIE #5 (2 ML 250 wm) L #6 (2 A>4L —500 1w m) « #7 (3 ~FL 250 wm) FT #8 (3 4>
FL-500 wm) o, FAVRINAEA IE #7 F #5 2 (MR OB R L3R R T = A, #iE #8 1 #6 40
o XA WA TG i #5 QAL 250 v m) WPFIREIOER N 1 g/ K,
ME #7 (2 L -500 wm) [ PIREHEEF N 3 g/ Ko

[0211]  #14¢ THI3E #9(2 ML -375um) « #10(2 PFL —460um) | #11 (3 P FL -325um) LA
S #12 (3 AL =375 um) , BN A WK, MiE 13 ) 16 2 Lw B 4. BRBENE (1 g)
R TE) R BRI R R BT R (w @) PN IR) R 7R 8 21 L1 iRl 2 14 K3 397 RIK4E R
KR IE 9,104 11 F 12 [P R HOE 2253 51l 24 1. 0240, 25,1, 2240. 29, 1. 06 +0. 21 F
1.5040. 39 g/ K. [FIFE, #3 13,1415 A1 16 ( LHEECHTLL ) AIEIE 2 B HAE KR i
Ay 1.9240. 23.2.2940. 33,1.944-0. 18 f1 3. 1540. 64 u g/ Ko B Fh I B3 (KR
TR0 AT g A B A 2 P A

[0212]  MZE 14 K3 376 K, #41& #13 (2 A~ FL -375 1w m— [A) B 2mm) ) ~F- 35 B 0 % 4
1.9240. 230 g/ K. [FIFE, W 14 RN 376 K, fi& #15 (3 ML -325 u m— [A]fE 2mm) ~F
PIREORZE N 1. 9440, 18 1 g/ Ko E[F— BN [A] B, #4J3& #14 F1 #16 KPS T80 273 5
H2.291g+0.33 g/ KA 3. 150 g+0.641u g/ K. 54, {E 376 K53 #13 Al #15 5
B 0k 16.02% £0. 78 %l 14. 22% 1. 13% . UL FIRBE0E 28 4 B aih, #3E #13
1 #15 B A ar R 2 00 0h 6. 4 FI 7. 24 4

[0213] L% T BB BUE RN 0.5 0 g/ RIEAY . ERMEADKKEEL RN
0. 7em, FFIH 7S T 29 2. 8mg 0. 34mg (K254, FFAEFR A HIE 17,1819 F1 20, FrBIs I R4
EE (ng) MBRIEE L BERB R E (1 e) HIBT TR AIAER 12 F1 13 R,
[0214] 25 R M 14 KRB 329 K, fi& 17,1819 F1 20 (1]~ R JH0H 273 73 A
0.95+0.14.1. 71+0.55.1.93+0. 56 F1 2. 76 +0. 270 g/ K. HTHiE 17.18.19 F1 20 [
ERM L Ocm 4552 2] 0. Tem, M IR £ BR 2 T 29 0. Loem PIRERTE . R, FLERAE IO K i 5
i, CAEUE )28 R P R LB B FLEI BRR T . W ANTE ZE XA R s BRIt 2. A
PRAX AR B IR, 4% 1 FLAR kG B B3 1 B el o iz B9 R o ) A4 356 o
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[0215] &) 10 P& 0. Tem, T2 E 1EUA & 2 2. 69mg +0. 36mg. F41E 21 B 25 K
K MR 26 2 30 A TCH T FrB BN SR & (v @) BN TR R Ek L R B KRR E (1 g)
() TE) BR A P 14 3 17 R,

