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[0001] Ak W3 K 5 AL I BARUR . AR BIERHE— PG R 25 WA &, JLH T8
B At 386 2 2D — Fofr gt RAAE 201 mP SRAT I HE BT 28R I L, BTk e e 2 s
2 Al LS AR R MR

=R

[0002] % 7 L ME SRR A 25 DU Tl 2 B A B (Sitruk—Ware, Transdermal
application of steroid hormones for contraception, ] SteroidBiochem Molecul
Biol, Volume 53, p 247-251) . #ATM, MEWK TN 4235 2 HE & X UL 03 Je ik, PR il 5 7002
Fz Z g N B B bk 2 % 1 v AR FH ) .

[0003]  DLRSCHRICEL 1 VT 2 2P FMES R A7 A0 TR B2 B rh o 8 75 253808 (e b 57
(K135 R 58 -

[0004] WO 92/07590 i & & A B EAC I FH T3 R A% i3 22 — Al A eI 2% LURT3 4y
0. 9ng/ml 2 I il & K I KI5 -

[0005] WO 97/397443 ¥ K — R T b 2 A B MM A M ABEN S H
30% —60 % B EAC I IE K R LR o

[0006] WO 01/37770 ¥ F— b F T~ 4% 3dfs 3 2 A7 250 4 ) e HE T 0 20 e v 2 W 1) 25 A1
10% -60 % y2 & {2 Uk 1135 B 2R 58

[0007]  US 5,512,292 & 7E &40 5 ik 2 R0 (1) 40 0 I S eV R an b i I DL S0
[FRBFEACIE IR AW o I R 3 R ME I 3= 1) 2 R 7 1 e HLBE 22 4 26, 1 3L R A%
1o ) 2P R T B AR AR H 28 R I B B4k o

[0008]  7EUS 5,376, 377 HJE7R T 1E RA ARG BER N 1E KRG AT IR
ARSI ST FTIRIF T ELEE FH &0 TR TR £ 0 R 3G IRTRY B J2 9 DA 2 @ IR S as (b
B ) VENTETERC o AT S5 RPN B AR AT e 2 200 & 75 EEAE A I Z o m B & (e 1
o PTERAS 0 A 2RI N2 0. 8ng/ml o

[0009] )&, WO 90/04397 23 FF H 3% Bz A b A b kb 55 i E e iR 20 5 1 4 — 0
W 2 A ) s, Horp IR A A e i — AR RN 1, 2- TN R B TR
s AR HrhE T2 AR RS H TR & BAAH T 58E R4 A1)
MR EWI L) (RNIGERBEFESELT ) o 119 2 AR T B 2R 22 —IG ik fE 4 2y
250-337pg/ml .

[0010]  BRBFEACHEFIIL, EFE7R W) 5 25 2 I AN BG5S LU BS s gt i 25900 () s BN
REAN I BT IR JZ A (R 2590 45 G A o o
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TRt FH PR B R A, AT 7 b PR B A BRI ARG B R RS T SR S
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[0012]  US 5,904, 9313 RAEZ A ESH BB EY) (W22 450 ) LA — P23 LA
[ TTS R4t Ja&iem T Ik S GRS 252 P INEIERE . & 25)2 28 IR ik 2
A JZE I 1-40% A5, HE25)2 0] RS FI SR NG TR BE Ut R O — T e
VAR S T Im e e e b, A5 PR 28 A0 a0 28 N I FR TSR 2 1 B IR
[0013]  DE 19906152 ¥ f — R vh 28 I Wi 7R 4% I N 2R B 28-S n 28 57 T M b 2 ain gt
RN B AR WU LARFEME S el P IL AT e 22 LILET Y25 LA TN L 4T e 2 R 1K)
BRI RS . L, 1208 MR RGN RS, AR TS A AERE TKHES
FOHILFL A AP AR AW, RILTR S A EAE W . 5242 T 2 I 2
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W) S G 2R ) R AR AR e BT IRRG B2 TS O 0 LS T8 2 R AR AR R AR N
HREREY, BRI IGIR TS REEA G B R T R OB RS . e ik, SRR
FR s A3 LS o AT TTS R G0iE H 0] LUAHNT T ILAE 2R 4L 64 P I3 B S i1 A T s8x
Sl B i A AN SE R AL AR (sub—saturated) &I PR AL B E A
SR A (2 ) o U, DLEAZ AW 8T B, irid ik S0 8 84 0. 1
E%%~%6§%V
[0015]  TRUKIFIAE, BRI S0 B k= 2R AN RS2 il B e, iR fE— e FE % BT
BB RGABERH B2 o BRAL, AT, 1B 0B AL B S i A ST AR P e A f
), QAR RS, JFH, EIRBINABIE SN K TR, S 80 A TG
10 5 A2 il P B A o
[o016]  [EISL, 5 B —Fh H T HA5 8 RIS W 2 0@ W (93697 A 2 2 0 3cE LIRS R 1)
RS, W A BIE R R B RS
[0017] 2% 7 A2 00 16 EL A7 2R B % PR R A 1 O MRS M & e (L UL S, &4
4,081, 537) o H 5RO o & /RS 24

RZIAAE
[0018] AR B il T 22 e il P TIR03R 028 B A% 38 N T E 75 78 S PR PR R Z TR i N8
AR IR AT SRAF e A R A G SR RIS DLt R (8 e g, 4 a0, nlAE ik He
HHESERDA N H AR AR IR0 5 AR A R E RN R, AR B R R B A
THRSHRERRDRIER Z% . BB EEHH] (penetration enhancer BY permeation
enhancer) FF3EAIR1T R HUR Z AT A SR AR BT 6 75 o
[0019] AU BHII AR BN IR, X R ER (42 &l ) BA-— 2 iR & 252 ik
FERT LD AT IR AL MV G 7 A R KE B OCE E . AN St 2 o 122 — i
] 4) R LT 306 R P 2 G B 2 AT I bl Ase . S5 BLE R LR B, B R I TR I R
BOEZ, RHEREGY) (RNBIREE ) MR EETHRE S ZZEER 3. 9% K4 I,
HANERIE S R T A AR 2, LS BIRRER RGN E R T RN E4ES 1.9 &
&% 14 IR R BT, RISEAN Y FHY2 2 ALk 511), 0 m] 2k RUAH [R] () S R TBOH 22 o AR YA AT
7, AR T SR IG IR B ULk & A H AR R R W I 7 T IS 252 AR 13K
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[0020] PRI, AR B & BN R, 15 BT PO R AN [R], V825 24 J2 b B0 2 0 Wi SE o 28024
U, B S A AR R SR S 2R e T HARR R Dy B A 0 i R PR A ANk
i 3 E A 00 B AR 2 2 2 N B A ey B 4 R IR U R . X AR ELSE AT S Y
TTS 1 B AR R IR P R A 86 « a2 D Y 3 2k i T P MR8 777 1l AT A0
[0021] i — R riR & 252 R ARG HEA ST ETRZY). v g
B Z R BT o TEAAFAE BA WK BUORTE K B R AR 1 286 ) B e A P Vs 5 ) 4
DU, TR & 252 S m W o PRI, AN e At 1 Rl a2 i 25 W) A% 8 2R e UL ARG 15 e ik )37
I G . 5 R 2iYE5H R E B T F P & AR BA S R AR & I &R 4
2 A] DL IR R T 00 5 T A& AR 2 W50 1 E 1R
[0022]  [RI, A B 28 — 7 TP S R 3732 B A 3B 58 I s D0 e Dy 2Rt 4 4 I
AT (HER) DLRERIE K MEBRAEY . Prid -G &8 ik L F
B R 25 T e IR R SR EBUA R & 252, HITR & 252X rid s (4 — &l )
WIS A S T TR & 2B E R 3%,
[0023] 1L il ) 757 TR 5 A BB R A 2 4 SR 2 I I e AT AR L B g
BHEEEN 15-09% W ERNEEWRAEY, Tk REaYik 8 LN A Be% 8 o 4
TG A T TR G AR EEN 3% M A RN R A BEA R R NER
U\&;H\:/tbm
[0024] E/ﬁ\ﬁ*/\%%ﬂﬁ’]ﬁﬁ KR KOS WM N ELRNHED, rid & HEEA
EHAEE A TG ST A S TR B AR L 16-99 % R KR AW A T
R 251 85 B A %6 U1 (h 1-85 %6 Y HE ARG R A A AL 7 B « LA S AT 18 F E 3R 2H Rl o
[0025] 55— MR B 75 P, AR B B — B & it & 2 R BE AR B A, T
REHRAE
[0026] 1) Z#IER, Ik A 2 IR M s AT A, i HlR S DA
[0027] ii) IEHULFAPKESGY BRTH BTH. BRI MG RBRELHE KL
Wi - R TIE - RORIRBER G RO - T 2 - RORIRBER G U SLILRED .
[0028]  7E 5 —AMRERI 7 o, A R I Je—Fh T3 B AR i (RE A 54, ik &
WES T S, ik & 25 2 &0k b 4 —Im s AT A CinEs ) r4sER, B
R 2R IR RV IR AN T TR & 2R R 3% .
[0020]  HH AN ERMHL R I, T3 i 45 25 N AR R B2 A0 Hh B 28 0l DAAE— BUE K
IS 1) A 24 45 27— 475 W] RO AFDOS fe B LSRR T o PO E 25 24 2 0 DA R AT A R 43 2 1)
A IR B MRS AE (plasma profile) BLA IV RI A &Ml i L HF 5N .
[0030] PRI, AU B4 m] F T HR B0 8l H a7 T WIR AL 2 AT 45 &
i AR TR B BB AL T H 20 Al H 28 SRR E
[0031]  [Rlutk, 72 55— J7 1, AR B0 ARk b 5 S22 40 A 1 0 Ak P ik 1K 4 -5 0 AE 311
FMEPEHEOR R IR o 2 PTIR A S W B IR 2 2 I, A5 ) B AR 0 T R LSRR B — I ) 2
PR R AEAR AR A T I E i 22 G W R L3R K A B 22 /0 0 1. Ong/ml o B IbAHSS, A
RN Be— R i MEME 2ot HE BRI 7V BTk D7 VAR R AR e b b MES R A A
A2 AR BCART AR R B 4 2 2 B DR BRI, DA T A 5 UK 2 24 T I A 0 A I 45 2
P 2 0 T ) a2 R . — T o e BRI R AEAR A A AT 0 5 ) 4 0 Il ) I 7K P Ry
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W2/ 1. Ong/ml,

