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L. —FAWAEY, 5HABERHA LT tanaproget B 2525 R 52 1 £h FAy
R R R HE T

2. MARBONESR | (-G, M2 E AWM ETYER , JoKFURE, ATHOR AL LT 4E i
FRE G R B

3. MREBANE R 1 88 2 KA G, Hrp Ik i¥) tanaproget TR GMINL 0. 1% 2
291% wt / wto

4. MRPEACRIE R 3 AL-EY), KA iR tanaproget f7 TR AWML 0. 17% 24
0.53% wt / wto

5. MRAEBCHE R 3 (ALEY, HA Pk i) tanaproget d5 T A WIZ 0. 17% wt /
wto

6. MARBNIE K 3 L&, o ik tanaproget TR -G YIHIZ 0. 35% wt /
wto

7. MRIEBCRE K 3 A G, TR K] tanaproget 17 T4 &2 0. 52% wt /
wto

8. MRIMBAE R 1 £ 7 PAL—IHIAEY), FA 54 100 £4) 300 v g [ tanaproget.

9. MABRBNE R 1-8 PAE—IH-S W), Hoh ik i peErs & Frid 20 59129 0. 03 22
210.05% wt / wto

10. ARFEBANE SR 9 KIAL-E4, Hoh B i i e 5 Frik 20 S 129 0. 035% wt / wto
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=B HUEEZRY tanaproget tAEH)

[0001] A HiE & [ 5 B g H ok 2006 4E 6 H 7 H [ 5 B2 4 PCT / US2006 / 022150.
HENE K B S R 200680020195, X & BHAZ TR A “&H MERE ) tanaproget 214
Y7 1) PCT HH 7 2 B

F AR St
[0002]  AKBHIEME T &F tanaproget FIBRMEREIZH A

=R

[0003]  CLANTEAREESZ & (PR) Y571 ( RERFIFNG R ) 71 Lofid Fe b e o S 2 e A
HEFEH T EAGYNBERERITEZ .

[0004] Tanaproget,5—(4,4- — H It -2- & A -1,4- = & -2H-3,1- % I &
W& —6- 2L ) —1H- b —2— JiF, A& — s A 52 A U 7 50 9 Hoo 2 R B AT LU
ST IERIE RN RS D RE ST PR H s S W 8 P e 67 2 B MR O SR A0 A AU
[0005]  FH T-EZfI 807 VL5 tanaproget MIZLE WA ERIF.

ZBAAE

[0006]  7E—TJ71H, A & BHERAL T B A 10 AL 1Y) tanaproget B 2457 bl 57 1) £ F b
MERE 2L 59 o

[0007]  7E 5 —J7 i, AR TS5 LY tanaproget B 2428 b 4252 1K h i
BT ok i 4T 4 35 /K FURE  AC DR AR SR AT Y s R R IR IR B I A0 50 o

[0008]  7F 53— 75 I, A R AL T il 2% & A o AL 1K tanaproget i #ERE K20 5 ) 1
i1k

[0009] I 7 — AN, AR TAEAEMN &, TR A G505 AL
tanaproget FlJRMEEE

[0010] I 55— AN J7 T, A BHAR AL T 82 () 77 v, JLALRE XA 7 B ) Lo P it 5 A
Fr AL tanaproget FIBRHERERI A A4 o

[0011]  7E 5 —ANJ7 I, A & AL T s B AT iR B 7 v, AR T B it
TAWAALI tanaproget FIFHERERIAH 5

[0012] A B L Ath 1 77 ThD AN 25 b 1T LR 2% 50 I AR & B IR PR () e B R4S o

BAXHEA R

[0013] AR EAHIA T S AHA LI tanaproget MIBRMEELKIA MM WA EW . 124G
YT LUAR 25 5 Mg il s ORGSR = o0, HA R IE ol B8R A At

[0014]  fi] 22 [f) Ui, tanaproget J& M 1L 1, 0 1B 76 20 Nl ik BUOR AL B R (4
U, Trost By BEALB TR #EAL ) R AL BEAESLR AL 17 tanaproget. — Bl 2 AE S8 40
() tanaproget [ 77 iERE AR T3 E £ H) 5 6,436,929 o, M F LK E LR HIE A M S
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US—2005-0272702-A1 ™, HAEUAL 51 275 . SR, AR B A% AR 4L tanaproget
(1)) 2% 7 V2 BT PR A o