[0216] 5 14 REIZE 289 K145 LR B #)IE 21.22.23.23 F1 25 1 P 348 JH0GE 53 31 Ky
1.0140.23.1.7640.57.1.73+0. 30.3. 0+ 1. 26 Fi1 3.324+1. 06 u g/ K. [ FE, ¥ 1& 26,
272829 F1 30 ( LR FCXT41 ) HIER R A 14 KRBV 289 K, ‘CATTI 1 X R HOH %
4% % k0. 4840.03.0. 85+0. 09.0. 8240. 08,1. 1940. 15 1 1.97+0.69n g/ K. ) i&
#26 (2 4L -250 u m— (A& 1mm) FPIEREIORZEN 0. 51 g/ K (WIS 14 REIZ 289 KK
0.484+0.03 1 g/ K ) I HAF 289 Relf%ir 9.5 N H BB RN 5.76% +£0.32%., L E
TR O o, F A RN 13, 75 4. — M &, 5 R i R OE R 4 4 T B e
HII Mo

[0217]  sEjfEfsl 4

[0218] il & A PN IR 25 S An A1 R A W B AR IR A A\

[0219]  AHSEHEW] 3 F 7R A iE #29 FIRE NPT AR ISR . anseiifsl 3 Bk il & HE A
Yo M3k #29 KPP IPRIBOE A 1. 1940, 16w g/ K, I BRSNS 7F 289 K LGB H %
Hh14.28% +1.59%.,

[0220]  7EPY R AT R ST . & SUARAS A A )38 1 S0 RFHFE AR B R R4 IR
(0D) AIZEHR (0S) HJE Be (RISEIRAR ) o MATPI R A dilicBie 5 /K (15-20 u L) TSI AR
(150-200 w L) , 1y 6] & 9 S A Ry AT ik SRASE TH RN & , Hrp SRR IR A 56 7.14.21.40 Al
60,90 1 120 K. RNBFFEE RER 4 HRt

[0221] 3% 4. A HIE 1 38 305 P V80 1) I T R R A 7K

[0222] 5B A (ng/ml)
[0223]
REL 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
8399S 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
SEEME 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
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[0224]  GRUARAA 1 350 3 38 AR /K P HE 38 — AR N B, AR S TE 38 — 8 G e RRAE 2 30 F
50ng/mL Z [ FEATAR I [H) £ 33 A TE A S HL R PR 1T D RS 00 2] 1G5 1R SRR A8 o

[0225]  [AIL, TGk S pEfe) 3 F0 4 LR T K38 RS AE A, 76 B — B A 5L (4n
1=2 4 L) A AR TR R LA E, 20 g/ REL 0. 51 g/ Ko

[0226] 41 #29 (2 4fL 500 1 m—1mm) #H TAABFFE, HINAFLE 120 K HEIBEIE A A 1B
R A MR FE A T 0. 026 1 g/mL F1] 0. 096 1 g/mL 2 [8], I 7E b5 7K Hh BE A B A R IR TR 9
LEY /NS

[0227] T B o 20 B e o) B P A N K T o gt R ) 3 1T 5 KRR AT )RR T
2R KB 5 I A% e e s oW B BIAE S 45 R I ] B2 K B ] A N AL
feo RS 120 RGP K3 I A A R

[0228]  SJifs] 5

[0220]  HH & 5] A AR 00 58 6 028 UG TR SRR A IR W AE AN DIR YT

[0230] ] 25 K 5%

[0231]  —44 48 % [ Ac ST S A I 28 o b AR 0 U IR B 2 . Ad FH B4
250 b g BE IR S FEHA R 250 1 g W[ AR FEMR I R GRG0 (SEREM) 1 Frid ¥ R502H 1
R202H, b3 A 1 ¢ 2) BIHE AYIRNAZIE LSRR N« 20 2 K, i d LT iEE =
I AR 350 2T 2 R 6 B PR o it a3 T A0 0 R (98 B iR s b . R T
K PRI AR B R, JR iR T A=A H

[0232]  SEjifs) 6

[0233]  FH & 5 R ARSI REEAA IR PRI TT w2 5 R

[0234] —4 62 Z R MEBAERAEER . THEHHEE 2500 g BRBFAARE
WA (WAERN 500 0 m FIFLAHEE Tmm) IR AN 2% 5838 SR R B F AR o AR 4R
B VNG — 2 PR AR TE HAL A i e 248w st T AWM. 7EIX BN R Y
WA LA B,