[0032] ), AR I e — R &, Irik 25 AR v WK AR A 1-11 AN &
Rran 9 8% 3 AR S, BT IR AR A I ) A FH T 2 A I s AT AR E AL R T
WAL TR A S IE e Pl 88 A 3 &7 40 IR LA S — el 2 Bl 2540 e m e 2
(R T R B A ) 25 2 )2, b Pk 5 25 )2 X6 28 AR RS A B AN v T ik 5 25 )2 = 1)
3%,

BALHEAR

[0033] ARHRUEH TE R EBMENAEGY GERRT RS, REGZ4E IHAER
TN Z B2 A2 551, AELAE Ry 30 it FH 22 R SR BORN JE E I, BT iR 28 & W) vl 45 BIER IR T A 4%
1) B G e A U B

[0034]  BHALAT FHEIARTE “ R 8¢ Jaih” A4l E Y B i S I 2R 1 X
T8 57 AR, R A

[0035]  ORTE RGN 2T W L3I AT T AN 2 B PR 2 1 5, anA 7 /e T Vs S 9138 W B
SRR BRI, FrdRl R A 1RG5 [ TERG 5 LRGSR s Bl ARG
[0036] AU BHIAL-G IR vt A & R AR TE X, R B2 S &1 Rl 25
RSV T8 Tl S kBRI A B E B 5 Rk slot B2 A (1 25 25 2 B AT .

[0037]  [Rlk, ZEARIE (e T XA, Brid & W) Wiids f2 187 R AR B LT i
Y

[0038] &) HA)E ;

[0039]  b) F/b—Fitd E BTIA PR BTN VRS W) UL S —Fh sl 2 Fl 25 ) 5 ml e 32 1)
W& )E LK

[0040] ) FEIE M) A] B 25 () B B e SRR 2=

[0041]  ARIEMHL, FrkE 412252 UL BR LIRS AT (BRI ZE ) AE R,
FEULAT LUE B 5k

[0042]  FEPIR 5 25 )2 B Rk BORS AN L 4% 8 (RGP I 00T, ATt — JZ AN 1)
PG B 2 B A s 0 i B 220 ERY BF BA DA % P s 26 A A A it FH 300 1) e o B 22
Bk Lo B FRABCHE RS B2 R A 12 25 )2 R0 52 k2 8], 1 BT ARG B BRI B 242 A T B
PFEAEMLS. Tk, Frid A -G an] S & —Phek 2 PR soR i 2 . a0 H
THEBB AL T8 25 E M EBUZ 8 T3 29 E R K2 14,

[0043] FAEMREA S EGEMRT. AAFTHEBM RS 2f R ALY
5-20cm’ RIE AL T-15em’ Uik 2 8-12em’ 4 10em’. F5 A Hh, Frdk R mA k5 57 ok
Sl ik AR Ay B AT 1 T A

[0044]  HRHE AW, KILXTIRE B AR DS 5 E v A28 8 RS E A k. 18
ARG, I 5 24 J2 20 e 0 WA A R 0 LA RR i TR AE o e M, T/ I NG B A2
EFRD B 8 10 B R W, N ERRUR IR, AR B I 68 T 22 0% 1ok B R AN T A4
IR 43 BE T A R I TR S IR, s S IR =

[0045]  [KII, 7558 — J7 10 77, A B B FH 1028 B A% 336 159 IR IRl 2= T 2 32 49 a2 0 T
SHATEDMRIA G Fri’k -G & & 252 DU —Fh el 2 Bl 25402 n] 552 B IR 7 8l
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i, BFTR & 2520020 IR MRS A & T IR & 252 R 3% . Tk &9l (T ik
7 MERER .

[0046] 7R H AL B ARSIl 7y Z2rh, ik & 25 )20 22 G s i A S T E 42 EEN
2. 5% , M IAET 2.0%, IIAE T 1. 8% o JR I b, BTkl B vl 455, H AN TR
fide P PR AR A I A AP A AR 3 252 P IR 2 IR A 29 0. 1 B %, W4y 0.2 HE %,
0.3 Em%.0.5 Em%.0.7T HE%.0.8 Hm%.0.9 EaE %k | EE%. BFEANTHE
Hh 28 G ISR FEAEZY 0. 1% —3%YulH I, I7EZ 0. 2% —3%.0. 4% —3%.0.5% —3%
0.8-3% 8% 1% 3% JEH W o 7557 — HARSEHE 7 &b, aZ3E 1) ERRANE 3 i % &5
G, 1 2. 5% 2. 2% 8K 2. 0%,

[0047]  BRALAT FHBIARTE“Z ZAGHR 7 R4 Gl (13B - 4 —1Ta - CHE-1TB - 32
5 -4, 15- 8 0 -3 W) AT AEY IR A Y, S P T A FR S B R M AT AR
VIR G . Pl T AP n] by 17 8 - BRIEMIATAEY), (kB8 4als s L 22 82 1
#he BHANTEMEE D BA 2-12 DMk FES, ARt B 2-8 Nk IR 7 BT ER s
[0048]  7E A B 0y LA S it 7 Sy, 2 0 A VT TG Dk 2 i A TR IR B 2 — A4 L X,
FRIEAN / B —JG il SRR IS, W1 US 5, 858, 394 HiTik.

[0040] 1 b BTId, A% S B IR i BN e IS i BH IRV I L 1) 25 24 )2 A R BT ol (8 e i s (49l
P IEE) M REAR TR G LEEREN 3% T HE.

[0050] %G1 N {53 AU 25 AR 28 I B IRV A E AN i T iR & 22 2= 10 3% " T 3R AE
AL TR S 42 A3 2 B E S M S st i —ImEm . AR5 (.. 1
WAATE ) AN IR R 4 MRS 252 P IS bRk . a0 R Xk, & 25z
PR BIRET B TEIR T AR S 252 EEN 3% . Ihak, & 252 P IR 1B IR FE v 15 34
Bk B A B TR AR R & 252

[0051] A T B FERT IR 40 4 0 W B A e 8 WS AR PE K 3 25 )2, W EAT AR IS DA & P
PR 1 e A g BT SIS 2 B k2 HEE.

[0052]  — I 2R e 5 5 AV R AR A0 75 VR I R R UK R 25 X [ BB AN BE
O3] 3] A A o

[0053] 5 —Fh 77 i kSR H LA 53 SE Bl BT i & 24 R AR AR Ik 5 iE 281
XU E LS SE AR X 15 25 )2 DL R 35 30 0 s R R 1 2 2 PORE TR
[ 3 5 2o

[0054]  FTR HAGFELL AP ER

[0055] %%, T Bl A AH FHE S A ARG Wus S B EN S 42, 2R b =
MRS A ENGA SRR TS AEMER R, 20 = A5 42N A 805k
R ) A AR R T SRR

[0056] il 7k e, nIR LRI, AT e i A4k 2 40 i 1 1 4 kG BHE A
TiE¥IEH

[0057] -2y T BUR & T BRI .

