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L RO Ry &9, Hos

a. Fb—Rh Rl 2 AR R B R R
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C—OR’

&
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Hoob R 2 S 8-18 AR IR+ 1 Jig I R e »

R2 & HC RIS ) B CH, (RIFREL ), H

R3 42 H B &L, A

R4 J2E FH B 2 E IR T, A

b. Z/D—FhsEKIKEE A .

2. MAARNER | Frik M AY), Hod Brid K IRBUE B 2R B # K.

3. MRIERCNE SR | ik 25 MA -G, Ik A S5/ T 10% (w/w) BIK.

4. FRABEBURZR 1 BTk 09 COIRZW A A1), Forp BT iR 22 /20— I I B It A 1 24 R 1)
IR IRTR L & T AR (B /K SR IR A M TR AN T AT 10 S R A T I R PR S P

5. MPEBANER 1-4 PT—TFTAR I D IRA AW, Frid O RS — S0 & miEa
AR BIEIR B A

6. MRPEAURINZLR 14 AT —IUFTR (4 D IR ZG 2 &4, o v BT ids g iy 1 I A 1) 28 1R
e B E TR IRBER R

7. RPN ELR 1-4 TP — AR 16 O ARZ5 A A4, I rp B B o B I A 11 2 2 1
(KRG T BE 4> FH 10412, 14,16 BY 18 NIRJE F4 %

8. MRAE BRI ZE R 1-4 AT — AT IR 19 D IR ZG W20 A4, v Bir 3 T s e 0 £ 1) 2 A
BRI R IR AL AR (Ala) R (Val) s (Lew) «HmE iR (Ile) AHAR
iR (Phe) A Z R (Trp) . FIRAER Met)  FHZEER (Pro) WA &£ HAR Gly) \2A R
(Ser) /&R (Thr) EBEEE (Cys) EREIR (Tyr) - RABiI (Apn) BB (Gln) VK
5% (Asp) MBZAR (Glu) .

9. IR ELR 1-4 T — TR K 1 IRZG A &9, o T ids fig 1y BR e Ak 1) 2 2 1R
W H BT R N- T B L TR H B R A B N- - ek
B -L- RAERZ . H R R A G BN N- | b M -1 R A H REBE L Bt B
N- - ZhEBE A -L- PR H B A IR N- T B - AEIR . H B S
AW N- T bt —L- R Bl A FEBEEH 2R AN N- + he B2t -L- HE R A
B A RN N- T kel -1 AR . A B R &R, N- T B -
AR A B A IR AN N- - b L R R A AR AR AR AN N- bk
B -L- IR ERR . H SRR R B N- T B - RN R . H AR B A R
N-+ B L IR H B 2 RN N- + bl L 22 %R . H REBEE 07 &R
BNV N- bR L DR H B R R L N- T b L (R H B R
AR N- T B L BREUER  H EEBL R A R N- B L AR H B
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ICZ BN N- ZE e —L— Iz S eI A 2 B AN L N- S E —L— 2R 28 M 4 Sk
A N- ZEE AL —L— 5 2 BE A% ZE I H 2 PR s N—- ZE L H 2R 28 WE L 2H 2 B A
N- ZEELHL —L- 2 22 S e R N- SRR - o R SR e N N 28
B —L- T2 R ZE L FR AR RN N— SR —L- AR R S AL R T S B s N— 22k
F L R E IR 22 IS i = R  N— S92 —L— R =R 23 Ik 22 S PR A N 239 0 —1- 22
SR SR IR BN N- SRR - R IR SR L 0 S PR W N- SR - AR L 221k
FERE RN N- Z30E 2, - PR R SR e S 20 = R N—- 2302 - = R SR e S L =R
BAT N- ZSEESE —L- DUER Il FE DL Z RN N- S R R i IR I 25 = R A & 5
P S 7 TR AR Vet B U R N AR R et P R A e R N o

10. MR 4B BRI 23K 9 Brk i O IR A 40, Fodb Brid g 07 BR e Ak (M = 2L R ik B
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12, RABE R Z SR 1-4 AR — BTk ) IR A WAHE W, ik A 5 — P af
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13 RIERRNEL R 1-4 PAE— TR B D IRZGMA S, Frid B & — DA s H
2 IR o

14. FIEZ5W) IR PERURIE SR 1-13 AT — T i DR EMA 5

15. FAEIGIT R PR I 250 BORR AR BRI 25K 1-13 WA — TPk (1) D IRZG A &)

16. MRHEBCREER 1-13 HAFE— BT 1) D IR 25 45 WD AE 1 4 F T 350 B idk 2 7K ik
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F T A R AKiE % B B AT BS B Ak O S B ER

F AR S
[0001] AN BHIH ARSI K AT 10 MRt 328 v 07 1 o3 7K IR AN 8 11 040 g o R 19 A 1 2 3
fR (FA-aa’ s) FIAL S IXFE FA-aa’ s INZYIAH ST .

BEEA

[0002]  ¥FZ HE B K2 (BN & A RIED 7= A2 1 Bk 2 B 52 4 S0 51 19 B2k 6
IR IT R F GE WK IR D FMRZE YRR T (1 B o ki yT . H—
AN F SR S R AU K B3 TR T R R B R, T B FF B R — IR B2 IR
RS ZE. DA ETEREERREMERN TS 24 T H 2N, BEA R HEK
52541t FH A D% (AN & 38 I 254 G s 14 16 K8 7o AH , A7 A5 JLAN B s i nde B
(GT) T8 " I RAE B A, Z5 0 th 22, AR BRI TR AL PRI AS JE R AR A, AR AE BT A 1 i AR
i, I Hie A NIk AR R T DR IE IR T PR K R AP S 17

[0003]  SE/KEE (AR Z BRI — N HER SIS P NS R, KA T B (B EOED.
Wl v CBE £ 1 i i £ 10 Bl SO PR ISR R DK 55 ) R B T T G S T b UMK S R IRl
JRHR S R Rl 9 IR S 1 22 P AL Bl B A o

[0004]  W02004147578 ¥ J JIg B BRI AL AL 1R , o4 A /B LG /K K4+ GO PR 18
=) 1EWN B K 3 5 i 1 5 7|

[0005] meMW%6&%%%%@%ﬁﬁ%@ﬁ%%m@ﬁ%@@mﬁwmﬁﬁﬁ
RGBS AR 7)o

[0006]  WO2004064758 ¥ S — A0, 75 W e 3 5 ) (A0 4% e e 2 B ) 1 IR &4, AR T
IR 2] IR, 18 W & 2 A KB R GLP-1.

[0007]  US2005282756 ¥ J —FpFH¥n 2540, HAD & R & 2 AR IR 5 77

[0008]  W02003030865 ¥ I it &% 25 4 A, FLAT 55 3 T VG A 55103 40— 20 3 1l i Pk 590, I
HiS &AM s L &g =85, B S0 5 KB IEIER (C12 & C18).,
[0009]  WO2004064758 ¥ J—F A0 E W S 3 9 7 1 IR 25 M2 A4, Tk 25 IR
[o010] COHRZAZjEF 2 bR E 0, i DB @ Ll & B ERITINn B2 A5, H
KA1 GEUSEKIREUE A B A REDRIAE.

AN
[o011] A2 F OGS, RSN o -9 8-18 Mk 1 /iF
U5 PR B ) s  BR R R R 3 Gt 2 K IR B R D

R ] 152 AR

[o012] & 1. 7EVE ST REF 2R i Y Sprague—Dawley K (n = 6) = B LA
J& » FEA HE T IR B A K 2 B AT AE NI RAE TR IR Eh a2 il (pH 7. 4) W IR B 2= AT AL4E,
B25H, B29K (N(eps) | /\ 5 —BtHE —gG1lu—0EG-0EG), desB30 AJi#EiSZE (60 nmol/kg) HIZ4
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[0013] P& 2. 7y BRI 9 25 B ik 1 Sprague-Dawley K (n = 4-6) B9= M7
BtCLJG, 75 2 PhASRMR BE ) N- Z2BE L5 2 BR8N (sodium N-capric leucine) /77E T &
FEAETRBR ER PR (pH 7. 4) WRIIR I R AT AN A14E, B25H, B29K (N(eps) 1\t Bt
% —gGlu—OEG-0EG), desB30 AJiEi 3 (60 nmol/keg) WIZARBNF15% A0

[0014] P& 3. FEyESTMEFRIZE It &Y Sprague—Dawley K (n = 6) MM B LA
Ji s FEA 2 FPAS [R] 1 T 10 B I A 1) R B A7 AT T VA AR AE TR R Sh 22 v (pH 7. 4) IR &R
fT4 A14E, B25H, B29K (N(eps) +/\bt Bt —gGlu-OEG-0EG), desB30 AJEHZE (60
nmol/kg) MIZGARBN 15 A« HA N- B BEEENIZBRIHF (- O -) &4 50% HILE
. BRI WL R 58 I HE D R BE A 2 1% C6.8% C8.6% C10.48% C12.18% C14.
8% C16.6% C18 MIAIHIAN 5% C18 ANEAIMH o

[o015] P& 4. FEVF G MREF 2R i Y Sprague—Dawley K (n = 6) B B LA
J& , FEA 383 = 1 H B NV BRI AL D ISR IR SR R (pH 7. 4) MRS R AT
W) AL4E, B25H, B29K (N(eps) /UKt —BEHE —gGlu—OEG-0EG), desB30 AfRE % (60
nmol/kg) MZ5{8EN 715734

[oo16]  [&]5. FEVESTRERRIEZEEid 1) Sprague-Dawley KR (n = 4-6) 1M B LA
Ji » TR I & 1 R S B RS E IR NAEAE T VA RAER IR SR 22 R (pH 7. 4) IR &R
T4 A14E, B25H, B29K (N(eps) +/\bt Bt —gGlu-OEG-0EG), desB30 AJiEEZE (60
nmol/kg) MZ5{REN 715734 o

[0017] & 6. 7E 7 G 3k BRI 19 2% £ ok 1Y Sprague—Dawley KB 45 W LA, 7E6 10
mg/ml H B FE VA BN AT AL T IARAERERR Sh 22 v (pH 7. 4) IR I AT AL4E,
B25H, B29K (N(eps) +/\%t —BtH: —gG1u—0EG-0EG), desB30 AJfi#i% 2 (60 nmol/kg) HIZ5
R8N 77155540 o

[oo18] &I 7. FEVESTREBREFFIAE IR Sprague—Dawley KR (n = 6) B+ B
Jii » FEA T A U R R A7 AE D BO7E A BRIk e 2L L R SR A0 16. 5% RUFLIE TN A7 AE T
TEARAETRIR Eh 2 vl (pH 7. 4) IR B R AT A14E, B25H, B29K (N(eps) 1 /\bt %
H —gGlu—OEG-0EG), desB30 Afiiy 3 (60 nmol/kg) HIZGAREN 7152504 o KR B 2 WL R
SR FE I IR EE AT 2 1% C6.8% C8.6% C10.48% C12.18% C14.8% C16.6% C18 ¥ 1K) Fl
5% C18 AL,

[oo19] &I 8. FEVESTHFRRIFIZE I’ ) Sprague-Dawley K (n = 4-6) MM E
PLG » 72 AS[E] G 107 R B Ak 1 S B A7 AE T VR R IR SR 22 v (pH 7. 4) H IR I 2R
T4 A14E, B25H, B29K (N(eps) +/\bt “BiFt —gGlu-OEG-0EG), desB30 AJEHZE (60
nmol/kg) MZ5{8EN 715734

[0020] W& 9. 7EyESTEHMIFIIZE R A Sprague-Dawley K (n = 5-6) M= EL
PUG » 728 AS[E] G 107 BR B Ak 1 Z B B A7 AE T VA RAE TR IR SR 22 R (pH 7. 4) H IR 2R
T4 A14E, B25H, B29K (N(eps) +/\bkt Bt —gGlu-OEG-0EG), desB30 AJiEEZE (60
nmol/kg) MZ5{REN 715734

[0021]  [&] 10. FEVE 5 2 BREF B 25 2 2L % 1) Sprague—Dawley K (n = 6) K= i
BCUA G, AEAT N- 28 B B 58 S PR N A7 76 T B A A6 7 I b 1 3R 5 R AT AR AL4E,  B25H,
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B29K (N (eps) -+ /\ 5 Bt —gGlu—0EG-0EG), desB30 AJE&ZE (60 nmol/kg) HIZAEN
AT .

[0022] &I 11. FEZSHEVE LLAR A O it FH B s A R I DL, TR B R ATAEY) AL4E,  B25H,
B29K (N (eps) -+ /\ & Bt —gG1lu—OEG-0EG), desB30 AJE&E (120 nmol/kg) MIZ BN 5
A3 BT B iE A A 200 mg H REEBEEEIVLZURR BN 50 mg K 5 R £ 1 i 4101 i 75 A
T W49 ¥ Eudragi t®L30D55 Fl Eudragit®NE30D.

[0023] &l 12. EVESTBERRIF 945 i & 1) Sprague-Dawley KB (n = 5-6) K=
EL UL, 76 A MR 48 4% BH AN [R5 T 0 1R 19 A 1) 2 22 IR B HL VR & W A7 AE T BRAE A T8 {8
B2 5 38 58 A7 AL IR R IR SR 2ot (oH 7.4 IR & | ATA M A14E,  B25H,
B29K (N (eps) 1)\ Bt —gGlu—0EG-0EG), desB30 AJE&ZE (60 nmol/kg) HIZG4KEN 5
AN

[0024] & 13. FEVESTHEMREF 21 /¥ Sprague—Dawley KE (n = 5-6) KIS EL
PG W RAE AL S N- R DR TR 2R BN U9 4 SEDDS. SMEDDS AT SNEDDS il 551 v (1) g 5 25
T4 A14E, B25H, B29K (N(eps) +/\bt Bt —gGlu—OEG-0EG), desB30 AJEHZE (30
nmol/kg) HIZGARE) 12404 . PR AW ERAER 1.

[0025] W& 14. R T AE DR B iE A IV BIR ZE DA, IR S AT AR A1 (N, N- L),
A14E, B1(N,N- —FI%), B25H, B29K (N(eps) 1 /\%t Btk —gGlu—0EG-0EG), desB30 A
Rz (120 nmol/kg) 7£ 5 R Luag A oh 254880 /1% 0 A, Frid R A5 30mg H ML
FESL A RN £ 150mg A I 300mg TR 1L LS 20 1 520mg HR 5 R — H S (diglycerol
monocaprylate ).

[0026] 4 Euragit®L30-D55 1 Eudragit®NE30D [ 1: 1 IR &Y T iE e,

BAEHEA R
[0027]  ARBEHP R dd A T DO B V6 7 PR 2 (RIVE Y7 MRS PEIE AT &R D 259
AW, A E 78 B ER A FA-aa’ s 8 2 AARH, iR AR B FIE 7 MK 9+ GE e
KRB D 2B RITIE RS KM E S, B EAR TSR S A IRREE
FH )35 2 1 % T 7 ORI 9, 2 S 350 T U 1 2 0 TR 1) AS ) 2 10 % 12 77 ) K (M t jans 5%
N, 2003; Benavides ZE A, 2004; Sanchez ZEN, 2006). FA—aa’ s f&dt TR IEM KR
TG PR 7], 5 LR A B ARG B MR 1) LR 1) R A 4 o At 1) 2 T v PR 77
[0028] L&A AN AR AR TN, A A N1 30 58 A 992 i 3 5 57 G o Hg D R 6
AR YT Eh AN H e BB 5 ) A B, FRRL B I N- B i 3L IR 28 1 BRI FH 5 S K R A
TR INE S FRE . CEE XA RN SE KR A & FEsE Tix/EA .
[0020]  HH-TEATHASER PRAIIE INVG ST P K72+ GE WsE K IR EC S D 1 IR AE A F 2
IVER IR A K B FA—aa’ s J& D IREGMIA AR A BRI R« Bl A E R 2, 78
PR KRB E AR IS TR 1 D IR A Y AR AR K B K] FA—aa’ s IXAT 75
BRI AR ST TR o (B IR B ER D 19590 (EASR T T & 2 21, s AR R
Z2 1 1 o B B 29 Wit FHAE AR AT IR 7 Hh 8B A R, T3 7 70 A8 2R Tt A BOR At
Wt B 5L, BeA AT AE DRGSR oK E A, X 2 T IR KE
AR BB P A AN R AR iz B MR Bk . Foger S8 AFIR 1 70+ 80 557K IR 2
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PR 1 IR R AT FRT B2 10, FFAIE SE , 12038 1 B A8 XA I 28 K IR 25 P 1 2 &3 i i IS (Amino
Acids (2008) 25: 233-241, DOI 10.1007/s00726-007-0581-5) .

[0030] AU BHIE AT DAtk A6 1 SE i 77 22 I A T N 25 S 1T 2 DL L Il . AR BH
JALE FA-aa’” s D IRZGDA AN, Fol & H TG T7 MoK o+ W IR A 8 ) A
I A EATRIR

[0031] AR —ALHE T EE—MAMAEY, HA 52D —FGIT K9+ GE
SRAKIRECER FD) M 2 /b —Fh FA—aa. AR BIE A2 T7 2 — P AMA &Y, Ha s 20
—PIRIT R /D —Fh FA-aa, H P BT E 7 MR 9 25K KB E A .

[0032] AR AP o — P &), HAF 2D — PG R+ A 2 b —Fh FA-aa,
HABTAGIT R4 2K

[0033] AR EAHI o — M MAH G, HAH 2D —PiGsT R+ A 2 b —Fh FA-aa,
Horb Bk Va7 R o a2 1R T MRS PRI o

[0034] AR —ALiET B —FAWMAEY, A& E2/b—MRiT Ik Rar gl
—Fh FA-aa, oo ik vy 7 R 2 .

[0035]  ARKEAMI—ASLiET B —FAWMAEY, RE&E2/b—Mair it Kar gl
—Ph FA-aa, Hip irdya s R o inir i E E .

[0036] AR —ALiET B —FAMAEY, A& E2/b—MRiT kR sr gl
— P FA-aa, Hp iR BT R F RIS 2= .

[0037] AR —ALiET B —FAMAEY, A& Z2/D—MRIiT R as el
— P FA-aa, Hp Brik G 7 PR 7 F 2 S &= K.

[0038]  FEAKBHM—ANSLHE )T S, Fridk 29 AW 5 22 /0 — PGy 7 oK 4 Al —
B % Pl FA-aa, FTik FA-aa /&3 T AR MR B K Z 2L 1

[0039]  FEAKRHIH— LT Bh, ik A G Ma S 20— T R oM —p
B % Pl FA—aa, BTk FA-aa &3 T AR R /K 2R IR, BT I — Pk 2 Fh AR AR 1 i it 7K 2
FRAI LLIE H TR (Ala) B IR (Val ) 52 & R (Lew) . Fo AR (11e) KN AR (Phe).
IR (Trp) BRI (Met) JZR (Pro) MNLEEREL (Sarcosinate)s,

[0040]  FEARR A —ANLiE T R, Frid 29 A8 & 220 —Fhia 7 oK o A —
B % F FA-aa, FTid FA-aa &8 T AR PR R K Z 25 FR A EE 818 AN Ji 4 i 11 I s B 50
s

[0041]  fEARKRAM—ALiE T R, Frid 29 G985 20— PG 7 K o f—Hf
B % Pl FA-aa, BTIR FA—aa #2228 T BB P 1) i 7K 2 2R AN ] 818 /M ik Ji 2L 1l 1) I oy B2
o, BTk —FhE 2 AR R R B K 2R IR TT LAIA B N AR (Ala) S IR (Val) o
(Lew) o2 R (11e) RN Z R (Phe) LR (Trp). AR Z IR (Met) 2R (Pro) AL
A

[0042]  FfEARRAM—ANLiE T R, Bk 29 AH G885 20— PG 7 K o Al —fp
Y % Pl FA-aa, FTIA FA-aa 52 38 T HER MR BB /K 2 SR B A ER 10 AN i 2H B 1 I iy B2 38 49
[0043]  FEA K —ANSEHE T S0, rid A e & 20 —Fayr ko - GE
KRB FOMT—FhE 2 Fh FA—aa, FTid FA-aa &3 T B M 0 K Z IR AT B 10 MR R
S B G I BR BB 43, BTk —Fh R 2 Rl AR MR BB K Z LR 7] LAk B TR AR (Ala) 85

7
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g (Val)\ S Z e (Lew) 5t 2R (11e) KA Z IR (Phe ) B R (Trp). FHR &R (Met )
R (Pro) MIILE R Eh

[0044]  FEA B —ANSEHE T 0, TR A A A & 20 —Fayr R4+ GE
T BRER & ) Al—Fh L £ fh FA-aa, FTiA FA-aa 238 T AEM M B0 K 2 LB A 12 ANk
Jir ~F 2E RS T 0 B 49

[0045]  FEA K — AL )T &b, T A A e & 20 —Fair Ko+ GE W
/K BRER B (D M— P Bk £ Bl FA-aa, TR FA—aa A2 38 T AER MR B K 3L B AT e 12 M5
T R BRI BR 3 43, Tk — Rk 2 A AR MR I B K B3 R AT AR B - THEUR (Ala) B
fE (Val)\ S22 (Lew) 52 2R (11e) KA Z IR (Phe ) (A% R (Trp). F AR Z R (Met ).
Jri % % (Pro) AL ER 2k .

[0046]  FEA KB —ANSEHE T &, Frid A A A& 20— gy ok 4+ GE
KRB & ) Al—Fh ok Z A FA-aa, BTk FA-aa A2 3 T AR PE G K ZFEB AT E 14 ANk
Ji - 2E RS 1) T T B 50 4o

[0047]  FEAKBAM—ANSLHE T &P, TR AWA A & 2/ —Fiar Ko+ GE
Fe KRB DA P EL £ Bl FA—aa, I FA—aa 5235 T AR MR B K 25 R AT 14 N5
TR KRR B BR343, Bk — Rk 2 A AR ME B K B AL BR AT AR H - THER (Ala) HiIR
g (Val)\ S & (Lew) 5t 2R (11e) R Z IR (Phe ) A& R (Trp). F AR &R (Met ).
Jri % 5% (Pro) MR 2 .

[0048]  FEA KB —NSEHE T P, TR A A & 20 —Fayr R+ GE
T ARERE ) Al—FhEL £ fh FA-aa, Pk FA-aa 238 T AEM I K 2B A 16 ANk
Ji5 ~ 2EL RS 1) T 0 B0 49

[0049]  FEA K B — AL Tr =, ik 9 G5 /b — Mgy 7 MR 4+ GE
oK IR ER B (DA FhER 22 Bl FA-aa, iR FA—aa 42 3% T AER MR OB K S 3L R AT e 16 M 5
F2H R I BRI R 30 43 Ik — Pk 2 A AR MR (W K R BR T DL H TR ZR (Ala) . 491%
e (Val) S22 (Lew)\ oo 2R (11e) RN Z R (Phe ) L& R (Trp) IR &R (Met)
Jri % (Pro) AL R 2.