[0235] st 7

[0236]  JHI-& 25 [ W A AR Y RE N0V 97 25 R /K i

[0237]  —44 53 % (1) 55 Pk & A 25 /K, S0 A A EL Sk (093 B o5 mT AR A B i 1
HAYTEN BB A IR B A NG T 1Z 8 5. ZHEAYE 5000 g B B &6 A
500 b gPLGA. HBFMRE VNG — BN IR A AP E . e mirs 7y
PRAE . {EIX BEIN [B) YA R PR

[0238]  SLjifs] 8

[0239] & 251 5 K PO RS N0 8 7 B AR

[0240] —% 82 5 [ MRS W LA IR S B B M . T I B AR N N 600 1 g i
PR SR EAA AT 500 1 gPLGA ] AW BRI RE NG 7 8 3 o 2 N OB AR R AR
FE RO AL, (EAS T4 B 3 AL ) o BE— 25 AR R 2210 W I 2 BE AR MR LA -, O HoER R
JEAZ B BB MEAR S g5 . TR IARTT , IR Y R 4R nT $E32 HI BR A PN o

[0241]  SEJifs) 9

[0242]  ZRE-EW) 1 RN 22 J T HR PO AR\ ) 52 1)

[0243]  ASZHEFIHEIR TR (NACES - 3L - 43885 ) (PLGA) AW i LA R 3 25 8 X 58
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A RN 2R [ e R AR SR SO B s o SE R 5, AL R T RSV 7 1
(MW) (AR - ZACHE (LG) tti%&%’é.@?ﬁﬁzﬁ/\ﬁﬁﬁﬂﬁix*\ (TA) B SRR XA
MR (BD) 5 (D, L- NACHE - LATER ) REWHENYIRIBEEE £ 2488 (TA) 8 S0
KU i (BD) E’Jfﬁﬁﬁlﬁﬁéﬂﬁﬁﬁ ﬂ

[0244] AR ZSMRETBO S8 K EEGY) CAnA S F1 18] PLGA) 119753 ?i (MW .
VI AZ G — SACREIEE 3 (LG) LA RIE A N sk . 1EmIR

(PHT. 4 ;PBS) B 0. 1% 7 kedk = MERIRAL B (pHB. 4, CTAB) HIFTERIR 211

PRSI S [ T AR N A2 BT R T o

[0245]  fij1f & 2, 18 ik I B HF VAl 2 N, SR 5 TR0 IR Bh G o h SV (pH7. 4) B
0. 1% T/ itk = PR EE (pHb. 4) AT IR SR Eh P T 37°CIF &, ARl
HPLC 73+ #7 24% [ B IAFE AR T o 25 RAm MR N T RETECRE JR 0 T 90 K, A5 SUKAA SUN TR
P AKEL N0 ERTRE TSR B0 T 35 R

[0246]  IXLEIRIG K 25 SRR W < Py Fh S [ B A0 AT 4 R Eh S8 v T B AR R 2R S i v PRSI
RG22 o REBRIE £ RARRIZKE A A5 ZUKF SN BRBR Y 150 4%, (H 2 7R 9] 30 K H
PR A A% [ e R Tt B2 I A AR AR o SRS IR AR AR I8 2 X BN TR Y (24
IR 30 RN ) XBETBUM S A T INRI 2R o 76 530, B TIULLT 52 B 25035 HH S I SE e o 1 B
I 30 K i BAERE TR 26 1) 5 — BLInT [A) B, S-SR e AR 15 BE N B 2L, IR 2 th TSR A I
TR A R ) 22 e A3 B

[0247] M Pharmacia Upjon /A w) 3RAGEH L 25 RAR o M Sigma 22 7] SRAG A5 SOKAA XA BL B o
M Boehringer—Ingelheim Pharma GmbH & Co. (fE[E ) 3k15 PLGA 2854 RG502. RG504
RG752 Fl1 RG755., M VWRScientific ZRIFEEEW (0. 9% NaCl) » M Aldrich 15+ /NkidE
= PERALEE (CTAB) .