[0058] - HERG W) AT HE R LA SIS W T B RS 5R 7

[0059] - FiHk MM AEE G IF, BB TR G .

[0060]  — LLidi B ) )3 P BT i VR 5 WD 8 2 B B 4t 28, IR e L ZE RS
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[0061] - DU 964 78 5 13 2 2R (laminate) o

[o062]  Hyk, SKRHAIRKUNZ #i (Ph. Bur. 2. 9. 4 3% J MG % RS ) s38 [ 25 8 (USP 26,
<T24> ZHMIR T, B4 8 5 (VL) (Paddle over Disk)) AHR 34y 70 BT 7R (1 4 J AR B 4 A1
W32 25PN 25 )2 IR TBUE 2

[0063]  — M E 24 rhBY N BA e AR AR

[0064] - 7EFR [ B AT BB AN E T HAEIAEER. T 32°C 0. 5C F A% H
A (il FR IR PTIRE ) B & AN SEH A TR LRSS E I R) [)
B E HE ¥ HH A JRORE i, IR SR HPLC B B 38 B W 52 B 07 VRN 2 3 T A P iR 1)
o PTRE A BURTIE B RE ORI S5 2R 00 000, S8 BRIV B TR B B e 30
% A ML SR S5 TR B — A S R R 7K o

[0065] &% =, W1 T I Es AN R 55 24 2 (RS B0 26

[00661  — Fh LA b T id B tH 2 L R 5 245 2 R o T AR % 2 24 J2 0 R 7 T RRURE U
MR,

[0067]  — X 22 /b = AR SR TR R 2R 0T B8] (1P 5 AR K s A AT G [R1 A 23 #, He
JIT A B A3 08 2 5 24 2 BB T 0 40

[0068]  — FH &7 2452 BB HUR R HE AN & 52 P ISR EIE R . RG0S a e A
AR 0 5 24 2 AR50 0 o s At 1R i 2% B A7 A 33 1 [ A SOk 1 25 2 [ R AT 2 ik
[F1EH BT o P4 B T 38 S BEAHAS o AT FR P 45 IR 2R A A2 i 13 HE IR R IR T R
RIETHE TR

[0069]  ARif “F 2" RIeEKA GV AR S EM AL TP RE S rid&2
JET] A2 A B E A TR X, HAS B BRI T2 P RER o AR IR I R DL R AL R 5
AR W BRI AT A 50 B 53 23 B AR S A e AR T o TR B 2 )2 AN N B IR B
WAARITE K o R B, PTik & 25 2 N 5 B K BORG T B i R, 7RS40 BAR S 77 %
o, B 22 R KBRS I TR E RS MR EA B 2RI Z

[0070]  UIRTETIA, AR BRI LG AN 0 T A 203 B AR (R0, FEAR & BH 11 R e B fk s
W7 &, AR R E BOE R RN AT, RERETR S AEEAR FEAETEK
HRALFEFI R IXERE BT 2 EE % KT 1 EE % ENET 0.5 &
B% AMET 0.2 EE % WYX T 0. | HE % MATR S22 HE AT R

[0071]  ARHAE AR B, G& U 1 & 252 PR R s K o TR IE & 25 2Lk v 2R 5
ST R AW G . TR G Y] BA RGBT A B B SRR M. 7E 52 Bk
ST TR, IR & 245 2 8 PR I R R RG B 2

[0072]  JGUIU) b, WISR FHATAN RT 43 3 Pk 2 — G WS i I SR G R A ) » TR, 7EAR R
I — A B ARSE i T R, TR S 2 E A& 20— AN L a N REEY. &8
W X TR G R W 2 RS RS B G B S TG BRI B IR G 2R L
SRR G . Rk, Frid RE Y nTIE A ] S 2 G S E AR TS AR ER
(1) 3% & 2 2 IR R B AW BEERGERA / B NG IRER .

[0073] HAWMEA—CREE FREXEENSH. &N E I T BT N A 1%
GOCL RS TR E SRR, W, REWNER DN GAHZEERM 1%, 2P 5%,
10%15% 8 20% . AR, PLieth, Tk AW E 42T IEENEAN S HZEERN 2D
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25% .30 %35 % 40 % .45 % .50 % .55 % .60 % .65 % .70 % .75 % B & /> 80 % . o fi) ik Ui,
AL EHEEELD 1-99% W2) 5-99% . 10-99 % . 15-99 % 8% 20-99 % (1] & [ FH Frik 58 &
Yo PRiLHh, PFrik A& MAE S 252 A ERE N & 22 E BN 15-99%, W2y 15-90% .
15-85% 8% 15-80% , f14) 20-85% .20-75% , 1% 25-85% .25-75% .

[0074]  SXHLZ UL, A BT —NRe 0 ) 75 0 S R 32 B A 36 155 T s 2 — 4 Pl el L
FTHED UL AR KRR A S, Tid AW EE SA U TR K& )z

[0075]  — &= /b—Pi i e ik 22 an 20 0 e sl L AT AR, LA R — sk 22 ol 245400 2 T 2 5 119 1k
Ir BB

[0076] - fRikih &2 EEEA 15-99 % B — MBS EZMEBESWRIESY,
[0077]  HAFTIAR AL AL T AP REE S IR S RS R NEEAR T8 242 E
= 3% M H A ERERRAEY . BEEAG RN AR N UL ILREY)

[0078]  LHFATIA, A IRAL S SE AR MR KR S D IR R S W (TR B E AN AR 2 1
MR EW RN GIREE (St 2) o BRI, EA R B I — ML e B B ARSIt 7 b, S 252
B ERRREWIEN TR Y, KRR TERERER TR BT BRI M R O,
KOS - R - RO BER AV RO - T W - RO B RGN / BULR
=x/B

[0079]  UTRTHTIR, 76 AR B ) FE 28 BAR Sl 7 S b, & 252 R e o DUIE s, Prik & 24
AW HATE T IR, A E T 53 AMAE SR EE . TR 7 S
252 (PRGBS R, BT Il S 35T g A 2 B A5

[0080]  AE “HARGT” J2Fi e LA I RS B 6 B SR ESOR HEE R RS B 52 FE 420 I

[o081] X4 7 51 (1) s B ik H ke 2B IR A4 B B e DA K 4% A . e B IR 1 5
Al LLR Z) RS O 4 W 43 1T B ExxonMobil W 43 1) Escorez®; W] H Eastman 1 3 [¥)
Regalite® . Piccotac® Fl Picco® 5k 7] i BP 915 ¥ Indopol® . i A T 4% & B % ¥ &
250 (IR 7 198 1 S 491 0 HE A A KA 7 IR TR, 49 S S P A A i 100 28 3¢ VU T 19 30 20 AR R AR A
B (149 T 451 3 43 S AN TR AR 7 10 2 3 Y e 5 A KA i TR TG S e ME AR A 7 O I 30 2 — R4k
(RIRATT (RIS VR AR 2 (O BE  — JR AL A BTG S R & DL R LA A FR A . X
FhAA T BE AT LL R IR 1 L 4 915 - Foral® « Foralyn® \Pentalyn®. Permalyn® L) &

Staybelite® .
[0082] A5 (9 — PR3 () B I v, T ik A 26 2 A WA I 25 R DY T R T
I

[0083] G HIAA, FrikaFRIm] R R R, L EAHE R m SRS RAE S ET
[RGB I R RS BRI, SR REIAE S 2 E P A e BV A S 2 E &4 0. 1-95%, 4
0.5% —-95%, U1 1% —95% . gt ul, IR FFFAEME AL 1% -85%.1-75%
1-65% . 1-55% . 1-50% + 1-45 % + 1-40 %6 s} ALkt 4 £ 1-35 % Wikl 1-30 %, AL IE
H1-25% . B, FZE PRGN EA S RIS EA S A E TSR Re R S EE,
I, FEARR I o — A AR S 7 Zrp, & 4 E P AEE R RGN E A R % 35%, %
30% . SEYLLEHE, MR EA S AEERNRE 26%, MR % 20% 8 15%, BILE A RZ
10%.7% 5% o

[0084]  EKILAiE , AN WK o —RF R 77 TV e B 1733 e A 3 2 0 W) el L 5 LA S AT 2t
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MEFCR A S, Frid A &5 3EAR EHCUN B A & 20 %

[0085]  — /b — i W W 4 I A DL R — Fh el 22 Bh 25 2wl B 2 I g AL/ B
%

[o086] - fLikih & 252 EEL 15-99% K & —Fli R 5B 2 R B SRR &Y, i
RERESURIEIE B LR RRB AW B R NIRIRER DL TR A, milik
Mk HIRRREY (RRTH BT H BRI G BRI RO - 7 - 2RO
MBRAEM KOG - T 2 - ROIHEB RSN ) SIREY ) o« Wik, ik &2y
JE R I A (s i R o BTk 5 DL

[0087] - &% & 22 E & 85 % HIHEFIT s L&

[o088]  — ATIEMIMENLE .