[0050]  FEA KB —ANSEiE T &b, Irid A e & 20 —Fair R o+ GE W
KRB & ) A—Fh B £ F FA-aa, FTid FA-aa A2 3 T-AEW ML G K Z LB AT 18 ANk
JiR - 2E RS 1) I T 50 4o

[0051]  FEARK M —ANSEHE T &, i A& A& 20— gy ka4 + GE
T KB DA P EL 2 Bl FA—aa, Ik FA—aa #2235 T AR MR B K 25 R AT e 18 Mk 5
TR IR B BB 3 43, ik — Rk 2 A AR ME B K B AL R AT DA H - THER (Ala) HiR
g (Val) SE 2 % (Lew) oo &R (11e) RN & R (Phe) L R (Trp) . IR &R (Met)
JR 2R (Pro) ML R EE .

[0052]  FEA K —ANSEHE T &, rid A & A& 20— gy ok o+ GE
T AREE ) Al—FhER 2 FA—aa, BTk FA-aa 238 T A0 OB K S0 L 18 « Bk AR AR 1
B K ZZER AT LLE H AR (Ala) R (Val) &R (Leu) KA AR (Phe ),
[0053]  FEA KB —ANSEE T &, TR A A a & 20 —Fayr R+ GE
TR E ) Al—FhBE £ fh FA-aa, JFk FA-aa 23 T AR O BR K B2 A e 8-18 4>

8
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Tk S35~ 2H B I 7 B0 > BTk — BhER 22 Bl AR AR PR i K 2 AR R P LA B TR (Ala),
HETR (Val) &R (Leu) RN AL (Phe ).

[0054]  FEAN K BH I — AN S0t 7 2, Frid 29 A -G 20— PG yT oK 4+ G
SRR IRE R ) Fl—Fh B2 Bl FA-aa, ik FA-aa & 5E TAEMRPE B K Z LA H 10 %
Jir 2 TR I 07 B 49 Ik — BB 22 P Al P i K R IR P L B TR (Ala) 45
ZIR (Val ) & R (Leu) AR A AR (Phe ).

[0055]  FEAS & BH I —ANSEiit 77 &9, Frid 294 A8 & 20— PG 9T R4+ G
SRKIRECE ) Fl—Fh B2 Pl FA-aa, ik FA-aa &5 TAEMRPE B K Z LA H 12 Mk
Ji 20 R I 5 BB 435 ik — FhER 22 PhAR B PR B /K 2 R 7T LA TR TR (Ala) | 43
IR (Val ) 5 & R (Lew) KA AR (Phe ).

[0056]  FEA KB —ANSEHE T &, T A A A& 20— gy Mok 4+ GE
SRKIRECE ) FI—Fh B2 Pl FA-aa, Tk FA-aa &5 TAEMMEE K Z LB A H 14 Mk
Ji 20 R IR T B8 43> Bk — FhER 2 PhARR PR B /K 2 R P LA B TR (Ala) | 43
IR (Val ) 3R E IR (Lew) RN AR (Phe).

[0057]  FEA K BH I -— AN SLht 77 29, ik 29 A G & 20— PG yT R4+ G
SRIKIREE ) FI—Fh B2 Pl FA-aa, ik FA-aa &5 TAEMME B K Z LB A H 16 Mk
Ji 20 R I R T BR B 435 Bk — FhER 22 PhARR PR B /K 2 R BR 7T LA B TR 2R (Ala) 43
IR (Val ) &R (Lew) RN AR (Phe).

[0058]  FEA K —ANSEHE )T Zh, rid A & A& 20 —Fayr Ko+ GE
SRIKIRBLEE 1) F— PP EL 2 Bl FA-aa, TR FA-aa J&3& TAEMC PR R K 2L BR AT B 18 Mk
Ji 20 R B R T BR BB 435 ik — BhER 22 PhAE M PR BB /K 28 LR P LAIE TR 2R (Ala) | 43
IR (Val) 5228 (Lew) XA Z IR (Phe).

[0059]  FEA K B — AL 7 b, ik 9 S5 20— Mg T MR 4+ GE
SRIKIRECEE 1) F—FhEL 2 Bl FA-aa, FTIR FA-aa A& 3 T B Pk A AN T L Aar R 2L PR

[0060]  FEAS & BH H—ANSEHtE 77 &, Frid 29 A8 & 20— PG 9T oK 43+ G
SRAK IR B E A F— P B £ Bl FA-aa, BTIA FA-aa 5 38 T A% 4 O A 17 B 7 IO L 18, Brid
PR AN T HEL AT 2 ER T DAIE B - H &R (Gly ) 22 F R (Ser ) A& R (Thr). -t 2 R
(Cys)BRZMR (Tyr) RABZ (Apn) M ZBLZ (Gln).

[0061]  FEA KM —ANSEHE T &, Frid A & A& 20— gy R4+ GE
SRIKIRECEE ) A —Fh B Z Fl FA-aa, FTIA FA-aa &2 TR IR MR R -

[0062]  FEAS K BH I -— AN SEht T 29, ik 29l AW & 20— PG yT oK 4+ G
SRR E 1) FI—FRE Z Fh FA-aa, FTIA FA—aa #&3& T AP O IR 1 R 3 1R BT i A PR O TR
PR IR AT LML H  RAAR (Asp) B 2R (Gl

[0063]  FEAS KB — AN SEHt 77 29, ek 29l A WA & 20— PG o7 oK 43+ G
SEIKIEBCE A F FA-aa’ s, Tk FA-—aa’ s = TIR G4 FA-aa’ s,

[0064] FE-— LT B, WP AKH K AWA S WA S — P EZ P w45 1
FA-aa’ s,

[o065]  HRPEAKEH, FA-aa B0 & & AR IEL TR AR T o - ZAAEMNBLS Frid 2
FERTER R ITT I o
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[0066]  7E /NSty S8, MR AR ] A Uk IR e A B e 3 B PR ik RO e
[0067]  £E— NSt 7 S, MR AR 5 1Y A 22 PR B B AL A0 e (R T S TR AN (Na D R AT

o
[0068]  FE—NSLjit 5 % P, ARG A K B I FA-aa 0 & BEAL (K 2L B AT R 8- 18 ANk i 141
4 HE I P 78 7 o

[0069]  7E— ANt 7 G, MRYEA K B FA-aa 65 BRI ZUEBR AT HH 10 /M S5 2 %
(¥ i R 0 o
[0070]  7E—ANSLjtE /7 2, ARG A K B 1) FA-aa & BRI ZUE B A FH 12 /MR 2 %

¥ R 4 o
[0071]  7E—ANSLjtE 7 2, MRS AR B 1) FA-aa A& BRI ZUIE B A HH 14 /MR 20 %
¥ i B R T 4 o
[0072]  7E—ANSLjtE 7 2, MRYE AR B 1 FA-aa B & BRI ZUIE B B 16 /M5 20 %
(R HE R R T 0 o
[0078]  7E—ANSLjtE /7 2 H, ARYE AR BH 1 FA-aa & BRI ZUIE B B 18 /Ml 20 %
(I R R 4 o

[0074]  {E—ANSLiE /7 2, FA-aa 0 54 e G BR B L Sh IR AL 10 2 AR IR TR 5

[0075]  FE—ASZiti &, RIS AR K A FA-aa 105 BiAL A9 &R 82, He b BTk g /0 B8 &6
LT HTIR EER N o ZHE4b.

[0076]  FE—ASZiti &P, RIS AR K Y FA-aa 105 BiAL A0 &R 82, Herb BTk g 0 8 55
43 EH 818 MR R4

[0077]  FE—ASEiE &P, RIS AR K WY FA-aa 105 BiAL 10 &R 82, H b BTk g 1 8 56
A3 HH 10 MRIEF K. 7E—SEiE T R, AR B FA-aa G5 BAL 2 EE R, Ho
Bk B W B8 7 1 12 AN S ARl 7E— N SEjE 7 22, ARHE A K 1K) FA—aa 40 5 BLAL Y
QIR , Horp TR AR W B 43 B 14 AN R PR . AE— DS b, PR AS KR I K FA-aa
S BALRI Z LR, HorP R IR R BE 2 B 16 DR T4, E—DsLiE 7 &b, IR A
R FA-aa £ S BEAL IR IE L, Ho A TR B I EG 50 45 F1 18 Nk I 2 ko

[0078]  7E—ASZifi 7 & rh, MRS A K B Y FA—aa 05 BAL AU G IR 82, Ho b Bk i 10 8 36
AR R REELE R £ EH, AR A K 0 FA-aa 05 BiAL I 22
12, Hoh T i g By BR 8 4 e 228 HOUF B R AN (Na®) Eh . 78— sty &b, i dis A
R FA-aa & 2SR BCEE AL IRR A . 72— SLi 7y 9, s Ak
) FA—aa & 2 EA TR EIREUN (Na») Eh I U RS IR R S . 7E— D SEfE T =, i
KKK FA—aa 788 pH B R B2 76 5. 5-8. 0 L W2 Al AR . 78— 2, 1
P A K I FA-aa £E1 pH AH V55 A2 1E 6. 5-7. 0 JUTHE N 2 TR PR

[0079]  fE—ASKiE )y e, IEA R A ) FA—aa HAE/ 5 mg/mL FIEMER . fE—5K
T, IR AR B FA—aa B2/ 10 mg/mL BIVARRRE . £ — ANy &, A
K FA—aa HA /0 20 mg/mL FIEMERE . £ DL 29, iR A K I FA-aa B
#7030 mg/mL WIVAMERE . E— DL 2, AR A K I FA—aa B %70 40 mg/mL [
VERRSE . AE— ST 2, IR A K B FA—aa B £/ 50 mg/mL (KVARGRREE . /E— sk
T 2, AR AR I FA—aa HAG %0 60 mg/mL KIVEMRRE . 78— SEii T &, MR A

10
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R FA—aa A 20 70 mg/mL FIVEMESE . AE— DT &9, iR A K A FA-aa BA
#7080 mg/mL WAL . E— DL 2, iR A K I FA—aa A %70 90 mg/mL )
VAR . AE— LT 9, A K I FA-aa HAG %20 100 mg/mL FIEAESE .

[0080]  fE—ANSEiE s b, IIEA K W () FA—aa 7EK B E A 5 mg/mL (KVEME. {E
— AR S, AR A K W) FA—aa 7EKHEA 2/ 10 mg/mL VAR, £ SEi
TR, REA K B FA—aa EK P BA E D 20 mg/mL VAMEE . f£—ASEiE 2=, 1
WA R W) FA—aa 7E7K H EAG /0 30 mg/mL (VBRI . 76— A2ty &, RIEA K I
FA-aa 7E/K P HA F /0 40 mg/mL [RVAMERE . 1E—SLii )y R, iR AR K K FA-aa 757K
B Z /50 mg/mL AR . 1E— A7 P, IR3E A K B 1) FA-aa 7EKH HA 2D
60 mg/mL FIVEMERE . /E— ALy S, MR A FA—aa /E/KFEAG %/ 70 mg/mL [
VEARRE . AE— L b, A K B FA-—aa 76K h B £ /0 80 mg/mL (KIVAAESE . 1E
— AL T S, IR AR A FA—aa 7EK P BA %D 90 mg/mL FIVERRRE . /E— ALy
ZE, MR R AR FA-aa /EKHEAG 2D 100 mg/mL VAR .

[0081] K4 A B FA—aa 7] LLHIE R A-X FoR, Horp A R TARM S T2 L B &t
Bk, H X Sl W2 A 1 o ZUEEMARIE .

[0082]  FE—ANSZiti &, MIEA K B FA—aa 7] PAHIEIN A-X R, Hidr A BT AR
PERB K Z LR BRI, H X BB LS A 1 o [EERIIEIIER.

[0083]  7E—ANSZjti &, IEA K W FA—aa 7] PAHIE I A-X FoR, Hid A BT
(RN A () R E R M R IR AR AL, B X Rl B E RS A 1 o FIEMTEITR -

[0084]  7E—ANSZjiti &, RIEA K W FA—aa 7] PAHIE I A-X oK, Hid A BT
(MR PE 2 LR R A IR R AL, H X SRt B2 A 1 o FARERIIEIE.

[0085] M A& B FA—aa 7] LLH MR B E R -

[0086]

[0087]  H.H R1 25 8-18 MMRAIAE T EREE, R2 & H (BI& ) mi cH, (RPHFE),R3 & H
o H 2k, H R4 A& FERH S R R 2 L RN B

[o088]  FE—AsEiE R, RIEA KR I FA-aa 7] LA N iAERNER

[0089]

HWQNRE

[0090]  Hirp R1 AT 8-18 Ml MR R HE, R2 52 H (BIZ ) B CH, (BIFJL ), R3

11
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& HBCHAAEE (Na') , B R4 2 FEFH S 2 L B 1 2 L BRI B

[0001]  FE—ASEiET Brh, iPE A K E) FA-aa AT LLEH 3 (@) (). (@)~ (D) (o)
()~ (@~ () Gy (G)s s D ms () )~ (p)~ (@) B (r), K R & 8-18 4
BRI RS, R2 /& 1 (BRI ) Bk CH, (RIERZE ), H R3 J& H st Eh.

[0092]  7E— Sy &, M4 A K I FA—aa T BLEE 320 (@) (b))« (e)« (d). (&)«
(0~ (@ h)s GGy ks Dy ms () )~ ()~ (@) B (r), HA RLZAE 8-18 4

BRSO AR R BE, R2 2 1 (BRI ) B CHy (BIFRAEL ), H R3 52 HECHAN (Na)) &
[0093]

fak
[0094]
[0095]

o)
[0096]

{d
[0097]
[0098]

12
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[0099]

{gh
[0100]

{hk
[0101]

{ih
[0102]

[0103]

[0104]

13
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[0105]

R 0O (),
[0106]

{n
[0107]

[0108]

bk
[0109]

fah
[0110]

14
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Rt N,«»\g,@i}
[0111]  FRIEA K BRI IRIE T D 3 TR PH B F 2 2L R .
[0112]  FRPEA K I Z LR R L ] DU S T HEBH B & 1R, Prid 4 FH & 2 AL R m DA
e AR B K R SRR AR P AN FELAT PR R R R T O R T R L R
[0113]  FRPEA K I Z LR pR L 7] DR S T HE B B & R R, Frid 4E FH & 2 AL R mT DA
WH HER Ala) IR (Val) &R (Leu) . 2RI (Ile) R (Phe) . tOR
B (Trp) FIRAR Met) HAER (Pro) WA HER Gly) \Z£E B (Ser) AR
(Thr) < EIEEAER (Cys) BRABR (Tyr) « RABZ (Apn) FIBZ Bt (Gln) v RAZL (Asp)
MBI (Glu) .
[0114]  ZE—AS2ifJ7 b, MR AR B (K FA-aa [R50 R 8 7% L AT DL B T HE R IR (8 7K
RAHEIR
[0115]  ZE—ASil Jy 2 rh, MR A R B (K FA-aa [R50 R R 7% L AT DU B T HE R IR (0 7K
FAEE, Fri‘ e BUKER IR LR E (HER (Ala) AR (Val) EER (Leu) 5
SERER (Ile) RRZIR (Phe) R (Trp)  FIRAR Met) JHZEER (Pro) FMILEER L.
[0116]  7E— NSy 22, M5 A< & W 1 FA—aa 40,3 BEAL (0 2 518, Tk B4k (10 2 5L 1
e 2 T AR AR VR I B K 2 2 B AT B 818 AN Ak Ji — 2H 1 19 I 5 R 388 4> P ot A Al 1) 8 7K
HEMBTTLLEE FHAR Ala) JHiE (Val) 2 E R Leuw) . F2E M (Ile)  ERA®
(Phe) A& (Trp) - FIRAIR Met) JHEEL (Pro) FINLEIREL.
[0117] 78— ASEiE 7 2, M5 A & B i FA—aa 10, BEAL 0 2 R 1R, Tk B4k (10 2 L 12
AT I T AEMC P R K AL ER AT FH 10 AN S 1~ 28 1 ) B o B 38 4
[0118]  7F— NS 7 &2, M4 AL % B 1) FA—aa A0, 2 BEAL (M 2 518, Pk Bh Ak (1 28 5L 1%
S ST AR R B K Z LB AT ER 10 /it S5t 2L e 1 I 5 B 38 4> o A AR P 1) it 7
BRI LAk H cHAR (Ala) IR (Val) 2R (Lew) e R (Ile) RN ZAM (Phe) .
5% (Trp) PR Met) JHZEE (Pro) MPLEIESE.
[0119]  FE—ASLifi /7 &, FA-aa W] DA [ 2RI RE 70 R4 . N- 23 -L- TR 22
Bt Forn @ RN N- 2B, L - o aUR L R R AR N- BB - RER . BB
IR EBREN N- 2B - FAREER BB R AR RN N- BB - R AR . 2B
PR N- SR —L- R B 5 R B N SRR - D5 R SRR (1 S IR Y
N- ZEPE L - R SR AL A B AN N— SRR 1L S IR SR S L= FR A A N—- 235t
- DA,
[0120]  7E— NS 7 22, MR AR & W 1 FA—aa 10,3 BRAL (0 2 518, Tk B4k (0 2 5L 1
R ST AR B K Z LR A 12 AN i 2 B I i 0 B 38 4
[0121] 78— NS 7 22, M5 A8 & W 1 FA-aa 10,3 BEAL 0 2 518, 1A B4k (10 2 5L 1
e T AR AR P ) B K 2 SR IR 12 it S5t~ 2 1l 1 I 93 I 3518 4 » o A AR 1 1) it 7K 2 2
MRl LAk AR (Ala) R (Val) 2R (Lew) e (Ile) RAZAM (Phe) .
AR (Trp) FRRZAIR Met) JHEZRE (Pro) MR,

15
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[0122]  FE—ASEfti 7 %, FA—aa W] LAME H « H FEBEE TN 20 BG40 N- T bl & -L- A
AR H M e E RN N- il L R R H EEB A S RN N- T et
B -L- AR H N RN N- T el - RS H AR IR T R R
N- B —L- RN R « H AR A Sl B N- T e e —L- IR H B R R
FREN N- 1 heli it —L- IR . H AR LA s BN N- T be et —L- SR . H ARl
WU ER AN N— el ik —L- WU IR - H A IR U2 R M e M9k 2 JUL 20 R A A N S L5
FREN .

[0123]  7E—ANSLfifi 7 =2, KR A R B B FA—aa 1925 J8 T AR M (6% 7K 2 5 8 O Rk 2
B, Ik e MK Z R T LA B N ER (Ala) (%R (Val) R (Leu) AR
2% (Phe) .

[0124]  #E—ASEft 7 B, RYE A K B 1) FA-aa & BiAL 19 R BR, B B (1) 2 5 #R
T T AR AR P I B 7K S R B N 8~ 18 itk S 2L I I T U7 BR 51 43> ik AR Al PR i 7K 2
HBRATLUIEH (HER Ala) AR (Val) &R (Lew) ARHAER (Phe) .

[0125]  fE—ASEfti 7 &, RS A K B 1 FA-aa A& Bk R BR, FId B AL (1) 22 5 #R
ST AR PR B K R BRI 10 MR F R IB T B 7o AE— AR =, R
PEA R W FA-aa A9 5 B A K 2 B e, P I A4 P 22l R PR A 2 T AN P ) i 7K 28 B B N E
10 AN S 2 BRI HE B BRS 43, BT AER ME R B K E AR Pl LLE H TR AR (Ala) SR
(Val) &R (Leuw) AR ZEE (Phe) o

[0126]  FE—SEHETZH, FA—aa A] DA% H 280 P 20 BN N- S -L- TRaIR %5
B L 2 IR AN L N- R —L- S IR SR W R T 2 BN  N— R WE e —L— DR R ZE
CREFREN N- ST L AER . N- S E RN o

[0127]  fE—ASEHE 7, RIE AR K FA-aa A& WAL R EER, FIHA B AL 1) & L 7R
ST AR M R B K IR R A 12 AN R R IR TR 3o AE— NS 7 2, 1R
AR B FA-aa 0 5 WA I S0 5L 1R, Firid B A4 1 e SR R s 2 T AN Pk () i /K 2 R B AT H
12 AN S 2H R I G B BR 3 43, BT i AE R M i K ZE R P DL H TR &R (Ala) AR
(Val) iR (Lew) RN (Phe) o

[0128]  #E—ASEfti 7 v, MRYE A K B 1) FA-aa 415 Bk 19 & IR BR, FIA BhAL 1) 22 5 R
ST AR R R B K R R B 14 DR R IE T B  o AE— AN B, R
PEA R B FA-aa A0 5 B A IR 20 L 1R, P I A4 1) 2l R iR A 2 T AN R () i 7K 2 B B N H
14 AN S 2 BRI HE B BRE 43, BT iR AER M B K E IR Pl LLE H TR AR (Ala) HA R
(Val) ViR IR (Lew) AR ZAEE (Phe) o

[0120]  7E—ASEhti 7 &, RS A K B 1K) FA-aa A& AL R ER, B B AL (1) 2 5 #R
ST AR R B K Z B 16 DMk R H R IB T R 7o AE— AR =, R
PEA R W FA-aa A9 55 B At K 2 L R, P I A4 P 22l 2 PR A 2 T AN P ) i 7K 28 B B N E
16 AN S 2 BRI HE B BRS 43, BT AER ME R B K E AR Pl DLk H TR AR (Ala) SR
(Val) R IR (Leuw) AR ZEE (Phe) o

[0130]  £FE—ASEht 7 Z, MRIE A K B 1 FA-aa A& AL R ER, FIA B AL 1) 2 5 #R
e T AR PR B K 2 R B M 18 Nk SR R I B DT B 7 o AE— AR T S P, R
AR W FA-aa A9, 255 WAt K 2 2L 15, ik It A4 P 22l 2 1 A 2 T S EAR P ) i 7K 2 2 B N E

16
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18 AN SR 2 BRI 8 R 47, Fri AEAR PR I K R mT LA TR AR (Ala) SR
(Val) 5228 (Leu) AR ZEE (Phe) o

[0131]  FE—ANSEjE)7 %, FA—aa 7] LAME [ - HAEBERE TN S BR AN N- T heBt R -L- 8
AR H B E A BN N- T Bt L AR A REEE R R TR AR A N- ket
B -L- ER A H B RN N- T kBt - S AL — AN SEHE T R, R
AR ) FA-aa 12 B i 2 T DA 38 T AR PR AN T FELAT (1) 2 L IR

[0132]  7E—ANSgfifi 7 2, KR AR R B I FA—aa FZ B RIE AT DL 2 TAR M i ANt v
fuf (VR , TR R PEROAS S A (BRI T DLk HE R (Gly) V2% (Ser) . A AR
(Thr) \EMEEBR (Cys) BRI (Tyr) RABLZ (Apn) FIAZEBZ (Gln) .

