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VIR AEAT TCAT s AE A B SR IR 2 DN NG R o 220 n] DL BT 1 80 AR
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TR o

[0012]  BRZNAHLAA W] A T NI AN AL 25 i IR 266 B 1) F- A N IR et B &R iy . 25%)
T IAEE A L — PR Bl W] B AW A, A0 — R 2590, TG HR A4, SEmT A
SR B2 R R ECE R/ ST . el Ll s 2y, sl 3¢
B LR E . AR w] LAk — 8 F T W) an S8l T mopl AP AR BB M. R824
22 FLAEI i 77 7] K T EARRAE I, — & B 259 NPk e B

[0013]  ARif “254” H T AL TR & A 20— M2y g A& 9 25 e i),
[0014]  HAfE—ASLE 7 b, FriR 252G AL G W) H A & & 1500Da (1) 4r 1 &2 JF H. / 5k
B RN VE AT 2 8E B DNAL RNALBE B R BUSE L B IR, 5l R 25 220 AL S
REW,

[0015]  HiAn /g5y —SEii 77 S, Frik 55 AL S mT 3697 F / sRIB Rl PRI el
R 5 FH 2 P S RCE Qo ob PR 993 400 10X S5 22 I A e SR SR 01 e ik ol O o A e 2 | St el
WK ERGAE (ACS) L& (angina) O ULEEFE JEAE  BLREAR ME L ROAE AL BL I S KT
AL/ B R T

[oo16]  H:An 7k 55— SEii 7y S, Frid 255 i AL S B dE 2 /b — R H TR A/ by
B PR B 8 PR AH DG BRI AR G PR 9 A0 9 JE 993 A2 4T IR

[0017]  HAr 7R 5 —SEii 7 S, ik 25 s A G W BdE 20— B NI RN B 2
FAUY AT D), e B Z A AR (GLP-1) s R ekAT Y, Bk exedin-3 B exedin—4,
&} exedin—3 B¢ exedin—4 WL AT EY o

[oo18]  Jgi & & 2K U # w0 2 Gly (A21) . Arg(B31) .+ Arg(B32) A J#i & % ;Lys(B3),
Glu(B29) AJBE I3 sLys (B28) . Pro(B29) A&y 3 sAsp (B28) AJE &2 s A&y 5, Hirp
B28 LI Z R 1 Asp.Lys.Leu.Val 8% Ala &4, 3 HI A B29 £71#) Lys 7] LA Pro &A% ;
Ala(B26) AJBEy 3 sDes (B28-B30) AJEES 3 sDes (B27) AJEES A Des (B30) AJRE) %
[o019]  Jig & 35 447 AE W 9] Q2 B29-N- A 5t Bt —des (B30) A i & 3 ;B29-N- £x 4
M —des (B30) A i &y Z sB29-N- [N 55t h AR 5 32 sB29-N- BRAH B A IR & 5= sB28-N- 4
5 M LysB28ProB29 AR B 25 sB28-N- £EAH It ~LysB28ProB29 A B &y 5 sB30-N- A B3
% ~ThrB29LysB30 A Ji & 25 :B30-N- £ A Bt ~ThrB29LysB30 A JE & 35 sB29-N-(N- 15 4
M Y- A28 ) —des (B30) A5 ;B29-N- (N- A HHEE -Y- 240t ) ~des (B30) AJEEZ ;
B29-N- (- JRIEET-LLelE ) —des (B30) AR M B29-N- (w - JRIEE Lkl ) AREZE.
[0020] Exendin—4 #4145 Exendin—4 (1-39) , —F# 4 & H-Hi s—G1y-Glu—Gly—-Thr—Phe
~Thr-Ser—Asp—-Leu-Ser-Lys—-GIn-Met-Glu—-Glu—-Glu—-Ala-Val-Arg-Leu-Phe-11e-Glu-Trp-
Leu-Lys—Asn—Gly—Gly-Pro—Ser-Ser-Gly—Ala—Pro-Pro-Pro—Ser—NH, FJjik.