[0089]  LNHTATIR, 242 A2 T I P B A2 2 0 M 1 s P A T TR B 20 4 ko AL
Hh, TR S AR FEHARWKER S —MESYSEZ M EREWRRE UL ATILR]
SEREFRE BRI 0T AT AR o

[0090]  7EFEAL ARSI 77 Zrh, RILA K B I8 B IR GV 0 26 e e, HEARAFAEE
T B SR K R I A o BRI, BT 18 BRI IR B4 S e e BB N I R IR 34 ik B ) o
B B A B SR K ME B RE A A 2k MR 2L R L U VR | e 2R B B A R I
IR EY) o R, RS BARSEHE 7 R, TR G WA B AL I rh S e, 5y B 2
SR/ SRR RN AR TS .

[0091]  FEARIE I HARSL 77 =4, Tk SR G WA RS B S e s Rl S B 1 2R
GEYRNREY) . WHTHTIR, Fril I8 Z-E4) A BE h BE A AR 3 B8 1S /K PE B Re T
BILVERIL  FRIE 2 TE W ) R VIR I AR R R R A . BRI, AR A R i B A
SEHE T TR R G RIG K EY .

[0092] fE{EZFMEREEY), fh R0 EIAK S FERN U LIRS . B, BRE
EMNER TG BT H BRI G BIEROG KOG - RIS - ROIGHBRERED .
KON - T 20 - ROIH B R A SILREMAIEAGE. (BONERTHNS) &
Sy FEEAYRSrFREIE R A LE 500, 000-2, 000, 000Da [FIFEH Py, MK 5+ &R SWH o
T EAEZ 20, 000-100, 000Da FIFEH P H, KRGV AS P FER R T HEL
REWT H 2D 0% E ST EREEVIK S FEEEVIRED.

[0093]  FEARIEM BAKSZIE T &, TR IR RBEVMARR T K BT H BRI A, &
TIE R 27 T Mo

[0094]  FEAN % B 28 HAR S 7 R4, TR R EMARE R G R Y.

[0095] T 3k SRk AeU ot 2 0 Ay EL A Ui s PRk e R B e o R e B I = o R R
HE A t(Bio-PSA®),

[0096] W] 73t L8 FLAA S i 75 22 A7 AR B LA /) 1K) 2 N FH PR 40 1T 38 1R 58 1A 0 PR IR 1)
S RS B LN RGN G TR R R 35 84 PO A Bl 2 Fh TALAGS IR BB R s I AL B )
BN TR IR B e B R A LR Y . NG TR B SRR T LG T R 2R
I TR B P EETAA TR Ul B BE TN A IR BRI« B JE NG IR TG « FR TN 4G IR T 148 AP 5 T4 I
MRS M. B O 0 / TNIGIR CIEL R R PR NG TR 2 S DL R R kAt — P EE N
IR ERIL IR o« QAT iR, 7 N1 E RS, AT HERR & A 55 KM B Be A B Re it 5 440 AR
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SRR IR OGP 22k TAT A 52 T R 56 LA B 2 A IR R ik I A, PR L P I R I8 . — R R
FE MR RN o

[0097]1  ify H, 4 T RIFE I R B, LA &9 n] fg 4B Ak B & B 1 R AW, IF HAE
AR IR HH IR e LA S 7 5 R B R R AR AR B A D DL RR IR B Y 9 s 3R A R
(polyalkylene) (R LM B NM L / WIEILRY) B A LM W R LM% ) B IR NE
( & / BEIR CIGIEIL R Y A LM — BRIR OGN EIRY) ) R OadE (Rim— R L. &
I — CIREEILY) . f - LIRFEE LW (vinyloxyethanol) JLEEY) R 2 4G FEMEME BERR ) |
KRR TR R R AW (PR CEA G RZTEY RN ER IR R LT HREE) .
ZHEBRIFHEA R VPP RGN T iR A& e 286 5.

[0098]  h4h, FEFELE BARSLE 7 b, S A EAAE BB D NE S ARERE KRS
WAF) G 4 e PRI 40 2 AR FEME S E i L AT e R A R B G E A Y = AT ETR A
ERELAggR SIHIEEY.

[0099]  [RIFEAERELE BAR S 7 &, i — A7 I ALEE (dimethyl-isosorbide) F34%S
FIAAEIES 2 DA AR B T S =T

[o100]  Rif “HERKE” 2RI KR SWBSIEE AT S A E T RKRERT Ik Z
IR 10%, WK T 8%.5%3%2%1%.0.5%1% 0. 2%,

[0101] WPk, ASINANGE 2 AR dE A / Bz A JE ) mr $2 0 (5 i i R 2 08 16 B2 ik 0
SER] BRI A U, fEA R BT 5 | AT B i AR S 77 22 7, 32 B2 AR bR / BB i
WHRIAE TR &4 Z P AR EAE T SAET, ZEMIT IR S A ZEER
5%, WK T 4%.3%.2%1%.0.5% 8% 0. 2%,

[0102] AU IR R TG “ 3% R R IR B Y20 m AR ik 507 ] B ARTE, 24 iE S
T PR 24— (R P 2 FH P IR R Mk b By ] ) B AR 25 B A4 5 e ) B Tkis 0/ E I A A
TR AEY P REE ) F S R 25 )2 P 25 AT AiE T, T AT S BUE T
SR B CHEBD Y AER o AN, FEEeyRIE / iFE LR BT RE v ARG HIE N TUZE R E A T
(1) 40 B P T 5 5 A8 S O 1 e o I R e ) A A 2 B ARG L R, AT B3 “ sl A
o

[01038]  AEATH R I3 Bz / ¥ 2 AR 1EAE AT 7540 2 % FH A BB Dk 5 LIS 2 AN B 48
BT AR R S A3 DU A o AR E AR N 53 T faX Pk 56 77 75

[o104]  MLAIBIE / JF A FIESE T LA s e & 4A T -

[0105] - WS, N &7 2-10 DMk 1 — ol W0 OWE N RE T I JORE  SE T S5
/R s oulEW 1, 2- N B s 2 ool a0 H v (L ALEER / B G R B 8-18 Mk
JR - (RN S ANVRLRE TR U7 I, W=l S0 H Rl 2— HREE . DA & s S e I ot TS 7
MEE P EE (1inoeyl oil) BAK W REE.

[o106] - G T RS, an A0 45 8—18 ANk Ji 1 IR 4k M1 Bl AN T R AR U IR, 49 G H AR R . IR
58 R B HE TR JH R VY B2 W RS (linolenacid) DA K ARHE R = BE XS« PLIA ML ER L 7=
. TEFRAEH EREEH. MR ETR. HERTREHEARTH5ER
(valerian acid) . & ¥R (capryl acid) .8 (pelargon acid).caprin acid. K ER
(isovalerianacid) KR (neopentan acid) T BFER (neoheptan acid) FM / 5% Al g iz

(isostearin acid) .
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[0107] - P82, Wil £ B S lE FLER IMAIR 4L (C1-C4) fedE e, i X CH,- (CH,) ,—COOR [K]

RERT IR ES, b n o 8-18 IS H R NIk £ 6 ANBR IR T b 5k 2L, W i i BR 5, 49 an H

P TR) 2 5ek 2 T IR T2 A S A M IR 1 15 » 48] 01X E R 1) PR IS . IR TR B S TR T BB b T

g ST, s st R 000 (CH,) ,COOR” ) —F& 18 — /g, Horbm 24 4-8 %, H& R’ AR EZ

6 Ak R T RGeS AR G JE R TAT I8 R R 3 I AR IR S TN R AR AR R & R HEERR & —

P A 25 IR T R A S5 PR S A 5 DA AR IR IR £ — s, T B I R IR R Wi h & R

“RAME . CBR R TR B IR RN,

[0108]  — kS, dnfR T EE (hnfidEe | H RERE s AR EE ) (58 4 R, RS R A LS
(4) AEEEEBERA O (2) WEEBELL R A LS (10) HZERE .