[0133]  FE—ANSEHti )7 1, FA—aa A LAt H « H B R A BN N- - el iE -L- K
A BER . H FEBEIE R A E RN N- + B L RAEIR . H B &R N- +
PR —L- 2R R . H REBR IR S BN N- T+ b B - S E B H B R E A
BREN N- + BBt -L- HER . H B 22 2R N- + bl -1 24K H B
RN N- T el —L- R H B ER R . N- T el L BRER L 22
SR AR N- 2RI —L— R A BRI 2RI R A Z R AN N- ZR B -1 RAE IR 2Bt
SEP BN N- 2R AL —L- PR R S A B RGN N- ZR B L R L 2R B
SEH AR N- ZEELRE L BRI 22 R RN N- ZEBESE -1 22 %% BT AR
BRAN- ZSTEE -1 - FRER L SRR R AT N- ZEEE —1 - MRS . B BRI R A WA
N- T el L RAB G H B R A AN N- 1 bt —L- RAE R H M
TP BN N- + B L RS . A B RS B A N- T R -
ABERE . A B E IR N- 1+ B - HE R H B 2 E R N- + beEt
B L 2258 H FEBL R IR IR N- T R L DR ER L H REBE L IR = RN N-
Pl —L- PR SR R A BN  N- ZE R L RABLIG S R A2 RN N- 28
B —L- RAER SR 1 D 2 B AN N- 22 BE L —L— PR 2R L 4 B il . N- 22
B2 L 2% Bt i 28 W 2 H A PR N- 2R -1 H AR BB L 2 RN N- 22k
B -1 2R L SR TR S BRI W N- S —L- DR R L 2 TR T S ER AT N- 2SI - R

IR o
[0134]  7E— ANl )7 2 Hp, M4 A P ¥ FA-aa I 20 5L 0 i 5L T DU B TR PR R PR
B .

[0185]  7E— AN /7 2 vp, MR4E AR B ¥ FA-aa IR0 5L i 5L T DU B TR PR IR PR
FLIR, b AR PERIIRVE R AR AT AR B - RAAIR (Asp) FIARAIR (Gluw) .

[0136]  7E—/NSEjitiJy &b, HRHE AR BH (1) FA—aa £0. 3 BEAL I R R, FTid BE AL I 2R 1R
se kTR ER TR AL AT 10 B i~ 2L A ) g J05 R B8 0 P i AR AR PR B i K R 2 R
AL RAZAR (Asp) MIAEIR Glu) .

[0137]  7E—/NSEjtiJy &b, iRHE AR BH (1) FA—aa £0. 3 BEAL I R BR , BT i I AL 1) 20 2L 1R
se bk TR AR TR AL RN R 12 B i~ 2L A ) g I R B8 0 P i AR AR IR ) i K R 2 R
AL RAZAR (Asp) MIAEIR Glu) .

[0138]  7E—/NSEjifi 7 &b, IRHE AR BH (1) FA—aa 603 BEAL I S BR P idk I A4 1) 20 L 1R
e T ARV RO BR P S I MR AN F 14 /N I3~ 2E 1l HA) T 07 P 3 2 » P o = W P ) i 7K R TR

17
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ATLAE R cRAAR (Asp) MIBREER (Glu) .

[0139]  7E—ASZiti & h, RIS AR K WY FA-aa £05 BiAL 0 & E82, BTk BiAk (0 2 35 1R
e 3 T AR PR R ME R SE R A H 16 A8 il 2H Bl (1) A 0 R 358 40 » T 3 A A0 P 1) it 7K e 2 TR
AR E RAAR (Asp) MBI (Glu) .

[0140]  FE—ANSEHETT R H, FA—aa AT LA H « H B R A BERGEN  N- + kel -L- K
AW A FEBEIE R A E RN N- + B L RAEIR H B RS E IR N- + k%
B —L- AR S SE R AT N- BRI —L— RACI I BRI R A S B N- 228k
B -L- RAAIR BB AR N- 2 -L- BETR

[0141]  fE— A SLJiti 7 9, FA—aa FILAE H :Amisoft HS-11 P (Al I Bt L 4% Sl R A1
Amisoft MS-11 (RIS EBIESZIRY)) Anisoft LS-11 ( HHEBEES AN )  Anisoft
CS—11 (AR y e AL 75 2 MR AN ) R B el I e 2 S PR A H R R R & W e ) N— 1+ — e BBk
HE L KA H FEBESE R A Z RN N- + B -L- RAAR . H HEBLRE A 2R
N-+ kB - BRI S ST R AT LA N- ZE B L - KRB B KA AR
B N- 2R - RATER SR A R BN N- 220, -1~ AR

[0142]  fE— A SLJt 7 S, FA—aa FILAE H :Amisoft HS-11 P (Al 5Bt AL 4% 2 IR A
Amisoft MS-11 (RGBS IRY)) Anisoft LS-11 ( HFEEBERESZABEN )  Anisoft
CS—11 (MRIMBE I R AN ) FIAR I B L 75 Z RN o

[0143]  AE—ANSEiti )7 &b, HE A Kk B FA—aa i E 8 BR R IE m] DU JE T PR A R TR
FEIR o

[0144]  AE—ASEiti 7 b, ME A Kk B FA—aa 8 BR bk JE m] DU JE T PR A R TR 2
FEIR, IR i e IR MR R L ER T LAk B RAE R (Asp) FIAREIR (Glu) .

[0145]  ZE—ASZii &P, R AR K WY FA-aa f05 BiAL 10 & 82, FTid Ak (10 2 3L 1R
Fe I T AR R R R SR A H 14 A8 51 2H B8 1 I8 0 R 358 49 » BT i Al b P 1 i K R L 1R
ATLAEH D RAAR (Asp) FIBZEIR (Glu) -

[0146]  7E—SZifi 7 2 rh, ARG A K B Y FA—aa 05 BAL B0 IR 12, BTk Bk () 2 2L 12
Fe TR PR PR MR IR A H 16 MBS 1~ 2H B 1) A 0 R 358 40 » JIv 3k Al bl M 1) i 7K S 3 i
AIPLE R cRARAIR (Asp) MIAREE Glu) .

[0147]  FE—SZifi 7 2 rh, RS AR K B A FA-—aa 105 BiAL B9 &R 82, BTk Biik i &2 0L 1
Fe It T AR IR M E SE R A H 18 MBS~ 2H Bl 1) B 0 R 35 43 » I i A A T 1) i K R R
ATLLEE D REAAME (Asp) FIBZAR (Glu) o

[0148]  fE—ANSEHET R, FA—aa AT PLIE H « A HEBERE R R BEIG N N- + Bt -1- R
AW H FEBE AL R A BB N- el R L RAEIR . H B 28 N- bt
B L 1 EIR S W R AT Il N- 2RI —L- RA B SRR R A E s N- 23k
B -L- RAARR BB AR N- B -L- BETR

[0149]  MRIEA K, WAERAILR T UL H Amisoft HS-11 P (HHAEEEIE S A RN
Amisoft MS-11 (ARG EBIERZIRN)) Anisoft LS-11 ( HFEEBERESZABEN )  Anisoft
CS—11 (MRIMBE LA R AN ) AR I B L 75 E RN o

[0150]  HR4E A KW, WIALFRZ IR FA—aa 7] LIk H « H BEBEAE R AW RZEN N- + - beit
B L KA H FEBESE R A RN N- + Bt -L- RAAIR . H HEBL A 2R
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N- e BE A —L- AR S S22 R AR N- ZRE L —L- RABERG . 2 2 R A AR
BN N= SR L R AR S WA B N- 28 E L 2R

[0151]  MRABA KB, W AR AL P LK H :Amisoft HS-11 P (AT B I 45 2l R A
Amisoft MS-11 (PEEBESZIRE)) Anisoft LS-11 ( AHEBRESZ RS ) Amisoft
CS—11 (HRIhBE RS ZIREN ) FIAR I BEIL S Z RN

[0152]  #E— AL )7 R, H4E A & ) FA—aa (2 IERR #2031 AF B s 4% 2508 4w g 1)
AR -

[0153]  FE—ANSEhti 7 R, IRIE AR B ) FA—aa 2 BB 7 2 DL TR

[0154]  FE—ANSEJ T S, AR A KK FA-aa E’Ji&%@ﬂﬁ%mﬁ%ﬂau@%ﬁ%ﬁﬁ%@
AR N IRBER T .

[0155]  7E—ANSEHt 7 =, iR AR H 1) FA-aa [ RUFE IR L & WUE R &1 10 i 55 1R
e

[0156]  #E—ANSEfiti 7 &P, ARG A & WK FA-aa [HRIEFRE 1% B A BRI KT E R .
[0157]  fff FHAAUE H D15 2 AR B U B o — S8 I B (I R AL 7], W LAZS 5 e 1 I
A ARAB M 2 PR

[01588] T iA FA-aa’ s &RiWAI1FH]

Nt
e

[0159]

Fel bR 44 TR 5 4 BERIT (2011-04-14)
Hamposyl L-95 JH A Tt 2 L2 R Chattem Chemicals
Hamposyl 0 B L2 R BN Chattem Chemicals
Hamposyl C AR B S L RN Chattem Chemicals
Hamposyl L-30 JH A Tt 2 L2 PR Chattem Chemicals
Amisoft HS-11 P ik I P 4 RN Ajinomoto
Amisoft LS-11 JH AT A 2 R Ajinomoto
Amisoft CS-11 AR o 2 23 RN Ajinomoto
Amisoft MS-11 R 5 ek I 4 R Ajinomoto
Amilite GCS-11 AR 7ol o R Ajinomoto

[0160] K4 A K B, Frik FA-aa 7] LAJE L IRZGWIAH S0 — 8B4
[o161]  fEA KR B[ — AL 77 &, ik WA &Y A-& 20 —MiG 7 R4+ GE
KRB EE ) 12 /D —Fh FA-aa FITA B .
[0162]  fE— NS 7 R, BTk & B8 FA—aa T LA FH T 56 T V0 44 B~ 1 44 Yk Ak A
PRI IR R fE— DL 77 E W, ik & FE L FA—aa 7] DL A T 28 T4 5K
e [ A Y A R 2 TRV P 70 A 356528 R i vh, 3% 4 SEDDS. SMEDDS Y, SNEDDS.  £E— M SE it ) 2
W, Bk S BL B2 FA—aa 7] DA A T2 T AR i MR gL Re b DSy %
W, BT 2 B FA—aa AT LU H T 28 T[] 4 2 10 v 14 591 1) 38028 R4+, 15 40 SEDDS. SMEDDS
3% SNEDDS. 14 M4 A & BH (1) FA—aa’ s (193 14 B 2 [ 44 SEDDS. SMEDDS & SNEDDS 7
DA ATART ] 1) B B B e B R A, DA™ AR [ D IR 29550 8L BRI g, A S A A
(R ARE W] 4 7 R 7R A8 R B A e Fe B AR b A 5t (VR 2 B 15 (H R 3R OR AR 2 R
(multiparticulates),
[0163] R4 A & B 99 A P [8] 442 SEDDS . SMEDDS % SNEDDS AT LA FH AR 7] ) FH 1 4 st
W e AL, DA AR WA IR 254700 8L, i i 770 2 ] DAk — 20 80 55 17 V8 B0 AR BRCAE 3R R i
A
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[0164] A EFMRAEARK M FA—aa” s VAR ELY: [ 44 SEDDS. SMEDDS B% SNEDDS A LA 1+
AR ] 1) FH P 3 TRt e e AR ), DA AR T 4 1 AR 259 75028, Bk s 28 v DA — b5 B
AR BREE R EA, W5 (&) FMIRER, HAERD E#FRE Eudragi t®,

[0165]  FEARK I —ANSLiE 7 i, Frih 2 S, B & 20— Misir th Ko+ G
WIsE KRB ) A1 E D —Fh FA—aa. A —E¥ ) SEDDS. SMEDDS B{ SNEDDS.

[0166]  7E—ANSLitiy &, IMPEAR K HM WA EWAE/NT 10% (w/w) K. fE—A
SEE T e, iR AR I ZAMA A EE/INT 9% w/w) K. 7E— ity 9, iR
KRB YOS/ 8% (w/w) HI7K. FE— DSty &, IEA R WA &
W EINT 7% (w/w) BI7K. 7E—NSEHE 7 29, AR AR I ZAMA S a S5/ T 6% (w/
w) HI7Ke 7E—ASEiE Ty B, R\ AR H A S ES/NT 5% (w/w) (7K. £ 52
i &, AR WA EMEE/NT 4% w/w) K. FE—ASEHET P, RIEA
KA ASIEE/NT 3% (w/w) BI7K. 7E—ANSLiE T R, IR A K HI A 59
AE/NT 2% (w/w) BIKe fE—ANEHET R, B AR K HAMAEDES /DT 1% (w/w)
[FI7K e AE—ANLHE T e, AR H A EEE/NT 0% (w/w) BIK.

[0167]  7E—ANSLit 7y &9, IR AR BRI 25 A A A AR o 72— SEiE 7 2 rp, AR A
RAZGWE SR, BA S/ 10% (v/w) BI7K. 78— ANSEiE 7 2, M4 Ak 3Ry
A SRR, BAE/NT 9% w/w) 7K AE—ASEHE T R, IR AR I A &
Vg, HAS/NT 8% (w/w) K. fE—ANSEiEr 9, R4 R I 2 &9 2 W
s, BHAE/NT 7% (w/w) BI7Ke fE— ST e, AR A2 G VS iiE, HA
FANT 6% (w/w) BI7K. FE—ANSEHETT 9, IRIEA R A G mis, BaE /T
5% (w/w) HIK. FE—ASEHE)y S, AE AR KW ZMA sV LmiE, B8N T 4% w/
w) 7K. FE—ANSEHE T R, AR AR 29 G2 mAE, HAE/NT 3% (w/w) BIK.
FE—ANSEHE T 2, IR AR R 2 G W2 Ak, BAS /T 2% (w/w) BIK. fE—
SR T R, ARAE A R I A AW R AR, HAES /N 1% (w/w) K. E—ASLiE Ty
Z, RIEAR R A SR, BAE /T 0% (w/w) 7K.

[0168]  FEARK MM —ANSLiE Ty Eh, Frid il Sma & 20— Mgy Ko+, £
ANSEHE T 2, MR A R BRI TR K GE ISR K IR B E 1) 2 697 MR s Pk ik Bk &
Ho AE— A7 e, IR AR A T PER B R Sk IR B A -

[0169]  7E— ALty 9, AR ISR IRBUE A 27K P BAZ 50 mg/mL A f# 5
MRELE A fE— iy e, AR SR KK E ARk P EAED 60 mg/mL [
VAR IRE EE A . fE— L R, AR RSE KRB E A 2K P RAEA 70 mg/
mL VAR E I IREEE A o £E— AT 2, AR KRB E A2 e K 2 A 220 80
mg/mL VA AR IR ERER 1 o A6 — /NS 7 R, AR BRIk KB R B R AE KR B 2D
90 mg/mL WIVAMEERIIRBIE H . /£ R, AR SEKIREE B /A KR RE
£/ 100 mg/mL FIAMERIIREEA . fE—SLiE 5 R, 48K R SEKIRBUE A2 7EK
HEAE/ 110 mg/mL MVEMEIREE A .. 7D R, AR HISE KRB E H
SELEKFHEA R 120 mg/ml VAR IREEE . 7E— NS &9, AR 25K Ik
B AR RAE 130 mg/mL (VAR ERIIRECEE . 7E— NS 9, AR 1)
T REE R AE K B 0 140 mg/mL FIEMREEEKERE . £ DL TR, A
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KRR KB B B B AE K T B 70 150 me/mL VAR RIPRERE A DL &
W, AR B S K KB B L 2 AE K P A 220 160 mg/mL (VA ARE KB E . 7E— 45K
Tt 7 S AR B AK KB B AR KT A 220 170 me/mL FIVE AR IKEC R H . £
— AN R, AR ISR KRB B AR KT A 2/ 180 mg/mL VA AR ) kB 2
Ho E— DT &, AR IFPSEKIKEE Q&K RA 2 190 mg/mL A EFE )
KB A 75— SEHE 77 R, AR ISk IRBGE A e K HAA 220 200 mg/mL [
iR PERI KB A o 7E— A2 7 B, AR R SEKIRE R A 27K B A 20 210 mg/mL
SRR S e AE— AN R, AR B S K IR B 2 AE K B A &0 220
mg/mL VARSI IR E A . /£ DRI T B, R KSR AKREUE AR AK P RA 2
> 230 mg/mL FIVEMEEIIREREE B . AE— DRI S, AR ISR KRB B & EK
HA %0 240 mg/ml WVAREERIIEEE A .

[0170]  FE-—ASEHETr &=, ARIE A KR BH IR 7 1 35 1 IR B 1 2 83 1500Da Y fik B
T £ AL, IR A K BE T I E PE AR B 2 R IE 1750Da [ IRE &
Ho AE—ANSLiE T S, MRPE A YR T7 PR B VS MR B & & 883d 2000Da KB SR T -
FE—ANSEHE 7 220, ARIE A R B BB 7 PRI MR B B 2 I 2250Da (I RENEE H . 7E—
AN T e, IR AS R R vR T YRR TE PR IR B SR R T 2500Da FIIRB S . AE—AMaK
Jiti 77 ZE R, AR PR AR B YR T R RS TEIR B SR B 2 R TS 2750Da KB EE . AE— N SETE T
ZEr, WA AR R B IR 97 TR I T IR B R 1 2k 3000Da (IIREREE . AE— N SEiE T 2
R AR B VR T R Y PR IR B e R I 3250Da KB EE . AE— SR B,
FR A R BH B Va7 P S PR R BR R 1 A I 3500Da IR . £E—ANSEit T &b, iR
AR BIYETT PR RS YRGB AR 2 R85 3750Da KB . 78— ANSiti 7 rp, R A K
YR 7 IS MR B A& R I 4000Da [IBREER (o 75— NS R, IRIEA R B
BT TR MR B A 2 I 4250Da FIIRENEE A o £ NS TT 9, I AR IR TT
VRGP PR B 8 1 2T 4500Da [RRRER BT (. 78— SEitE Ty =, iR4E A R B IGRI7 I
T TERR B AR 1 AT 4750Da [RRERET (1. 78— ANSEHE T R, M4 A R B A T v PR
KRB A 2 I 5000Da FIIREER H o 7E—ANSEHt 77 2, AR A K B BvE 7 MR vE PRI B
H AT 1500Da KB H . £ SEH 7 2 9, RIE AR B G 7 MRS MR B E A
JEAE 1500Da % 5000Da [¥ ik Bk & 1 .

[0171]  FE—ASLi 7y &b, R A K B A A W8 ik, BB & FD—Fayr s
KEABZ K 20— MR RS AL Z LR 2 — M R H s R, #— PR &R
T A L R B Ty TR I AR AR P B AR TV

[0172]  FE— S 77 & w0, IR AR H 20l &8 Wik, BB & —Fa T s K&
A K 20— PR I BRI 2 AR /D — P R H s REE, #— DB E R
Fid 7K L) B B i Bty PR T AT AR 1k T A PR VA R, e b B VA R KRR B

[0173]  FE— NSy o, R A & B 2 A e ik, HA & 2/ —Fayr ok
KEABZ K, 20— PRI RS LR 2/ — M R H R IR EE, #— PR E R
TR K L AL e RS, b BT B 2 T K BLME R B R Bk - IR 20
I 21 nk 35 40 ki 60 ki 65 i 80\ ki 81 Ak 85, FE—/NSEHE T R, AR A K
B 25 2 A ) A WA, LA B —Piay T ok K LB 2 IR 28 /20— P T I B2 A (1) 0 2
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R & /b —Fh B AR D R EG , 1 — DB & 5 2 Bl K BN B R B R ER  FL b Frik R 2
TEEMR K L BLEEE A I R ek < rEdE 20 kiR 21 k3 40 ikE 60 iR 65 iR 80 ik
81 ki 85,

[0174]  FE—ANSEHE 7 o, R4 K B 2 A Ve ik, HAL & &2/ — R yr e
IKEE B IR, 20— PRI BRI AL S R 1R L /b — M R H i e D R R, #F— PR E RS
T R K Ly RO T T 7 T R AR PR B B M ), R BT R KR R

[0175]  FE— Sy &b, WRPEA K B 2 A W ik, A& Z2 D —Fayr ok
IKEABZ K, 20— R R AL 2 AR 20— PR Hh R R R, i — P A& R
TR K L AL B i P R T AR PR SN AR P YA R, Lo BITIA SR 2 R MK L Bk N PR
B2 5 2 BE IR K L BLRE B =y BRI, FCAE R b Rk /B3 85.