[0015] A SCHTIA I3 ORI AL ) tanaproget — M A /N T4 20 w m [{ki42 (particle
size) , IE/NFZ 15 um, AL N TL 10 um, R M, ARIE Malvem J7750 5%, 90 % FrIkE
TN TEEE T2 20 wm A1 50 % Hk /N TBUEE T45 15 1 m, IXTR 25 5 B AR U E AN 51 P
PR o

[0016]  FH#i4L 1) tanaproget £45% tanaproget [ H. AR SF A A e He 5 25 2 s AR # 28 m] 42
2 I B4 JE AN 4 B AT AEAS BRI B . AR BEERE T tanaproget RIRTAY), F055
THANPR Tl 208 IR 3L AR 26 kI IR R 26, 25 %%

[0017] Az P 2% W45 52 (1 B 0 46 TS 28 A TEALIR BUA HLER AT A3 B IR . 17 2 AL 2 A
AU AN, Horb, ARG R TR SRR L SR IR TR IH IR AR . SR, IRZ A WLR B 2
AR N, o, BEEREANR T, IR VIR . L8 & SR TR R TR LR BRI TR
PRI O E A PR IR . LR IR RIS A 2R R PR AP = B R IR KM IR T A R VTR —
M8 E SRR K 28 kR W P IE XL ZE 8 (embonic acid) \ RS . LT ER . panthenoic
PR TR SR T R Rl T PR %) G 2 R IR o PR IR AN - FLBR S 2

[0018] A= 3 2 W] 452 5% I ol A 435 TS 46 AT AT LA S AT ATLARAT 2B A5 B IRl o 177 22 Te AL A 40
SR I, HoA, ELRR RS VB BB VB BRI B R Eh sk IR AL S . T 2 A ML A
Ak e, HoAr, AR EABR T, N, N- 2RI 4 g, SO SR IEE — ARG, L
fite A B RN R A

[0019]  ARF %W H 52 (AR 4 & Ah FIae 1= 48 3 mT DAL TS, (HAS PR T, BE sk 2 L IR IR T
LA AR VB R A R VB,

[0020]  IXLEEE, AU AL NGO AL tanaproget — A A] LU R 28 2k A1 IR IR 1 /2 ek
LA R AT 2y TE 2, Prad i 24 24 DOz =it F 5 Be A0 AR Y 6 40 s 1t 1 g3 o AR — 5K
) b, HT 2 A BE. 54, DL B. Testa fil J. Caldwell, ” Prodrugs Revisited :The” Ad

Hoc”

Approach as a Complement to Ligand Design” , Medicinal Research Reviews,
16 (3) :233-241, ed, John Wiley&Sons (1996) .

[0021]  ASCATR IR LI tanaproget AL FE “ AR =497, BT AR =40 /2 41 g sk 2%
H Y tanaproget JE15 R MR & 9. ARILHE, AR P2 AR AR T LR

[0022]  FE—ANSEi sl b, A6 W02 T 5 A ) B IR R, I o ALK tanaproget
HIZH G4 SEAdZH 43I VR T RS T i) 2515 21T o

[0023]  DARFTIRIARE “wt / wt”2fe—MASNEESHGY B EZRN . —Ki, %
PR A0, 55 I 5 ) 5 L P o i Y B TArT S 2 ) 1) T R 2 2 ) i, o SR A T A3
[0024] A A&

[0025] ATk Y 46 A3 I il pl e DROERE T tanaproget FHLHERT, [R] Iy £ i 47 1 4%
TERRIER . AE— SR, HEWE S L) tanaproget MIBRMERY . 55— 5K
JE, HA YA E ORI tanaproget HRBERE R ET 4E R (MCC) W TL/KFLBE S HER F
SR YR F AN A R R Bk o

[0026] & 'FH, OB LIV tanaproget FEALGWIH ALY 0. 01% wt / wt =25 1% wt/wt (1]
B . E—ADSEHEGIR, HEMERL 0. 1% wt / wt 24 0.6% wt / wt R

4



CN 103989687 A OB B 3/14 T

[ tanaproget. 7E 5 — AN SEHEGI, HEWETHL 0. 17% wt / wt 247 1% wt/wt FIE I
P LI tanaproget . 78 55— AL, G EH L 0. 17% wt / wt (&1 tanaproget.
e — A SEflh, HEME A4 0.35% wt / wt FIHE R tanaproget. 7 % —AN 52
R, HEMSHZ 0.52% wt / wt [ tanaproget. % & 7] IKHE 77 245 7 B E Il
KAL) tanaproget SR IM AR . 76— SEHEEH, HEW A ) 100 24 300 1 g [
tanaploget, 3 HAUZEH:, 29 100,200 5 300 1 g f¥] tanaproget.