[0109] - ike, WEh 6-17 DK IR T IGE ke o

[o110] - WRRESS, i — AR O Wehe, — A FlENG . — 25 A REBE G . — 2 A R I
(dimethyl laurylamide) 1 / BRI EREEHZ UL A EATRIRT A o

[o111] = WERRSE, W KA KR 07 B B, 505 Brmeii Ik LR IRAT A an 3 IR -+ — fe ik

IR IR BN/ SRR

[o112] - HHEIR.

[01138] - 2 L TRHEE, Wzd I SIRIAT AW I+ e 2k -N, N- Z— R Ik SR s DL K

s —2- L -2-(N, N- FIEZIE ARG ) 2856 —2- (N, N- 2L 0E ) - NIRER . %%

5 -2-(N, N- TG ) - TIREEF5 —2- (N, N- ZHEEE ) - WIREEM / 8+ =4t

5 - (N, N- ZHEEEE ) RE LS.

[o114] = & Wi AT A= W 01— = e 2% PR PR B -2- MR AT AR ). A2 BE ke R
(azacycloalkanone) fiTAEYIAN / 57T 56 H EERERE AT AED)

[0115]  — ERMIRE U a v B LK v FRIDKS

[o116]  — FyfifE, Lo 5 R H v A, £ 45 SR Y R H 9 B R A TR 9 s DA S B T R H v
B 3R 4 W -3- Rk (PEG LR) (B & R i TR s (PGML) Syl H s (GMO) \ #

VYR H v AR/ B H IR H e (GML) »

[0117] - ZFESR, N4 e H I BN L IO BEBEA / B R 3

[o118]  — YR, Wit ) KE A BhA0) A0 SR U FH T, TR oRF ¥R S K vl s 2067 BORE ovh A

BRI 8 dm R /SRR R

[0119] - ZCRESS WA .

[0120] - MEREHERASS, 41 2 MEPEBERER N- B2 —2- MEMS el T e 28 — mEms e 2- ik

BRI —5- R N- O N- AR 4- 5L — 4 RAEMRATAEY  3- Fd -N- I —2- ik

MBI N- V25 JE 2 —2- LR B N (2- (28028 ) £58 ) —2- MEMS LA / B N-(2- F2 3 &

5 ) —2— MEMEAE R o

[0121] - EAKE, anEARAT A4, G AR S = 6P . — AR AR (DMSO)  CL2E AR (2

5= -MS0) Fi/ BASEE AN (283 -MSO) »

[0122] = R qi & MR, A BH B8 R S PR R, b S oe it = IR A B S SR8 — R

A FA T 7S BEEEIERE SR AN / BRI IBH S LG4, B 3R v R A R 2,

FEAHAER TAL & hn HEEFERRBR AR / 8T e REmime i, LA K AR B 1~ 22 1 vl MR 5 2 Ly A

F LR AL EE R (sorbitol anhydride) HIES, BLAE(EAS PR T2 WL ALEENS i 7K W AL Ao

12
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RERR IR AN / BEZK L AL 22 I R 5 o

[0123] - i3k, MR LA S A2

[0124] [ T BRI B Irid — M el 2 B 250 ik — B sl 22 50 08 2555 L AT
ETESCER A1, TR AL-G I8 25 )2 8L E 050 18 B A Rug ) Gkl BORk s T2 78 511 L B
LA BT AR AR PR DR DL S AR I 2 RN IR 0% R A ) e R A . I
Hi, TR A G52 DR A EAETENEEARNE (D TFHREHEEERN 1%,
0.8%.0.5%0. 2% 8% 0. 1% ) IR LR HEm  FRELT 4R LAY R RN EFE
YA/ B - FALEE.

[0125] RV HEfE, Ak B -G W) 205 I sk 2 /D AE R 5 N R I B AR SE i 77 b &
B, X B v B 2546 T R G WU 25 B2 Bk . a2 Ul TR & 252 2 B A R4
Hrhghy) (AL 2R ) BB T A)ET . PR SO R % 77 =8 i MUk
L TR & 25 E e AN A RGP

[0126] PR & 2B — D RRRE A I . AR 3 mm” H s H 5 il —f
HEYAI R B RSE . RERFEAF T HE DML YRR Z RS . f£2
THOL T, ALIE I SEAE B MW T 2 A0 RS0 o iR AN I B I 700 2 FR 6 A S iy, T
PRl 5 28-S VA IO AT S R BN ] o L e Rl SR AH R G 1) 7 1 B 2 B AR 2 7 VR Bl
REH UM A A 2 A I . AU A e AR A, B I 151, R 2 AH 2R G ) 7 28
EEALFAIE I

[0127]  [Klth, G2 N SR, A B 5 TN S R LA ST 7 22 s

[o128] &2, HAE -

[0120] 1) ZAdgeanZd s sk Ll s DL &

[0130] ii) W HUL FAPTKEEY BRTH B TH BRI B RELH EL
I — I - ROBBER AV RO - T 2 - ROHmmBER G UL ILREY .
[0131]  FEH 55— 5| NFEERHARSL T, Pk & 252 LR SHERAE, Hon[ /2754
B—ZHBEZNZHNRE

[0132]  « RN A IGHIN IR A G TR S ZEHER 3% ;

[0133] « FZEACE ZFER LS EA D THRZER 0. 5% MERN ZF AW
R

[0134]  « FZEANEE T LIGFEME LT FIRETYE = LI YRR/ SRR AT YR
SEAD TR ZERE 2% K5 LMEFEN MG FILETYE R  CEEAT R M / BRI FEET
Y43

[0135] -« SAEGTHESE TIRETNZEE (G ;

[0136] « SZEAE HITRSAZEER 0. 5-3% &I 42 Ml sl LA

[0137]  « FZE2E N

[0138]  « YRR 5

[0139]  « S22 AHI

[0140]  « 2GR AE B E BAC R B A K T Ik /=2 8 & 2% 15 1935 B2 A2 3k 7

[0141]  « SZEAE HTREER 15-9% NENTREEY ;

[0142]  « SZEMERZ HPTIAE 24ZEE 85 % I & K R WA A B8R

13




CN 1913878 B WO B 12/21 7

[0143]  UIRTHTIR, A BI04 40 (1) E A A 387 7880 R0 2 e ) 55 e 8 P et 5
WA I 2R W28 IR o A iR 23 O 2 0 T sl AT AR 1) B A S it
Ti &, iR G P IRE W] AR A 2 0w WA A/ BT AR A S Z e R SR SR I A 2
by 25 1 g/em’ X 24h, FAPAE UL, AR AL AW HEAE A BA RELARER L) 40-70 1 g (W B AL 18
T AGEEAAN ) ST E A E
[0144] AN ZE ZIG A B ILAT AT FEA RS0 254 . e 2MaEn 54 G
i — [ B AC B 2 G E T8 20 2, Wi 2 25 JE R A5 e 2 I ERER T 4
DU S kb v 2 25 bR v ] I PR R o e 25480 445 < 3— Bl — K4 40A (3—keto—desorgestrel) .
V2 ) 2% ZA T TR PP 25 ] e ] BR R v I« S 2 e, o LUK B Z2fi 524k
[N
[0145]  LIRTATIR, BTk 4L & nl A RGN . fERELeB0 N, rid &t — P a5
W o PR MR ] 5 2 — R IONAR R 25 2 Th BB I N AN 3 23 I B B i 5 24
EH.
[0146]  ARiE “MEBER” AFERIR 17 B — M LS 4 MES S AT B I R AR ME S = 1)
ELL R 17— Bt AL I MERCES o B R R AR RS 2R B R ) B0 FE M I 17 B — BRER IR \
TR -17 B - RS HE TEE -17 B - A FEREE VME B 178 -+ TREE M -16, 17 2
BEIMREE (hemisuccinate) BYHE ¥ —17 B —cypionate, 17— KeBEAk IIHERER 1S5 A b
BERE R MERE —3— S PR TR IR B I 55 E I Bl P R T . R IE T A B
MEBZE PRI AR S AL A, i OO HERS . O K MERY L SUK TS  SUR MERE L 5325 .
[0147]  TE—AMLIE R BARSLIE 7 S, ik M o b i e
[0148] & T ARV 453 BIE 7 A RE R, nT RS Y00 & 252 P IR SRk FE o KR
&, & 252 N5 H B o i B 2 s DU RV T A B R . 0 %I &8
o W B /D T AT R/ TR E IR 10 £, Ptk b /b T 5 45, W1 2 4%, ik,
WA R R 1 DAk D 2 82 T H P IR R B E . R, SRR =)
WA I W s LT AR A & 25 )2 IS B IR N TR & 2 E a2 0. 5-10%  fE 57— 5
ek () BAR S 7 e, TR B 2R IR B 29 0. 5-10% , W12 0. 75% —5% . JIRTATR, &
U2 I I P SR PR A3 B A R SRR K T R & 202 AE3EH 51 AR R A
PRSI 77 S, & 252 b SOBIER An Z g I B AT AE IR BN 29 1-3%, T 1-2% 6
[0149]  [AIFE, 764 & B By — 20 A0 & ME S 22 (1) S S8 LR St 7 b, MR E S 22
AR E DRI E &2 0. 5-10%, PLik i 25 0. 75-5%, EALILHL A 25 1-3%, U
1-2%.
[0150]  BhAb, ATl 2 2 an 20 — 0 W s AT AR ) 5 P kS )l i LU AE 2 4-0. 5 1%
Hh2-0.5 FEHIN, a1 1.
[0151] 48t A RCRIH AR IR, W I 25 25 e i N AR AL 40 T I 22 4G B s AT AR
M AE B A (T BT 8 P 2 7 AFDGE #3128 0 B L SR P o [RIAE N RO A2, IR FR 25 2 2
T B s AT AR A DA R AT 3 R I 2R T N A W 1 I R DA R I 3R KT R R
il e HEHEON .
[0152] [k, A& BH I 55 — 7 T B AT a5 WS 2R A1 A (10 AR R B 2045 400 6 400 T A 2k 2
PEHEON N o 4 PR 250 SR IR 25 2N, I A B0 ) 2 0 W ot R B — I TR gt e 1R
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TEAE FAERR S 0 2 1 42 4 B i I K7 2270 1. Ong/ml IR EE . WIF , AR B
— 7 T 5 B P A P 2 P O R 3%, JFLAE 45 8 1 2 K B0 P 2 2 T e 5 S R A
A B R I 22 0 B s AT A2 400, AT AR SR R &5 24 BTk 28 0 I, 43 380 1 4 4 1 1
HRFE — INIA) il 22 (R AE I AEAR S A A T I 1) 2 0 i 1) T K124 2220 1. Ong/ml [
W

