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1. EA5THELALEKBANRGRA TEADGWRALR- LKL
E¥, B PLGA, F—FrBMARMGESY, PR A OETRBIK &
Kk, TABKPREBERGLE ARHELETSAGKRBELARER
BARA, BA 1-60MKAZGKBES A PLGA AR T.

2. BBEANER 1 ARG EEY, AR EATEHAREVGKER
BN, IHEKY ZABRBEREL F-ABARBRIRELOTH £
A B A& A PLGA BIK A5 = A8 & & A PLGA B #.

3. RERAE K 1 R eG84%, 44 £ TArE PLGA A& 50, 000
- 150, 000 5 FE L OIEGILB ERE LER LR Z R G ERILA 50:
50 -95: 5,

4. BRERF| BRI TE G AEY, 44 4£ THE PLGA B4 100, 000
- 150,000 #4FEHLK LKL CHRELKRZRAGERKA 70/30-
75/25.

5. HMIERAEK 4 658404, EPFriE PLGA B4 116500 - 121900
BaTFE, BILBEKRE LER AR MGERILA 70:30.

6. RAERA LR | G AEY, FBAE T AE B AT,

7. RFERFER 1 EGEEY, FRAELE TAEBREELIGK.

8. AERAI LK 1 A GAEY, HFIEE THEKRE RS,

9. MEAAZK | IEGASY, ARELTHEARGLS EHREEH
HA20-40%.

10. ARBEAZXK 9 XSG AEY, ARELTHERGLS EEES
A 20-36%.

11. RAERFIE K 10 L §AEY, RHELETHEKRNGASTEHE
it 4 20.9-27.9%.

12. AR AER 1 HEGASDERGETHEAD.

13. H&BAZK 129X THEANBG 7 &, LHEET:

a) HEA 1-60 MAARHBEYXMGRETHRIE PLGA ¥ AR
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b) @i mA—Fgk, BB TEREEHEEEATR a) GRS R
¥, PPkt § Ko L8

c) HAEBETREZARKSZHETEITH0.5-2.0%; #

d) HFEKBTEc) RSV ELEEEHRCNWEFKXE.

14, B B R 13 ARG T %, AREETERAFEIHG 30C
AEFHFEMHGFART IIOCHERAGRET, EFE A GHEM
e RER A 4-6 54,

15. AR EAF| &K 13 Frif a5k, R4 T5 BAr kA PLGA #
REBEHM, THa) PHAGKGEEESIHA 20-40%.

16. ERFA LK 15 ik eg Gk, L PrkegrkedEHh 20-36%.

17. R EBARK 16 Ak ey ik, L PAEegkes 4 20.9-27. 9%.

18. R ERF| XK 13 XMk, ARELATH 100 ESHHREY
P A A &AAZEHR 10-60 E4H.

19. RERARK 18 Frked 7k, R PENRIKEN 20-45 €%
4.

20. REBAI LR 13 AR GF &, ABFEETEINT R ) PHE
mEFOEEARLA 1.0- 1. Tom &9 H42 5 10 - 30mm &5 K & .

21, BMERAEZR 20 i Fk, ARELATHAREKRLA
1. 3-1. 5mm #5 E 24 15 - 24mm K B, K4 E 4 5-20mg.
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EeTHEEALEKBAHRGETHEAY
HEA—FHRPRAR-TEHRGAEY

& O AR

AEXPFRESTHEATHAYS O —FRFEALR-LE
R ma.

RAAEK

e £ B +4) 3.773.919 (Du Pont) FFHik, MW ELBREAY
RLEBRRAVA AR LERERDGRASVARG AL IR X
B B dm 8.

BB LSNESTEREL L FAAEEEZGNRABRAFTRA
HEH DGR

TABEBEEA HHRAARRGHIFRED I TAERB A BB
REBERARSULEHHELE K,

2B+ 4.767.628 (ICI) P HETLAAKRPILKRELS D XILE
LELBERARDGHLY.

LYH &AL, FHERPHAERVET—FHEMNBLR
ERAERRES, AVYHRAENSBHBRERATAREARTE, #)
do B BB K ‘

MEGBRETROELEKETRIEMNFAFEST A KFH K.