[0027]  —fgHh, L & T4 549 1 77 tanaproget & tanaproget, 1% 5% id & .
105 — AN L], M4 59 & A it & tanaproget N, AW E AL 105 249 3151 g [
tanaproget, JLikH, 29 105,210 1 315 1 g ] tanaproget.

[0028]  HRMEREHAFIE FAEARSOIR AW o HesfElznT LLL SR 20 7 B F— Pk
Z IR — B A BIAEY T o 76— S, Bl i DLk 41 40 i A\ B4 &
Wb I B S A WRNZ 0. 03 225 0.05% wt / wte 755 — N2t b, SRz L b i
WIS B AESWENZ0.035% wt / wto 25— ANSZHE T, Z415W
EHL 200 g FIBHEEL,

[0020]  —fictth, {3 H ik & TAL-G- 4 b i e e e a2 AR e e, 0L 5% it & . fE 5 — K
N, HEWEHRL 21w g [IHHERT.

[0030] el b v S EMIERIAL G 5 AN, RIE S K ILERREW . £— AL
HH SR P (SRR AE K FLRE RS 2 %6 e E R ) BE A, A TE TC K SFLRE A () BRI o
BEREIIN L) 2% wi/wio SRARFT FHBIATE “ BSR4 et S s 40kl T80 R4 &4 . 15
— AN, HEMEE HFASYNERA 1 2 KA 2% wt / wt FIFEFURE D F LBz
2% BEWE) o AE T — AL, A EMaS AW E KL 1. 75% wt / wt ZEFLAEH
FUHERE 2% BEREY) o T BhAE A T i IR 1 & AN R T AN A

[0031]  ZAWIET SR ETYEE  —Boh, TR AT 4E 255 5 AL SR Z0 30 24160% wt /
wto E—ANSEHER] R, MCC AW 30 2L 56% wt / wto £E5—ANSEHE] 1, MCC &
HEVL) 54% wt / wto 185 —DSEiEfF, MCC H &M 54.5% wt / wto {E5)
— AN T, MCC A2 54. 4% wt / wto A S —ANSEHifE , MCC 5 4S5 2
54.3% wt / wto

[0032]  ASCHTIRRIH G e n] LLEA TKILRE. — M, ToKRFUNE B A 54 30%
2Y56% wt / wto FE—ASEHEET, TEAKFUHE T AAWIL 37% wt / wte {EF—NSE
W), KSR S A EZ 38% wt / wte 7RSS b, K ILBE S A SWINZ
39% wt / wto M F—ANSEHEE] T, ToKFURE B AWML 37. 3% wt / wto IEH A
SEH R, TEAKFURE S SMIZ 37. 2% wt / wto I YN SERER D, KFUEE A S
(K129 37.16% wt / wto {553 —DSLHfd, JLKFUME  AEWA 38.9% wt / wto I&F
Ty A, K IR AL 38.8% wt / wt.

[0033] AW D EHE TR FRTYE M., —Both, R PR A4 E 415
ML 2 2 6% wt / wto £E—/PSEHiE, TR PR A RZ W E A EWL 6% wt / wto
[0034] AWk n] L& HEIRIREE. — B, IR EE A AWML 0.25 £450.5%
wt / wto {E—SEHEE] T, BRI ER H AL G ML 0. 25% wt / wt.

[0035]  FE— AR, HEMEHL0.175% wt / wt ITCEMLIY tanaproget BILZY
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e BRI AR, £9°0.035% wt / wt BFMERE, 2 54. 5% wt/wt TR AT 4E 2R, 29 37. 3%
[FITC/KFLRE, 9 6% wt / wt AZHCR FEEAT 4E 22y 0. 25% wt / wt [FRENIRIREE
[0036]  {E%— S, AEWEHL0.35% wt / wt IR AL tanaproget BIL 24
2 BRI RIER, 290.035% wt / wt ROBRIERE, £ 54. 4% wt / wt TR ET4E 3R, 41 37. 2%
[RCIKFLNE, 20 6% wt / wt FIAZIER IRET4E R MR 0. 25% wt / wt IIBEIRIR BE .
[0037] 7B — NS, HEMEHL 0.525% wt / wt RITCB ALK tanaproget B,
g ERl 22, 29 0. 035% wt / wt RUBRBERT, 29 54. 3% wt / wt TR ET4ERR, &Y
37. 15% I TC/KFLNE, 241 6% wt / wt RIAZHCR R SE AT 4 2L 0. 25% wt / wt [WHEARER
B

[0038] A —ANSEHf T, AW &AL 0.525% wt / wt RIBOBL I tanaproget B,
g ErT ez i, 9 0. 035% wt / wt [FIBRIERE, 29 54. 5% wt / wt [J MCC, £ 39 % i
ToKFUHE, 21 6% wt / wt [ACHRIR 4T 4E AN 0. 25% wt / wt HITE IR ER Bk .