[0153] B, A B B FH DA R 7 v FH TR 97 180 G I 25 25 28 s W 29 — 0 B sl AL AT
VB A S MR AL AR I EE R L B IR

[0154]  [AIjth, 38 A BRAA, 7R A BH 1) 228 BAR S 77 S8 b, Prad SR UL SO TR T
T NS AL S B RT SR AORE S AF HA AT H 2 R R/ Bt H 2 R AR E

[0155] 841, AN [R] B DA 25 04T VA 77 1 25 25 2380 25 mT v 7 AN B0 HE af DA &2 = I
BEAL AT FH P AR TS “ AN BRI H 1 AR AR AR MEgR I & U R H H 2 SNBTE - 5
Hiifne iR H 28 BB H 28 IR A ORAC OR IS R AU 83 DA% 72 ) 1Y) 26-30 K H
28 R 22 AR AN KLU TR B8 A, W) 5 R I AN DI R o =2 B T 3 R It ) T P 46 i 3R
15-50 R EKIT, fridk H 28 804 0 KK . RS0 B " RAEEE g 0 8 7 R L E
WRIE R R AR R 1Bk 2 AN R RRE R E A . B AR A
BIA 4 22 I 4 L) I T B CER B AT SRR E H S B0 R B AR T
ER PR AE A B B AL I P (bleeding disorder) BYFH AR A% 50w I 1ML
INRACE I A EHE T (medical illness) SRS M 5&E R 125 S 16 S8 .

[o156]  FEHE HAKSCH 7 b, AR SR AG45 2, il g s 48 2w
28 0 W s AT AR S RS (R 2 S BA TR T B AR e T By s 2 A O% IR
WAE 2L T (sweating attacks) /Lo B R B A5 28 002 P2 oL FE 1E L D12
IR P VB ZF O RS T ERE AL S K SR (diminished energy) 3l ) J iR
(diminisheddrive) \ 5 ¥ W PR AZTEAR 240\ L5 2240 O M s B R 0 AT BRI
FEARA B AR AR AL AN/ BE TUBRAL o

[0157]  dpefr i, BT IR v 7 At e PG 20 L HE T S o3 L BEEHIR B S L 1 28 5088 AP 22 L AR 1R
W R AT A 40 FL 5 46 B T BT B B BUSRRR o

[0158]  FEVAYT SEAF A0 77 1, MEMCER W 2k B R ARME I ER , e — i s AR, o —
PRI IR R G b A, R AR R ZE A6 0 e — I i — e DR BT R 15 LA S L R 45
A5 70 T 2 1 2 MBS, R R IME A L 17 B — ME T BERREREE . 17 o — ME T EER BR S R
TR MERA 17 B — 5 T4 MERR AR BR S L 17 o« — 0 Th 47 I TR A IR B\ A I I S 0 I
178 - “E LA D EMEETRTER S LK 17 o — 550 4 ME B AR IR G i R 54

[0159]  FEAS & B I S8 ARSIl 77 87, BRAS A T 40 0 T (49 i 2R B — o [ g 2
(AR IR A 27 0 B ) I S AP A FE 427024 1. Bng/ml, an %2 /b 2. Ong/ml 5% /b 2. 5ng/ml
e — 5| NiER W BARSZE T =, EOR IR LA R B 4154 6 7 2 IR & 25 2 — s Tl .
HATEVRA A V] 6 RIG, Faas 4 1F T I 4 A5 I 1 5 BE — I 18] ith e iRE AR A
28 I W ) I KSR 1-8ng/ml Y5 [N, A1 A AE 1. 5-6ng/ml G .

[0160]  7E 5 — HARSE 7 S, AA A4 T B9 42 0 B v B — I 1) ith e i Re ik A 7
FIRZE 2 FITIR 259 J5 1K) 18-60 /)N By If 3 P 1A f vy IR IR, AT/ BRAE B IR 25 24 ik 2590
J& 5=T RIIHIN FIAR A AT T 1 22 0 W 1 28 7K F K20 4 1E45 24 J B A1 1K 18-60 /NIy
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BRAF 20 A T ) B v 1L 2K AP 2220 50 %

[0161] ATk 22 G ER L et Ae A B 28 R b S5 45 25, {F 1S E R 28 R FE AN AT
W2 AGE /DAL T RIGERRAE 21 K (3 &) MIRMINAZy, bEEm 78 () WA
Y70 AR ST AR . MU UL, FTIR A TARER ) AR ERAS 28 REHARIEE 1.8
DLJe 16 Reg 2. ARIEHE, Pl 58— Rl FH AT 2RI R, BT RS B 75— K, I eRAT
SIRIGRIE— B =B L B S R 78— RS 7 &, ik
MEB R AL A IR 0 12 B BRI E R 5 2, (1S E RS 12 R EHIN AT 20 — 4G
i/ HEHUL T RIVRIBSLEA R 11 FIREL BN 25, B 7 R (1) AR 25Tk
2 I i S AT AR

[0162] 4 T HEmEE AR UL R e Ak, MEB SR v 520 TR AL R 26 2. TR R T ik
ER U ENzpaNib]ia e

[0163] 41 T B FRAA 1K) AR & B 14 8 FH LR 7 v B 458 it FH mT SRR B Ak BT 3 T 40L& P T 7 2K
(28 I W S AT AR . BRI, RO “ 25907 s b b Fr iR A &0 BeAk, RiE “ 2547
VAL HE AR B 1) 25 6

[0164]  7E 5 —J7 T, AR BHU R & T 5 8 12 JIR0a 7 891 1-11 AN TE
b 2P N 2 s T B LA AR ) B B BRSPS TR R R A A T I LA
TP EY 2 Bl 2454 2 T ¥ 52 IR W 70 B PR 1R 2 245 02 3 EL TR 5 245 J2 00 i il 28 — 0 Bl 114
BIREA S T EEERM 3% Jridsil & 6 nl & it b rid A 59 . N B g, £
— AN BARSEHE T P, 11 AN AR AE A3 11 R B N R — R A 24, B S Y — A
AN 29 70) B AT B 2 2 R

[o165]  7EH & BARSE 7 b, PriRk 25 & T8 12 Fva s 0, (H R 5 & A& 1-9
AN ERAL 7B BARSE Ty Zrh, 3 AN E RALLE A 3 IR P &3 R 25 25, B S 1
— AN 25 B A BREA 25 BT REUR UL, iR 25 T8 3 4 a7 i, BTk
EALE 1-3 AR AT

[o166]  Zf i 2% 1 4 s i Bl AT A WD A B0 B S A SR BN Y TR 6 RRIE LT
KR8 R 14 RFIEEL 21 RFVEFIER . EL—A RSty &, &5 & B4 £
2 0. 5-5mg ARIEA 1-3mg SEARIE A 1. 5-2. bmg i) & (1) 42 — Il s AT A4

[0167] IO ERAE, ATk 2y v gk— D& W LIRS ER . FridMES R 5 2% E W
21 0 T S AT AR W AE AR TR (9550 5 R s DL SR R 3R B R AR A ik 2 &)
S andE— DA & 1-30 AL S MERCER I A S 20 A RO R AL, BT IR S T R L R A
FH 3% B A 3dhs BRI AL 30 S5 K5 R o a8, BT BV 3 mT A o 48 DR B IS R K 7
2, WEREUA 57 FLF R FE  HGR) H 77) sl R 51 7 28

[o168] Ak B A nl B ARSUR A R 7 iEHIE . R SCRAE— AN SE .