[0248]  f A 1 N ¥ 4% ERBEHL (5 mm200 ;F. Kurt Retsch GmbH & Co., fE[H ). i
BESR 4% (B5 T2F Nr. 990720, Glen Mills, Inc., € B V6 ) 3% ZE R B EHL (APS
Engineering, Inc.). Jk & %% (A 5 A-1024, Jamesville Tool &Manufacturing, Inc.,
Milton Wisconsin) ¥ /K4n (5 50, Precision Scientific, Winchester, VA) . &
AR (HPLC, BL5 Alliance 2695, it Waters 2497 XU KGRI ES, Waters,
Inc. , Milford, MA) UL R 48 ( 45 1330F, VWR Scientific, Cornelius, OR) »

[0249]  FEASEHEMR] H, Wik B R B AT . £ BA WD ABNIE S BRI AB TR
ENLA RS TR G R EBENR GY . 1% BAAE 20cps WERENL FSCE T8 R as IR
MLEECH I 25 7RG N A, AR JE TR ER AL 2 PR B ksl 2 ik, Bk T B
SR MG ER BB WL A FLE 20eps R EiR & 25 FRCE B8Pk . H 25 TIRUN AR -3 2
PN BRI D BRI TR AR B (die) BIFFENUR . BRI INE , I 50psi
) s B AR AETE AR TP Bk ) o 25 N UAM Bl S T, o HL AL 25% AL, SR 5 35 AL
IR — 8 BRI SEBT-5 . LL 0. 0251in/min K528 W)2K B FHE G W) 5 B oA A, i
153 4T 4E g B D) Rl 2y 4 Te~T K, FRAN 60mL W8 55 /N, B /N E BRI R
& BT,

[0250] 5 Hs IR 2 2 A LA B s UK AR XA I I ) S 36 45 A 2 il 46 5 F1ER 6 ot e
[0251] 3% 5 EEIR 2 R An /PLGA $F H 24
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[0252]
REYHER| | EEHRESN BAE B IR BrIERE
BEY % psi P m " /min T
o
RG752 100 30 50 720 0.0025 %
RG752 100 50 50 720 0. 0025 96
RG755 100 30 50 720 0. 0025 97
RG755 100 50 50 720 0. 0025 96
RG502 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 50 50 720 0.0025 101
RG752 100 30 50 720 0. 0025 87
(0259 2 6 AURKA AR /PLOA BFE B
[0254]
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[0255] * 1

B E MG

0256]  HRILS BATT APT A

E‘Jﬁﬁ%%fcgﬁj;fiu qu?é&%ﬂzﬁfﬂif% 3k & HE 90°CL
A e G R i CH s
PR G ¢ ot ) H0 LHAT 50 7). SR
FE (0 = ) b ml f R 44 08 o H R

W (0 =6), #mﬁ;ﬁmﬁﬁ@%@m@;ﬁ%ﬁ%@ﬁ%ﬁ PRI 37C

¢ mm/wﬁw%z%{%“ Wi HPLC E(pf 7.4 0. 1%

o o [ E [ SR /I:Hﬂlﬂ,ﬁﬁj\;[:ﬁ

o AER 1,47, 14
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21.28.35.48.69.77 F1 90 W & 244 [F B PRI R it o

[0257] 1@ oL 1f H *% H Waters Symmetry C18.4. 6 X 75mm, 3 1 m £ [ HPLC (Waters,

Milford, MA) 73 H7r M PLGA (28 (TNAZHE - 3k - &4ACHR )) SNBSS I 25 RAn

(TA) » WBIAHA CHE - 7K (35 ¢ 65, v/v),ﬁ@jj L. OmL/min, 3 HNFEAAFR A 20w Lo TA

(R SMEATINAE 243nm AT o SIS ATISTEA 10 43080, TA BIHFE IS TR A 4. Omin.  DLUSETH

FRUL R BE R 22 RAN I RRUEAL 2 4 FERE AT 2 & .