[0176]  FE—ASLi 7y &b, R A K B A A 8 Wik, BB & FD—Fayr s
IKEABZ K. 20— R BB 2R 20— PR H R RER, #— PSR
TR K L AL B i P R TS AR PE BN AR P YA R, P BTIA R 2 R I K L B R R
B2 58 O B K L B B = PR R (CHLAE RS MY AR AR iR 85), H BT IAYE Ik B /KA
g 98

[0177]  FE—ASLi 7y o, R A R B 2 & W8 Wik, HA & 2/ —Fayr s
IKEABZ K, 20— R R 2R 20— PR H IR, #— PSR
TR R K L AR B = PR R CHLAE DI B R AR R 85) ANk B AR P B (AR PR B Al
PEIE ), Horh Birik H S AE K PEA 5T #0RE LS T BURCEL

[0178]  FE— NS 77 R+, WA AN & A 25 & Ve Wik, BB & — PR T oK &
HECZ K 20— PR I BRI AL I 2 LR L 2/ — PP R H s oy IR EE, @ — P EE R O
J 7 1) AR pE A =y R (CHLAE b g AR VR RE SR 85) A3k F AT % AR AR Tk B b PR VA
), Ferp BTk 20 A WA K PR A 5T A R DA T L

[0179]  FE—ANSEi 7 &+, R4 K B 2 A Ve ik, HAD & &/ — By e
IKEABZE K, 20— R 07 R AL 2 AR 20— P R Hh R R iR, i — P RS R
TR K L AR B i P T T AR PR S AR P YA R, L P BITIA SR 2 T MK L Bk N PR
B A2 5 2 BE R K BLRE B =y BRI, FLAE e b Rk AE k3L 20,

[0180]  FE—AMSEi 7y &b, MR A & B A A e Wik, BB & &b —Fhayr ok
IKEABZ K. 20— R BB 2R 20— PR H R R, #— PSR
TR K L A B i P R T AR PSR P YA R, P BTIA R 2 R MK L B N PR
B2 58 O B K L BRE B B H R R GLAE Rk Eg AR AERE I 20D, H Bk i 7113k B KA
[

[0181]  FE— NSy &b, R AN R B 2 & e Wik, BB & &2/ —Fayr ok
IKEABZ K, 20— R RS Z LR 20— PR H IR, #— PSR
TEEB K L ALRE B 5 H RERRER AR ML B AR AR IR 200 A B ACHITR B B AR P B
AR 711 L Hp BT IR 2 A DAE AR A JoT PR R DU T UL

[0182]  FE—ANSEi 7y &+, WA AN &R I 25 & Ve i, A& — PR T oK &
HECZ K 20— PR I BRI AL I 2 LR L 2/ — PP R H s oy IR EE, @ — P EE R O
W 7K L B B e H R FR I CHLAE R Mk g R AE iR 200 AT 5 /K FI TP B (AR MR B0 Bl PR
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V7, IR BT IR 2 A A K A BT R R R DA T R

[0183]  {E—ANSLjif /7 b, AR AR W I A & W) & ik, HAS 2 /b —Fiayr ks
IKEABZ I, 20— R R BRI AL R R 2D — PR H i s s, 3 — DA R4
TR R K U BRI U R AT AR PR B AR RV R AE AN SEHE T SR, IR AR R A 2
HEW WA, BAE—PaIT ISR EABE IR, 20— PR I BRI AL 2 R 2 /b —
FhEEH T 0 R ER , B — DS 2 B K L LR I iy R T AR 1k B AR PR VA D
[0184]  {E—ANSEjE )7 P, R\ A R WA S W 2R, HEEE/D—RayT s
IKEABZIE 20— R BRI L R R &0 — PR s RS, i — P ag R
T R A L AR R 7 TR T AR RN M S R A TR, o B R e e AR T Y D3 KT
T AR ANSEHE T R R AR R A SRR, BAES —FRIT YK E A
Z KB — PRI R B AL I Z LR L /D — R R TR D R R, i — P A S R O K
L AL e T 7 I T AR ARG e B AR P9 791, G o BT s Al M B AR T 9 732 R KRR B
[0185]  {E—AMSEjif /7 b, ARIEAR R W A &Y 2wk, HaE 2 /D —RayT e
IKEABZI, 20— R iR BRI AL R R 2> — PRl i I BR B, 33— D oK
Ll 20 B g iy R R AR AR A Y AR PR VA R R K B 8 ) o 75— SEE T P, iR 4R AR
RSB, A —RRIT K E A K. 20— R iR B
B /b — MR I RS, A AL AR R R I R R (w4 10.20.,40.60 B
80) FHAR PR AR MRV ) (v ayK B % ) o

[o186]  fE— MLty b, MR AR R H A WH GV 20k, HAE 2 —Fayr ks
IKE A Z K 20— Fi R I BRI AL R R S & /D — P SR H i g B BRI , 33— D5 oK
Ll AR B T 0 R I » JHG Pk 0 7 L AR e I oy PR I e B R A8 10 W) AL 20, W) 4 40 W) A 60
FE) 2L 80 FE— ALt Jy S b, MRHE AR I (M 23 e A e M, B 3 — Py 7 MoK B
FECZ K 2D — B s 7 BR IR A 1 S R 22 /0 — P SR ik I P BRI, 13— DA & JB K L L Y
BEBE NG 7 BRIE , L v Bk 5 7K Ll Bt B T 0 1 s e B H ik Ll 238 G Rk b B Pk A =) 4
200 i K 1L B0 B AR BRI CHLAE R b B A RRAE =) 2 400 R /K Ll B0 B B Al R B lis (L
FE b BB RRAE R4 60) Ry ER (b Z438 GLAE R - R VE =) 4L 80D

[0187]  {E—AMSEjfE 7 P, RI\EA R WA EW 2B, HAEE /D —RayT e
IKE A, 20— R R BRI AL R R &> — PR H il I I BR B, 33— D K
Ll 208 B R o B B R AR PR B AR PR VA R 7 — AN SEE T b, IRIEAR R A MA &2
Wk, HA S —Missr Mor K E A K. 20— R g Dy IRB L 2L R L 22 /0 — R 5 Hr i
JIE 0 BRI, 33— D05 M 7K L AR I T 0y R T AN AR PR B AR PR VA 7)o

[0188]  fE—AMSEjif /7 b, ARIEAR R W I &Y 2wk, HaE 2 /D —Fiayr ke
IKEABZ I 20— R R BRI AL R R 2> — PRl i B BR B , 33— D5 oK
L AL e T 7 T T AR AR ek B AR PR 791, JHG R BT o Al M B AR T 702 B VK BROA
[0189]  FEAK WM —ANSEiE 7 B, Frid 29 & & 2 /0 —Fisyr s MR Bl E
Mo

[0190]  fEAK AR — AL T b, Ik 9 & a-5 20— M O &k pH PG
7 RIEPEIR B R A

[0191]  FEA KR B — ALt 77 &b, 5 ik iy P s VE IR B VA A, 15 43 I
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TR pH 5 2288 pH B AR, Frid (i LU IR B 2K pT SiEIC 1 AN hr, a] 4t 2 A B,
HLn] & k2.5 A pH BRAT, S8 500 B 45 BI VA O R BT 25 T . 7E— N SEE T R,
FH B R 1 B R B AT BT pH 819

[0192]  FEAK I —ANSLiE 7 E i, Frid 252 & & 2 /0 — Pl 5 2 IR 22 /0 — Fif
FA-aa. fEARKM—ALHETT EZH, ik 2 mH GWAaE 20 —FikeisE g m 20—
FA-aa.

[0193]  YEAK HHI—ANSLiE T i, Frid 29l S & 2 /0 — ik 5 2o 22 20— Fb
FA-aa AR .

[0194]  7E—ANSLifi 7 &b, Bk & 1R FA-aa T DAY B T 55 T WA B ] 44 Y44 0 22 17
TEEERIR L R . 72— AN SEET R, Frid R IE IR FA-aa 7] DU 38 T Ak Bl [
AR IR IS A IE R G, iR IE RAE S /DT 10% (w/w) BI7KAE—NSEHE Ty
Zrh, TR E IR FA-aa 1] DAYE T 28 T WA 501 ] 440 VA4 R0 36 TV PRI 8 05 R4
Frid ik RAAE/DNT 9% (w/w) WK fE—ASLi 77 E 9, Frid 2 2L 1R FA-aa 7] DAY T
SR T YRR B [ A4 VR AR R R I 75 M A B I8 0% R G b, ik i i RGBS/ T 8% (w/w) 1)
Ko FE—ANSEHETT R, Frid B FEIR FA—aa 7] LA F T34 T W04 B - 6] 44 7 A A0 2 1o v
FIEEE RS, iRk REAE/NT 7% (w/w) KK, DL RS, FridE g
FA-aa 7] DU AT 22 TR BT ] 440044 AN 36 T 6 PRI R 0k R b, Pk ik Ry
INT 6% (w/w) BI7Ke FE—ASEHETT S, Frid & R L FA—aa 7] DR T2 TR ECF [ 44
TR AN TG PRI R G, Frid ik RGE &/ 5% (w/w) BIK. E—ASEiir &
1, FTid SR B FA—aa W DAAE A T2 T Y00A4 BV (] 44 V044 AR 22 T 35 PR 790 1) a8 R e, B
RIBE RGBT /INT 4% w/w) BIKe AE—ASLETT 2, IR AL R FA-aa 7] DA H T2
T AR B [ AR AR R S PE A 3832 R G0 b, iR ik R8T 3% (w/w) 7K.
TE—AN LT 29, TR R R FA-aa 7] DU T 38 T IB0AAR B30 ] 42 V30 AR 82 1 v 1 7 1)
WX RS, HRIEIE RGO S/NT 2% (w/w) K. fE—SEiti &b, Frid @R FA-aa
A DA A T 2 TR B [ A YA R 3R T 36 PR R A% R Ge P, Fnid ik R85/ T 1%
(w/w) 7K o £E—A L)y b, Ik 2 516 FA—aa 7] DA AT 38 T B B AR R Al
S MR IE R G, ik iz /R & /0T 0% (w/w) 17K,

[0195]  fE—ASLi s B, IRIE AR HAMAGMAS 2o —FiRrEKkKEASZ
IR 22 /0 — i I U R Ak B 2 R R L & /D — b s HLB R G PR 77 222D — P HLB SR 1H 7%
PEFIABR RIS Ao 76— SRht T 2, B AR A A& — s s KEn
2K 2D — R I BR B I A R L 2 /b — i HLB SR VG 77 22 /b — I HLB Bhk
T 3 PR 7R AR P Y 71

[0196]  7E—ANSEHETT =, B A R HIAMA SIE &2/ 0—Migir i kEAE £
IR 22— T 07 PR BE AL ) IR 25 /D P Bl iy HLB R V& MR AR MRV ) o £E— AN ST
ZHp, TR AR B A A S — PR yT SR K EE A B IR 2 /b — P IR I B B AL 1Y
GHEIR 2 /D P Bh s HLB 215 TR R AR PR 771 o

[0197]  FE— ALt 7 &b, Ik & 418 FA—aa 7 DL F T 55 T WA B 8144 Y44 0 22 1
TR 38326 2R i, 1 T SEDDS. SMEDDS BY SNEDDS . 7E—ANSLJii 77 =, ik 2 B2 FA-aa
AT DA FH T 5 T ] A 3 1 3 P R (1) 808 R, Pk ik RAAS /T 10% (w/w) 7K.
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[E— AL 7 b, TR 2 SE IR FA-aa ] DU FH T 28 T ] 44 5% 10 v MR 70 10 3 08 R Gk, ir
RIFIE RGO E/NT 9% (w/w) BIKe fE—NSEE T R, Frik 2L BR FA—aa 7] DAgE H] T4
T[] {42 35 PRI 3605 R Ge R, Ard ik RG0S/ T 8% (w/w) HIK. fE—ANSEiir &
1, BRI BR FA—aa P LA A T8 T (844 2 0 05 PR K R e, Frid iR R &
INTT% (w/w) BIZK e FE—NSEHETT S8, IR SR FA—aa AT DA F T2 T ] 44 3 1 vi% 4
FIEEE R G, Pridifik RGEAE/NT 6% (w/w) K. DL R T, it 5 mg
FA-aa 7] DL 28 T [ 4R R MG MR8 R4, Frid i R &5/ T 6% (w/w) 1
Ko FE—ANSLHE R, R &I ER PA—aa 1] DL ] T 55T [ 4 2 mvE PEFI 85 R 4o,
Frid ik RAAE/INT 5% (w/w) Ko E—ASLiE 7 &9, Frid &L FA—aa ] AT
T EARIEHEANEERG S, R BIERFES /DT 4% (w/w) 7K. £ SEHE Ty
S, IR G IR FA—aa 7] DAY AT T2 T[] 440 T 36 IR sk R, Pk 0% R4,
FANT 3% (w/w) BI7Ke FE—ANSEHETT R, IR R EE IR FA-aa W] DURE A T2 T A AR 1 7
PEFIREIE R, IRk REE 5/ T 2% (w/w) (7K. fE— a2y &b, Frid & i
% FA—aa 7] DA A T2 T EMAR HE ERI 3R R G, ik i REa885 /0T 1% (w/w)
(KK . £E— L7 R, R &L MR FA-aa AT DL T3 T [ 44 R 10 VS TR (0338325 R 46
W, TR L RAA /DT 0% (w/w) HI7K.

[0198]  7E—ANSLifi 7 &b, Bk & 3L 1% FA—aa T DA A T 25 T [8 440 2 10 3 P 790 1 3 %
Zivh, 1% 70 SEDDS. SMEDDS BY SNEDDS.

[0199]  fE—ANSKia Ty S, AR AR B 2T A G 0 WA

[0200]  7E—ANSEJE T R, ZIMAH GBS MAE A K HE) FA-aa” s BAER BT [ 44
SEDDS. SMEDDS B SNEDDS, H FHAEAT RJ | A () 4k BB A Fe A A, DA™ A= [ 11 i 2657 771)
M, FE—ASEiE s b, T AERE AR A SRR A S TR .
ST S B AE R L IR T K Vegicaps® CRE Catalent®) T I BH K i 4k e 2 7
ARHTREAR KA ZH SR AE .

[0201]  FE—ANSEE T B, Frid 2 A0 B SR A R I FA-aa” s BRI [
{4 SEDDS. SMEDDS 5% SNEDDS, H. i AT-Aa] A 1) FH %) B B Al o B A 3, DA™ AR [l 4 IR 2547
FIEL, B FIA SN T 10%  (w/w) 7K. £E—ANSEiE T R d, Frid s a a8
YA K ) FA—aa’ s OB [ 44 SEDDS. SMEDDS B SNEDDS, H FH A4 A] A A i 4k Bl Al
B E, DU AR [EAE CUIRZFHIEL, B R a S /T 9% (w/w) BI7K. 7E—N5Lit
TES, TR H A RO TRIEAR KT FA—aa’ s FIBARECE: [E44 SEDDS. SMEDDS 8%
SNEDDS, H. A ATAR] ] 1) A () 4k B3kt e 4 A0 38, DA™= AR [ 1 IRZG 702, Bk 77 26,5
INT 8% (w/w) 7K. FE—NSEiE s &rp, Brik 2 &4 2 A5 i A K Y FA-aa’ s [1)
TRAR B[ 44 SEDDS SMEDDS 8% SNEDDS, H HIAFAR] A] 1) FH A B Bl i i 2 1 R 3, DA™ AR [
W OARZEFIEL, Frid AR SN T 7% w/w) BIK. fE— Sy &, ik A&
AT RIEA KN FA—aa’ s BARECE B4 SEDDS. SMEDDS B% SNEDDS, H R4 A] F A
R B Fe AR E, U= A R CUIRZGP R AL, Frid IS /T 6% (w/w) BI7K. 1E
—ANELETT R, TR 2 A A A S R AR K FA—aa’ s WA BY: [ 44 SEDDS,
SMEDDS E% SNEDDS, H. FHAFART m] ) FH () B B hifi e B 52 AR A, DA™ AR [ 44 11 2590550 2L, B
WAL /NT 5% (w/w) BI7K. fE—ANSEiETT R, Frik A AV =2 A5 R AR Y
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FA-aa’ s HIVRAREL K[ 44 SEDDS. SMEDDS B, SNEDDS, H.FHATART B 1) FH fit) 0 i A e 1 A
B, P AR R CIRZGPFIEL, Brid A & /T 4% (w/w) BI7K. fE—ANSLiE 7 2+, Bk
MAHAE RO TR AR K FA—aa” s BIVRARECY: [E 44 SEDDS. SMEDDS B SNEDDS, H.H]
AEART AT R ) B B R e e AR 3, AP AR [ IR 25 5028, Pk s LA 5 /T 3% (w/
w) K. fE—ANSLHE T EH, Frid 20 &9 2 B S R A K I FA-aa” s FIBAR S
[#] {4 SEDDS. SMEDDS B, SNEDDS, H.FAT-AA] ] 7 FH f 4k s hif e e 4 A fm s, DA™ A [l 4 11 R 2
YR, ik SR &N 2% (w/w) [I7K. FE— SRR &, iR A a2 e 51
A K ) FA—aa’ s (VRSB B 44 SEDDS. SMEDDS B SNEDDS, H. FH R4 A] A A () 4k B A
I FEH A, DU AR AR CUIRZFHIEL, BRI E S /T 1% (w/w) BI7K. 72— 5Lt
TR, TR H G RO TIRIEAR KT FA—aa’ s FIBARECE: [E44 SEDDS. SMEDDS 8%
SNEDDS, H. A ATAR] ] 1) A ) 4k Bkt e B 4 A0 38, DA™= AR [ 1 IRZG 702, Bk 77 26, 5
AINT 0% (w/w) BI7K.

[0202]  7E—ANSLHET7 SH MR A e BH B AR B [ A s 750) FH A ART m] ) P 1 St i
FeARAE, LA AT g CUIRZGVDFI AL, Bird ) 25— 040 5 i AR BUE IR BT A
[0203]  7E—ANSLHE 7 S H MR A A BH B AR B [ A4 dh 750) FH A ART m] 0 P 1) R Vs SR B
WEBER AR AAE, LA A O R Z 77 2 .

[0204] E— AL EH, A E R AR HE FA—aa” s BRAR B[] 44 SEDDS. SMEDDS
B¢ SNEDDS FHATART ] ] A () 4 Bkt s Bz A0, A= A [ CUIRZ5 9 70 2, BT ik 771 2 gk —
A E AR BIEEREIR AR /£ DT R H, A EMRIEARR AN FA-aa’ s A
B[ 44 SEDDS. SMEDDS B SNEDDS FHATAA] R ) FH F) A7 5 SR s el 5 e 3 AR A 3, DA™ A [l 44
CR 2547 284

[0205]  FE— AL EH, ORI A K BT FA—aa’” s B[4 SEDDS. SMEDDS
B¢ SNEDDS FH A AT ] 1) FH (%) 4R B Al e e A AT 8, LA™ AR [ 1 R 25 4 77) AL, B ik 551 284 ]
DL — 0 A5 W E AR BOEIR BEA, R () M ERES, H AR E g RrfE
Eudragit®,

[0206]  YE—ANSEZiET R, Frd AR & 20— R R R A, HonT U T
23 (JREBZATEY ) B . Frd s R A mnT DU R R ARG R R &
Y, ¥ WAL Eudragi t® F i1 % (Evonik Rohm GmbH, Darmstadt, FE[E) 448 RIELEL, 4]0
Eudragit®L30 D55.FEudragit®L100-55, Eudragit®L100. Eudragit®S100. Eudragit®S12, 5.
Eudragit®FS30D. Eudragit®NE30D f H V& & %, @ % W £F Eudragit®Application
Guidelines, Evonik Industries, %8 11 fix, 09/2009 FhTik.

[0207]  FEA KR W — AL 7 =, Bk 25 & =2 1 57, A &2 /b — Rk B 2 R
F/b—Fh FA—aa. T [,

[0208]  7EA K WII— AL 7 v, Frid WA G A& 20— Rk S R E > —Fp
FA—aa. [N %,

[0209]  FEANKBHR—ANSL0E T 4, Frid 2585 2 /b — Pkl A f 2 0 —Ff FA-aa.
S

[0210]  FEARK R —ALiE T Eh, frik A s a8 2 b—mksiE e b—
Fh FA—aa. 7 EZ 1) SEDDS. SMEDDS B SNEDDS.
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[0211] PR Z5Widik RS 5 v LD A & 470 . fE—ASLii)y B, Fridziy)

3% R G A A 22 90% [ 28 IV R 7B 25 22 90% AR PE A HLVA ) GE W3R 2. % (PEG) 300

g/mol PEG 400 g/mol.PEG 600 g/mol.PEG 1000 g/mol) EXFE % 90% I E 4 4. PEG i#

SR BRI B A ki 4%, BLATDAZE 300 g/mol £ 10, 000, 000 g/mol % 4 FE 6 H N

IEC ¥

[0212]  ZE—ANSEit &, A DRG048 5-20% [T %,

[02138]  FE—ANSEE T =, ik O IRZA GRS 2 /b —Fh FA-aa T FERIE /D 2 i

A 8 2 R T 5

[0214]  fE—ASLiET R, BTk O IRZAMA S A5 2 /0 —Fh FA—aa. TH B 11 40

20 FI—FhBAR iR TER 210 ALER 20 A2 — PP 5 1L AL EER 0 vs M), HoAs e YERIAE X e 5k

RVFEAEVF 2 FEERL A B2 B2 22 B FE E¥5 IR0 . 207 20 RORAE4r

SR AEAE R 28 — (CH,CH,0) — JE S 5.

[0215]  FEAK M —ANSLiE 5 &, irid O IRZMA 5 E & 20— FA-aa. A .

K LA 20 A1 PSR H B T IR ES .

[0216]  fE—/NSRHE T &R, Bk ORGP & 20 —Fh FA-aa. T . 5 1L LS

20 Fl—Fh B H VG PE ) o

[0217]  FE—/NSEHETT &0, Bk ORI &P & 20 —Fh FA-aa. T B 5 1L LS

20 F0-—Ffr ZE H- vl I 07 R T v 0 S S PR B

[0218]  FEARKR AL 77 S0, ik 29 AW m] LU & 7E 29 W 4 A4 Hh i B IO

HPIE R, 3 A FRITECTES 751 ) 461 0, 5  AELAS R T 970 280 A0 70 oAl A2 400 ) 40 o] 00 S A 91

B3 53 75) < e 7)< R A ZE T 38 STk P IR I S 5y« Handbook  of  Pharmaceutical
FExcipients, RoweZE N, %%, %4/, Pharmaceutical Press (2003), HA4Fidid 5]

B NS

[0219] X LLRIAMBRIE ] L LAS Z3M A2 0. 05-5 B & % FIEATFAE . PUEATT T

A7) B 5R) AR E SR BT TR R = S B A AR R 227 0. 05-1 THE %, Fik

FIBFFRFIE T 2 5B A AR 22 2. 5% B 5 HE %,

[0220]  ARHEA A O 1 O AR 2G04 A4 m] AR C il A A 5 2

[0221] AR ¥HE A B 1 IR 25 W0 20410 mT DA TG il A [ 44 550 2L, HLmT RLik B B3R v

TS BEA L FUF) BE T ORI AU o

[0222]  FRPEA K A AR ZG 44 A 4 m] DA TC 1] o 22 Jok 7 2 o

[0223] AR HE A% B 11 Ik 25 W0 20410 mT DA TG i O 22 ki s 2, HLmT DA B« L)

L SRR 75 3R SO e 2 v [V A B [ A L s | 71) s 7 A s AR I R — B 2771

[0224]  FE-—ANSLETT R, Bk DR 2540 4G9 m] DL -—FhEl 2 PP A Wi iE AR

2, B AT DARR AR AR 85300 Fir JE 0 1) 777 VR T 1) S B 35 R TR 5

[0225]  HRIEA KK IZE QAR BGOSR BN AR T DLEE TR (B WAERE, HAR

Ak _E#%FRAE Eudragit®,

[0226]  7E—ANSEHti 7 2, IRIE A K W 25 A & W FH T & 25

[0227]  FE—ASEHt 7 R, iRAIE AR B 294 A s FH Tl 4 2540, Pk 29 TG

S BCHAR i ALREAE « 1T 208 PR i %0 B S FeIK T AR PR A/ B IR IR IT o
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[0228]  ARiE “HEWHER N- BRAL 25 R B “ Btk L8R 7 vl L E B, I BLAEAR SO
HTRREEM o — ZIEAH TG 17 R B AL ) 2 L TR

[0220]  SJEMRLAD (AJE) BLL (AKE) Wik m e A77E. DA L R 620 1t
EWgXT A BT HARUS, rd e MERREATT ESHEG . £ HRAF
AL R Z R E SR S - 2. DRk, BRI E S H L Rk, 8 D- &5
FRATAE T AN TA A e RE A SR Le R B AR R b o R HAR S DR 7 220 300 P 2R, (H 2
X A 20 Fi i E A 8 ANERTER A I 2 A7 AE . A0 AR BE AR A b A8 20 Fikr
MR IR, I HIX L — R B4R . TR 20 FibrE Z R 2 TR AR (Ala) AR R
(Val) &R (Lew) . &g (Ile) ERAR (Phe) . E IR (Trp)  FIRE R Met) . filf
A (Pro) v RAZIR (Asp) HEK Gluw) HEZRE (Gly) Z2ZA (Ser) 77 &AM (Thr) .
IR (Cys) BREIR (Tyr)  RABE (Asn) BB (Gln) JEBEBR (Lys) FERARR (Arg)
FHZER (His) o

[0230]  ZABH [ FA—aa ZRIERR T 5 7] LA 2 20 0 e S ik 1 20, Hoh B HEEER
FASTARF AL DB L (BLRAE A R/S RiE (R BK S) , B & 7] LA 250 W S MR I TR
HHRIE O ML/RATS) .