[0039] F 55— S, AW EHZ0.35% wt / wt FITCHL I tanaproget, £
0.035% wt / wt [RIBRMERE, 25 54. 4% wt / wt [¥I MCC, £ 39. 0% {1 e /K FLBE, 41 6% wt /
wt [ IER MIELTYE R 0. 25% wt / wt IITEARIREE .

[0040] I F— AL, AV EH L 0.5250% wt / wt IICRL I tanaproget,
270.035% wt / wt [FIHHERE, £ 54. 3% wt / wt [FIMCC, 2 38. 9% I /K FLBE, 416 % wt /
wt (AR MIRLT4E R 0. 25% wt / wt IITEARER L.

[0041]  ANAZ L AL Ik 1 ) 28 A A0 (0 7 15 B BR A, 38 1 38 41 T — AN A 2 I Bor 4k 1)
tanaproget &R L] .

[0042] % 1

[0043]

Hay % wt / wt

oKy 4 ) Tanaproget 0. 1750

FETCRFUNEF 1 2% By (EE) [IBEREY) 175

MCC 54. 5037
TR P 37. 3213
TR P AL e RN 6. 00
T JE R Bk 0. 25

[0044] 55— NEIET LT tanaproget & W) I SE i HI# 7~ T3 2.
[0045] 2
[0046]
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[0047]
[0048]
[0049]

[0050]
[0051]
[0052]

T N EE AL tanaproget ZHE WIS BIHIR T3K 3.

*3

B A EIE IR tanaproget 41L& WIS iERI#R T3 4.

*4

Moy % wt / wt
ok LR Tanaproget 0. 35
TETC/KFURE T 2% FRRMERT () BE 4 1.75

McC 54. 4120
ToK SR 37.238
TER AL e RN 6. 00

T JE R Bk 0. 25

Moy % wt / wt
BBy A Tanaproget 0. 5250
TETC/KFURE A 1) 2% JRuE e 1) 5 1 ) 1.75

MCC 54. 3203
TeKFLE 37. 1547
TR BT e RN 6. 00

Rl i TR 0. 25

ik %wt / wt
B AL Tanaproget 0. 1750
FRHERE 0. 035
MCC 54. 5037
ToKFLHE 39. 0363
ATTRIR F S 2T 2 250 6. 00
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iF HEER e 0.25

[0053] &7 55— I EIERIORBL I tanaproget GBI BN T3 5.

[0054] K 5

[0055]
Moy %wt / wt
BOHK I Tanaproget 0.35
ol 0.035
MCC 54. 4120
TR L 38. 953
TR P AL RN 6. 00
T TR Bk 0. 25

[0056] &7 o5 — I IERIRLIN tanaproget GBI BN T4 6.

[0057] %6
[0058]
Hor %wt / wt
TORHLI Tanaproget 0. 5250
FRMERE 0. 035
MCC 54. 3203
ToAKFLKE 38. 8697
TR AL RN 6. 00
1 R B 0. 25
[0059]  ZH & Wi i A& — M 2 L B OB AL B tanaproget BIL2y% 52 () #h bk

WIS\ MCC\ATIBR R AL 2T i 2 i e K SLBE A IR IR B 50 I, Rl G iR & il o L3k
b, 25K 26 A A T X X R R S TR R, AR R e I o PR A AT A
HIBARIR IR o

[0060]  ASSCHT AR “BRIL” A2 4G — P75, AE I IR 75 3% 7 P b B 22 ok JsURLAE P> e )
(e (PRideth, AR SAREE SR ) 2 TR SN I el i 4t o AR R IK e A 2 il
TR S 2 — 25 P IR AL &0 o

[0061]  ASCHT AR “ il A2 4 — P i, AEHT I 75 30 7 P b B 22 b JsURLEE IS 0
i 58, — AR K T AR & K BBl A i o AR R IR S8R 2 i Ak B 2 it — 20 ob

