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[0001]  ACHITE R AABE XTI T 25 082 B AR VRN L o SR, A FRA R AT
BAERATRE AR (spline) M5 A T 2yMid il B BRI E BOEN . AR
J7 AT R R A T R O
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[0002] 2B 25 ik E vl TR BB "N R N BEAT 72 VRS o I AR s B
2 Had B W, Ferb B JIa 77 KSR B B AT R BEAT A R B

[0003]  HEAC Ry PISRAERBIA R E v EROEMARE (HI, WA A8 ) ANEw] i
B CRI, Al 2 ) o ISR M IR (At 44 2 B e A8 & S8 B0in K
K HRKEE ) KRERE =T Eoolt « (1) 2, W HE wE 7o iR SR FF 28 Z I
2yt s (1) BERRR Pk 25 5 Al i) —Im AT 200 A0 (Li1) BR3P 24 5 A i) 5 — 3 119
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o LT 2 T A I A 1 — S )R] ) BRI AL 1] 2E Bk sl s R+ 55— (IR 222 481K
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PHORFFAEAL . V8 2 1] S PRI 5 ] G0RL B, (BL2Y T A7 28 — EL LR H B ol Ao
[0004]  FTid G238 v R R B DR B AL ARG 2RI, ] A i XK AT 2R B
PRI AAE R, BOE TR, IR JE TR R o ISR R R AT 20 Rl LA HIRSUiE b
SRR (IR0 ) 2B 24 fa] A 0 m] e ko L

[0005] iy e 571 8 78 i) - B ML 2 28 A B AR BEE TR R A 73 AEVE ST 4
), FRENAET B BOE UG P B ISR T 25 Rl # s e 28 (bung) o IXIEALARENAEZS 1
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[0006] AN [R] it 58 (i 28 204 A% X 48 8, 00 & w] L e 2 (B, AR W] = B AL ) A R]
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A7 ] B BE R REN L .

[0007]  AH e T S A m] e D Y 2 SR B, R )] 7 2R 4 S iR ke B R A A i A
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T 2 18] (I S AL (0 AT R BB B AETEST 5, BEREHA I T BT R IR
5L )a, W MR BCENUED T 25 5eik. ARG AH] & nl N2y T IR RFER BB B 2y
fE AR G ) 2SR a2yt B T DB 2 fa) 8 iz 2y e o, (A1 8 e 000 25
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W2 R e, IR B A KB A HLIR I IX e N ) 32 S 4 2R 1 0 ok U 3 e R 2%
(K10 4, — L8 R [y R 5 (1 28 R A 5% A A o 25U e B 462 2 1] R AR Y
AR B BOE I E AT AN AL . IR, TR SR ] EOE AR E AT K E R4 E
{1 XS AT B B B R KA L, LA AS 2 485 4 B B el o

[0009] PRI, A7 Al sl AT 5K, RIT, R 48 55 5 U BB SR Rk ) 40\ AT B VOE 259)
PIRACE B TR 2 o IXSRIER A (1 29 A5 1808 2 ) oD 2 R 1 AR
8 FLARGT ) 3 B ARG A3 R A [ It fet 6 6 g A8 R Al B AN B e R E P B e
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FAE AR BE R ) A 52 FTIR A 5251 3 SRS A LLBC 2R 57 B v e LRI BT BUE IR . dRIEE T
A ECAEITIR WAL 522 8], IF Ul Bee B Pk W Fe ke 5 o S BOE MR R, JRIEE AT T
Frid Sh e T IR N 5E Y e e o PR JRIEE TV BT Tk S s BTk N e o i [
1 DA VR IR AN 23t 25 I 1], S AR A 1 4% 73 T 1 HL 2 I8 oo o A A J 4
RN RAZRY .