EEXAFXF, REAEBALY, LAVHRARKRGH>HFERRE
&P,

B2MEREH 5.366.734 (Zeneca) Y THRATUREF A LXK
Rae£E L4 4.767.628 P LN ALY A THERL THAY.

IRREDPABRE LERGERD AR HE, WATE
KB AERESBT AR TR,

LRIEEADESICTFALFERTH, KEIFFEAR
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ABHLFAEREES W HERZR, AaHBERKEGKEGE.
£HE+#H 5.336.734 VHAGBHKRGE AR BELUREDB
ik B8 B

LEAOMBEKY, REKSKGEEHBAR, RVAEKFHELX
.

R BRI, RLAMERTRBHR.

BoABEBBERARGUEARERT L.

AEBEY, EARABALPER, CNTHRABRELRT
2B KAKE.

¥ AW R RS B BN R 6 &

R, MAEIGERKEHETR XL H 3IAA.

A B kRE$) 3% W098/09613 ( Deghenghi) ¥, #H#AT—#HAT
HERSBRZADERREGRTHEABSGF k.

EHEHTHFRAR:

- ELBRLS LEBRYGERY;

- AR A KRR (LA THERGR LR avoreline ®KE
B) A ARHER;

- K BEEEH S EERREROVERFT—HHHIRSY;

- ERRT BCHRET FREARESD;

- E T0-110CTHEZGRAWAERBFTES TRAELTHAD
8 T Hr B 65 1 B A4k

A ERRER LG ERT, BAFRRBARED T AL
K. W098/109613 F i Bieg &R hb R e A A.

Ko, FRALEANZEWHBELFATATATEARGASHHEAL
KEHKAERSYTHAIAAR, BB TRABHRSTHEY
—Fr o R B

BT EOHADEAEARE AR, — KA 3ARLESL
HAREGER.

OELBFLEROERYPRGALS P ATFER LAXKT.

5
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£BHA 51412 A F THELBP LERG ARV GHABET
AGEKRBAGHHASWGT &, LAPBA—FLERGHE 3-45
AREBOBEGNELEEARE, SR BFRBREICHAREFEAETHR
M., ZASGBRATHEEHBELR.

Pk WO 92/11843 F A AR K ML HWEE, APREITIOER
WBHRPFEXNEN. ZRBAOCETLEDEERARES D LBFT
BROLARWABERELS Do B 5. ZHMNAHOESKRGA.

£ B+ 45445, 82 A F TEBATAE3I-5AREABRYER A
BREGEDTHRBOHE AR LERNEREDIBREBLXGLEEN
Sy k.

BEIBFTAARTETHEAALKRBANRAGETHAS
SAKRFLERLERERD G ALY,

X jgd
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AP FABWNCEARATESATHEEEV 6 AAHAHARAZ
RERBRAGELTHEANBGALY.

Xim b hELR-TEER (PLGA) f—F A& BLEMNAA K
BMAE LA/ PLGA T84 iE, AT ABRERLE T, MASBEX IR
EXR¥4, 2 RERAVERFTHRBEGEEZA 1- 60 XK.

AL P ALSWELRNET G X LR A ECRKRELTEHYLAK
ME P FRERANMBE.

W R

HE 1 REAALZVHEADAR GG ERELE.

HE2REAAABAEAND A GG ZRELE.

ME 3KEMNE®ES 1 AW FHEHN avoreline § E R E.

HE 4 REMNLES 2HEAND THEHN avoreline (§ ERE.

B A 5KEEMAAAE 10ng avoreline 2 EHHAHRATE R LR
356 LH. FSH £ o XK E.

ME 64X %4 MEA 15ng avoreline &S WHADRTEA LS
KAF6 LH. FSH A 869 du 3R 3R .

MET7TRE4ERBEA 10ng avoreline A HTE A LB
3K 7565 avoreline o E G o R R E.

ME8RKREEMAA 15ng avoreline & TWHADHTELR LS
#1564 avoreline e FH o XK E.

XA HE

AEXRTANRENLB-TEE (PLGA) f—FHRARGESTHE
KRERE THADGBEGY. AAXRAESHHEGHABGEIAN
BABRERHGRIABEY XA 52T PLA XA K.