[0258] i it fd FH 3% F Discovery HS F5 C18,4.6X 150mm, 5 m % [] HPLC (Waters,

Milford,MA) 73 #T A\ PLGA 584G WAE NYRE I B A5 SUKAA XN BR IR (BD) o YiLahAH K LM — 7K

( 2 15),v/v) , LE A 0. 8mL/min, - HNFEAARFR R 30 1 Lo BD (4N IIAE 240nm F

o BISATESEA 5 23 8h, TA B R A 2. 5mine DAVETHIRR LA K BD FOFRUE 28 4 2

ﬁtﬁlﬁﬂﬁio

[0259] R AL ) =A™ IR 1) A5 RIE SRTRGE S0 AiZ e 15 21 1 25 SLdEAT e 1R 4y

Bro

[0260]  FAMR 2 RASIRE A SR o0 mER 7-10 LUK 18 2] 21 HhoR i,

[0261]  IE4n 7 G TRAEE, TA PR CTAB 25 i 7 (1) 38 B e BRI 3 PBS 22 i

PR RIS FRIE 52 2 pH LA R 5 PR SRR 52 i, BAT T RT 08 2E S W) R K i 2R

FH O 2 R R T

[0262]  7ERT 30 KH, 5 MW 5 LG LERA L, A9 1035 25 26 254 R 3G 6 1) 1E 1 5%

Wil dpe Ko 3 T AT 30 K, LG EG AR S B w25 MR U 28 T AR BN A T e . He g Ui, B

(1) LG EC AR ATAF R THOR 2 PR AR FFAA BB 32 BTAT AR 0 sl E H IR BT R 4, {H 2 1K 2E 5

i) R B8 5 7E W R 5 A R (2R 2 ARG, AR E R S AR I v A3 H 2 254 . 47

%’j?%»ﬁﬁ*‘ﬁ%ﬁf/'\ﬁ 25D RS JEOER 0] 52 3 JE B4 BIK AR i 45 1), XU LG EL R IR A )

B REWRIK R,

[0263] A 73 BN 25 YRE TR 26 R ) 7 A e ) B L T 5 ) — LS 3 MW

BRI RA YRR, R I A 2 BT 2 AR B BV FH S B A e 4, {H 2 X ]
RE HH B FH TR MW 1R 58-S 3508, I HL At v MW SRS YK i s P . R 522,

Jziﬂﬂ;bw%%%@%Eﬁﬂﬂﬁﬁi’f%ﬁﬁﬁlxﬁ%ﬁ@ﬁf 0 WG S0 2454 6 Tk 2652 38| 26 5 W /K fifh ik

R

[0264] 3K 7. 30 % Z A REALBEER TR S EhVETR (pH7. 4) )2 RS SE R

[0265]  EBEE (%)