8



CN 103989687 A OB B 7/14 T

BIL A5

[0062]  HR4RE AR S EL AN 53 1K) A Wiy sl BRI I 75 77 V6 I 2 K, S BB 20 43 ] LA BTk Ak
(extragranular) sk N (intragranular) HIER,

[0063]  F4b, W] LUE IR 22 B A R SLIRASC Tk (1) 7 2%, Horp, B4 /5 5 L K5 )48
T ANFERST 57 - FITR A 45 5

[0064] 1% 515046 e B B S 20 G4, — M NV FH AR IR AN SR e 48 1) R S5 488 Ut
Wlo —M3ls, B 5 20 BRBEMS 7E 25 P RS I B0k 34T, B OSIORE W R AR 40 AR, 15 2
DI R B 28— kiAo AR B AT LALEE JLAN 73 B9« [RSORA 57 128 1) 20 BRAC A3 20 BT 77 BT R4
[0065]  ZH-AWARIE & A BeAT 20 & WS i ) dme A2 ROST IRRORE, SE L Hb, R /N T 8056 T
25100 umo — e, 4164 F R R ST S2 AF A2 S P i@ i A [FURST i ok I E 1. 78
— NS, 29 8 % IR T EEE T4 350 b mo 185 —ANSLiif rh, 25 28 % F R K T
B T4 180 wmo 765 —ANSLHERIH, £ 34 % BRI K T80 T4 150 wmo 167 ) — 45K
T 1, 29 39 % IR K T4 125 wme 184 53— AL o, 29 49 %6 IR K T-29 89 1 m,
L7 — AN S, 29 64.% (PR K T2 75w mo I 55— AN SERER 1, 25 90 % FIFR KT
2] 451 m,

[oo66] 4R ZH AWk KT S dt RS HaxX Seiks ik 35 A 3E Afegerh , X S8k i my DA
223t — 20 B B B 20k 1 0 IR AR PR AR A2

[0067]  iX 48773k — M B R 46 W s Bad T 10 RO A 1 2, — O v Rl B EE
(caplet) o A Hs iy R BREE v I, A AR N 52 ] LUR 25 &) 16 B 6038 R s i AR FH T
IbAk . BRI, Forr, SRl s A AL — AN -4 45 Stokes® B2 & AL.

[0068]  7E—ANSEHtA o, HCHR AL BT IR i) 2% ) SRR AR EE R o ARIEHE, I HE S AR T
LR AT 4% (hydroxypropyl methyleellulose) BiFRTA 4T 4% (hypromellose) IREE,
IS 5 T TG AR T b I ) P ) e Bl T AR B R R I S T N A ) — e, JH
TR HE MCCO AT IR B SE 4T o 2 B AN RE TR IR B o AL ide b, Fr5RIAE N N IE 78400 2 Wi 2 N e
Fer o fE—A LG T, 57 0. Img F tanaproget A1 20 b g FRIBRBERTE I 7 I A IZE D
13— A SEHEE 57 0. 2mg [ tanaproget A1 20 b g FIBRMERE IR Fy e NI ZE S o AE
T SEHEA T, &4 0. 3mg [ tanaproget A1 20 u g FIBRBER I P iR N ICZE .
[0069] 75— SEids v, b A BTk whill £ 1 7 AR B A A B R T O N A . AR sE
i, &4 0. Img [ tanaproget A1 20 u g HIFRMERY Y T R AIRZE D o 785 — 9L
i, &4 0. 2mg [ tanaproget 1 20 u g FIHLMERT ) 1R A REE D o L6 55— SL i)
T, & 0. 3mg [ tanaproget A1 20 u g FIBRBER I P 7SR A ICZEE S .

[0070] W EFEHE, A A . Gl R I A R AR R AN B2 AN . 5 A, A
JEALACTH] DLk A IE R G, Bl ania N R4 5= LA 4R VR CMmE D AT A
B o HoAth B3l IR AL AR LUR 25 Z Mgl A SIS AR N R o — el 15748 H Opadry®
ERAACREA ., AN, MEAKKERE T R IR 2% wt / wt £ 6%
wt/wt [RFEH .

[0071] K Bt 4k AF & &l & J5, & A A A& W W L B 2 A IR E A
(tablets—in—capsules) 7E%4) 15 8R4 94 45 100% [ tanaproget.