[0231]  fEAR I —ANSLHE 7 S8, BTl G B 0 432 2000 i e A A VR & i T 2K
[0232]  fE—ANSLHE 7T R, FrR E IR R 72 AL I i iE . £ — AN SEiE Ty
ZE, TR FHAERA Y £ E LR AL &9, rid FHEER M S 22 D IE
e

[0233]  ASCHE A AR B “HE B F 2R 7 B Y HRAR A % 1 AR PR R K 2 L R
AR (19 A 77 L A (1) 2 1 AR A0 A R R e e 2 PR [ T A PR o

[0234] RSO AR TE “ AEAR I B B 7K 2 B PR 3R TR AR STUE A A GRS FH B R R 1
3o ARSCHE RO ATE “ B PR AS T AT B ZR R 3R A A AR N 5 FH 1 L R
(993 280 AR HR A FH I R TG “RTAR P 1 T Pk S S 1 3R T AR U AN 2 A F ) R R
3. ARCHERKARE “JEFHE F2ER 7 G T ANEARER - HEAR Ala) AR
(Val) &R (Lew) e AR (Ile) RNZAME (Phe) VAL (Trp) s FIRAE Met) - i
AR (Pro) WAL HER (Gly) LA (Ser) HEIR (Thr) AR (Cys) \FREAR
(Tyr)  RABE (Apn) IS REBZ (Gln) KRR (Asp) MR (Glu) .

[0235]  ARiE “ CURAEDRIH L LA R, i NZAMRIERE o, frid s os
1R FH DA RIS AR ER o« 1 95 S0, ik P Uit A 25900, & B AR B2 100%. 5
S8, 2 D IRiE FH 2540, 3 PR o I AR R A BT AN e AR USCR e sl At B AT BAAE
AATIHE AN 52 TR 5E G angeE WO 2005012347 v BITR) o B i IS R Ik AE TS
PEs

[0236] A% LA FH AR “ 20 I 14 79 7 3 7 mT AW Bt 3 T A0 57 10 (A8 A ELAS FR T
M — R — AR A - A BB — AT AT B, U K ), B
PR B2 K R B R A B T A (1 A

[0237] AR SCHE AT BTG “UB 5 5855”7 23 25 i R AT %) A iR B Ak 2K
[0238]  ASCHEHBIAE “B A7 R, BN Z3W 4 & 1) v DAR) 1 BOE R T AE P 3))
(AR 2B 255 T 4252 B B7 8 50 i 8 2 2R 1) B 1%y DA B2 2 (1)
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RS -

[0239]  ASCHTHIARLE “ Ka+F17 B Ko+ 7 RnEREG ST, HAFEZE. K. &
1 BRK AL A R IR

[0240]  ARSCHTHRIALE “2 K7 M “IR” 248 2> 2 Nl IREE 2 4 o 2R A
SIS o ik 4H 3 2 B 1R m] LUK B HH a8 A 25 A g b ) S R R I B AL, JF FLeAiTm] DA
FEAE HH B AL 25 b G A R R SR B TR DA S I R IR 8 AN A F AL 25 A g A T R
SREFEIR AL, B, v - RESEIR . DR R 2 2R .. D- HERA D- HEABE . @5
BT A R 2 R B A 2 B R 4% B IR B EH AR 25 05 A 1 R R 1) D- S
M, W D- RARAN D- E R Aib (a- R TR ) Abu (a- TR ) Tle (T2
HEZE ). B- HER. 3~ B FIRIEFIR AP EIE R F IR

[0241]  ASCHEAHMIAIE “EA” ZIEH—ANEEZAN 2R RN A AT

[0242]  RiE “ KOFIRIT A7 B WRITPER 7 v LR AT A, BLAE A SO T3R8 TE
BT TR AZER IR B A ORI A R E R L B K FEREER A 9, HAaHE.
EHAIRT IS R RS R RIE S BZATED . 72— ADSEE TR, Ko FRELE
1500Da )43 FiE. /£ DL EH, Ko EeisfE 150Da £ 6000Da 75 F =
[0243]  ASCHERIARE “Z5W7 . “YRIT R A7) BB 57 RoONEZGM A AW E A
(RE R 43, FERT DL TR 97 o HLR Tt e 7R A2 A L R R I s SR« R 177717 B
“CRIT TR B .

[0244] 2R SCHSE D R B 2 IR 7 — o i B IR B ik i i R IR R AR, B A CysAT
5 CysB7 Z [f]\ MI{E CysA20 5 CysB19  [A] () i LA K AE CysA6 5 CysALL Z [A] N —
TS () N 15 2, B I I R AU B AT A4

[0245]  ZARSCHT T AREE “ K7 ALRR AL IR & A IR R 1 A S L AR i 1
FBL RiB“EA” AR, HRRE A LI EDEER B

[0246]  AFEEZEHH 2 % 2 IRBRELL A, AT B8 20 30l =& 5 1 21 AR 30 NEUIE IR VR FEMY A BE
B BE. Bk ABEAN B SR 2 D BB EIE. 58 KZSHILE YR 2R,
{HR ] REAE i B A S B R E .

[0247] A0SR AT BE— 0 VEAN UL RIS, A SRS RS “IR 37 IR B NTR B E L R
By s BRI B R AT IR S

[0248] 7S SC AP A () B 5 21 AU 2 2 K W N LB XA F SRR S K - PTIA
A FEER A A L] DU R A / BB e 2 /b — AN T RAR RS & P & SRR R I
A/ BB LN A > — AN SRR R A 1T MR SRAFAE R i 5 28 (B AR5 20 & AT A
o

[0240]  ASCHEHMIAIE R R RIBEEHINIRE R, KPR RN — P EZ
MR LR A LT R R E I, F1 / S — A2 N E R R LR
RER, N/ BH P — A A EEREE O A A / BUE NS EF .

[0250]  7E—ANSEifE 7 P, 5 RS A L, iR A R T IR B R R AaS N T 8 A
Bt (B B ) .

[0251]  fE—AsEiy &rf, 5 ARSI, RS R ES/NT 7MW (B 6;
RIS o FE—SEHET R, 5 ARG ZEM L, SR E ST 6 MEif (B #.
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B amsm) o

[0252]  fE— ALy =, 5 AR R, BREZIBUME ST 5 MEM (B 6t
RN AE—AHETT R, 5 AR, S RIBUES/NT A M0 (B 6t
RN o E—AEEHETT R, 5 AR R, BB RBUE ST 3 Malh (B k.
B IRIN ) o FE—NSEET R, 5 NR A L, B R R A SN T 2 M (B
B BRI

[0253] AR SCHE FH I ARGE “BR R RATAEN” RREAZABMGI 58 AR 5 R B R,
HTIRE M (— A B A & BEG BRI S bt BRI VR R 2 AL S RE R R
e

[0254]  MRYE AR BH (1 2 R AT AR A 2 DL A 2PAB M 1) R AR AT AE IR 1R B Z ik i R 2
LI A0, B AR RS B AR AN B AN B S NIEE, B A A B8 R R
o L Rk S P S [, B 0 T Vi 8 R e e I Y A S B S B B e i o R I A Ui o S
oA EE (BITndE AR R R desB30 AR S E 0 B29 £7) , SREHEATAEY .

[0255]  FEASCH, RVE“BRAL IR & 27 es T m kAR & SN E IR IR
B (Ee b BBk iR B B AT OB .

[0256]  JiE I R AT R LA S 2D — NI GE 5 B R IR — PN E A2
izscE AN IE DR OPN N e VLY I

[0257]  FEASCH, KR4S DAF JE I BEAT Bk i R IR B 4« DAAEAE T N8R B 2R I 98 AR A 1
(Bifk ) A4 . AT EEES  (0dr 4, BTk o & iR4E TUPAC iy 2153047, BAE e tE il
W, MR A V84T T, T DU B R 4

[0258]

[0250] i %4 o~ B 0 “ - J\ S Bk & - v -L-Glu-OEG-0EG” B “17- & £ 1 & ke Bt
3~y -L-Glu-ORG-0EG”, H: v ORG J& % 3 B —NH (CH,) ,0 (CH,) ,0CH,CO~ [ 4 5 % 7~ 14, HL
v -L-Glu (B{ g-L-Glu) BRI v RART I L- BN 485 FRonik.

[0260]  ZeA&AM B KB S 1 R BBE L300 7 AT DR 2 i 0 B e A A i) T o, o P R 1
TR ISR AL DB L (B RAF A R/S KRB R ELS) , B & 7 DA 0] I 7 i AR 7R
EHIRTER O M L/RALS) o FEARKRHE—ANSEHETT S, Frid BLEEH 55 7 S0 ik A A4 1)
BAEMIER . =L R, FriRB L5 o & S 2l fe e i E e . f£—1sL
JE 7 =, FrABE I A FHERR T 22 LI, £y &=, ridBi s o
PFHEEEREH 522D A

[0261]  7E—NsLii s Erh, WA R AT O RAMAED P RES ZTEMRAEE R
R — A B AN R LR A B AL KPR S 2 K

[0262]  7E—ANSLiti g =P, PR AR BB DR3P A9 B BR B = AT AR 2 X B K
fE b fRAR E (ELRr e RAE ) HLAE B29- S R A 4 3k — D BAL R S 2k o X 8 (1 K b
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figtaE CEIERRERA ) BRI — D AERR G 4] 7T LAME 402 W WO 2008/034881,
HoRr It 5 IR

[0263]  T& & T AR B AR R A ) g By 25 IR AT DA S AR A — N S S Al Re e 4k
()093 15 25 40 TP IR 2 R S L PR TR R I S M R AL R A

[0264] & A FH T A K BH F VAR 1 AR Z5 40 40 5 W0 IO BG4 17 F 5 25 JBR 1 R IR 1] 14 271 3R mT A
B 4an2: Il WO 2009/115469, #4046 T-H A4S 24 sURE TR R 6 TUH I B .

[0265]  FEA KR BH I — AN 7 S8 Bk A i f B Z= IRk F -

[0266] B29K(N(e) +7Ske —BhdE -y -L-Glu) Al4E B25H desB30 AR Z ;

[0267]  B29K(N(e) +/\kE B2 - v -L-Glu-OEG-0EG) desB30 AfESHE ;

[0268]  B29K(N(e) +/\kE —B2E -y -L-Glu) A14E B25H desB30 AJRIHZ ;

[0269]  B29K(N(e) —he —EHE — v -L-Glu) A14E B25H desB30 A% s

[0270]  B29K(N(e) /Ut —BEEE — v -L-Glu—OEG-OEG) A14E B25H desB30 AJiEI%
[0271]  B29K(N(e) —+%8 —BdE — v -L-Glu—OEG-OEG) Al14E B25H desB30 AJiE!I% ;
[0272] B29K(N(e) — %% Bkt — v -L-Glu—0EG-0EG) A14E B16H B25H desB30 AJ# &
EE

[0273]  B29K(N(e) 7k Wik — v -L-Glu) A14E B16H B25H desB30 NS ;
[0274] B29K(N(e) — %8 —HidE - v -L-Glu—OEG-0EG) A14E B16H B25H desB30 AJE &
£yl

[0275]  B29K(N(e ) +/\bE —BtHE ) A14E B25H desB30 Al 2.

[0276]  7E A% K W) — > SE i U7 &, B ok g B 2 AT AE A 28 B29OK (N (e ) /e — Bt
H -y -L-Glu—OEG-0EG) Al14F B25H desB30 AJif & %,

[0277] & A F T A R BH B VRAAR 1 AR Z5 40 40 5 W0 OB A 17 R 5 25 JB 1 R IR 1] 14 271 3 mT DA
#4020, PCT HHii W02011068019 (T 2013 4F 4 H AR, Bl anse EAIR TH#E T H A 20
TS 20 ATAE TR R 6 D1 HR I B v H MEAR A28 491 R TS 2

[0278]  FEAS R BH B —ANSEHtE 77 Z 0, Frads I A 1) 1R I 25 IR %% B R 38 19 N— g 49 42 1 1) ok
By

[0279] AL (M, M'— Z—HJL), Al4E, BI WV, N'— —H3L), B25H, B29K WV + )\t — Bt
H: -gG1lu-2x0EG), desB30 AJif %

[0280] ALV, N'— =Z3E), AL4E, BI(V', N'- —2ZFE), B25H, B29K WV + )\ Bk
H: -gG1u-2x0EG), desB30 AJif %

[0281]  AL(N', V'— —HIZE), AL4E, B1 (M, A'— —HI3E), B16H, B25H, B29K(V +75%kE
T —gGlu), desB30 AFREE

[0282] AL(N', N'— —HIZE), AL4E, BL (M, A'— —HI3E), B25H, desB27, B29K(WV )\
Fw R —gGlu), desB30 AJHEEE

[0283] AL(N', N'— —HIZE), AL4E, B1 (M, A'— —HI3E), B25H, desB27, B29K(WV )\
YE kI —gGlu—2x0EG), desB30 AJES =

[0284] AL (N, M- —FEL), A14E, BL(V', M- —HH), desB27, B29K(WV + )\ Bk
H: -gG1u-2x0EG), desB30 AJiE %

[0285] AL(N', N'— —HIJEL), AL4E, BL (N, A'— —HIJEL), BI6H, B25H, B29K(V —+%E
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B —gGlu-2x0EG), desB30 AfEE) R

[0286]  AIG(V', N'— —FIJE), A14E, BIF(V, N'— —HIJE), B25H, desB27, B29K (V'
FANBE WL —gGlu), desB30 AJEEE

[0287]  AIG(NV', V= —HHL), A14E, BIF(N(a), NV, V= ZHZHL), B25H, desB27,
B29K (V' 75 4% Wit —eGlu—2x0EG), desB30 A%

[0288] AL(M', M- —HHE), AL4E, BI (W', M- —HHE), desB27, B29K WV )k -k
JE —gGlu), desB30 AfEE=

[0280]  AL(V', M- L), AL4E, BI (M, NV'- “HIE), B25H, B29K(V +/\kt "Bk
JE —gGlu), desB30 AfEE =

[0290] A1 (V'4 P Ik 2 ), AL14E, BL( A& HF Bt &), B25H, B2OK( N T /\ 4% — Bk
H —gGlu-2x0EG), desB30 AJEEE

[0291] AL(VE B BEHE), Al4E, BI(N& F W), B25H, B2OK( N + 75k = Bk
£ —oGlu), desB30 AR =

[0202] AT(V'%& FFBEZE), AL4E, BL(AN'ZE HWEEFE ), B25H, B29K( N -+ % —HE
£ —gGlu), desB30 AfEE =

[0293]  AL(V' % F Bt B ), A14E, BI (V' F k), B25H, B29K( NV %t — Bk
H —gGlu-2x0EG), desB30 AJEEZH

[0204] AL (V' ZHBEHE), AL4E, BL(N' ZHEAE), BI6H, B25H, B29K (N ki Bt
H —gGlu-2x0EG), desB30 AJEEEH

[0205] AL (N"Z HWike ), AL4E, BI(N"ZAHELAE ), B25H, desB27, B29K(N “/\fi—
BEAL —gGlu), desB30 AJESZHR

[0296]  AL(N"ZHELHL), AL14B, BI(N"ZHEE), B25H, desB27, B2OK(N “+ Uk
i3 —gGlu-2x0EG), desB30 AJfi &

[0207]  AIG(N(a) Z M), A14E, BIF(N(a) & FHiH), desB27, B29K(N(eps) 75
e Bk 3E —gGlu), desB30 AJES =

[02908] AIG(N(a) S FEiHL), AL4E, BIF(N(a) 2 FEER), desB27, B29K (Neps) 175
% Wi —gGlu-2x0EG), desB30 AJiEEZ

[0299] AIG(N(a) Z HEEIL), AL4E, BIF(N(a) Z FEEHEL), desB27, B29K (Neps) — 1
FE WL —gGlu), desB30 AJiEEE

[0300] ALGV'ZEHEEHEL), AL4E, BIF(VZFBiA), BI6H, desB27, B29K (Neps) —1
% B —gGlu-2x0EG), desB30 AJEEZ

[0301] ALV & W), Al4E, BIL(NEWMEHEL), desB27, B29K( N /%% Bk
£ —gGlu), desB30 AfEE =

[0302] AL (V' ZMWBEE), AL4E, BI (N & F Wi ), BI6H, B25H, B29K (N 1% —Hk
JE —gGlu), desB30 AfEE=

[0303] AL(V'& W), Al4E, BIL(NVE WM ), desB27, B29K( N /%% Wk
H —gGlu-2x0EG), desB30 AJEEEH

[0304] ALV FEEFL), AL4E, BL(N G BB L), B25H, B2OK( N+ )\ & — Bk
B —gGlu), desB30 A%
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[0305] ALV & B ), AL4E, BL(M ZAFBLAEL), Bl6H, B25H, B29K (N %t Bk
£ —gGlu), desB30 AfEE =

[0306]  ALG(V' & B ), AL4E, BIF (N ZFMIL), B25H, desB27, B29K (N =14
Bt —gGlu-2x0EG), desB30 AJER

[0307] AIGV'ZEFBEE ), Al4E, BIF(N ZHBERE ), desB27, B29K( N -4t Bk
Ht —gGlu-2x0BG), desB30 AJf& 2

[0308]  ALG(V' & HBEHE ), A14E, BIF (N ZHBEE ), B16H, desB27, B29K (N 4t
W —gGlu—2x0EG), desB30 AEIE

[0309] AIG(V'TRACZ FFBESL ), AL4E, BIF(N MIRACE FBEAL ), B25H, desB27,
B29K (V )\t — k5t —gG1lu—2x0EG), desB30 AJif 2

[0310] AL (N Z.EEHL ), A14E, BL( N ZBE&E ), B25H, B29K( N 7Nk Bt —gGlu),
desB30 AR &

[0311] AL (V' ZBE3E ), Al4E, B1 (N ZBEHE ), B25H, desB27, B29K (N )\t Bk
JE —oGlu), desB30 AfEE =

[0312] AL(V'Z Bt ), AL4E, BI( N Z Bt 3£ ), B25H, B2OK( V' + J\ k% — B
H: -gG1u-2x0EG), desB30 AJif %

[0313] AL (M —HEHZEE), A4E, BL(N ZHEHZEE), B25H, B29K (N + /U
Wi —eGlu—2x0EG), desB30 AJHE &2

[0314]  AL(M'3-(N, /- “HIEESL) ABLE ), AL4E, BL(V'3-(W W R ) At
), B25H, B29K(V | )\bE —BEAE —gGlu-2x0EG), desB30 AJRiH %=

[0315] AL (N'4-(N /= ZHIEEEE ) THERE ), Al4E, BIL(V4-(N A R ) T
$), B25H, B29K(V +/\ B Bk ~gGlu-2x0EG), desB30 A2

[0316] AL (M 3-(1-WRmeE ) FHEEEL ), AL4E, BL(V'3-(1-WRNEH ) ABEEL ), B25H,
B29K (V- )\ bt k5t —gG1u—2x0EG), desB30 AJif 2

[0317] AL (M —HJEHE®E), AL4E, BL (AN —HZEHZEE), B25H, desB27, B29K( N
4 )\ L —gGlu), desB30 AJif i

[0318]  ALG(N' Z.EidL ), A14E, BIF( N Z.Bik: ), B25H, desB27, B29K( N |- /\ 4k Bt
H: -gG1lu-2x0EG), desB30 AJif %

[0319]  AIG(NV' 2-MEBEHE), A14E, BIF(V 2-MEBEFEL), B25H, desB27, B29K (N(eps)
)\ R —gGlu—2x0EG), desB30 AJHESE

[0320] AL (V' ZBE3E ), AL14E, B1 (N ZBEFE ), B25H, B29K( N 4% B —¢Glu),
desB30 AR &

[0321] AL (V' Z Bt &), A14B, BL( M Z Bt 3£ ), B25H, B29K( N — + % — Bt
H: -gG1u-2x0EG), desB30 AJif %

[0322] ALV Z Bt ), A14E, BL( AN ZBEFE ), BI6H, B25H, B29K (N % Bt
H: -gG1lu-2x0EG), desB30 AJiE i Z

[0323] ALV ZBE2E:), Al4E, BL( N Z Bt ), BI6H, B25H, B29K( N — -1t W
&£ —gGlu), desB30 AfEE =

[0324]  AL(NV ZHZEEHEBE), AL4E, BL(NV ZHEHZE ), Bl6H, B25H, B29K( AN
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TASE B —gGlu), desB30 AJRiE

[0325] A-1(M = BB JL), A14B, B-1( N = H 3t), B25H, B2OK( M+ J\ % — Bt
H -gG1lu—2x0EG), desB30 AJif i Z

[0326] AL (V' ZBidE), A14E, BL(NV ZBEH:), desB27, B29K (N + /bt Btk —¢Glu),
desB30 A5 %

[0327] ALV Z Bk 3 ), AL4E, BL(AN'Z Bk 3 ), desB27, B29K( N+ J\ 4 — Bk
B -gG1lu-2x0EG), desB30 AJif 2

[0328] Al (V' Z.BEJ: ), AL4E, BL (N Z.BEHE), B25H, B29K (N )\ Bk —gGlu),
desB30 AfES &

[0329] AIG(NV'Z Bt %), Al4E, BIF(MN Z B %), desB27, B29K( NV — + % — Bk
3 —gGlu), desB30 AJELE

[0330] AIG(V'Z Bt % ), Al4E, BIF(MN Z i %), desB27, B2OK( NV — + % — Bk
H: -gG1u-2x0EG), desB30 AJif %

[0331]  AIG(V' 4BE3E ), Al4E, BIF (N ZBEHE ), B25H, desB27, B29K (N 4t il
H: -gG1u-2x0EG), desB30 AJif %

[0332] AL (V' BEHIEER: ), AL4E, BL (N BEFIELEL ), B25H, desB27, B29K (N | /)\ki—
Wi —eGlu—2x0EG), desB30 AJHE &2

[0333] AL (V' BEIIEEIL ), AL4E, BL( M BEIIEE L ), B25H, B29K( N + )\ % — Bk
H: -gG1lu-2x0EG), desB30 AJiE i Z

[0334] ALV BEIHIMEIL ), AL4E, BL(A'BEIIBEAEL ), desB27, B29K( N /%% — Bt
H -gG1lu-2x0EG), desB30 AJiE i Z

[0335] Al(MV'JR —BEJE), A14E, BL( AN X — B4 ), B25H, B2OK( N 1+ J\kE — Bk
B —gGlu—2x0EG), desB30 AJ#E&Z

[0336] AL (V' [& —WcdE), AL4E, BL(AN' R BEJE), desB27, B2OK( N+ )\ 4 — Bk
B -gG1lu—-2x0EG), desB30 AJif %

[0337] Al (V' ¥ Wik (Diglycolyl)), AL4E, BL( AN ¥ Wik ), B25H, desB27,
B29K (V- )\t — k5t —gG1lu—2x0EG), desB30 AJif &2

[0338] AL (M R _WidL), AL4E, BL (N R _EEHE), B25H, desB27, B29K (N +/\Jf—
Wi —eGlu—2x0EG), desB30 AJE&Z

[0339] ALV BEHIMEH: ), AL4E, BL(A'BEFIBEIL), desB27, B29K( N )\ %% — Bt
3 —gGlu), desB30 AJEEZ

[0340] Al (V' BEHIEER: ), AL4E, Bl (AN BEIIEEREE), B25H, desB27, B29K (N — 45—
i —gGlu—2x0EG), desB30 AJHEE =

[0341] AL (V' BEHIBEEL ), AL4E, BI(MBEIIMEIL ), desB27, B29K( NV — 1%t — Wt
H: -gG1lu-2x0EG), desB30 AJiE %

[0342] AL (V' BEIABEIL ), Al4E, B1 (AN BRIAMEHL ), B16H, desB27, B29K(N 14—
Wi —eGlu—2x0EG), desB30 AJE &2

[0343] AL (V' BEIIEE ), A14E, BL( AN BEIIEE AL ), B25H, B29K( N — %8 — Bk
H -gG1lu-2x0EG), desB30 AJiE %
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[0344] ALV BEIIWEIL ), AL4E, BL(AN'BEIEEIRE ), desB27, B29K( N %t ik
£ —gGlu), desB30 AfEE =

[0345]  AL(V' /% —BEHE), AI4E, BL(AN' R BEAE), desB27, B29K(N -tk Bk
H —gGlu), desB30 AfFiEZ

[0346]  AL(V' R EEHE), AL4E, BL(AN' R “BEHE), desB27, B29K( N -kt Bk
H —gGlu—2x0BG), desB30 A& 2

[0347] AL (V'R BEEE), AL4E, BL(M R EEHEL), B25H, desB27, B29K (N 45—
Wi —gGlu—2x0EG), desB30 AJHE&Z

[0348] A1 (V' —BEHE ), Al4E, BL( N K Bt ), desB27, B29K( NV —ht Bt
H —gGlu-2x0EG), desB30 AJiEEE

[0349] ALV = BEJE), AL4E, BL(OA R —BE3E), B25H, B2OK( NV =+ 4 — Bt
H —gGlu-2x0EG), desB30 A Z.