[0266]
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75530 | 752-30 504-30 502-30 | 752 30K
1 1.08 0.81 1.75 0. 74 0. 46
1 1.40 1.02 2.13 0. 94 0. 49
7 1.56 1.08 2.29 1.00 0. 59
14 1.70 .10 2. 47 11 0. 60
21 1.92 1.28 2. 86 147 0. 69
28 2,05 1.37 2,14 2. 77 0.97
35 2.08 141 9. 73 1. 60 1.06
18 2,22 1.98 13.74 7.73 1.65
69 14.03 2. 42 21. 70 11. 70 3.98
90 20. 94 7.82 36. 46 21,22 7.05
[0267]  pr#EZE
[0268]
755-30 752-30 | 504-30 502-30 | 752-30R
1 0. 08 0. 12 0. 14 0. 04 0. 09
1 0.05 0. 11 0.13 0. 04 0.03
7 0. 04 0. 04 0. 06 0. 04 0. 03
14 0. 03 0. 02 0. 07 0. 05 0. 02
21 0. 03 0. 03 0. 03 0. 01 0. 04
28 0. 05 0. 03 0. 19 0. 02 0. 11
35 0. 02 0. 03 1.09 0. 09 0. 05
18 0. 12 0. 03 0. 83 0. 33 0. 10
69 1.87 0. 06 2.09 0. 73 0. 25
90 0. 34 0. 94 3.05 3. 10 0. 53
(0260] 3¢ 5. 50% B ZH Bt IEBRIREL LRV AR (7. 4) ) 5 JFARF I 2
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[0270]  SREHCE (%)
[0271]
75550 | 752-50 50450 502-50 755 50R
1 1.83 2. 01 1. 88 1.97 2. 20
1 2.93 2. 32 2. 56 2.57 3.75
7 3. 68 2. 44 2. 74 2. 84 1. 62
14 4. 66 2. 58 2.93 3. 09 5. 68
21 5. 23 2.73 3. 16 3. 46 6. 21
28 5. 60 2. 87 2. 29 2.23 6. 62
35 5. 75 2.98 6. 37 2. 92 6. 84
18 5. 92 3. 70 8. 07 7. 44 7.04
69 7.69 5. 35 14.47 10. 79 7.84
90 9. 42 7.38 39. 38 33. 66 8. 59
[0272]  FRi#fEE
[0273]
755-50 752-50 504-50 502-50 755-50R
1 0.35 0.15 0.72 0. 09 0.16
1 0.09 0.05 0.32 0.08 0. 14
7 0. 15 0.05 0. 10 0. 04 0. 16
1 0.12 0. 06 0. 08 0.05 0. 11
o1 0.09 0.03 0.09 0.03 0. 04
28 0.05 0.06 0.56 0.08 0.05
35 0. 01 0.05 I.01 0.04 0.03
18 0.04 0.09 1.58 5,65 0.03
69 0.79 0.2 3.75 5.60 0. 08
90 0.47 0.37 545 3.63 0. 08
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[0274]
[0275]
[0276]

[0277]
[0278]

% 9. 30 % E 2 B AEFTIR IR Eh I IR £h 2%

BEREICR (%)

7556-30 752-30 504-30 502-30 7562-30R
1 1.79 1.93 2.50 1.07 0.69
4 2.18 1.93 2. 85 1.12 0.74
7 2.35 2.22 3.03 1.13 0. 86
14 2.61 3.05 3.23 1.21 0.94
21 3.00 4.62 4.73 1.59 0. 96
28 3.45 12. 44 16.60 7.99 1.00
35 3. 57 12.59 45.16 256.70 1.00
48 4. 05 12. 99 94. 39 77.56 1.46
69 18. 96 42.24 95. 24 83.21 45. 40
77 58.09 83. 17 63. 83
90 92.97 96. 82 79.93
bRtz
7556-30 752-30 504-30 502-30 752-30R
1 0.19 1.11 0.12 0.05 0. 05
4 0.03 0.00 0.02 0.04 0.03
7 0.06 0.26 0.04 0.02 0.01
14 0.05 1.18 0.02 0.03 0.03
21 0.21 2.06 0.04 0.02 0.02
28 0.27 3.92 0.27 0.64 0.03
35 0.07 0.06 2.99 2.69 0.00
48 0.27 0.04 3.90 2.92 0.04
69 0.48 3.20 0.50 3.24 2.29
77 2.48 6.49 2.71
90 3. 88 5.73 4.08

35
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[0279]
[0280]
[0281]

[0282]
[0283]

2 10. 50 % I 2 EAEAT R IR Eh IR £h
MBEHCR (%)

Db HV (pHb. 4) P2 AR R

7556-50 752-50 504-50 502-50 75656-50R
1 4.32 3. 14 4.10 3.10 5.63
4 7.96 3.38 5. 77 4.08 9.39
7 13.26 3. 46 6.24 4.42 11.52
14 16.75 3.60 6.79 4.77 14.79
21 19. 60 3. 80 10.34 5.25 16. 43
28 21.91 3.90 20.94 9.17 17.21
35 23.75 4. 02 41.21 16. 58 17.59
48 24.50 5.02 82.11 71.13 18.38
69 43.48 33.38 91.91 85. 27 27.09
77 58. 17 54.68 35. 62
90 85. 58 75.87 54.43
bRtz
7556-50 752-50 504-50 502-50 75656-50R