[0072]  B. HA-EWHIAEE I
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[0073]  hAb Tk B9 40 A W0 A7 AEAS R R AR B P AR R BB A AE 220 1 S H I
WIRFIRGE . ILAL T IR TEAS E RIRA S WIMEAR/IN T4 1% . — MK, 248 tanaproget 7
AW IR, ik, HEMEL 20°C / 50 % AHXRIE £ L) 45°C / 75 % AR R
2 KZ 25 CIRE I P R FF R E o

[0074]  ZE— NSRBI, A WAEAFAEARIER TS, IF BARIEM, R L) 5°CR . [RIFERIE
i, A WEAFAE A KSR S B

[0075]  7E5—sLhlfl b, AW FEER T — M, b TYERFEEIR Fifae i,
ol G2 e 2 R AR AR B R A AT ] R 4L S AR e R I AN B AL S

[0076]  C. 41-&H 4 B2 5y

[0077] WA AW P IEALFERE, AL E A BT I B AP, 3 552 A4
RN ST SN . — M, BN 2 ME R, BAS TIA Y i i B A T
Re. ZL-EW PR R DAIE— 0 A HL A A A0 R 2 T ) R R TR ) Rl 3R i Y
TG PR kL) A# 57 (disintegrating agents) VAL <@ 2555 pH I 7 &
5 PR I 7S50 A A58 (disintegrant) MABATTIIGE 655

[0078]  ZiFIT] LAALES, (HAS PR T, Frwksml & G, b7 R R A s MEp AL o), Hfo 4R 4 2k
FEHUAMER. T REREREK BHD) T LI R FERE (BHA) |- b 2 B A A IR
[0079]  HhE&FIAT CLELFE, (AR T, BYEN A4 FEAER AT EFHERT
AR RTFEAEZN BNETRR RN EPEAH R K —FRAE. A4 R
ZT U 25 R TN SR W e W 5 S AR e I ( SR AERR, PVP) 5 BH I, BTz A1 fise AR ] AP A% e
(acacia) , 58 £ ., JENy, BRG] QR | mr0d A AT B RTLRE , JEE B, T R, R AR IR, I
S, B, ORI (BEME) » +/\ T SEE (cetostearyl alcohol), +75BE, +/SEEREHT , 7%
W2 G55 (dextrate) , Bk, SLMER H i ls, S0 IR H iR, PR BRAENE IR Hhlg, R4 L
IRt TR IE, SRR L0 BRI AT B, R SRR IR, 3R LR mE, FIII IS o 76— S i1
RGBT A SR L

[0080]  JIEVE T ARG T /AK LR, Y A, MR AR IR, + e SE 00 FR Ak, A8 A 1R B it i
& IR, S5, AE— NS YT R N R

[oo81]  WRFEFI W] LAALES, (HAKR T, 5 ALRE, JEXT, BRIRES , RICFIAT R YEl] ( AZHCER
LAFMEMS B ), %

[0082]  Jifi#5] (disintegrating agents) BT (disintegrants) A] LA FEVER, 2 FF
SEET R BUR IR TN R AT 4 35, TRIR SN, BRI AT, Fris IR AN , FR 28 S IRUEN B, T4 3
[0083]  HALFI ] LELHE, (BAFR+, MRS, SR, T 7S B, Wi, AR RN RERE, R~
B, MR, AT (petroleum jelly) , BRAE PR, i B A 1A S5 2 DA St B G o

[0084] (i v PRI AT LAALHE 58 (L AL B s, 2ROk (L AL, Y98 Vb 0, B e SRR IR AN
PE—AN S 2T R T e S R

[0085] &)@ ES AN LA B 2 AT, 5 L e VU O, PRI, BUE 5
M. fE— S, &EE SRR L IO .

[o086]  pH i~ 5t m] Hl T-If15 &4 tanaproget KW pHAE R 4 {52 6. £E— 5K
W, B tanaproget RV pH ARA 1Y 22 pH oMY 4. 6, pH A7 50) ] DAALHG A 3 2

10
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AT B GRS TR IR, PUA LR, & SR, BCE SRR A AT B A8 — AN SR
pH Y AT R IR o

[0087]  ZH-&5 40y b ] LAASE A AR A0 4D R ER 70 791 60, 68 T i e, PR A, » TR A Ve oy BT o
[o088]  D. i FHALEGWIN T

[0089] AR BHHE— D4R T /L1 tanaproget 22 MR 1 7%, FL A Xy VAL B i FHAHOR
L) tanaproget 7T,