[0350]  fE— MLty Z2 b, MR AR A WA N= S A8 A2 Ui 1 JR 2 3R LA 3k | R R R R R IR
CEDBA N- sz HI A “SR g IR BUME R 3 RO A K DRI IR B 2 ) IBRER 7 :AL4E,
B25H, desB30 AJ#EE 2 ;A14H, B25H, desB30 AR 2 ;A14E, BIE, B25H, desB30 AJi#
ByZ sA14E, BI6E, B25H, desB30 AFRI%Z ;A14E, B25H, B28D, desB30 AJiEh)Z ;A14E,
B25H, B27E, desB30 AR ;A14E, BIE, B25H, B27E, desB30 AJHE&SZ ;A14E, BIE,
B16E, B25H, B27E, desB30 AJiih% ;A8H, Al4E, B25H, desB30 AJRiE % ;ASH, Al4E,
B25H, B27E, desB30 AJFE&SZ ;ASH, Al4E, BIE, B25H, desB30 AJFiZ ;ASH, A14E,
BIE, B25H, B27E, desB30 AJE&,2 ;ASH, Al4E, BIE, BI6E, B25H, B27E, desB30 A
iR Z ASH, Al4E, BI6E, B25H, desB30 AJE&y% ;A14E, B25H, B26D, desB30 AJBE!
% ;AL4E, BIE, B27E, desB30 AR5 % ;A14E, B27E, desB30 AJk &% ;A14E, B28D,
desB30 AJi &5 % sAL4E, B28E, desB30 AJEI % ;AL4E, BIE, B28E, desB30 A% ;
A14E, BIE, B27E, B28E, desB30 A& 2 ;A14E, BIE, B25H, B28E, desB30 A& &
% :A14E, BIE, B25H, B27E, B28E, desB30 AJ#&y% :A14D, B25H, desB30 A% ;
B25N, B27E, desB30 AJFi2 ;ASH, B25N, B27E, desB30 A% ;A14E, B27E, B2SE,
desB30 AJiE % ;A14E, B25H, B28E, desB30 AJiEH % ;B25H, B27E, desB30 AJEHE ;
BI1E, B25H, B27E, desb30 AJ& /% sASH, BIE, B25H, B27E, desB30 AJ# &% ;A8H,
B25H, B27E, desB30 AJi#ii%E ;B25N, B27D, desB30 AJi#ii% 2 ;ASH, B25N, B27D, desB30
N2 sB25H, B27D, desB309 AJikiz ;A8H, B25H, B27D, desB30 AJREZER sA(-1)
P, A(0)P, A14E, B25H, desB30 AJE&Z ;A14E, B(-1)P, B(0)P, B25H, desB30 A&
ZAGDP, AP, A14E, B(-1)P, B(0)P, B25H, desB30 Afifi% % ;AL4E, B25H, B30T,
B31L, B32E Ak ;A14E, B25H AJES R ;A14E, BI6H, B25H, desB30 AJifE % ;A14E,
B10OP, B25H, desB30 AJi#il% 2 ;A14E, BIOE, B25H, desB30 AJEI % ;AI14E, B4E, B25H,
desB30 AJFE& 2 ;AL4H, B16H, B25H, desB30 AJFSE ;AL14H, BIOE, B25H, desB30 A
% JAL3H, AL4E, BIOE, B25H, desB30 AJE& 2 :A13H, A14E, B25H, desB30 AJii
% :A14E, A18Q, B3Q, B25H, desB30 AJi#iyE ;A14E, B24H, B25H, desB30 AJRiE ;
A14E, B25H, B26G, B27G, B28G, desB30 AJ#!%Z ;A14E, A21G, B25H, B26G, B27G,
B28G, desB30 AJEZE ;A14E, A18Q, A21Q, B3Q, B25H, desB30 AJE&2 ;A14E, A18Q,
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A21Q, B3Q, B25H, B27E, desB30 AL E ;A14E, A18Q, B3Q, B25H, desB30 AfESSE ;
A13H, A14E, BIE, B25H, desB30 AJR!% % sA13N, A14E, B25H, desB30 AJ#E &2z ;A13N,
A14E, BIE, B25H, desB30 AJRiHZ sA(-2)G, A(-1)P, A(0)P, A14E, B25H, desB30 A
[ &2 sAL4E, B(-2)G, B(-1)P, B(0)P, B25H, desB30 AJESZ ;A(-2)G, A(-1)P, A(0)
P, Al4E, B(-2)G, B(-1)P, B(0)P, B25H, desB30 AJ#!%2 ;A14E, B27R, B28D, B29K,
desB30 AJEES 2 ;AL4E, B25H, B27R, B28D, B29K, desB30 AJi#&2% ;A14E, B25H, B26T,
B27R, B28D, B29K, desB30 AJEi2 ;AL4E, B25H, B27R, desB30 AJE&ZE ;AL4E, B25H,
B27H, desB30 AJFESZ ;A14E, A18Q, B3Q, B25H, desB30 A% ;AL3E, Al4E, B25H,
desB30 AJiE &2 ;A12E, A14E, B25H, desB30 AJFEISZ ;AISE, Al4E, B25H, desB30 A
fiR I & sA13E, B25H, desB30 AJ I 2 ;A12E, B25H, desB30 A Ji# & & ;A15E, B25H,
desB30 NJE &2 sA14E, B25H, desB27, desB30 A& Z ;A14E, desB27, desB30 AJ&
52 ;AL4H, desB27, desB30 AJE& 2 AL4E, B16H, desB27, desB30 AJEEZE ;A14H,
B16H, desB27, desB30 A5 2 ;AL4E, B25H, B26D, B27E, desB30 A i & % ;AL4E,
B25H, B27R, desB30 A& Z ;A14E, B25H, B27N, desB30 AJEi% ;A14E, B25H, B27D,
desB30 AJE IS Z sA14E, B25H, B27Q, desB30 AJFEISZ ;A14E, B25H, B27E, desB30 AJ&
% ;AL4E, B25H, B27G, desB30 AJEEZ ;A14E, B25H, B27H, desB30 AJi#iS % ;AL4E,
B25H, B27K, desB30 A& 2 ;A14E, B25H, B27P, desB30 AJEi% ;A14E, B25H, B27S,
desB30 AJR I Z ;A14E, B25H, B27T, desB30 AJiElE ;A13R, A14E, B25H, desB30 AJi&
B2 AL3N, AL4E, B25H, desB30 AJEEZ ;A13D, A14E, B25H, desB30 AJi#S % ;A13Q,
A14E, B25H, desB30 AJE&Z ;A13E, A14E, B25H, desB30 AJEiS%H ;A13G, Al4E, B25H,
desB30 AJR %2 ;A13H, A14E, B25H, desB30 AJiki%E ;A13K, A14E, B25H, desB30 AJi&
5% ;A13P, AL4E, B25H, desB30 AJESE ;A13S, AL4E, B25H, desB30 ASFSER ;A13T,
A14E, B25H, desB30 A& % ;A14E, B16R, B25H, desB30 AJFiS% ;A14E, B16D, B25H,
desB30 A% ;AL4E, B16Q, B25H, desB30 A& % ;A14E, BI6E, B25H, desB30 AJif
5% AL4E, B16H, B25H, desB30 AFREZ ;A14R, B25H, desB30 AJi#ES 2 ;AL4N, B25H,
desB30 A& sA14D, B25H, desB30 AR E ;A14Q, B25H, desB30 AJFEEE ;AL4E,
B25H, desB30 AJi#!% % ;A14G, B25H, desB30 AJI 2 ;A14H, B25H, desB30 AJESE ,
A8H, B10D, B25H AJfi#lhZ F1 A8H, A14E, B10OE, B25H, desB30 AJ#RiH2z, HiZsiE &
A DT B25H, desB30 AJiE I Z A B25N, desB30 AJEE .

[0351]  FE— ML SEHE 7 S, AR IE AR BH I N- s A2 0 1 1R i 2= R 38 B N IR
B34y :AL4E, B25H, desB30 A& Z ;A14E, BL6H, B25H, desB30 A& 2 ;A14E, BI6E,
B25H, desB30 AJiE%E ;A14E, desB27, desB30 AR Z ;A14E, BI16H, desB27, desB30
N B2 SAL4E, B25H, B26G, B27G, B28G, desB30 AJi# i B25H, desB30 AJ & ZH
A14E, B25H, desB27, desB30 AJ#iE.

[0352]  7E— MLk SETit 7 G2, HRAE A IR ) N— S g5 A2 i 1) 1ok &2 2 AT SR A (K IR 47
Hikg BEARE—PRESER, B 545 H desB27 RAZ,

[0353]  7E—AMILik SETt 7 S b, AR HE AR I I N- s A2 0 X 1R i 2= AT 38 B R IR IR
T4 :A14E, B25H, desB27, desB30 AMi& 2z ;A14E, B16H, B25H, desB27, desB30 AJ#
5% AL4E, desB27, desB30 AJES % ;AL4E, BI6E, B25H, desB27, desB30 AfEM = ;
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I B25H, desB27, desB30 AJHEE,

[0354]  FE—ANSETit /7 S, R AR I ) N— S g A2 Ui PR R B 2 HL A SRR () IR A 4, HL ik
H BRI F RS R, B0 — DB EAL B A21 F/ B B3 AL IR RAZ LA
fh2gfa e e (A21G. desA21. B3Q B¥ B3G.,

[0355]  fE—AMLIE SLE Ty S b, AR AR R B I N— o g A U 1) PR 5 3R LA I B R R IR
4 :A14E, A21G, B25H, desB30 AJESSZ ;A14E, A21G, B16H, B25H, desB30 AJi#
2 AL4E, A21G, BI6E, B25H, desB30 AJEESZ ;AL4E, A21G, B25H, desB27, desB30 A
fiE B3 25 sAL4E, A21G, B25H, desB27, desB30 AJi#iZ A14E, A21G, B25H, B26G, B27G,
B28G, desB30 AJE i E A21G, B25H, desB30 AJHE I ZEMI A21G, B25N, desB30 AJE
=, i, Bk B TAE AR SRS R (AL14E, A21G, B25H, desB30 AJEESE ;
A14E, A21G, desB27, desB30 AJFEISZE ;A14E, A21G, B16H, B25H, desB30 AJiEiE |
A14E, A21G, BI6E, B25H, desB30 AJ#ES,E ;A14E, A21G, B25H, desB27, desB30 AJiEi
2 AL4E, A21G, B25H, desB27, desB30 AJiFiL 2 ;A21G, B25H, desB30 AJE S ZAIA21G,
B25N, desB30 AJEEZE.

[0356]  FEASCHY, RIE“BHALII IR 27 058 T M\ R & R ARER — N AR g R
Fe (T3 M 28 k) 1 6o iR & 2 B AT AR

[0357]  “SEJRHUARIL” 7E AR SC Hh 4t R A R /e Z IR A B (i 4 Ly sB29 BREF AU B 5 5
RIER: (R M2 B3R BB A B R BUHE I — R 2H 1l X I

[0358] Pk fik & 2 K AT DAL N R SRR T IRIE A R A SV S ZMAHEMI
22420 HE 6ENMELL) 10 EE % KL 0.1 HE % EWNL 1 BEE % EARKHR—
AN, Ik IR SRR LB A A2 0. | HE % B4 20 HE % WEFE, E5—
AT, DS HAWINZ) 0.1 EE %15 FHE %.0. 1 HE %10 B8 %1 e %8 &
= OEL 1 HE %5 HE S NEAAIE. (HaE, NG, M4 25 U8 BT B A R 2, 7]
DA P 55 28 IR B RS 32 7K, Bk DR 2 A0 < 198 15 2 IR AE AR PR A LI 79 H ) A 2, LA T
(AT 1 25 7K 2H 23 B R T v PE AR B VR A 48 285, DA 3 (RN RIIR Bt

[0359] AL EE R A A 1 mg £ 200 mg R ZEK, B2 1 mg.5 mg.10 mg.15
mg+25 mg.50 mg.80 mg.90 mg.100 mg.150 mg.200 mg fFE &=, Hla5 mg & 200 mg L
FR FEARKM—ASLHET 29, BN FIESTH 10 mg £ 200 mg FREZEK. 25—
AT, BAHIAEA 10 mg & 100 mg R FRAK.

[0360]  7EAN K BHR—ANSLiE 7 &b, BRALA AL S A 20 mg 2 80 mg fREFRMK. 7EAK
(1) 7 — AN 7 S, BB S 30 mg & 60 mg RS FH K.

[0361]  7EASKBHR—ANSLiE 7 &, AL A B SH 30 mg 250 mg R R XFERH
PEFIRNE SRR 1-5 WK, IX B T4 e iRy B 1.

[0362]  ZBKAIIK (BIAnfRE 2R ) BIAE = R ARSI AR B AR B, 2 RSk &
SR A B2 A= B A t-Boc BY Fmoc 4623k I AH K & BUEBUEL & 78 -8 L I H AR,
Z WA U Greene 1 Wuts, “Protective Groups in Organic Synthesis”, John Wiley &
Sons, 1999, ZRREUIEE P ELIXEE I VEAE T, Frid A AR AEAE N E TR R,
TERVFIRRAL I SAE T, Be 7218 R4 Me, ok e B4 & A 9mtd (£ ) KR DNA 731 HRet%
KISFTR (£2) Ko A TASAERREIERLIER (£ ) K, BY0 H A A0 M AT 2140, 8
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RHERRAERBEIBA (£) B Gl nisd A tRNA F848 440 .

[0363]  ASCHE A IARIE “TUAL TR GE Y~ R fe XA &9 - HAE D IRGGEH f5 , 72K T
A (K R E B B ) AR ITE LB (B, KA LB g oK T ¥ K
IR B HVEW ) o AEIKPEA B LA 1:5.1:10.1:50.1: 100 B i (UM R R R I, T
RAEY = BAAM. DT R, B A KA SR EGIK I, KA
BEARSHINT 100nm (SR BE . A SC AR A I ARGE “I80R~F” BB E” /ORI R AT
A7, H AT DB LB a0 1 B X- BRI & . 7EAR R A —ASLiE 7 b, Fridig R~ T
150nm, 76 55 — N SEHE 5, /NTF 100nm, HAE B —ANSEiE sy &9, /NT 50nm, 76 55— 52
Jiti 77 e, /T 20nm, 78 55— AN SEE T =9, /T 15nm, 755 — AN L /T 10nm.
[0364]  “SEDDS” ( H I IE RS ) 1EA S B ONZEK A 4 3R G PR AT
T (1) B 22 T PR R BROTE 3 41 4 AR 9T K F R A, AR R R SR B 7 B 18 8 2
IR BN 26T, 3 58 T /K A B, Fr il VR A 4 B R TV BG4 Tl 1) 7 A, 3ok 3L 50
“SMEDDS” ( H I ALAL 25 Wit 35 R4 ) AE AR SO 8 SO SEK A 4 3R VS PE A AT IE 1
B G PE A B e B AL AR YT K 2 F I B FRIR A, B R B B 7 B i iEiE 3
ITE AR BN 252 R, A5 B T oK A BN, Bk VR A 4 DRl % K B i AL B oK 2o
“SNEDDS” ( HY KAWL RS ) 1EA SO B USR5y Z /b —F HLB it 10
(14 2% T ¥t P 7] A 1 B 2 T 3 PR AR R 10 g o 2L o0 R 97 M K o F IR 38 IR A » 78
BRMABUG A B WiE &R RS BT, U R T KN B, Bk VR & 1) Pk
TR FL (R R/ M BT 20 nm, I i@t PCS Friiifs ) .

[0365] AN SCHEHIIARTE “ I Kow, 40 H A 4 5K A By, B R B A F
R 1 A B AN 328 B ) 7L 1 E BN 328 I P e AL 0 AR

[0366] AN SCHE I IARTE “TlFL” Kow, 40 H 4 4 5K A By, B R B A F
R P P 1 B 528 B 1 B ARSI IR 1 L L A E TR B G IR B AR 33 6 A& 43 B
s

[0367] T FLAR I ST 24 RE B 10, I 20 ) [ A5 BORLAS (1 280 51 40 B Sk i s (o4, R
A S5 R BRI ) 5 S ARG BUE AR (491 448 B MALVERN ZETASTZER Nano ZS) il &,
HAP¥EA/NT 150 nme 7E—ANSEHE T 9, A E MR AR R B0 I 23 40 A4 5 K PR s 42
f sy, 2 L & A S ELAA /N T 100nm GE R/ T 50nm. /T 40nm A7 T 30nm) (1))
SRSy B R B . R, RAE“Z SPME (nm) 7 3R A L I R0 S 1 R K /e R
ECPDI” RARIE“ L BUMEIRED 485, B IR AW 05 F B0 ) R/ S R MR =
.

[0368] AN SCHUH I IKIARIE “ Yl RN ~F 7 RoR B A By, BT BUE B/ 7 X- 2R
& AEAR R A — AN LT R, B RST/NT 150 nm, 7£—ANSEjE 7 9, /T 100
nm, HAE— N2 R H, /T 50 nm, fE— AL R, NT 20 nm, fE— AR R,
/INT 15 nm, AE S — R EH, /T 10 nm.

[0369] A< SCHME A FIATE “ gk L7 SRR ETE B B A E A 0 FL A L B
B A FE G IR A, H B S i L K A Rl B R B AR |k
e EAKT 20 nm (A0l PCS IS ) BIFURI BRI K/ FE— AL &, 4
FERR YR AR K B (25 4B 0 55 K PR A ST A S T BB OEL & AP B AR /T 20 nm GG 20
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/NTF 15 nmy/NT 10 nm HORT25 2-4 nm) (8934 50 40 B S0RE B

[0370]  ASSCHVE A IARTE “ 7] F R A HUR 7 U HE TR 4T, & fe X FE A M K
PEA AR RE IS, I I AR % B AH S M I 2E 43 45 7K PR A SO 4 ke, 451 e 3t FH 37 7 5 05 3 R I (1)
B (40 10 #%h ) , IR G- Re e = AR AR 504 (R IAR L Bl LRI L & fdA &
4t ) o FE— AT R, AR BB R] B R 5 K4 Y 52 SEDDS. SMEDDS ¥ SNEDDS.
[0371] A SCH i AT (1) AR VB HE B8 20 3R 10 76 MR R0 38 2% T DAV B 78 3R 1 R 53 T i
M — AR — TR TR — R B BB — AT A AL IAT B, e R L5, Bt
EEREKER (—AEEA ) CARBERN L) RARATHEANER. EEFHER
T PR 7R AT DAIGE B 2595 7003 0 2088 A I B ARV - 58 2 AL B H VS (polyglycolyzed
glycerides). Zu I A IR H vt 55 155 A0 I 7K Ll B0 B T 0 R T 5% L0 B4R 1 01 58 LL 34 B 20,
F 1L FLES —40. T 11 FLE5 —60. 5111 LS —80 R Lk il i 5 L A4S 2088 20K i 19 5 1L B4 B,
40 B ZORE 1 1 5% LD B4R 60 AR 2R i 10 5 1L ALER 80 ( L AR ARE “HB RS il (1 Ha A DL 7
Croda &1 %t Al ) iy i k38 7= b i A6 ) W TR VD W G v i 188 ALVAVE Vb 18 407
T LA K (L B B G T BRI 2R A8 S R A v an e S Ak i R e A B3 AT AR (i
6, il tnnk 35 -20 Bk -80) B BIL R R AN OIE / REANT AR BIL R (4
1 Pluronics/Tetronics, Triton X—100 F / 8% Synperonic PE/L 44 PEL) FlZ. & AL R
Hit 7K L AR B S5t BR s 3R T v MR 57 (kiR —20 kiR —40 ki -804 -35)  H HE IR
TOHHER R T H B SRR IR R R IR VBRI H R ER . R H T R IR B
MR H M -F RS .