R 21 152 BF

[0011] 73 ff S A6 76 M 2525 I LA T A, o

[0012] & 1 755 HH R] B iR 0 TR 240 06 08 2 B T 8 — S A9

[0013] &l 2 7R HE P 1 BT 9 29400 066 126 26 . 10 5 — St A9 Py A T 1

[0014] K& 3 /R H Bl 2 I 250 8 B (1) 28 — SE B £ 58 — 7 B AR

[0015] P& 4 75 HE ] 2 1R 250t 2 B 110 20 — SE B 9 45 58 A B AR

[0016] P& 5 75 HE ] 2 IR 20t it 2 B (1) 2 — SE B9 45 5 — 47 B AR

[0017]1 [ 6 7~ ] 2-5 PR DR B8 (10 58— FRECE, G 56 — IR B2 70 FH 28 — IR 545
oy

[oo18] & 7 7t ] 2-5 o BRI TR0 AR R0 ot iz o

[0019] P& 8 /R HE &l 1 BT/ (1) 24540 i 26 24 15 1 7)1 e AT (10 B S 9] P e T 1
[0020] & 9 75~ HH ] 8 3 7 (10501 2 T ATLAA) P 88— S Tt 491 1) Sy s e i

[0021] & 10 7~ tH K] 8 Fras AT BR A (3T RE AL

[0022] & 11 7~ HE ] 68 T IIEK B 2% 1 A AP LB, G856 — IR B4 3 70 A A — 3R B 4%
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[0023] & 12 7] 2-5 BRI 6-8 A= K55 & e WL, 1

[0024] & 13 7 tH &l 12 Fros 50 E s e HLA, Horp, (TH & CEBOE &

[0025] 14 7~ H B 1 BT 19 2440 s 326 26 8 1 30 2 i e AT LA 1) 5 — St 49 Fs v 1
[0026] 15 7 tH ] 14 Fr 7 R 5 8 16 o ALY %) S5 Tt 491 1) Sy i

[0027] 16 7~ HH B 1 T 1) 24 40 s 326 2 B 1 31 2 1 AL 1R S — St 9 14 g S A ST
[0028] K& 17 7 HA ] 16 Fros 1570 & 1 ae ATURA) 1) St 491 4 28 A B ) i i )

[0029] K& 187 HE 1] 16 P 7 IR0 301 B T s ML) 840 S Tt 0] 1100 Jy 3 A v P T TR e R oy 5 A
[0030] &l 19 7] T 16 AT (I3 B U o B LAG RO IR o

BIAXHEAR

[0031] ARIE“Zi4Y) (drug) 78k“ 255 (medicament) ”8E“BE 24577 (medicinal product)”
T ACEIREH 20— Mgy i AL S B 25 57,

[0032] AP fE—SEis b, Brid 25 4 i ML S HA S 2 1500Da 140+ 81/ BU2 k.
HE T ZHE T DNAL RNALVHUIR B LR BRI B R, s R 2 50 AL S ) TR
aW,

[0033]  HCH AR 5y — St b, BTk 25 2 AL A T TR T R/ BT PR e B R
PRIFEAH 2 R I R Groa PR A0 IO IS0 A L A A4 2 9 R 4 % v ok s i i v 4 2 L 2 M e IR
HkgREAE (ACS) VL (angina) <O WUEEAE JEAE  BEREARME L JOE Al F 34 Bk ok A Al
AN/ B RS R

[0034]  JCAP £ 55— SEHids]  , Jrid 25 3 AL S WA EE 20—l TR A/ SR B
PRI B A0 R 5 B8 3 AR G s P s 400 I J 0 A R I

[0035] LA AR o) — SEtifa b, Tk 25 20 AL S B G A /D — i N R R BN i 3 2R
AT A, J i UBE R AER (GLP-1) BRI BT Y, B exedin-3 B{ exedin—4, B
exedin-3 5% exedin—4 HIZR MU EFTHEY .