[0090]  JiF 7% tanaproget 7 & SR PRRE IRATAE 1) 7™ S A2 B R0 BT v6 97 IR 8 X B I AN ]
MREAA . WEIT AT DT tanaproget AT EFI/DFE. 2 5 nH = B 214 1%
Ws T A m AR . HERA SR B R 25 B AR A R 7 I AR B B DL T2 50 1 E
— L, AR AR TE— B IR E N, PR — @ W TR R A A NS R EAS S
HART AT EZ A FESAENEIER . a0, A3 & N4 tanaproget — M, 51 40
25100 225 3001 g, 2 1001 g, 2 200 1 g, B(Z) 300 1 g

[0091]  IXLESHIK AL tanaproget [N GV A B A AR E BT IETA M. %4
Gk T AR A/ B R WLET 498 (uterine myometrial fibroids),
RPERT A BRI R, B PRGN I 5, Thae i e i, e e, + 5 WIE A7, 220
GP SR ERANE, FIEEAR 5 B B L O S LS5 - 45 Tl T 40 IR 1 s R e, LA A LA 3= K
R o A YRS LS R B AR

[0092] 41 -G W R il A3 1 FH T A s 22 B8 3 3R B BR o A28 ) = B e A 1 IRGRI
BTG, AN BT B I ), B, BB, M oK, YRR, PR B, T4 U RG], Bk, VR
A BRI BRI S50 ik, 4S8 s i s, HoAR e In A\ B IR 3, Bk
EHEMYERMARIRES . HEWER] Lk hil o i HoAb A 18 fag ettt g . X
O3 & B T R] LAR 25 5 16 FH M A P R () 7 VAR e AR AT AN 53 28 N 7 vl 46 o
[0093]  [&] & JE X, B 15 & H 8 fL tanaproget [ F 57, & F F1 i 3, w] DL o ¥
tanaproget Al FIR 2 43 IR M. 78— ALl o, BREAFE RN IR AT i 5, BRI
o R — PSR #E . &8 tanaproget [ 7B HE F ] S ME b F A0 ¢
A 18 I IR AR AR U B AR N A FNR) o 0, WA ] BLIE B 285 Y00 W 5L 2
RIRET R, CHEAYER, R OIGTE DL S AATRIA A

[0094]  Tanaproget 252 M ESKIEH AW I 53, BB IE LK, BTV 97 8 DL I ™
EEE, BE R TR ER LAY A A8 A Aty S PE AL AR i AR L . ] EE 5
BT ER LRI N . W TR IR E, flin, —Re 7 2 2 4 k5
TR &, BEE T BLZs 7 — D SR i) B o SR, S il w] DURR B ¥ 97 17 400 ()38 1D 75 K 1T
LE B FRAREIG e 72— STl b, e 22 5k TR HL R s H o 7R — ANt
iR H R 2. SR, B H R ETT DO B 45 25 FE S T PR

[0095] UL -GWH H T2 B R B AT VA, B CLAUI R 52, AR AT AT DR — Fh Bl 22 Fif
AR 2 4 W] 52 A BB 3R], MR 52 A sl A, B A I 52 AR T35 0 ) 0 028 6 1k IR R 2 A T
RERE 3 Sy

[0096] =4 H] T-¥657 MiJes P i » Jedhs, BRI ST, AT T RT LA — bl 22 hon] EUR 25 5 B A
STREL AN 73 BT e AT RIS Tt

[0097] E. Zj&

11
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[0098]  AA ISR T A& ST OB L Y tanaproget B HERE ) F 57, 2 1 sl B2 1Y)
Zymuide s, 2yl VRS AR, 28 1 BB, b ST Ok AL Y tanaproget (O ERE , AT
Un LBk BT T A T AL A R BB . i, B, B R R e Y
F2k, PRI Ultrx™2000 Feifl X s,

[oo99]  EATAL AW 2 s e AR Vvt OH] T IR AR Pk (1925 25775 58 o IR 28 25 G LIk
BEUFRAE 21 9K, 28 %, 30 R ek 31 RAE I &E H DRSS 24, SEARLE 2 — ARk 1 iREE 25
R B E RS TR LA S YN, Ak m sl 2y & m] LSS BN 7 s Fmh 4l
G B GV T BN R R s T, G R e ] LR EA T 4 T A S

H AP 2 )
[o100]  FHAMKILL Sy W] IAIZE & 3E Rt AT, B S S 4 s m), MR s P M MR 32
PRI 5

[0101] 25 Uik W 22 HE AR 7n — > BRI 1 I il 55 B0 v o ) 0 v R 7 IR FH 1) 1
P il 500 BTG A, D e A 5 v 7 R P A e L P ROFH 16T 1 R ) e v, SRR I )
B 2O A B AR HA =

[0102]  7E—AMSEitifal b, 252 m] LA & AR AL A 10 & H R &, ik B Hf =2 T
21 K, 28 K, 30 Rl 31 RIIRIT B, g He—Mh, 25&n] DA & AR Al6 9 B H )
i, Tk Ar HARE 2 H T 28 K, 30 KRB 31 KiGy7 A AT 21 K. Z5&ian] DA & 5 AH
HEW R HRE, Priksr HnE 2 T 30 KRBk 31 KiGy7 FIIET 28 K.