[0372]  ASCHAE A FIARTE “ A KE” RRTER & A A SRR P A OK A S
Wyo ASBTHAN 55 T, FEAS K B GG T il 4% B 25 W mT 7 254 2H 5 ) 4ab B 4 1) AAERS
55 (a0 AR H A MR O BB A 28 ) MRS K. IRk, FE T AR AR R B 1 24
YR AW CART, ZaA A R IR S R IR/ B M MRIE AT S H S 2 S a1
Ko BRI, MREEA R A S KA S ] & D 8K 7E— AL R, IR A KR
TS S K 2GR A5 /N T 10% (w/w) [RI7K . 785 — NSt 7 &, iRHE A R IH i 41
AL /INT 5% w/w) BI7K o 7555 — AN 77 0, iR AR A A S /N T 4% (w/w)
(7K, 78 5 — AR HE 7 e, /T 3% (w/w) K, 78 55— ANt 7 i, /T 2% (w/w) 197K,
HAE S — AL &g, T 1% w/w) 7K. FE— DSy 2o, Frid &M 0% w/w)
HI7K o

[0373] HopdE & FRRIEHERINH AR AHART

[0374] 1. RERTUEAE BRI AR 2B SN = RARBUE A E BRI AT LALAZ) 1:35
F 41 1:60 FIEER L SR 253 AT IO, AT 35 P29 b B 25 PEG 4l 9. S RPIXRE IR TH
TP R G A 450, 40, 4 3 BASE Corp.  (Mt. Olive, NJ) HJ CREMOPHOR Z7%1, fil%1,
CREMOPHOR RH 40, M7 PEG40 S 4k B Rk, HA 29 50 £ 60 FBALME, BRAE/N T2 1, FKkE
(HD Fischer) /T4 2%, ny M%) 1. 453-1. 457, HLB ) 14-16 ;

[0375] 2. FALMGNEIIBRES, (4% S A LR IR ER, 19 1143 B Unigema (1) MYR] 271,
0 2T 47°C I MYRT 53

[0376]  MYRJ R (K HARMN SV NG aNIE R 2] 47°C IR MYR] 53 FIR[/EN MYR] 52 3R
151 PEG-40— i IS BRES
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[0377] 3. Mi/KLALHEREATAY), 4543 H Uniqema [¥) TWEEN 2 %1, %40 TWEEN 60 ;
[0378] 4. FHE M - FAH G IR Y MRk BL BSR4, 5] w145 H BASF )
Pluronic F127 8¢ Pluronic F68 B{E& 13 H Croda HJ Synperonic PE/L ;

[0379] 5. TRE LA T EEE, 140 C—ColE 1 5 4 M —BERE, 4 LN A /E N8 B
Uniqema [ BR1J Z %51 M AT 43 (1 528 £ 0% 10— B 20— S EERREUR 4 0 23— H REERE.
B 20— JiA LTk L BB 20 10-.20— B 100- IS HERE. 49 1 BRIJ R 51 (K4 514 F i
foA BRIJ 58 3BRIJ 76 sBRIJ 78 sBRIJ 35, BN S5 40 23 HAEIERFE A1 BRIJ 98, B, 4
I 20 YR IETE o XL SRS T4 32°C R4 43°C 2

[0380] 6. TW3KH Bastman Chemical Co. WA &S NZ) 36°CHI/KIE A & Wy PEG BEIIE
B, 540 TPGS, Bl an4E 42 B TPGS ;

[o381] 7. EAHI15-35 4 [CH,—CH, —0] 7T 40 20-30 > HL 7ol PEG & EERE, 4] 2013
H Chemron (Paso Robles, CA) [{] SOLULAN C24 (Choleth—-24 1 Cetheth—24) ;i&n]4H H K
A TR AE 918 3 Nikko Chemicals [#) NIKKOL BPS-30 ( B Z ALY 30 14
YIS EE ) A NTKKOL BPSH-25 ( 5 ALY 25 A S EE ) mMgn] 43 0L

[0382] 8. ZRHMENIEREE, Bl HA 4-10 A~ Hh ot . 5 4.6 BL 10 NMHhHIT. 40,
5] A 3 P A B R IR I - Yl B TR R S e L SR T R DY H kB, 1 45 ) Nikko
Chemicals [¥) DECAGLYN, HEXAGLYN F1 TETRAGLYN ;

[0383] 9. WikEdkZ rEEMEERES, 14404 58 GELUCIRE 44/14 #1GELUCIRE 50/13 (1 H ##
ML 5 2 B -32 H M BE AN / Bl PR e 5K 2 B 32 Hyhs

[0384]  10. WLAI[) CyoCyps W1 21 C BUAR (19481 G0 52 55 T 07 2 1) 588 280 & M B R 5 4 4 12
¥ 5L B g R PEG B, 91 a0 PEG 4 81 201249 600-900, 5] 41 660 1& /K i MW, {51 4143 F BASF
(Ludwigshafen, 20,7 [E ) [ SOLUTOL HS 15. #%H& BASF i A4L 5, MEF 151E (1986) .
SOLUTOL HS 15 £ %4y 70 & % 5K 480 12- FRILRIIRRR IR FI 2 30 & % R EE{L
R A S . B REAAEN 90-110, BALE N 53-63, B KIRIEN 1, I K& /KEHN 0.5
HE Y,

[0385]  11. T LM - FATAM — FrAEmE, 9170 C—C B I AR 207 - AT - Tk, 41
WiIHE N NIKKOL PBC 34 [ Nikko Chemicals AR HHIER A LM —20- AR —4- bl
FEE

[0386]  12. 5 ZAZEA HETRERES, 1 W1 LA & A FK ATLAS G 1821 H Unigema A1 LATH &t
44 %% NIKKOCDS-6000P [ Nikko Chemicals F§MYZR1EMI

[0387] R [HI v M I B g 40 45 1) AR SCH R “ 2R 7K R T P47 7 B “HLB” J2& Ho 2 7K 5L
SENRRE R & A, HIE i o H 4 A R XSRE R B 8, IX HH Griffin (Griffin WC:

>

“Classification of Surface—-Active Agents by “HLB,’ ” Journal of the Society of
Cosmetic Chemists 1 (1949): 311) B¢ Davies (Davies JT: “A quantitative kinetic
theory of emulsion type, I. Physical chemistry of the emulsifying agent, ” Gas/
Liquid and Liquid/Liquid Interface. Proceedings of the International Congress
of Surface Activity (1957): 426-438) AT 1 Hiik.

[0388]  “HLB il 10 KRR R MG M) 7 B HLB fid 10 X — LR PR AEE 5
B JIRAIN G St e
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[0389] &4k it, T 0 -5 H: HLB i — S 4 it HLB i 10 [ i vk P 55 iy R R il 12 44 #.
[0390] IR BB KL AR EE B H FERR R (kiR 20, FL ALER 20 20 1 1) 5 L AL TS
20) , H: HLB 24 16. 7 s

[0391]  SRE £ (20) Bk b ALHEEE oyt EE (rhild 80 58 LLIALER 80 BB ZUK il ¥ 5% 1L A
fig 80) , H£ HLB 4y 15 ;

[0392] A A (20) WK b ZLREEE ARMRREE (nhiE 40 510 A4S 40 B ZORE Bl 5 1L
A4l 40) , H HLB Ky 15. 6 4

[0393]  “FR —HVMEE (HSERR H A, RHEHIMERRES ), JLHLB N 11

[0394] HEHIMZEMES (Rylo PG10 Pharma), H: HLB A4 10 ;

[0395]  SERZSERIE 2 EEHMES (Labrasol. Labrasol ALF), H:HLB & 14 ;

[0396] itk BB W% f1 SYNPERONIC PE/L 44 (VIR ¥4 124)

[0397] A LMHEARERES Myr] 45, R M igmREs ), FL HLB N 11.1 5
[0398] A LMHEARERES Myr] 49, R M igMRES ), HL HLB N 15 ;

(@]

[0399]  RAHLJAHENEIRER Myr] 51, RO EEHENEIRES ), F HLB v 16 ;

[0400]  ZRAALJABENEIRER Myr] 52, RO EEHENEIRES ), F HLB Jv 16.9 ;

[0401] A LIABENEIRER Myr] 53, RO EFHENEIRER ), L HLB v 17.9 ;

[0402] REALIHBENEEEEE Myr] 59, R FERHEERES ) , JL HLB 4 18. 8 ofH

[0403] A LJAH W =B RRIHEREE (Cremophor EL), H HLB 4 13. 3.

[0404]  ASCHEHIARE “2 B IR Ron o A AR BT R = 0+

[0405] AR SCHE A AR EE “ v B0 A 7 e Fi » Fa il [ 4 10 R ) 284 %) AR AR TRUI SR B i B
A o [ A4 70 28 1) AR e R TR Ao W AR 9 A BB A rR SR 7 MK 4 CBIVR YT MRS
PEREBLE 1) (FEE ) X B pH BHAT 8 0E, BRI A FE SR AR PR AR . A E AR T
(IS A, (HE A FE A i PERE T R L e B, Hoh Irid RAE “Wia TERe” 2 iR
il T A 10 RIS RIARSE A R B I IR ZGA 5 ) 16 8 A R T 1 1 B

[0406]  7EARSCHH IR TE “ WV Sk BORE R e 1 R S P IR BB e e R AL
/o= NHAGEERRI T, W E D — BEiE e . ASCH K ARE “ 2R B
K7 A8, 78 DR DS BLIEIR 77 B APT R A . GEIRBRAT LA AR T pH
[FBMSTT pH R AP EAC LI .

[0407]  ASCHE A RIAREE” BRI PR R NN A a7 L /AR5 —Fh R |
TEPEFAD AR A 2 T PR ) o

[0408]  ZEATCH, 1, 2—- TR EEFITA —EE B8 A .

[0409] IS Ifif 2 7 A o W (14 1 BBl 1 9 — A, £ (10 7 1 (g A B ol PE 31 56

[o410] 1. —FFORZMAEY, A5

[0411]  a. F/D—F R E TR 7 BRELAL )RR -

[0412]

o1 Ol
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[0413] e R1 2L E 818 M FIIAB IR EE, R2 /& H (RI& ) B CH; (EPFZE), A
R3 J& H B EE, H R4 & AERH B 2 LR TR , A

[0414] b, Z/D—PRITHER ST

[0415] 2. —FPORZMIAEY, HAEE

[0416]  a. F/D—F IR E TR T ERELAL )R

[0417]

R R
[o418]  Hirft R1 405 818 N JE 11 g U IR B ,
[0419] R2 & H (BIE ) B CH, (HPHRZE:), H
[0420]  R3 ;& HEGH:Eh, f0
[0421] R4 s&{EPH B2 LM BE, A1
[0422] b, Z/D—FhoEKIKEEA .
[0423] 3. —FIORAGWAAY, HEH
[0424]  a. H/D—Fp R IE TR DT BRELAL 1) 2 LR -
[0425]
q
CoOR ™

e L
E B

[0426] M R1 2407 8-18 M Js T e DT IR HE

[0427] R272H (BHPE) Bl CH, (RIFRAE), H

[0428]  R3 2 HE{H:EL, 0

[0429] R4 s&AEFH & 2 AL MRANEE, 1

[0430] b. Z/D—FIREEIK.

[0431] 4. MRIFT—ARTIA 5 H TR DR A1), Horp ik 22 /b —F iR B FR BE 1L
(14, 22 T 11 2 2 P e A A 2 T A E AR M IR B K U PR

[0432] 5. MRIFT—ANRTIA 5 H AR 1) CRZI A A1), Horp BTk 28 /b —Ff iR B R IR 1L
(14, 3 g 1 2 s e e A 2 T AR AN 5 FELAr ) PR o
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[0433] 6. ARAEAE—AHIIA Ty ik 1 DR 23V 590, e op vk 22 /0 — B is U IR B Ak
(R IE IR (1 A A R R A A T AR PR IR PRI IR o
[0434] 7. ARAEAE—AHIIA Ty ik (0 [ 44 D BRA S5 9, rid A &Yt — e g s b —

PR R
[0435] 8. ARHEAE— TRy ik M E K DUIRA S, Prid et — b a s st

[0436] 9. MRIFT—NHIIA T AR R O IRZGA A, HoA Frid FA-aa (118 5 B 55 5
B BT IS IR B RE

[0437]  10. ARABT— A0 Ty AR D ARZGA AW, S Bk FA-aa (19108 B 4>
10 Mk R F 4L R

[0438]  11. HRABAT— AT HBTIAR O IR 54, Hob Bridk FA-aa (108 R 55 5
12 MR F 4R

[0439]  12. HRABAT— AT T BTIA R D RZGA 54, Horb Bridk FA-aa (108 R 55 5
14 ANk R F 4R

[0440]  13. HRABAE—NHTAR T AR DURZGMA AW, Hodh Bk FA—aa 1)1 07 B 43
16 Mk i F 4L R

[0441] 14, M4BT ARIER T HETIA R D RZGA S, Hob Bk FA-aa &R BRR A
HA HNER Ala) AR (Val) 2R (Lew) i@ R (Tle) ARNZAIR (Phe) AR
B (Trp) s FER AR Met) JHZAMR (Pro) WIAMEE HZAM (Gly) \Z2ZA TR (Ser) \Jr AR
(Thr) PR (Cys) JBRZEEE (Tyr) « RABEIZ (Apn) IR B (Gln) RAZIR (Asp)
MABZAR (Glu)

[0442]  15. ARAEAT—ANA0ER T HATRE D IRZGMA S, Hh ik FA-aa (12 F R
HH HEAR Ala) AR (Val) R IR (Lew) s R IR (Tle) KRR (Phe) A%
B (Trp)  FIR AR Met) JHZEIR (Pro) JWIEIR . HZEIR (Gly) 2% R (Ser) I & R
(Thr) MR (Cys) BRAMR (Tyr) - RABLZ (Apn) FIBZBEE (Gln) RAZIR (Asp)
MAEIR (Glu) B EREE A

[0443] 16, ARIGAL—NEIA T H TR K O RZ A 5, HRBTA FA-aa i 8 : H B
SRR N- 1+ b B -L- AR H B R A B AL N- | bl -1 RABE
fil s A HEBERE R A A BRAN N- + e BE st -L- RAER . H B L IR R N~ + )%
B —L- PR A B R S R . N- T el —L- YRR H FEBE S R BN
N- - Rl -L- R B H S H Z IR N- T B - BRI A B R A
AR N- T T EB A L - R H REBE A e AR N- T el - R R A
B R IR N- T el - R R A B PR AR N- T B -
MR A FEBEEL R TR AR AN N- T helb s -L- SKA &R A HEBE R I 2 R N- 1+ —
BEBE L —L- PR R A FEEE I 22 E R AN N- + Bt -L- 2 E R A AEBEE TR ' R N
N-+ kB -L- SRR A HEBEE A E RN N- + bl - R IR . H L R
BREN N= + Bl —L- BREIR . H IR 4 B AN N- + hele 2t —L- 4R . H i
WU BEREN N- 1 bt —L- DU 2B T 2 IR AN N- 23 —L- TR 2SR &
P RZAN  N— SRR —L— R AWl SE IR R 4 RN N— ZE L —L- RAEIR 2k it
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AR N- SR, —L- PR R BB A RN N- SR - AR B =
RN N- ZEI AL —L- 2 ARG SR H RN N- ZEE AL —L— H 2R L 25 I 2H R
N- ZEEE L L AR IR S B e E RN N- S L~ R &R SR B R &R N 2
P —L- o R 2 Mk AR 2 PR AN  N- SR —L- FIR R SRR R T 2 B s N— 25k
B -1 IR ER SR R N SR - R L S 22 R N- SR -1 &
RAIR BB TR IR AN N- ZEBE3E -1 TR L S WAL (R R AN N- SRS, - (R L 28 Ik
FEBE R N- S BEIE -1 - PREUR  SS T AE B  N- SR, —1- R R NVE R
BRI N- 23 L~ VR « A BRI LR AN T IS LU R BN N- ZE L S R A - Ami so 't
HS-11 P (HHREBEIRE A BN Amisoft MS-11 (T REREREA 24N )) « Amisoft LS-11
( A A EARE ) « Amisoft CS-11 (BBVHBEEAZ IR ) Amilite GCS-11 ( BFhSE
B RRE ) A AEEE VR ER AN N— 23 5 S By AR e I o 2 R N R R e I e 1 2 P
5o

[0444]  17. ARIEAL—NEIA T H TR K OO IRZ A SY), R BTIA FA-aa 18 : H B
SETR AR N- T bl —L- TR H B R A B N- 1 bl -1 RABE
il HREBERE R A BRAN N- + it -L- RAER . H B LA R N- + )%
BEHE —L- PR EER . H EEBL R S RN N- + Bt -L- B%R . H RN IS 2 BEZ 4
N- - Rl -L- R B H DS H E IR N- T B - HE R H B R A
AP N- T B L - R H REBLE o R N- T el - R R A
B E RN N- T Rl - SRR A B PR E RN N- T B -
IR IR A FEBEFL R A A R AN N- + helbdE -L- SE A &R A HEB AL & R N- 1+ —
BEBEHE —L- PR IR H REBE L 22 IR AN N- + B3t -1 22 E R . H AR B TR & R N
N-+ e —L- SRR H REBE L B E RN N- + hElE L - (R IR . H AR R A
FREN N- T heli it —L- BREPR  H AW LA s BN N- T bele it —L- 4R . H Al
WU EREN  N- 1 bt —L- WU  SEBLRR N 2 BR AN  N— S5 —L- TR 2B R &
BERECAN N- Z3I AL L R AW SR R A SRR N- ZEBE e —L- RARIR 22
AP N- 23 —L- PR R B A R N- 2R, -L- I ER . B =
AR N- 230 —L- ARG S B0 H 2 RN N- 22 WE 5 L H &R L 22 I 2 Ry
N- ZEE AL —1L- R R S WL S A E R AN N- S - R R BB ' R N
BEAE —L- 7o R ZE M R AR R . N- 23 —L- AR AR AR SR R T B s N- 228k
Fe-L- WA ER BB R R RN N- S - RS L SR 2 R N S -
AR SRR IR N- S, —L- D5 R R L S (0 R N SRR -1 R R L Bk
SRR N- ZE LI -1 - MR R  SSTL A E N- 2B, -1 R R RN E R
BRI N- 22—~ VR « H BRI LR AN - T IS LU R AN N- ZE L 2 R A  Ami so 't
HS-11 P (HEJERER A Z RN Amisoft MS—11 (N E REREREAZMEMN )) « Amisoft LS-11
( AHEBE S AR ) « Amisoft CS-11 (BRVHBLEAZ IR ) Amilite GCS-11 ( BFhSE
B ) A AEEEEUEUER AN N— 28 5 S Ry R BRI S Ry R e I e 1 2 P
5o

[0445] 18, RIAT—EIR G HETAM O MBMA &Y, fridd & —PAE5H

B

s
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[0446]  19. MRIFAE—ATIATT TR R) AR ZA GV, Prid & W0t — 55 SEDDS,
SMEDDS 8% SNEDDS,

[0447]  20. ARAEAE— ARG M PA R DIRGMA G, Irid A &5k — DA EH e
HIRIE 7] o

[0448]  21. AIMEZ9MMRYEAE— A& 5 i ik i) IR 25 540 o

[0440]  22. FIMEVRTTHE PRI 10 2990 ARG AT — > AT g i i ) T IR 2540 AL 5420 o

[0450]  23. MREEAE—HTIR Ty HTIR B Z9AL G Y, Hoh Brid SR K IR B B A2 R i R

JiK o
[0451]  24. MRIATL—AwT 7 H TR NAMA AW, riRH-E5WE S /N T 10%0w/w) 1
Ko

[0452] 25, ARHEAT— WIS Pk B DR A &Y, Horh firid 20—l D iR e 1
PR 2 IR ) 2 ok P B i A e T AR A PR PRI 7 B R AR I AN 7 P A ) 2 2 PR B AN P 1) PR

ER=EATL
[0453]  26. MRAEAE—AHIRTS PR O ARA SV, rid A SRt P05 i AR e
TEIRFEIAAL -

[0454]  27. HRAEAT—ANHIAR T H P ) D IRZGY 454, v Bivids i 0 B I A0 1) 2L B
e B R IREERTE

[0455]  28. HRABAT— AT SLHE T EATA B OIRZ A A, KA BTk FA-aa (/5 17 1R
4 8,10 BY 12 MAH K.

[0456]  29. FRABAT— AT SLHETT EATAR B COIRZ A A, A BTk FA-aa (/517 1R
14,16 BE 18 Mk 4 k.

[0457]  30. HRABAE—RIARSLHETT TR R CRZ A SN, Horp BTk FA-aa IR
B4 10.12.14.16 B 18 MR JE 4L A -

[0458]  31. HRHEAT— AR SLHE T RN DR MAE A, KA ik FA-aa (/5 15 R
R4 10 B 12 MR

[04509] 32, ARAEAT—NRIIA T TR D RZAE A, Hoh Brid FA-aa (% FEER iR L
HH WA Ala) SRR (Val) Rz R (Lew) . Frn iR (Ile) RN ZMR (Phe) %
i (Trp)  BER AR Met) FEZRR Pro) WAL & HEZMR Gly) 2R (Ser) . AR
(Thr) EMEEER (Cys) BRRIR (Tyr) « RABLZ (Apn) FIB2BEE (Gln) RAZHIR (Asp)
MBAE (Glu)

[0460]  33. HFRAEAT—ANHIAR I H P ) D IRZGY A A4, v Birids i 1 B2 I A0 1) 2L R
W H  H BRI N- T el -L- A %UER  H R R A B N- - ek
B L RAENZ . H IR R A 2 B AN N- 1 bl —L— R A% R L H RIS~ e 2 R
N= el -L- PIE R H BRI N- T b B L BE R H s
RABNZAN N- 1+ b B - A H B H 2 R N- T el L R H
FEBE AL ZFREN  N- 1+ Bt -L- HE R H HEBIE B & RN . N- + Bt -1 =
SRR AAEBL I R RN N- B - R AR H R IR AR N-
- FRARR . H MR Z IR N- el 2 -L- 2R =R H R B i = R
N= - b BE e —L- R . H S 22 Z R N- il L - 250K A B A R
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BV N- bR L DR H REB L R R N- T bR L (R H B R
FIREN N- + Bt -1 MREUER . H I AL A R AN N- + Bt —L- 4R . H Ak
TNV IR N- B L UL SR L P B N—- 22 BE 0, —L- THAR R R
AWM N- 2RI, —L— RABEIK R R A 2R AN N- R L R R ZE i)
IR RN N- ZEE L —L- PR  ZS I 2B L N- ZSRE L 2R AL 75 2 e
FERN N- ZEBEE —L- A5 ZUNE i ZE e H 2R N- 230 —L- &R 2 A 2 PR A
N- ZEE AL -1 AR S WAt s E R AN N S8 - R SR R R N 2
ML —L- 7o R S R AR IR . N- 23 —L- AR R SR R T B s N- 22k
F -1 WA ER B I RN N- S L - RS L SR 2 R N S -1
AR WA Z RN N- ZRE AL —L- R R SR e R A N- 2R —L- AR 22
B BRI AN N- ZEEE3E -1 BRI - SR IE A R4 . N- SR —L- R . B AL
RN AN N- Z2E 2L -1 DUEER . H FEBE R DL R Y T B DL R 9 . N- 225 IR
Amisoft HS-11 P (WHPSEEHE A R4 Amisoft MS-11 (T BB RS EREN))  Anisoft
LS-11 ( HHEEM RS ZERM) Amisoft CS-11 (HRMEE RS 2 ERMN) Amilite GCS-11 (Hf
TS R )  H FEBE R VU ER AN N— 22 o S R AR Vel e U R N B B 75
QAW A BT E RN N- T el - AR IR A B X AW N- bk
B L KA RZ . H I R A G BN N- | M -1 RS H R L Bt B
N- - Rl —L- PR H B A RN N- T B - R IR . H B S
AN N- T bt —L- R Bl H REBEAE 2R N- + he B2t -L- HE R H
FEME L 2 RN . N- + beBt it —L- %R H R o E RN N- 1+ el L
TEER A REBE L AR AN N- T I - AR . H AR I R AR AN N- + ek
B -L- FERARR . H FEBE IR TR R AN N- + Bt —L- KT R . H REBE S il 2 R
N- B —L- R H REBE R 22 R N- + bl -1 22508 . H REBEE 77 =R
B N- BRI L SRR H REBE L R SR N- b L R H B
RN N- T T eBE 3t -1 BREURR A HEIE AR AR R AN N- - e BE 3, —L- 4EURR . A G
SNV IR N- B L LSRR 23 7 BB N- 2R3 -1 TRAR R R
AW AN  N- R —L- RABEIK R B R A E AN N- 2R L RAE IR 2B )
PR BN N- ZE B —L- PR SRR E A N- 3L L R RIR BB S A
FERH N- S35 —L- ARG 2B H 2 RN N- ZEWE 5 L H 2R L 2 e 2 R
N- ZEE AL - R R S WAL e E R AN N- S8 - R R BB E R N 2
BEAE —L- o R 22 R AR IR . N- 23 —L- AR AR AR S R T R  N— 22k
Fe -1~ WA ER BB R RN N- S L - RS L SR 2 R N S -
AR DR SR IR N- S B3, —L- D3RR L S 0 R R N S -1 R R L Sk
FEBEE R N- ZE BRI -1 - REUR  SST AE N- 2B, -1 R R RN E R
BRI N= 2RI —L- LR « H BRI LU AN T IS L R AN N- ZE L 52 R A - Ami so 't
HS-11 P (HEJERER A Z RN Amisoft MS—11 (I E REREREAZ RN )) « Amisoft LS-11
( A S AR ) « Amisoft CS-11 (BRIHBLEAZ IR ) Amilite GCS-11 ( BFyhSE
B )  H RS U ER AN N— 28 5 S Ry R R I Ry R e I e 1 2 PR
B
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[0461]  34. ARIAT— BT HATA K ORAMAEY, ridHA&W#—PEGTH =

FiE o

[0462]  35. MRYEAL—AHTIARTT PRI O IR END, Bkl &9 — 0475 SEDDS.