[0021]  Exendin—4 #7421 40k B T A& -

[0022] H-(Lys)4-des Pro36, des Pro37Exendin—4 (1-39)-NH2,

[0023] H-(Lys)5-des Pro36, des Pro37Exendin—4 (1-39)-NH2,

[0024] des Pro36[Asp28]Exendin—4(1-39),

[0025] des Pro36[IsoAsp28]Exendin—4(1-39),

[0026] des Pro36[Met(0)14, Asp28]Exendin—4(1-39),

[0027] des Pro36[Met (0) 14, IsoAsp28]Exendin—4 (1-39),

5



CN 102573960 B i BB 3/9 7

[0028]
[0029]
[0030]
[0031]
[0032]
[0033]
[0034]
[0035]
[0036]
[0037]
[0038]
[0039]
[0040]
[0041]
[0042]
[0043]
[0044]
[0045]
[0046]
[0047]
[0048]
[0049]
[0050]
[0051]
[0052]

des Pro36[Trp(02) 25, Asp28]Exendin—4 (1-39),

des Pro36[Trp(02) 25, IsoAsp28]Exendin—4(1-39),

des Pro36[Met (0) 14Trp (02) 25, Asp28]Exendin—4(1-39) ,

des Pro36[Met (0) 14Trp (02) 25, IsoAsp28]Exendin—4 (1-39) ;5k

des Pro36[Asp28]Exendin—4(1-39),

des Pro36[IsoAsp28]Exendin—4(1-39),

des Pro36[Met (0) 14, Asp28]Exendin—4(1-39),

des Pro36[Met (0) 14, TsoAsp28]Exendin—4 (1-39),

des Pro36[Trp (02) 25, Asp28]Exendin—4 (1-39),

des Pro36[Trp(02) 25, IsoAsp28]Exendin—4(1-39),

des Pro36[Met (0) 14Trp (02) 25, Asp28]Exendin—4(1-39),

des Pro36[Met (0) 14Trp (02) 25, TsoAsp28]FExendin—4 (1-39),

Horp TR R A —Lys6-NH2 0] PLA%E 5 £ Exendin—4 fTAE4) C- i 5

s A W N A Exendin-4 fi744

H-(Lys)6-des Pro36[Asp28]Exendin—4(1-39) -Lys6-NH2,

des Asp28Pro36, Pro37, Pro38Exendin—4 (1-39) -NH2,

H-(Lys)6—des Pro36, Pro38[Asp28]Exendin—4(1-39)-NH2,

H-Asn—(Glu) 5des Pro36, Pro37, Pro38[Asp28]Exendin—4 (1-39) -NH2,

des Pro36, Pro37, Pro38[Asp28]Exendin—4 (1-39) - (Lys) 6-NH2,
H-(Lys)6-des Pro36, Pro37, Pro38[Asp28]Exendin—4 (1-39) - (Lys) 6-NH2,
H-Asn—-(Glu) 5—des Pro36, Pro37, Pro38[Asp28]Exendin—4(1-39) - (Lys) 6-NH2,
H-(Lys)6—des Pro36[Trp (02) 25, Asp28]Exendin—4 (1-39) -Lys6-NH2,

H-des Asp28Pro36, Pro37, Pro38[Trp (02) 25]Exendin—4 (1-39) -NH2,

H-(Lys) 6—des Pro36, Pro37, Pro38[Trp (02) 25, Asp28]Exendin—4 (1-39) -NH2,
H-Asn—-(Glu)5-des Pro36, Pro37, Pro38[Trp(02) 25, Asp28]

Exendin—4 (1-39) -NH2,

[0053]
[0054]

des Pro36, Pro37, Pro38[Trp (02) 25, Asp28]Exendin—4 (1-39) — (Lys) 6-NH2,
H-(Lys)6-des Pro36, Pro37, Pro38[Trp(02)25, Asp28]

Exendin—4 (1-39) - (Lys) 6-NH2,

[0055]

H-Asn—-(Glu)5-des Pro36, Pro37, Pro38[Trp(02) 25, Asp28]

Fxendin—4 (1-39) - (Lys) 6-NH2,

[0056]
[0057]
[0058]
[0059]

H-(Lys)6-des Pro36[Met (0) 14, Asp28]Exendin—4 (1-39) -Lys6-NH2,

des Met (0) 14Asp28Pro36, Pro37, Pro38Exendin—4 (1-39) -NH2,

H-(Lys) 6—desPro36, Pro37, Pro38[Met (0) 14, Asp28]Exendin—4 (1-39) -NH2,
H-Asn—-(Glu)5-des Pro36, Pro37, Pro38[Met(0)14, Asp28]

Exendin—4 (1-39) -NH2,

[0060]
[0061]

des Pro36, Pro37, Pro38[Met (0) 14, Asp28]Exendin—4 (1-39) - (Lys) 6-NH2,
H-(Lys)6-des Pro36, Pro37, Pro38[Met(0)14, Asp28]