1 1.01 0. 63 0.14 0.14 1.76

4 0.76 0.09 0.36 0.08 0.09

7 5.93 0.05 0.17 0.03 0.07

14 1.16 0.03 0.13 0.03 0.15

21 1.23 0.03 0.32 0.03 0.12

28 2.78 0.02 0.14 0.55 0.11

35 2.20 0.03 1. 66 3.08 0.06

48 0.34 0.19 3.58 13.62 0.10

69 8. 47 7.52 4.47 1.67 1.65

77 1.78 7.97 1.13

90 5. 86 11.33 4. 57
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[0284]  fEEUKAA XA BRBERE L4 R 73 i fER 11-14 DU PTERIIE 22 3] 25 R,
[0285]  {EixX LI, Sof £ UK AA XA R G DR BRI 1 20 —AN H o 7R IX BN 1] (1) 441
(4nfE2y 1A~ H N ), BD FI TA BB TR e 2 AHBURT, BIAS TA I #2204 BD 1) 150 fif.
PSR YE A TG PRSI BD (1) A7 P i, (DR AN W SE AR [R] A i TA [RPRE T5CR [ 4 (2
o (EREIRER S D, BD BT AN B2y & W mm &, (H2 AR CTAB ey,
SORE A B IO TH S e 7E28— S H B PP BEXS LG LG AR T = i S S P A ] o
FERT 30 R HEZ W AR 8/, AFR LG LR TH B AR T BT R I Za i 2 P b 2
BET 55 MW (P52 2 AN E S <, FEPRRA T b B MW 1539 00 23 58 FA RS RO B ot & 1 B
MW P 18 5 SR AR XU BR B (RS S AE PBS HP PRI T #E CTAB A Ft o

[0286] 3K 11.30% 22 EAEREIR A Z ph b BV (pHT. 4) RS SUKKA XA BR NG I RE i &5 2R
[0287]  BEHCE (%)

[0288]
755-30 752-30 504-30 502-30 752—-30R
1 0.31 0. 34 1.23 1.46 0.72
4 1. 86 3. 07 2.90 2.75 2.27
7 2.64 3.74 3. 64 3. 02 3.22
14 3.03 4. 36 4.12 3. 95 3. 98
21 3. 956 4.92 4. 80 4.61 4.13
28 4.11 5. 32 6. 09 5. 93 4.62
35 4.45 5. 80 6. 82 6. 68 5.03
48
69
90

[0289]  FRVEZE
[0290]
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755-30 752-30 504-30 502-30 752-30R

1 0.05 0.41 0.35 0. 06 0.19
4 0. 57 0. 28 0. 48 0. 34 0.22
7 0.12 0.43 0. 28 0. 26 0. 22
14 0.17 0.09 0. 16 0.21 0. 28
21 0.27 0.18 0. 18 0. 08 0.11
28 0.14 0.44 0.51 0. 16 0.12
35 0.16 0.16 0.13 0.11 0.15
48

69

90

[0291] 3R 12. 50 % 2 BAEMIR ER S b £V (PHT. 4) HR A SURAR XUN BRI RS i 45 2R
[0292]  RVBEECE (% )

[0293]
755-50 752-50 504-50 502-50 755—50R
1 0.11 0. 18 0.70 1.01 0.75
4 0.78 1. 95 2.22 2.00 1. 84
7 1. 13 2.78 2.57 2.50 2. 34
14 1.29 3.19 2.91 2.75 2.72
21 1.62 3. 68 3.25 3. 21 3. 20
28 1. 88 4.15 3. 87 3.72 3. 56
35 2.02 4.42 4.22 4. 36 3.75
48
69
90
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[0204]  pR#EZE
[0295]
755-50 75250 | 50450 502-50 755 50R

