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ABSTRACT The silastic capsvles containing
ST-1435(0.5, i, 2. 4, 6or &8 mg) showed "burst el
fect™ with a peak value of 4-15 pg+ h™' after
incubation in vitrg. A constant release rate was grad.
ually appreoached within -2 wk. After the capsules
were  subcutancous  implanted or  vaginally
administrated, the rats manifested diestrus within
24—48 h. The normal estrus cycles and fertility were
restored as soon as the release rate of implants de-
creased to 1O pg - d™' in wirs. ST—1435 did not in-
hibit the superovulation induced by PMSG and HCG
in immature ¢ rats, but blocked the ovulation in-
duced by LHRH in mature rats
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16—methylene—17a—acetoxy—19—norpro—
gesterone (ST—1435)

MATERIALS AND METHODS
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AP, PMSG A WA EWH AP
B, HCG A L ¥Eszir 4.
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ST-14350.5. 1. 2, 4, 6 5% 8 mg REPEH K
FHBOMA. MAIEK-20ml, fHEXH
P ST—1435 Iy B 88 2k B 4 #8a t A1 AE AY
10% % 20%°®. REBEETF ITCHE 10
Wemin™', FEXS 1h HE15min BB
WE—¥, B2-12h, B 1 h B
W, UEE 24h®BHRB ., HERK 240
nm WEREBEP R ST-1435 5.

RHETFHE & ST-1435 0.5, 1,
2,04 6 Emg ERBEHTRELAKRTY
AMET, BES 05 1, 2mg WERT%H,
EEFABEHELGSEAN, HAES4H, 84
TR, AMEEMBT AT ST-1435 BIREBE.
ERTTFARE A2 4N EHEFTHZ S BE
%, BXEFEHERR, iDREFERES
8] B SE Rk R

&, MEEEKERE. BERERE.

1 Equine gonadotropins (PMSG) + Hu-
man chorionic gonadotropins (HCGY## & HE: 97

Bil4E 25d T KR 3-6 B, X 09:00

sc ST—1435 100—-1000 pg - kg™ Fr&k 3-8 d.
ERE-EHHW=X 09:00. B ip
PMSG 30TU/ B, % PMSG e 58 57
h, ip HCG 301U / B, AIKEZJF d 2 463E
AR EFFEMET. WRBEE. i1H
UE X,
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£ T LHRH 16-22 h [SALFE M S0 3 B i
KB . sy, HEETHR.
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Fig 1. Release rate of ST—1435 from slisstic capsules in vitro. 05 mg (O), lwmg (@), 2mg (X), 4mg

), 6mg (W) .
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RESULTS

ST-1438 R W RESIMNERE Huv i
Nt BE B3 ST-1435 M IR #E th 48 %
A=0.44+0.00436C, (4 DBWHE, CHIEHK
W) =099, MEBREY 044 pg-
ml™. ST—1435 RE &£ KB AR 1-2
h i, HIL4EEEN", BROSEMENSGRE
M. HEEE 41507, FHEHK,
BERR. B 12wk 5. EExBIaseE
M, WFigl HXBHBRSSEH ST-1435/)
SEEREIRAX, S8t s X

ST-143S M EFIX AR EEIER
KBREE THEARFMEW ST-1435 ZEEY
24-48 h Jz, Y ELFFER(A A, BHIHARZHA
WA 24 h AR (Tab 1), HIESEEH AN
AKBE—Hik, MEVHREMEESENA
ST-1435 A RRER. SHBIEE 0S.
1. 2mg B, EEBIAMFEE B RIN 2, 4
M 6~8 wk, HAEBE 4mg/ B, fiLEFH
TERAT4ERs 5 A, B 4mg o, HFamtm
BEEK. BiNAEF ER MR ES &R
HAET{TWNE., RERNBHEE S 1, 2
mg M BRI BR 2, 4 6-8wk 5, &
KEMEYEE 10 ug, MAR 4mg/ BER
MSHTRE. BRBEEBRIRT 104z, B

« 287 -

TR, BiEEAST-1435 M SRERE. 44
S EXBEERBRET 10 ug i, KEISKER
EHHERHMEETA.

Tab 1. Andfertillty effect of ST—1435 Implant, which
were subcutaneously Implanted or fixed om the formir of
vagina in rats.

Disappearance Duration

S'{;SJS n  of cornified of effect 7:;1:::;;[?
cells (h) {months)

5C 0 7 - - 7
0.5 7 T2 0.5-1 0
1 7 48-T72 1 0
2 17 48 2.5~—3 0
4 6 48 3 0
6 3 24—48 3.5 0
8 3 2448 3.5 0

vaginal 0 7 — - 5
05 7 48 0.5-1 0
1 6 24—48 1.5 0
2 7 2448 1.5 0

ST—-143S FiHESRM{F A& 0 Tab 2
Bia, KB scST—1435 X PMSG fl HCG i%
SHEHEERERRE/D, DEANER AT
1000 ug - kg™' » d"'x 8d, tHARMTEEIMEIHE
BB, M scST—1435200 pg kgl - d'x1dH
400 pg- kgt d'x 3 d, BOTH B E
LHRH X2 MR, X8 & A H 400

Tab 2. Ishibitiom of ST—1435 ob ovulstios loduced by PMSG (30 IU / rat} + HCG (30 T / rat) or LHRH in rats.

"P>0.05 ""P<0.05, "'"P<0.01 vscontrol
ST—1435 MNumber of Ovulation rats NMNumber of Ovulations (x'+ SD)
U“f . kg_l , LHEH PMSG S5T-1435+ ST-1435+
dTxd) “8  incg LHRH PMSG |y PMSGHHCG  LHRH  pyeqince  LHRH
100 >3 - 3 ~ 3 - 11.3x£25 - 70153 -
100 % 6 - 6 - 5] - 125+ 240 - g2+42"" -
200% 1 250 - T - 6 -~ 57£3.0 -~ 30x25"
200> 6 - 6 - 6 - 13,8215 - 23+20" -
400 =3 250 5 7 6 4 138138 57130 981+35" 1.9+22""
400 = B 125 b 4 ] 8 150+£3.1 58x21 5.7x3.7° ot
10008 ~ 5 - 5 — 150 1.6 -~ 9.2+4.0™" -~
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pg o kgt e d7 x 6.d I, W aY5E 4 EE BT HEGE.
DISCUSSION
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O B B A AT BE e X E, AT LIRS il
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THESANSAERXRBHINEFTIER
. ST—1435 B—R¥FWHE, ERHENE
HRBRES I 10 pg, BIa]{#K B4 T 3hH
[l H, Ziigag, ST-1435 HRBERERRKY
g XBEERETZEIRNETLRTER,
TR RARBEOERE S, WA — 2 bR B A
FRR AL Fr. WEEEEM ST-1435 &R, o
5 18 T R A2 H 2 40 A T A ) 09 FR et i)
{4 R 2B {2 P Yo R ) A DG R T 9

A i@t ST—1435 % PMSG #l LHRH
WARHI MR, T ST-143SHEHM
FEGZ. HWiHT ST—1435 Uf 2 (A B2 b1 45 105
tEM. &L ST-1435 fU3m bl fE BB oE
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