RAEMEFHIERS ZABBEER, NS BEY K.
B4 PLGA MK @ & #c e il i PLGA M fff 5 BB AL.

AL G R ARG 0 R e,

LRZXEHADFAKEREFTH, RKEIREGHERF K. &
HRBEETAAORBELAEREFRAAFRERE, Kb FHBAK

7
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SRkt S MK, RBIEAYHAEX (F-AR) HALEER
— &R R E.

BEAVBREREREL 6 ALEZBRARTZY 30% g AK.

XLy ENBEORRIEIRIEEX ISR EREZR
BETEHPLGARRTHERG S EREZ.

HARBERXDMEFRGER, AF AN EHBREARENK
FYTRAELRE S EABR.

EFABEY, HEKAIERARSDBIKG Y KR HE2.

EEZAREY, RARERRBICREHEALN X,

BRAIRKMEARHRAGZARENEEREATASHTA
FHELRE, KL

CBRBEXDERH YRR EREZF —ARBESHF

-PLGA 4 H (5 FERERR) tBEFRARERNELAY
],

AL PHEABREETEENMNFEHEADGIRTREKRBEKX
N R34

X ERABAIERIAHLESWEE T —HENRBHAL
LW P —HET—FHEMNARSGA R ALK, LREELTAR
8 &A%&*%EWME&&%+6%kK%mmAEkﬁﬁm¢
HEmBETX—¢H, IHABRUERELEBRETERRIKBENR
¥R R,

AXRARFREEALSPGHNEFT E T ATEGETHAY.

—HBXEFERX—FHBERNBE.

EA T RAR:

a) WEAH 1-60 BAELHBELANKRETRESBEESH
( granulometry) 4 10 - 150 K. 4% 50 - 150 R B EH X 69
PLGA 3 4 &4-;

b) @it A —FH e LEER KB G S ERAK. HAREHER
KAV K a) GRAWARE;
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c) HHEBETREZRREKSEHEETH 0.1-3.0%. 4%k
0.5-2.0% Ak, IHRKLSELETEY, BACTARBLE LY
ML AMG LRI THASEESELAET Ry S &

d) HFERKAT K c) oW, ARAFFEMEG 20C. 4k 30
C 2] & S5 B g R B 120C. 2 1I0CHBELSFLENERE
AP RERREA 1-1094, ik 4-6 940, EXELH4T, PLCAK
R G ERBEGEERLR, ANERIETERIGRYHHRR.

e) TUAHHHFES REFE EEAHREMN LREWE AKFES
FETHABGXA, BPEZEHS 1.0~ 1. Tun. 42 1.3- 1. 5om BKE
A 10 - 30mm. 4£3% 15 - 24mm &5 HAD;

f) &6, REL WAV Ke) YHEKRITXHA.

ERATALAGSENRELK-LERERWBEA 50, 000 - 150, 000
Mo TEHOENILRELE LER IR Mg BRI 50: 50-95: 5,

RATAEXRFEHE LG RILR-L5K (PLGA) BA 100, 000 -
150,000 D ¥ S MKy FETALARERE LER LRI MGERLS
70/30 - 75/25.

TARTAKXPGRERSE, ARHREH, Z LHRH 9 ERPHAE
#. Bl

M 4% ¥ #k (avoreline) : - A R-L-MRERSEA-L- B KB R
(histidil) -L-& &8 % (tryptophil) -L-Z2 K &L -L-R K%L
(tyrosil) -2-¥H-D-& &8 X (tryptophil) -L-B&BE-L-H 4
Be A -N-T A R R BB

FH G (tryptoreline): 5-AR-L-HBABE-L-AE&%L-1L-&
KBA (tryptophil) -L-2Z R B E-L-B&BE (tyrosil) -D-& & B
& (tryptophil) -L-Z&&E-L-HEAE-L-HESEL-HRBEE;

5% A Ak ( leuproreline) : 5-AMK-L-ME B A (profil)
-L- R BK-L-& A 8L (tryptophil) -L- 2 R BEEA-L-BEEL

9
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(tyrosil) -D-FZREE-L-FABL-L-HKBE N-etil-MEA
i3

%4 %Mk (gosereline) : 5-AK-L-HABEA-L-AABERX-L-
& KBHE (tryptophil) -L- 2 KBt X -L- & ABHE (tyrosil) -&T
X-D-2Z A sE-L-F R BE-L-H K81 -L-5 K8 X -NI-NH-CO-
NH...