Ff 1 152 BF

[0169] & L /v T TSI 1) 3 Jall 0 55 — F RN S — ) 1) 28 — 0 Bl Y- 347 13 K o P48 2
NE

[o170] MJEH-—, 58— F

[o171]  OIEHI =, 55—
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[0172]  AFIHH—, 55
[0173]  AJH—, 55—

L f51

[0174]  SEJtEf) 1

[0175] WG il &

[0176] G R A K HAED.

[0177] 25—, %% 380g (24 Il UL B AT 511 180g SRl it i 18 B ¥ 71 4 16. 8kg 11
TN EF@*/ PR (weigh off) 2y 57kg I T 4 LA AN BEAEBE St ( Arcare®
VA 24A) THNREY. HE— DR E BN N B RIRSVEET, 8t H
15 20 BRI W Bl SRS 3 29 R B B B 2 40 8 (4 FL200075 wm PET 1S
FaLoparex) b, H{EE BT T, REBaTENELZE5EHEM / B4 2w
Cotran®, 9720, 3M JZ F o K 43515 592 R 2 5K/ g 10em® [RIGF71, JT #5571 LA LA
A

[0178]  Z% %M :1. 9mg

[0179]  fEIEMIHHERE 0. Img

[0180] ER-&54 97. 2mg

[o181]  ( SMEFFNAAIERR T HNERAUMA-24A® )

[0182]  [F =54 #4 :10cm’

[0183] &#[Z :10cm®

[0184] 55— SEptifs) b, Frds B EINGF S EIRARRL, {RUGR BERE (K 524 0. 6mg.

[0185] 7 55— Sl b, A9 BRI )5 F R AR, (EEEA 500 4 S8 58 A WA R T)
Duro-tak®, 10711.

[o186]  SIjfsl 2

[0187]  RHIANFIZRAYIHILL -G WIE B s 5

[o188] RANMGIREE - SR LIHIEERAGMIEN S HZ PR S WHI S SMAEY
(A-F) o AN, KRR T IHIEA S AETREEVSISAEY G Pkl es 3R a8t
B 1 TR T VEEAT o ITE HE I A EATHNE AR

[0189]  TEMRANR BB IZ RS P AT S A A WAT I . K AT H HarlanBioservice for
Science GmbH, Walsrode, 15 21 [{#R Bl K¢ (HsdCpb :NMRI-nu) Bz JBk il i idEAT Bk X5 .
4%ﬁ%A%l%?&%ﬁ%%WDJEME?ﬁm@$FMHW%&)ﬁ%@HW&%
MK AR T I BB LA LT A RS2 3 T 32° C R 4EdE
1iff 2 FRT ST 1) TR R 52 AR P B A o, JF FH HPLC 43 i 2 AR i 42— %m«m»u&m
MERE (BE) WOMREE . SR H P vh S0 d M) 0 v b 55 B TR URH R () SR BB TSI 2 1 i
[ g/cm® X 24h], BRFEEHZE (flux rate) .

[0190]  {RAIE R IR 255

[o191] % 1.

[0192]

17
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w7 A B C D E F G
GSD(E%%) 1.9 3.9 2.1 4.2 1.9 3.8 1.9
EE(EE %) 1.0 2.0 1.1 2.1 1.0 1.9 0.9
WERE AFRE NAR ARG R| AGER| KK B | PB
— LRG| —2BRZ |8 — Z |8~ Z|B— 2|8 — 2 |#Hu
o HEEGI W | GG R 2B | B ZEG| | BRIE | B 2| MA24A
il Durotak® | Durotak® | B8 4] 40 | &8 #] 4o | B8 6 o | &8 40
387-2051 | 387-2051 | Durotak | Durotak | Durotak | Durotak
387-2825 | 387-2825 | 87-2097 | 87-2097
GSD 515 14.8 32.8 12.6 14.3 135 16.7 30.9
pg/cm®x24h
EE %35 2.6 6.5 1.5 2.8 1.3 1.9 8.1
pg/cm*x24h
[0193] LK, 2 IGEN DL AR MERE A S G (B R T ) TRIBIEERN THEY
A-F,
[0194]  SCjEfH] 3
[0195]  wwEZE1EHH DL 2530 =R AR
[0196]  7E 1% 5 1) Lo P B A HR BIF 50 A S B UG 350 % P il HE B0 180 7 FE < I35 2509 B DL R 22
Ak, I vE 3 T EE 4 S AL S W PRI B 1Y) EMEA 45 R H I 223K (Commitee for

Proprietary Medicinal Products, CPMP/EWP519/98) .

[o197] I ULTH

[0198] %4 HA =AW B s AL B BRSPSV i I DL — AN S0 J S0 LA O
JIT e SE B 2ot A RN IR o B 56 I BOA IS TR PR AL B B, B A B RS S A
HEHY B RS = B

[0199] 2 530 I Lo M a0 75 A2 B 1) AR MR 22 1) AN )« AR LTI AF WS 7 18-35 %5
Z IR R TEFRECH 18-26kg/m® LR IE® B4 B HI AU 28 K +4 R L&A . (A
V00 S IR ) P AR gy T — Sl PP A it FH A7

[0200]  SZiRANGF A5 H 0. 9mg K #ERE A2 1. Omg 22 4Gl DL A2 ArcareMA-24A F4) I &
HERINER, TR & 252/ K/D A 10em’s ArcareMA—-24A 478 H Adhesive Research f{)Z8
TR

[0201]  ZEA56 A 1], by B 0 DA s P9 0 P B 3% A ot — T 2 P L (2 OV 25 PR R &6
HE A ERTE AR R . AT 22 B TR S R A LUV BNV AL SR R R . VRO TR
T RS FRE 5 B PR R N B R e MR R g BetR o o 3EXT ITE T I pEAT

[0202]  FEFRALFRJE #A T, S8k VRO (L3 22 M {EL0 0 T IR A E R B FEDR, PR A A Fe v Ak
THEORAHIAT (with an ovulatory pre—cycle) H.ZZMWIMIE /KT bnmol/1 B L PEEN
AbEER B o

[0203]  ALFREBCELEEMAS H & B BB ). FE BRI i EEENTGHE —R2 )G
T e it FH U 5510 s 30— A R A — IR A B o R A B R A DL 7 R TR B A S 3 3 a2
TR TR, 451 41 43 ] 1A (5] e R A7 0 B 30— A5 L8 FH 16 R« &R R B 7 K,
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SR 5 B IR, AT S e 3 21 RIVIESATH o bl J5 28 LU AT Bt 3 3 W30 43 1)
B 7 R R T — A BRI 2 m A2 7 RIS ER )R o A U 57 25 2R sl B K T 40 %, )
Jit FH 37 0 554 o

[0204] 5 W50t FH 42 R I L0 R B3 v s T L g U AR BB T B R I Bk L,
SN AT N B A TG AR5 S I

[0205] 24207 AR I E

[0206] B BRI 2 R0 2 AR B D HE SR A R ) L PR Ee ) o MR BT ) Hoog land ¥25, HEBR 7%
TNV AR L 1 3mm LB 5 B9 S, b Bl HE B () 1037 2% W 9 B > Bnmol /1. 40
THTIA, M EREAK T 13mm HAEHESR KB R a3 S2 TR AR T Snmol /1 B, ACAHERTS 3 T
P o

[0207] 2572 R I E

[0208]  27) 2% A% B A A U 57 0% BE AT (%) 245 4003 P55 IF ) it 2 R BT AR AUC (0-168m ~ Coax~ Lo
DL K 25 P 3R P 1 4 p B — P 3 = R 3R AUC g g / BB — Fr WiFI Y AUC o651 HI B 22
TR 7 (accumulationfactor) « B AN A HH 2 18] 1#) B AR A 1~ a0 J& BH = A 19 38 = F W 57017
AUC 15/ JEIEH—HR IS8 = T AUC o ygq » FITIR AUC S AR 2R MERR I HLI 15
[0209] 00 5 HE AN X 50 1 1) Py 10037 IR 08 3% DA % 29 0% 0 i Jhe i R 2 4 T A 55 DA VP
BRI 258 F Rt o BURE S 55 IO TRAL BE L 0 28 18 R KA A — 1058 1,234,
5.6.7.8.15.16.17.18.19.20.21 LL K 22 R ULR A 5958 1 CLEBG 5 FH 2 /1 ) 2.3,
4.5.6.7-8.15.16.17.18.19.20.21 DL 22 K.