SMEDDS B}, SNEDDS,

[0463]  36. HRABAE—ANHIAR T HBTA R ORI EY, FridH E5WiH— PAFHEZH

FRIEF .

[0464]  37. RAEZGMIIRRAEATE— A H0A 77 H Bk i DURZG A AW

[o465]  38. FIAEIGITHE PRI 29 IR RAT — TR 7 0 Pk i DR Z S50

[o466]  39. ARYEAE—ADHIATTHPTIA R DR -EGY) A T390 Fr ik 28 K IR B R A 1

AR R 3

[0467]  40. MRIFE—ADHIATTHPTAR DIRAWAHEY A T3 IR G 7 K5+ 1

AR RS B 3

[o468]  41. ARYZAE—DHETATTHPTIA R DR A AW H T 38 Ik ¥6 97 TR 5 3E PR IR

(A PR FH R B 3

[0469] A0 75 ok i ZR AT AL WA I 07 B I A 1) U B R XY 25 W 2L 5 M S it 451

[0470]  SZjEfHl 1

[0471]  FEH BN ERELAL 2 E R AFAE T, 5 e B AT A AL4E, B25H, B29K (N(eps)

T\ e Bt —gGlu—0EG-0EG), desB30 AfEEjZ (60 nmol/kg) VAAEAEMEIREESZ PR (pH
7.4) W BRTIR A SR RRIR EE R A 1) Sprague-Dawley K (n = 6) B

B, AR B0 IR AN ) A

[0472] H5RERIEE 1 .

[0473]  SEjitafy] 2

[0474] 3 AEA 10820 mg/mL I F 1 N- 28 I S S BRANAF AL T, J IR B Z= AT AE M A 14E,

B25H, B29K (N(eps) 1)\ %t —BEH: —gGlu-0EG-0EG), desB30 AJEiZE (60 nmol/kg) VAf#

TERIR TR R (pH 7. 4) "o G BT 40 4 Wi B 3t IR i) 22 B 1 % 1) Sprague—Dawley K

B (n = 4-6) BB B, I A B0 SR IR I ZG BN 7157 40 A

[0475] 5 ERIEE 2 .

[0476]  =ZjEfsl 3

[0477]  ApJAEA HEEBE L ZBRAN (10m/mL) B N— Ry B AL WL BR8N (10mg/mL) /74

R R AT ALAE, B25H, B29K(N(eps) +/\kt —-M%k —gGlu-0EG-0EG), desB30 A

fRE 2R (60 nmol/kg) EMAAEERR RV (bH 7.4) o HAG N- By 2 L2 B8 1 6l 57)

(- O -) &4 50% BIFLVAEFITN B . BRI e WL R £ P R I BRBE 70 A1 4 1% C6.8% €8

6% C10.48% C12.18% C14.8% C16.6% C18 HMAIf¥IAI 5% C18 ANHIAIH .

[0478] 145 B HYH AWy 5 i R I 25 i 1Y Sprague-Dawley KE (n = 6) S

W B, I 294KBh 15 At

[0479] R ERIEE 3 .

[0480] =Lyl 4

[0481] 7EFHHIE & (3mg/mL.10mg/mL.30mg/mL 1 100mg/L) B H BN ZABRINTIET,

W BT ALAE, B25H, B29K (N(eps) | /\J% —HiJt —gGlu—0EG-O0EG), desB30 AJig
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B2 (60 nmol/kg) VAMBACHERR Sh B (pH 7. 4) . AR RN A& Y0 St 3 BRI (1 28 £
IF ) Sprague—Dawley K& (n = 6) B+ B, FE AT B HFIC SR IRIZG R8N 7152 5 A
[o482]  ZEREIREE 4 Hs

[0483]  SLjitifyl 5

[0484] fEAI6IGE (3mg/mL.10mg/mL.30mg/mL H1 100mg/L) [P &5 I I 75 S PR A7 AE
TR S R AT ALAE, B25H, B29K (N(eps) | /\kt Wik —gGlu-0EG-0EG), desB30 A
R (60 nmol/kg) VEMEAEWEER Shaz R (pH 7. 4) o G432 B4 47 S 3 BRI 1) 2%
I K Sprague-Dawley K (n = 4-6) FIZ W B JE M BIIE #IRIZE) F152 5
i o

[0485] 4R EIRAER 5 .

[0486]  SZjiafsl 6

[0487] 7EH 10 mg/mL H HE Bt & WA R W Z 7 T, R & & 47 £ A4E, B25H,
B29K (N (eps) )\ - BE Ak —gGlu—0EG-0EG), desB30 AJESZE (60 nmol/kg) VAR
R (pH 7. 4) H o B FTIR A A ST RRER I 2SR 1) Sprague—Dawley KE (n =
6) FIZ5 7, 3 MAF B0 3R 253 124 A o

[o488] &SR ERIEE 6 .

[0489]  =ZjEfsl 7

[0490]  fHFHIFEA 10 mg/mL JHBLEE VL2 IR ELAFAE T EEH 10 mg/mL A Bt F UL R £5
A 16. 5% FLIA A ZEEAFAE N VA ARAE TR IR Eh i (pH 7. 4) R B = AT AEA) AL4E,
B25H, B29K (N(eps) 1 /\%t Wik —gG1lu-0EG-0EG), desB30 A& (60 nmol/kg) , i
BN 15 A BRI LR S IR I PR BE 3 AT v 1% C6.8% C8.6% C10.48% C12,
18% C14.8% C16.6% C18 HuAIHIFN 5% C18 AVEAIH o

[0491] ¥ Pl 2 A5 4 St R ) 28 B 1 ) Sprague—Dawley KB (n = 6) B Mg
B, IS B0 IR A AR 15 AT

[0492] AR EIRIEE T .

[0493]  SLjifafy] 8

[0494]  Z3J/EA 10mg/mL N- R REREAE —L- AR N- H B -L- 52 B8 N- 1
TGS —L- 2R N BRI IR 2 H R B N- B R e L -L- B AR, RS R
T4 A14E, B25H, B29K (N(eps) + /bt Bt —gGlu—OEG-0EG), desB30 AJEHZE (60
nmol/kg) VEMRAERERRERZZ PR (pH 7. 4) .

[0495] K545 B SV E SRR 025 il 1) Sprague-Dawley KR (n = 4-6) [{=
Wb B, A B8 S 3R B BN J1 5% 40 i

[o496] &R ERIEE 8 .

[0497]  =ZjEfsl 9

[0498] 43 Jl#EA 10 mg/mL N- ZEBE A BREN . N- ZEBc AL TN U BR A - N—- SR BN T &
BN SR R R R N B R AR R N- H B R A FR TR N- A B R B R A AT
R B RS EATAEY AL4E, B25H, B29K (N(eps) | /\ % Bt —gGlu—OEG-0EG), desB30
NI ZR (60 nmol/kg) WEMRAETRIRERZZ MR (pH 7. 4) P IS4 B A5 V)5 HE RIEF )
I Sprague-Dawley KR (n =5-6) B B, JF A3 B0 3RV R3) 72
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A

[0499]  ZHREIREE 9 Hs

[0500] %’ @ @ 10

[0501] 7B N- ZEEL R R INATAE N, R i R ATAA AL4E, B25H, B29K (N(eps) )\
Ft L —gGlu-0EG-0EG), desB30 AJEE;Z (60 nmol/kg) VAMAAER B . H415 214
AT R I 2R fr ik ) Sprague—Dawley KB (n =6) B B, FF MR BI R0 3%
RHAREBN I35 5340 o

[0502] &5 E/RTER 10 s

[0503]  sZjifafyl 11

[0504]  MAFRIIICSRIRINA BN 157 5 A0, ik it sk 5 TR E 45 LA K LA HEPETuAs
0 10 it FH i A 75 DA S I &2 45 2R, ik 7 7718045 200 mg H REBE VL2 R EM 50 mg
KEJRE AT (SBTD) MH T WA EAR Eudragi t®L30-D55 F1 Eudragi t®NE30D, 73
MG TR AT AL4E, B25H, B29K (N(eps) 1 /\J%% B4k —gGlu—0EG-0EG) F1 desB30
NEEZ (120 nmol/kg) 325 KPR LU AR A 1 AR i FH W v 0 A< v 75 LA I & 45 3L, i v
AL E 200 mg H AR EEVIZER N .50 mg KGR LB ) (SBTI) A1H T i Ak I
Eudragit®L30-D55 FII Eudragi t®NE30D.,

[0505]  Z5RWIRTER L1 o MR N — 2030 15 0 A

[0506]  Sjifs] 12

[0507]  {EF 10mg HEEBL LT ZIREN5 mg/mL H HEBG L 2 RN Smg/mlL ZS Bt 2
MR EVEAY) B 10 mg/mL 38510 F 2 B3 w0 /K R £h i SRR Sh 22 R, i &=
T4 AL4E, B25H, B29K (N(eps) +/\bt Bt —gGlu-0EG-0EG), desB30 AJifiEE (60
nmol/kg) VEMEAEBERR SR 220 (pH 7. 4) "o K45 B A9 4L A Wi 5 RIE 1) 25 i 7 1Y)
Sprague-Dawley K (n =5-6) B Hg B, FFIE T3 BRI IO 25480 7122 40 i o
[0508] £ R EIRAEK] 12 s

[0509] /B0 5 ok B FR AT AR AN T 0 T 19 A 1) S B R 1) AN 5 7K R VAR 25 W 2L S 0 ) S e A6
[0510]  sZjiafy] 13

[0511]  #RYESE W008145728 Hrgs tH 48 T, il 25 A5 IR W PR LA i U B 1 N- H BE B R
T G N VA i 5 25 SEDDS. SMEDDS A1 SNEDDS #1151 o

[0512]  FF A il 77 & A fE & & 7 & ¥ A14E, B25H, B29K(N(eps) T J\ %t — Bk
JE —gG1lu—O0EG—0EG), desB30 AJEHZ (30 nmol/kg) »

[0513] ¥ figs & R ATAE W) AL4E, B25H, B29K (N(eps) + J\ %% — Bk % —gGlu—O0EG—-O0EG),
desB30 A3 (30 nmol/kg) VAMEAEAS N- H MR N 20 IR AN VR 44 SEDDS. SMEDDS
H1 SNEDDS #il57 5

[0514] 1545 2B A Py 55 i R I 25 i A 1 Sprague—Dawley K (n =5-6) [
W B, IR T B e Rt E AR 12 A

[0515]  FridH G W RFER |, 2530 115745 R BIRAER 13 v,

[0516]  Friddl AR RIER 1,

[0517]  Z2 1. A0 & B3R [EE PR N- H FEELE o8 TN U R 1 R A4 I I 25 SEDDS . SMEDDS £
SNEDDS ] 7!
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[0518]  FF A # 7 & A B & & 7 & ¥ A14E, B25H, B29K(N(eps) + J\ %% — Bk
A —gGlu—OEG-0EG), desB30 AJEEZ (30 nmol/kg) .
[0519]

g
By

§5 15
75 15
78 | 15
54 15
58 i 15

[0520]  SZjEfsl 14

[0521]  #R ¥ 7E W008145728 w25 i I 48 =, il 2% A0 5 22 2> — P JIG oy IR B Ak 110 2k 1R
(FA—aa) ffigi &2 SEDDS F SMEDDS 444, AEMilliQ /KA 4E 37°CHikE 100 % LA, 2t
FRIRLE (VARSI EA) MR EE PO (ZaEEdes) . Ira IS A RS R4
YIAL4E, B25H, B29K (N(eps) 1 /\bt Bkt —gGlu-OEG-0EG), desB30 A& ZR (30 nmol/
kg)

[0522] H5RERIESR 2 .

[0523] % 2. &% /b—fh FA-aalf)fifi &2 SEDDSHI SMEDDSZL&Y)

[0524] W R TAEMilliQ ZKH7E 3T CHRE 100 £5 LU P20 S (iksh 122 E R ) fl

HEIPDT (2 EEARED) -
[0525]
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EoRey
TE0 o SRR

-.-‘ = 08 0y X & 3 -
RN Bmy SO g THAoam G
Enig HO g Sy LR

BEREwg

0wy Mg

NN e
SIEF

siss
SO BN noy ERIN

3

ooy
AT

Ny

[0526]  sEjfifhi] 15

[0527] A5 #E SEDDS HH e fill (19 fBR & 2 17 A W A0 i iy R B A 110 2 0 TR 1Y M v BB 3 R

E1E W008145728 R4y th iU4R T (il 5 L, B Jo IR i 3B MR AL 7, I A A% R 1 B0 sk

(NaOH) % pH ¥ 28 pH 7. 4, B 5 ¥ R T8, SRS 8 S0 K15 31 B 58 & 208 RV A AE T — B,
51
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HEMAMILEBREARE ), &0 20— MR RB LM Z R (FA-aa) HiE 5
R SEDDS HEW). Won 1A LU A I iE KB F UL e, B 2= AT AR AL (N, N- =
FJE), AL4E, BL(N, N- —HIHE), B25H, B29K (N(eps) | /\%t —HikE —gG1lu—OEG-O0EG),
desB30 AJEES 2 (120 nmol/kg) 7E 5 H LbasA v 25 R5h 7157 50 A » ik O 24075 30
mg H FEEE AL S S B AN EE L 150 mg A B 300 mg % 1L ALES 20 A1 520 mg B 288 —HUHES.
[0528]  %ki%EFH Eudragit®L30-D55 1 Eudragi t®NE30D HIVE-S YA AL .

[0529] &5 EIRER 14 v BN —Z54B) F1 220 AT

[0530]  sLjifafyl] 16

[0531]  HAANFEER N- A B Z RS A S KRR B =2 A ST . R
PEAE W008145728 25 th TR T (TR T 2, B e R & 2 ia i Ae K b, IF 3R & P B
(NaOH) ¢ pH 12 pH 7. 4, B 5 ¥ 15, S8 5 B S0 B 15 B B IR & 20 R AEAE T i,
HE5HFARMILEBIERES ), 6l &0 5 20— MBI RBL (I EA LR (FA-aa) MRS R
SEDDS AW, il 1A S s &I N- AN S 2 B 2 1 & 2 SEDDS A SMEDDS 40
G FEMi11iQ /KH7E 37T°CHEE 50 5 LA, - FIRLE (iEsh 715 B ) Mg A K
PDT ( 28R IEE) o« AT A SR & A B = ATHEY) A14E, B25H, B29K (N(eps) +/\bt —
Bt —gGlu—OEG-0EG), desB30 AfESZE (5mg/g) -

[0532] 4R EIRTER 3 .

[0533] % 3. A A[E SN N-H EERESE 7 20 AN 3k KR AR IR & R A B .

[0534]

S | + ; ‘ |
3 ) oasn | o3 4% e 1868 4 ¥
B wame L | | ‘ i
A ) a1 o3 A% Wk | ] a8 1
| | | |
A3

[0535]  SCjiEfs 17

[0536]  HAAN[EIE ) N- H B R 2 RN S VR IR & R R A & Wi — b a5
IR HMER AT . ARIEAE W008145728 FRA KRS (5 2, WK RS RIBRAL
K, AR R PRI (NaOH) K pH 122 pH 7. 4, B JE V4R T4, SR 5 15 S0 A5 2 1 R 5
T AT B, B E IR ERUEANTR S ), Sl 05 20— e D R B R 2
B (FA-aa) (M2 SEDDS A&V . Hil& 0 & AF &K N- H HEBLE S 2 RN EE 1R &
% SEDDS 254, AEMi111Q K H/E 3T°CHikE 50 £5 LAG , PR B (Iiksh 12 5Az)
MEEEPDT (20 HEFRE) o PIrA sl & A R B = ATAEY) AL4E, B25H, B29K (N(eps)

4\t Bt —gGlu-O0EG-0EG), desB30 A2z (5mg/g)
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[0537] Z5HRERIER 4 .

[0538] & 4. EAAS[HE M N-H FERESE 7 208 AN 55 1 VR A i 5 2 e St
AL A L = L T B

[0539]

mi&»’:ﬁxi m%m}
i (nm)|  pDI

1 | 15w RO
2 155 7.5 ?,3 S5 8,23
3 15%: 5 0 283 8,255

7 15% 65 20 759 {3,689
8 15% 63,8 22,8 F28 8607
g 15% 64 2/ H42 6,629
10 15% 57,5 25 353 0,359

[0540]  SZjiafs] 18

[0541]  EAAASIFI NG I BR G 1 =052 B2 AN [RI v A AS R B9 0L B4R I IR 41 54
MR AE W008145728 HHe5 T T (il 5 &, B SuHG R & 2 iE g AE K i, JE R HEFE R R
. (NaOH) 45 pH 18 % pH 7. 4, B S ¥20R T15, S8 5 & SR 43 2 0 18 15 20k R IB A2 TN B
i, SRR EBIERNRS ), 6l & 085 2/ — IR RB LN Z LR (FA-aa) RS
7 SEDDS &1, il 4 78 & AR B I BR Bt Ak 10 = S B A 2 5 1L B IR AN ¥ 7R 1 i 5 2%
SEDDS #1 SMEDDS H&4. 76 Mi111Q 7K AE 37 CHRE 50 5 LA, b FIIRLE (IRAKEN 77
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HEHRA) MEARPIL (Z2080ERRED) « FraHIFIES 5 mg/g FRE I AT (N, N-
L), A14E, BL(N, N- —HH:), B25H, B29K (N(eps) | /\%& Bt —gG1u—OEG-OEG),
desB30 Nfif i 2 dmg/g. 45 R WRER D H.

15 7 P2

Bt 8o

Pk
53
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[0544]
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1%

12

13

14

s e0

740

SR P
B B0

196

o8

16 HAG

17 w20

18] MO

BUEL 90

19 H20

£

SR 8o

[0545]  sZjiaf] 19

[0546] il & 1" 5T g it A0V A 1l 771, HL A5 5 /0 — b I T IR A PR U R i i = T 2
Y RN /D — i BB B AR I R AR AE WO008145728 g i ffe T (RS2, &
SRR B VA ARAE K T, I AR A PR, (NaOH) 4 pH P22 pH 7. 4, BV R T4, SR )5
B R AR B AR & O AR VA RAE T B P, B R R e RO ATR S il e s a2

P I R B ) Z SR (FA-aa) [IFE S F SEDDS A&54.
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[0547] il #5025 AN R (1) I D7 BRI A 1l R R AN 26 IR o B0 B 26 T 9 A 71 R 791 1 ke By 2%
SEDDS H& M. AEMilliQ /KH7E 3T°CHkE 50 5 LUfE, /i PR (k) 71 EHAR)
MEBKPDI (2 08tEfed) . IradHimas 5 me/g IRE RIS AL(N, N- ZHHE ),
AL4E, BL(N, N-_HJ), B25H, B29K(N(eps) |+ )\ Btk —gGlu—OEG-O0EG), desB30 A
R R GRERIER 6 H

[0548] K 6. AR A& 4 /0 — i IE Iy BRISE Ak 1) L IR IR & ST AR VS TR AT 4 2 — il

B U ) R TR A 70 1 T I O 1A A £t 751
[0549]

[0550]  SEjitf] 20

[0551]1 |4 T I§ /i SEDDS.SMEDDS #1 SNEDDS 2054, Hifu & N—- H FEl: 2o s B 26 A A
A A HLB AR BIAS 5] 26 TG PR 77 . HRYEAE W008145728 théh (K45 5, il #6402 2 /b —Fif
HE I BRI R R (FA-aa) HIJE S 2 SEDDS &9,

[0552]  ffill & T %5 % SEDDS A SMEDDS &4, A& N- A B 2 AR Eh . T8 1.
B SRR T R R v ESAIK HLB 3R Vs 15 o BT R B 5 me/g IR ES R AL (N, N- —
L), A14E, BL(N, N- —HIJE), B25H, B29K (N(eps) 1 /\%% Bkt —gG1lu—OEG-0EG),
desB30 AfES 2

[0553]  7EMilliQ 7KHfE 37°CHkE 50 5 LA, i PIaki g (33 i ER ) & H
[} PDI (24 EEda3) « Fradlmas 5 me/g RIS AL (N, N- ZH L), AL4E,
BL(N, N- —FIJ:), B25H, B29K(N(eps) I-/\ki Wtk —gGlu-OEG-0EG), desB30 AJiES
o GRERMAERTH.

[0554] iR 7 Wi Al s IR B AR T -

[0555]
il S m AT (fEE ) 5 mg/ml
N (fEE) 15%
HERR — H R (JEE ) 55%
N- HAEREE e R (fEE ) 5%
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[FREE RSB R (B0RTD  [E% 25k |
[0556] 2 7. 407 N-H P B S e iy S5 AN ELAT R A HEBAR AN [] [ 6 v A 75 I o
HEY.

[0557]

L

[0558] ‘& ZH -5 SE it 151
[0559]  SEjiffsl 21
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[0560] "I~ J Novo Nordisk A/S HEIEIRARI K HIESIR S = / PR IKZ)
P . ZH DEOE S ARE A T T A0 R e RS O TVES ) e d
BT o

[0561] 244 it il 1) w1 R 4 1) 4

[0562]  ZjHI¥

[0563] @ F)FiHEAK,3.6 mg (960 nmol) /ml

[0564] @ FEASHFEEZ,600 nmol (100 U)/ml

[0565] IR

[0566] @ ZKi

[0567] @ Hih

[0568] @ %

[0569] il Ffllik FAs £

[0570] @ SR ZMURI RS IR 25 5 2 ) AT 4ok R e 0m, 3F B E A
IR RSP

[0571] @ FrAEAE— PP mA

[0572] @ FEMIFIE R RAE— LA T AR TR ]

[05738]  JREFEASCH CAMREMFIA T A K I T LL R AR, AR QU3 R A 2 AR AT
DI VA8 0 B 3 AL RIS R 7 5 o DRI, B M B, T BRSO R 3 R s A AR R
A ) L SEAS R A BT BT AT SR KB SR A2 A
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