Exendin—4 (1-39) - (Lys) 6-NH2,
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[0062] H-Asn—-(Glu)5des Pro36, Pro37, Pro38[Met(0)14, Asp28]
Exendin—4 (1-39) - (Lys) 6-NH2,

[0063] H-Lys6-des Pro36[Met (0) 14, Trp(02) 25, Asp28]Exendin—4 (1-39) -Lys6-NH2,
[0064] H-des Asp28Pro36, Pro37, Pro38[Met (0) 14, Trp (02) 25]Exendin—4 (1-39) -NH2,
[0065] H-(Lys)6-des Pro36, Pro37, Pro38[Met (0) 14, Asp28]Exendin—4 (1-39) -NH2,
[0066] H-Asn-(Glu)5-des Pro36, Pro37, Pro38[Met (0)14, Trp (02)25, Asp28]
Fxendin—4 (1-39) -NH2,

[0067] des Pro36, Pro37, Pro38[Met(0)14, Trp(02)25, Asp28]
Exendin—4 (1-39) - (Lys) 6-NH2,

[0068] H-(Lys)6-des Pro36, Pro37, Pro38[Met (0) 14, Trp (02) 25, Asp28]Exendin—4 (S
1-39) - (Lys) 6-NH2,

[0069] H-Asn—(Glu)5-des Pro36, Pro37, Pro38[Met (0) 14, Trp (02)25, Asp28]
Exendin—4(1-39) - (Lys) 6-NH2 ;

[0070] BRI Exedin—4 ATV P AE— M 2557 B2 1 R B 54 o

[0071] 3 2% 441) 4 2 3 A U5 3% 23S B I 35 3% 28 B T S T IR AT E AT I AE PR, a0
Rote Liste, 2008 hix, 55 50 & 1 it 41, 41 {2 7% i ¥ %= (Gonadotropine) ( {2 OF 1 J5 35
(Follitropin) {2 /A% (Lutropin) « 2% & AL M IR 2% (Choriongonadotropin) « {&BL
TR E Menotropin)), K ER (Somatropine) ({24213 (Somatropin)), K2 N
& 2% (Desmopressin) , FF AN EZE (Terlipressin), X IR (Gonadorelin), [ ¥ Ak
(Triptorelin), =A@ (Leuprorelin) , fisrkiik (Buserelin), IyEEG# (Nafarelin),
X &IFM (Goserelin) o

[0072] 25 W 451 4 A2 ST 0% e S0 L 0% I SRR M 3R IR B R BUEIR A T EF R
MIRIRT A, B R 28 I B A X, 9 n, 2 IR 2, F1 / Bee i 252 Bz
M. 2 MBS 2R 255 E ] B2 0 L i S22 VA 3 80 (enoxaparin
sodium) .

[0073]  Z42% b2 () R0 a2 B e S A X 3 o R hn e 3 2491 4n HCL 8K HBr [ £k o
B2 A Bk A B ER B )R (alkali or alkaline) WIRHES 7-RIZE, Pk bHE 1
41 Nat, B K+, 81 Ca2+, B8 i+ N+ (R1) (R2) (R3) (R4), Hr R1 &= R4 4 b v Hh = Fs
S LR C1-C6— ek, [E e HL B AR 1) C2-C6— 4 2& , AT 1B L AR 11T C6-C10- J5 %L, B
FEIEHB AR C6-C10- 2205 5k {F 1985 4 3¢ [H 5 472 Je WM AP i i) Mark Publishing
Company HRHIH Alfonso R. Gennaro #4556 17 kit (&5 BAMIFEIFI R (Remington’ s
Pharmaceutical Sciences) ) Ffl CGEIFIF AR BT #42F (Encyclopedia of Pharmaceutical
Technology) ) "HHEIR T 252 b 452 16 3 iy H g s 6]

[0074] 2% BRI RZUEHI GG WK EY) .

[0075]  {EIXBHHLAL ) — LM b, 5 T 5 1RFAE AR B AR F AR i DX SR AR T 7 A 22 AT W2
BER T FARIME D), MAE IMZRE & BT 5. 2 ATIREE )7 10 5 2240 0 T E 4K
(R0 77 I AR Ao

[0076]  FEUE— D RSt b, 22 KT SR BEAE 22 AT AE 1 i 7 [ R0 38 Bl ok B2 v ] 3 Bl B e 2
TR, TR AT AT i 77 7] IR Ia Bl IR oh AN Bl M 8 21 3= 1k .