[0036] i & & 25 AL W ) w4 Gly (A21) . Arg(B31) \ Arg (B32) A JiE & % ;Lys(B3),
Glu(B29) AJHE % sLys (B28) . Pro(B29) AR &3 ;Asp (B28) ANJE &2 s A& =, Hrp
B28 AL Z MR H Asp.Lys.Leu.Val 8¢ Ala BAX, JF HIL P B29 7 Lys A LLH Pro B4
Ala(B26) N2 sDes (B28-B30) Ay 3 ;Des (B27) AJR K Z= A Des (B30) A5 Z .
[0037]  J§& & 2 A7 2E W 9] Q2 B29-N- A & 5k Bt —des (B30) A JBE By & sB29-N- £ A
W —des (B30) A Ji% i 3% sB29-N— [A 5758 BE N JB B 2% sB29-N- AR AR BE A JWR &5 3% ;B28-N- [A)
M LysB28ProB29 AR & 2 sB28-N- £ B ~LysB28ProB29 A &y 5 sB30-N- A B3
Bt —ThrB29LysB30 A JBE & 25 :B30-N- £ A Bt —ThrB29LysB30 A JBE & 3% :B29-N-(N- 5 4
W —Y— ¥ 2Bt ) —des (B30) AR sB29-N-(N— A HEE Y- 2B ) —des (B30) AR E ;
B29-N- (o — FRFEEA-Lhtlt ) —des (B30) AJHE A ZH B29-N- (o — I A-Ebilt ) AR
[0038] Exendin—4 | #1& g Exendin—4 (1-39) , —FP % & H His—Gly-Glu—Gly—Thr—Phe
~Thr-Ser—Asp-Leu-Ser-Lys—-Gln-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, FJ}ik.

[0039]  Exendin—4 fiTAM &l anik B FHMLEY) -
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[0040]
[0041]
[0042]
[0043]
[0044]
[0045]
[0046]
[0047]
[0048]
[0049]
[0050]
[0051]
[0052]
[0053]
[0054]
[0055]
[0056]
[0057]
[0058]
[0059]
[0060]
[0061]
[0062]
[0063]
[0064]
[0065]
[0066]
[0067]
[0068]
[0069]
[0070]

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

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

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, IsoAsp28]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, IsoAsp28]Exendin—4 (1-39) ;8%

des Pro36[Asp28]FExendin—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, IsoAsp28]Exendin—4 (1-39),

HrA prid ZE ] -Lys6-NH2 W] LL&5 & & Exendin—4 fTAEM) C- % 5

s HA W P51 Exendin—4 fiTAY)

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 Asp28 Pro36, 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,

[0071]
[0072]

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,

[0073]

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

Exendin—4 (1-39) - (Lys) 6-NH2,

[0074]
[0075]

H-(Lys)6—des Pro36[Met (0) 14, Asp28]Exendin—4 (1-39) -Lys6-NH2
des Met (0) 14 Asp28 Pro36, Pro37, Pro38 Exendin—4(1-39)-NH2,
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[0076] H-(Lys)6-desPro36, Pro37, Pro38[Met (0) 14, Asp28]Exendin—4 (1-39) -NH2,
[0077] H-Asn-(Glu)5-des Pro36, Pro37, Pro38[Met(0)14, Asp28]
Exendin—4 (1-39) -NH2,

[0078]  des Pro36, Pro37, Pro38[Met (0) 14, Asp28]Exendin—4 (1-39) - (Lys) 6-NH2,
[0079] H-(Lys)6-des Pro36, Pro37, Pro38[Met(0)14, Asp28]
Exendin—4 (1-39) - (Lys) 6-NH2,

[0080] H-Asn-(Glu)5des Pro36, Pro37, Pro38[Met(0)14, Asp28]
Exendin—4 (1-39) - (Lys) 6-NH2,

[0081] H-Lys6—des Pro36[Met (0) 14, Trp(02) 25, Asp28]Exendin—4 (1-39) —-Lys6-NH2,
[0082] H-des Asp28 Pro36, Pro37, Pro38[Met(0)14, Trp(02)25]
Exendin—4 (1-39) -NH2,