HKEEXEKEAPERGKRE avoreline.

ZHASY P RASEHEETH 20-40% ., 3% 20-36%.

HARBERBEmGRAGELSREMAAKA 10-60 E24. Hk
20 - 45 £ 4. ‘

FHBc) PHFRGTFRIBAAEA20-50C, 4£i% 20-30CRE
T, ETRAAT.

ARBET, XAF R 1) GAEKGEBBETT A KIE
ARG HGEH, MEGRBELALZEAN PLCA MRGER TR
Bk AR Fl 69 ¥ B 2.

TRAKKAETET) GEHEARDER TETHEAS.

BEAEAK1.0-1.Ton. 4% 1.3- 1. 5nm B K E % 10 - 30mm.
% 15 - 24mn B HEAWEA 5- 20mg kA 2.

KRERSFEARARBIBTERRXEEEY 6 AAGHAHAR
A.

Kin, BRBEHADSEBFKETAEHEIIRG SR,

BRAXEXAGETHEADEERANI RN B ES FRTGE
ARBCZEARARTERWS, nBAAMRASKFEY TAAEY
12A4A.

HTRBELARB, 5157 T5 £k,

LA 1
¥ 10 % avoreline 55 30 . R LB -5 & (PLGA) A4 B4
avoreline B A& T 7| 4% 4£:

- B-BH TR ZE: BEE88.1%;

10
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- pKa: 6.15-9. 70-12. 02;

- BEAWEH: 1-60 &K,

PLGA B T 7| 45 4

- #F ¥ 116, 500 D;

- LB ERE LER (glycol) £ikeg B Rik: 70 30;

- FRE 3 (CHCL,) @ /£ 25C TFRIZ A 0.98d1/¢g;

- BEYW S A 90% 6545 A 50 - 150 XK.

BN 16ml B, 48 16mm F R (grid) FRFH RSP
T4 E.

ATRAATHBCEETFREFOHE.

FTREBETLENSEEE T H0.66%.

B&EREA 1. 5o A A 17. 55mm K A k6 HFr EWF E P B
#.

EAGRERES 5 B/ PHBAANFENNGREN 30CH S

FHEMB6GEE A 100C,

KARIFLETREFAOEDEAMABEN L RS WA 18mm K&
B, Bl Esfm#HXy. 2Z#H#5XP, kFTAALHA 1. 5mn.
¥ 18mm H. avoreline & =# €234 25. 3% XA T RHEAY.

Ex2T5 AXREHGERETRAGILEANDGEEBETL
PLGA # /i B] F avoreline BEG RHF Yo%, BB 1 VHF. &
B H, avoreline BEHFG TH 1K -60 KRB BEELM.

T4 A US 5. 366. T34 YRR A B R F LG HADIITAR
BREKD, £ 1100 ARERTETHRE 2 FHRGHHRS Y
Q4%
WL BRH HF

RSB BB EES 1| HEGEAY AERRFER avoreline
M3 F R,

ARXBAETH&HTHA.

¥ 5 AHAHFA—ANBEHMIFMmA 5nl 6 pH 7.4 B LS F

11
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. KRB 3TCTH#HAT 210 X, A 100 #/54HEHFxE %,
FHRAMNAMEAABRAERAG LS ERALSGEFERBITRF NS5
M, B i LA GREMT oA Snl B8 EE &
@it HPLC A TH &H TR Z avoreline EFFER KR T H L&

B Vydac 218TP 54300A 4 Jk,
Sum; K 250 % 4. 6mm
A zhAa: ¥ 750ml. 0. 1M B & mA %

250ml ¥ AT R = LR
pHAY £ 2.5 it FH H &
BB (#L) Rt

Wi 1. 5ml/ %4
= 30T

@ 220nm 4 9 UV
A4 10ul 447
4-# A 15 54

BRpWBSFHT, AT XHEATAREEATHNEELY#HE
= ng A7 avoreline & ERE.
% 3t 2

8 E£#&H 1, RAETA L Snn A4, 15mm kK F=8:E F3H % 20.9
% &) avoreline &2 kX FHRADY.

EREENFETHEAN | ENGER. KIBARXBELR P
WEA4FHF, APSAH5WE3 PLHIAF.
34 3

TH LA 1, RAETEAEA 121,900 D 4-F 24 PLGA F 4
& B A 1.5mm A2, 18mm KA EF i1 H 27.9% # avoreline &%
HAY.