7



CN 102573960 B i BB 5/9 7

[0077]  fEHE— PRI SCHE] b, AL BEE A IR IEIR SO HAT 51 — IR IR L0, IR IR 80
—BREMRSUH A A S I E 1] o L2 AT I L2 AT R BRRE & 22 AT MR BERRSUM A T 51 5 LA A R 5
el AL 22 AT 5 — SR BE MR AU AT o

[0078]  fEHE— B HISEHEY], KB A PF A2 ALE i n] LU i (overridden) f5s— iR
JERRLLAL 5 o

[0070]  fEHE— DS B , (A5 LA 45 3 1T 22 AT 3E H Ay e

[0080]  FERE— 2D S A , MR E MRS MR (MR, o 5 O 0, 358 A TH R 0 T T
EIZ 35 T3 ] S o

[0081]  {EIE—2D ¥y S5 b , MR g R (149110 o o2 T Bl 4 i fi) 1) 2 30 o i O £ 224 I
A IREY ANTHL - ey

[0082]  {EIE—D ¥y St 5] H , MR g MR (149 TM s £ 328 Sy i) 368 o 3 e 2 1)~ 1 52 31 R
il o

[0083]  {EIE—D ¥y S5 H » 71 B M e MR 3 FA) MR T T R LA I DX i ) 00 B2 R0 30 o R
WRETIE (R 8 A (14 D 2 R 1 P9~ 1 2 T 5 A9 5 P 00 2 ) A oo 000 AT A B2
R AR, I RAERETMIRE A

[o084] k20 (S 1) B 1 AR R ] A Bk ELml 22 38 iy o 0, OB REE M TR & 2511
SRRNCES o B RIRE SRy LR 22K MR R AH N RS 55 ik AR 2 S LA 1 AT 2y
WL e B B E L2 ATIRBE R 4K . A RIS IR B 0 AR BRI, 22 AT MR BERE U8 AR XY
TEAE).

[0085]  fEHE— PRSI, fE A AR K QB R E, JALAELT I /7 17 A
I}, LLATIRBERIN T AR5 5

[ooge]  fEIE— 20 [y St il , GK Bl A 1R 1 ) 22 AT AAE A5 KBl A4 1 m] LA T 3 7 1] i
¥, MRS ANIG T BRI HAZAT R T BARBIAHX AL B A AL

[o087]  fEE—DIISCHEG]  , SR KEURAE R IR 1, AT NSRBI+
[0088]  fERE— D [ SEHEE] o, BB O 2454 (3% ZE A i 7 [ L 22 AT BK A

[o08o]  BXZALAL K FLARAE [ SEMGBIAE T i VF 4 Bl 7 REAT IR . (EIIAIRAEIERE S, 2241
TR 7 7] % T EARIRNEIEF) o L2ALIH I L2 ATIR BRE A 2 AL IR e MR AL MB35 | o 224188
BERIBRBHEFAE R LU ™ H IO M1 R BB R MRS — B 70 o T AT e s i L AR AE
2B UAEAFHERLIE R L A P I A SR R AT i i iz 3

[0090] v+ f5 Ry i o EL e A 49 B 8 AT e v BT, A B B AT, A7 IBC I 1 2] 5 771 ] LA
WPUE « A T 3XA H B, 7T LRR 714 Ay B 8 22 KT 1) 9 B0 42 0 BX s ) 1A 30 i 7 T AFDRS T
TR XSRS G 2241 Frid Rl & vl DUE SR (R OKSI A A 2 AL 2 8] (8 15
FRIRFAL, o 9 A9 A3 T 22 AT 1 55— SR B IRSOR S . AE BUEIRIERE , ZAL A I8,
DR, S AR T2 AL 2 1) )43 A e SR T R P Il R T, S OIEBR B A PRI 22 L 2 [R)
R (R AL 8 L SR B PR 3 7 18] IR sl it a0 ANE SRS PR 22 AL 2 18] i) 4 5
B4R, IREIRAE IR e W] LARZ Bl i AN 5y, 1 224156 T EAROREFFS b R A 2 Bl PR
R o™ H O R A B AT R B, WU 42 T 9K S A 1 R 22 AL 2 ) f) 4 £ ] RAAS DAk
— Bt
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