[0210] I8 AR rh 0 260 0 0 7 V2 o bR I DA % 2 A PRk B . LR T,
AAH AR FH A 2% B8 - A IR BT A A A I 7 VA A A J e T B 8 R A 1) I P 2K HY
F I ST A Ak T I S o i T A B o B S % - (radioimmunioassay) KRBT
135 UL R 3H- FRic ()4 I Bl i 22 —Jm M ik B . 7R 30 G, ¥ s 2 otiE v
NaOH ¥ . %M & T R AL 250pg/ml.

[0211]  &ER

[0212] P 240020 it D HE B Bl 0 ol ) e PR LA

[0213] DN ELYE AT DA S, RO

[0214]  TCEHRSEVEME (B HA— :78%, A — :56 %

[0215]  VEZEMIVEME (JHHl— :15%, EH— :22%

[0216]  JLi&MEFLS JH— 4%, F— .8

[0217] V&R FLS A HH— 4%, JH = :22%

[0218]  FEAMKES P R RILHE O Sk, A & IR A5 & 7 SR B R 38 2
Hoogland 7% T 6 (HEON ) B e HIHESE .

[0219]  7EH-ALFE B PN , 29 Wik B 350 4 78 43 MO I B+ 2. Snmol /1 7EHtE FH W5 9 BT A7
H 7, My (P38 8 — KP4 T 20pg/ml s

[0220] 2B eh R

[0221]  TEPRA L2507 (predose) FE 5, BRERE (BE) LA K% — Il (GSD) IMIFHHK AL
I T 2B (LOQ :EE 24 10pg/ml, GSD 24 250pg/ml) « TEZ5 2552 WG, i ik T v
EE 1 GSD IMIBFW AL 2 /D AE 168 /NN Al E R, ILER 2 71 3 LUK 1,

19



i M B

CN 1913878 B 18/21 1L
[0222] 3k 2. BedfElE (BE) P25 54
e JE 35— =
ERj 225 2
HNFBH | R T s w Bom 5o
[0223] Cmax pg/ml 45.6 50.4 452 48.0
Tmax h 48 24 48 48
AUC(0-168h) | ngxh/ml 5.3 6.1 5.1 5.8
[0224] %%3. Z Y (GSD) KISV Z58)2A 55
. I — =
BARSH | R e amm Bom &=/
[0225] Cmax pg/ml 1564 3896 2219 4416
Tmax h 144 48 926 48
AUC(0-168h) | ngxh/ml 194 524 302 598
[0226]  sSEjfifs] 4
[0227] R T IGHEHICL LA GIRA & WAENARN KL
[0228]  FEA# R4 2t o B AT AL A2 XGR I8 DU o8 B IR 45 25 fa Fe it EE (BE) DA
K28 I (GSD) B H H = AAE RS BT A (A-C) IR E . Hbroh EuEs
3% Bt FH S i K N T 4A 2
[0220] R BT
[0230] HEWA(EKTT M)
[0231]
No. a2 & 10cm® W& &0
1 o 0. 95mg
2 24— 475 W 1. 9mg
3 B THEEH (97, 15ng MA-24A
[0232] ZHAEWB(ER T AEWMAKT0% )
[0233]
No. ISk & 10cm® W& &
1 JoR fE P 0. 67mg
2 Zi " Js i 1. 33mg
3 BeTwmEE5 [98. 00mg MA-24A
[0234] AW CONKEIRES )
[0235]
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No. A% & 10em’ WEFI0E | &1

1 oL fE 0.67mg

2 Z TR 1.33mg

3 RIGEEREE A7 73.5mg Gelva®7883

4 WNEREFHNER | 5.0mg BiE Rt

X 2 SR

> HIRYE 15.0mg (Kollidon VA64, BASF, ) |

[0236]  #RFELL N SEGHATIZIAL:

[0237]  DLERIROZE B2 25 2525 25 T W31, BRI EG IR e 7 RIS R) o ZEA5 150 AL BERY , 7E 1R
WG BAT — BRI . RRREEIK N 2525 60 1 g BE LLK& 751 g GSD (5 &

[0238]  TEFRIKPN 4524 72 /NI LA R AE Qs itids) 3 vh Tl 70028 B 25 24 12 R N SR AR My
a T B 200 e . YRS 3 FE4T GSD A EE M AT BT E .

[0239] &5 .

[0240] 7% I ) S mr R EE AN N R PR, R T B R THRAEY AT B LLERGIRA S
W RRIZESR . BT B T 28 05035 Mg ACE I 2

ZH HEPMA HEYB AEYC
Crax[pg/ml]: 2082 1995 1277
[0241] tmax[h]: 168 144 156
AUC(0-7d):
[hxng/nl] 243 257 155
[0242] £ SR B, AHE PR ER IR LA A2 & (e kR i 205 ) i 2 24 Z A5 C 12y

YIRS E AR T 250 LA A R B A KPR

[0243]  SZJEf 5
[0244] & 1. 9mg 22 Sl A2 0. 9mg SR ERE H. i AS R (1 28 & 0098 &R e & 25 2 a0 F B
~ (A-M) .

[0245]
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ETS =P
S N A |B C |{D |E |F |G
B FR 22 B
Foral 85E® S EFRZR VY BEER 20.0
Foral 105E® SN FERH R 20.0 30.0
Oppanol RRTH
B10N/SFN® (MW £ 40.000 & /R ) 3121572 6721352
Oppanol BIIN | RR T4 62.2
SFN® (MW %7 49.000 18 /R ) )
Oppanol BI2N | RE® T/ " 6221 62.2
SFN® (MW #J 55.000 i# /R 0)
Oppanol B3ON | BRT#H
SFN® (MW %5 200.000 i& /R )
BRTH
Oppanol B100 (MW 2 1.000.000 R 0) 20.0120.0112.0]12.0]20.0]12.0]15.0
RERTH
ZK
Oppanol BISO | s 441 5 600.000 /R )
ERET
Indopol H300 (MW 25 1.300 /R H50) 10.0
ERETH
Indopol H1900 (MW 2 2.500 3 /R 5) 23.0
ERET &
Indopol H2100 (MW 29 2.500 38 /R 8 23.0
Escorez 5300 IR IR v B 20.0
taybelit
§,an elite ESIr | oy gl
belite Ester | .. \
§§‘§Qe e BSIOr | oo o (L BOAATS B H TS
Kraton KlE-B —HE-E L%
D1161NU MBEES

[0246]
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REW REW

§ \ H |I J K IL |M
T8 bR 48 R k.25 8
Foral 85E® SHNERNZFERIIEEE 10.0
Foral 105SE® S F N H WA 10.0 65.0
Oppanol RAETK
BION/SFN® | (MW £ 40.000 i# /K1) 672 1612 BT T5
Oppanol BIIN | BR T
SFN® (MW £ 49.000 3 R $)
Oppanol B12N ERTE 570
SFN® (MW %4 55.000 i& /R '
Oppanol B3ON | BR T 10.0 | 10.0
SFN® (MW £ 200.000 & /R i) ) ]
BRI
Oppanol B100 (MW £ 1.000.000 38 /R80) 10.0 | 10.0 | 15.0
BRI
Oppanol BIS0 1 w469 600.000 & /R i) 10.8 1108
ERET W%
Indopol 300 1 1 46 1 300 3 /R M)
BERRET I
Indopol H1900 (MW 25 2.500 38 /R )
| ERERTE
Indopol H2100 ™\ 1y 4 5 500 538 /1)
Escorez 5300 PR G A e B
;csaybehte Ester ALK B S 10.8
it o .
§§‘§geh CESter | o ok b 25.0 10.8
Kraton KLIFH-FIRIH-FE IR 399
D1161NU BREREY '
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