[0083] H-(Lys)6-des Pro36, Pro37, Pro38[Met (0) 14, Asp28]Exendin—4 (1-39) -NH2,
[0084] H-Asn—(Glu)5-des Pro36, Pro37, Pro38[Met (0) 14, Trp (02)25, Asp28]
Exendin—4 (1-39) -NH2,

[0085] des Pro36, Pro37, Pro38[Met(0)14, Trp(02)25, Asp28]
EFxendin—4 (1-39) - (Lys) 6-NH2,

[0086] H-(Lys)6-des Pro36, Pro37, Pro38[Met (0)14, Trp (02) 25, Asp28]Exendin—4 (S
1-39) - (Lys) 6-NH2,

[0087] H-Asn—(Glu)5-des Pro36, Pro37, Pro38[Met (0) 14, Trp (02)25, Asp28]
Exendin—4(1-39) - (Lys) 6-NH2 ;

[0088]  HHIR Exedin—4 fTAEY) PAT—Fh ) 2% ] 452 i 5h B HIE Y

[0089] 5 35 A1) fn 2 3 1 ¥ 2= 2 B I U 2R 2R BT Y 1R T IR A e AT I RS PR, dn
Rote Liste, 2008 hit, 5 50 & 91 ft 41, 41 {2 7% B ¥ %= (Gonadotropine) ( {ig UF i ¥ &
(Follitropin) {22 A% (Lutropin) « 4B E{E M R 2 (Choriongonadotropin) «{ At
TR E Menotropin)), A KIEZE (Somatropine) (4K (Somatropin)), 2z
2 (Desmopressin) , K H| &2 (Terlipressin), X I EG# (Gonadorelin), i35 i #K
(Triptorelin) , = A ¥is (Leuprorelin), ik (Buserelin), IRiEHE# (Nafarelin),
X&IEAK (Goserelin) »

[0090] 2 Ml 4] 4 2 i A Jig R L OB BH IR W MR IRy B PR BUBR T B R EE
MIAT ALY, B bk 2 BE R B A B 2, W, 2 MR B =0, 1/ BUEA125% BTz
[FEhe Z BRI T BRI ERT 82 10 8 0 SE 4 2 4K v I 2= 87 (enoxaparin
sodium) .

[0091] 242 b m] 422 5% 1) 2k 48] G I e R R A o 3o 18R n i R A2 451 i HCT BX HBr 1)
tho B ER R B % A E YR (alkali or alkaline) HIBHES ¥ HI2h, ATk bH
B Nat, 8% K+, B Ca2+, BB N+ (R1) (R2) (R3) (R4) , Hirp R1 22 R4 47 bk S b &
fig L AR CL-C6- Fidik, Rk s AR C2-C6— M2, AF 1 I B AR AT C6-C1O- JF
55, BUEIE AR C6-C10- 2% 073, 2% BRI 2 i Eh ) oAt SE I 78 Remington’ s
" 17. 4% %5 Alfonso R.Gennaro(Ed.), Mark Publishing
Company, Easton, Pa., U.S.A., 1985 Hfll Encyclopedia of Pharmaceutical Technology

Pharmaceutical Sciences
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R

[0002] 227 bR s GBI WKEY) o

[0003]  ZHKE 1, B L /R HURIEA RS —MECE MWt E 1. 9WIhiRiE 1 4
B HA SRR 2 5 AR EBENL 4. Z9RTIRERIS 2 58 —m S50 B wE
BUR 4 B 5 oA o AR R 1 i [ S A — e AE b s R TC B PP, 25 13T (R B30 2 k[ v A
FFEBEN 4 B3 N o RTREBRIGEE 3 Bl TR TicHh R 3o 7 24 0 (R e 30 1 32 iy B — ity
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