1 0.07 0. 09 0. 24 0. 30 0. 07

1 0.37 0. 19 0.16 0. 14 0. 17

7 0. 12 0. 10 0. 30 0. 18 0. 16

14 0. 04 0. 09 0. 08 0. 08 0. 08

21 0. 09 0. 08 0. 20 0. 10 0. 04

28 0. 15 0. 11 0. 12 0. 16 0. 08

35 0. 08 0.17 0. 15 0. 19 0.03

18

69

90

[0206] % 13. 30 % 424 B AL IR Eh W IR sh 2 P SR (pH5. 4) Hh A5 SORFR XU IR i

A RE ik & B
[0297]  SVBEHCE (%)
[0298]
755-30 752-30 504-30 502-30 752-30R
1 0.28 1. 20 2.16 1.28 1. 37
4 1. 44 1. 54 3. 16 1.59 1. 50
7 2. 15 1.87 3.90 2.04 1.93
14 2.62 2. 06 4.53 2.39 2.927
21 3.05 2.35 7.45 3. 68 2.54
28 3. 32 2. 50 12.51 7.09 2. 82

[0299]  FRVEZE
[0300]
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755-30 752-30 50430 502-30 752-30R
1 0.16 0.22 0.23 0.2 0. 10
1 0.24 0. 11 0.22 0. 16 0. 11
7 0.15 0.09 0.17 0.03 0.08
1 0.09 0.21 0.08 0. 11 0.06
o 0.09 0.05 0.24 0.16 0.16
%8 0. 10 0.22 0.74 0.29 0.07

[0301]

[0302]
[0303]

[0304]
[0305]

R 14. 50 % WA EANT IR sh R IR th 2 pF Eh ¥ (pH5. 4) R S KA U IR i
RIRE TR 4 R
BRECE (%)

755-50 752-50 504-50 502-50 755-50R
1 2.01 0.47 3.07 2.16 3. 80
4 6. 26 1.77 6. 01 3.16 7.64
7 9. 00 2.55 7.48 3.98 10. 30
14 12. 40 3.51 8. 45 4.73 13.49
21 14. 16 4. 06 10. 59 6. 04 15. 06
28 15. 07 4.44 15.31 9.21 15.95

PrEZE

755-50 752-50 504-50 502-50 755—-50R
1 0. 36 0. 06 0.74 0. 37 0.42
4 0.63 0.24 0.51 0.27 0.61
7 0.54 0.18 0. 17 0.16 0.58
14 0.49 0. 66 0.15 0.18 0.65
21 0. 26 0.15 0. 28 0.12 0.22
28 0.13 0.12 0.79 0.29 0.08
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[0306] kT IXALL AL, KW MEBAR KIS PLGA FH A Y H B JBEEA 32 IR 1E AT 30 K
BRI [P W 1) Hh P v A SRS T 4 91 R, B S A TR AL o ARV R L (e 259
T JBCI 2 R 2R — 8 53 ) RV U Tl SIS T 5 1) 5 At PR AT = AN (D 5 (EL e AT R T R A
Lo FE I IR) L, 25 YR TS DL 52 4258 T SIS 0 I PR R TR Ik 2R 5 0 ot A 2l S [
SO o CEVS AR CAnE 25RO 4R K3 5000 ), B S W IR /K A o R A A5 o ik 2R
L, I R TSCE 22 s R TR G I e #pk pH B R 7K Dy BRI A R i T
PP SRS ] e R TS

[0307] A WA R A ST 23 FF IR 7 0] 1 AR BT A7 m] RE 1A 21 & £ 1 25 25570 P 1
i, BT 25500 B an 2 I8 3 R R BCE A Z AR SRR WA GY, TRy —Mez e
f5 IR AR FRIHR A o

[0308]  ASCHTSI A48 225 SCHR SO i RRA AT & 0 DA K & 0 R T i 4% 5 | 4 e 4
AAIL o

[0300]  JE EL At AN IR FL ARSI B R SI Jti 5 S EAT T IR T A, LR AR B Y 2
AR IFAZ R, IF Bl EBOR R IR v [ Py LS Rl Ty St A i
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