BREXNPHEARXBLERTET B REH 1 AMG LR,
L] 4

12
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3% 9 % avoreline 5 24 %L B LR -CL B & (PLGA) A4 R4

avoreline B A& T 7| 4§ fE:

- BBt ERAE: BEEIT90.1%;

- pKa: 6. 15-9. 70-12. 02;

- BESMH A 1- 608K,

PLGA B-A T % 45 4:

- 4F% 121,900 D;

- LB EhRE LERERGERI: 700 30;

- BELSML A 90% 6915 L& 50 - 150 K.

At A 6ml K. A 1.6on F W (grid) SERFHRESHEAT
B X E.

ABCRETTFRAATHEFOBETR 1205,

FREBETARGLEHESIHA 1.8%.

o LA 1 PR THEREE GRS K.

kR EAY AR avoreline X BEHEEIH 27.6%.

BHREXMNFBAXEFAET L EAEH 1 AMGLEXR.
%34 5

¥% 6 % tryptoreline 5 14 % PLGA L4 R4

tryptoreline A AWM B ZEBETHH 90.5% LEELSWLSH
A 1- 608K,

PLGA EA#9F 24 121,900D. LB ERL LEBREKGER
B 70: 30 B.90% #9 4B A4 A oLA 50 - 150 K.

Wit oA 8nl Z&. 48 1.6mn M (grid) XRF[FHRESWE
frEFH 5.

EBCEETTFRAATHEAFOIALETR 12 1 H,

FREBEVTLUEGSEHREEIAL.0%.

do LA 1 PR ST EAME GRES K.

B HEAW B avoreline B X BEHEE ST A 24.7%. £
BERNFBRAEEFAET S E#4AP L ARGLEXR.

13
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%34 6

¥ 6 LX&mAkG 14 % PLGA L4 B4

REMUMBAAGBREELEEEITH 89.5% BEESMAIFA 1-
60 k.

PLGA EA M4 T4 121,900 D. AMEAL LE& LAGER
o 70: 30 H 90% 69K E S5 A A A 50 - 150 #K.

Bit A 8nl L. A 1. 6un F M (grid) MEFWGREHiE
TR EHME.

EBCEETTTRAATHRBEGHELE TR 12 .

TREBEFLENLS ZERESHTH 1.1%.

o LB 1 FHERTH RGO RET K.

IR HEND B ARG REBHEBEEEBEETTHA 24.9%. B&
KEMNPBEARXEFET S EEH 1 ARGLER.
e R L B

ERAEREALRAHEGETHEADE 60 LEANIN RN EG E
Z AT KRB,

A BA 10mg avoreline 4 THHAML T —BELHFRALA
15mg avoreline & EWHABWRFT F_a & .

SBER WA 5- 8 A .

TRAFXEREBGHEMRELT:

- W& a) REAFSHE R kRE;

WD) REAFRGFHRERE;

- W2 ) K&k LH 69 -F 39 R R

- W& d) K& avoreline §-F ¥k E;

-HKe) RETERYEE (castration) £. ,

MELANE 7FXBEA 10ng avoreline 5 HAW M A &,
MM E 6Ff 8 &REA 15ng avoreline T HHAY A&,

HHE S 6mE, LMAWAEIREET IU/L 6 LH 4 FSH &
B RRE, mAEMGREERE T nnol /L6 £/ o R E.

14
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HHE TH8MmE, AWMU ELIRE T pg/ul #6 avoreline
B R, ARG B AR E T A nmol /L8 EER e FRE.

EFARBY, $EHEADEAGTR (AFAHA) AL X&E.

Ede AXERE FRES, EAALRAEABEEAHIEA
EARAHHMTER, AERAREL TARES 12AA80R.

BEANHEANDEYSL 6 AARBZTAR Z 8 avoreline 69 o %
K.

15
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