[0103]  7E 5 —NSEhtf A, 255 ] LLALRE— A~ S i G AH B 41 S BT 2 3 2= 0 i
H 50 &, BTk & H 5l & 2 T 28 K, 30 KBk 31 REVRIT i, —FFEH—Hh, 2@ b
ALHE— A R IBES AH B AL S AP A R i A HR &, Prid & HRIE 2 H T 28 K, 30
KRB 31 RIGI7 FIARIET 21 Ko 2558 0] DLAEE — A W B G AR 41 & ) AT 2 B 2= )
(antiprogestin) FKI%E 5, Prk e R &2 H T 30 Kak 31 KiGy7 R AT 28 Ko
[0104]  7E5—ASLiflrh, —A 28 Ry & ] LIALEE 14 22 28 RINA &R HifE BT
(VA —AH 50 0 22 7 R 1 HL 245 2 T 4252 16 22 B3R 1 A SR R e 1 58 A1, Je A H 57
RIS U 28,

[0105] 75— ANSLifslrh, —A 28 Ry n] LIALEE 14 2 21 RINAEW & HIE BT
VA —AH s R0 0 &2 7 R IR HL 25 28 mT 2 52 1) 22 R 1 e EL 5 s B T iR 3 —AH

[o106]  7E 55— ALl rh, —A> 28 R Zy&n] LIALEE 18 &2 21 RINA &R HRE BT
I —AH s R0 0 22 7 JRI IR HL 24 28 mT 2 52 1) 22 R ) ) e EL 5 s B T R 4 —AH

[0107]  7E5—SEREFIH, —A> 28 RN ZEnT LIALEE 14 RN &Y% H & LI
—AH I 14 RIR) O R HL 25 2 n] B2 22 R A HL ) BB eI A — A

[0108]  i&A 5 —ASEfh, — > 28 RIS & nT AR 17 RIWA -G8 HR & B oo
S H A 11 R R L2427 Rl B 52 I 2 SR A F A 2 B T IR —AH

[0109]  i&F 3 —ASEifrh, —4> 28 Ry EnT AR 21 RIMA G5 Hfl &= B oo
S AH AT R MR HL 2 2 n] RS2 1) 2 R g L R B BR TR A A

[o110] Pk, /LR Pras IR EAHZ T tanaproget [¥4E FRI &R ¥E [ &« E— 11
%5, BTk i A H ) 58 s LUITHEIR 25 T, BIAE —AHZ Ja 45 7 568 AR EE = AH. A
TR RS 2577 RN, 25 SRk & A T Bk B i s JLR IR 22 )

12
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[0111] 1R 2 A0 Bl 2y G AU O AN T 75 ¢ VIRt FH I 250 50 . ik ib, 4454
AHRT 28 KM EERIFR7R U, S0 2 bt (AR i SR, 2 A 73 I X
[o112]  Zy@m] DLk A M TR St tanaproget 4G YR Ut 45,

[0113] AR BIEER AL T —Fl™ i, %™ i & A OB AL ) tanaproget B2 2 M A2 1K)
R RH R EE , LA Ay B FH A0 5000 AT (AT ER PR 23 S RS SO0 RS FH AR 8 f Ll 2 2 75 B Bl
A BN L ST R B RITIEZ .

[0114] k1) 58t ] 2 FH >R MR RE AR i B AN A2 T PR AL TE H] o AU AR ST LA
YR B, U TR R R 0 SE Tt 9] A MR 1R 5 R RI A 4 2, T3 8R T BLTE A % BH IR RS i 5
JEURAE ] N EAT BE 2

[0115] S jiifs]

[ot16]  SEjfd] 1- S ALY tanaproget Ak EL 2154

[0117]  ZSLJE ] -GV LA 7 AR 7 4 7 kil £

[o118] &7

[0119]

Aoy (!

Tanaproget ( LI ) TEPE R

TESLRE A RERE (EE) 1) 2% BS ) TEPE R

TR TR AR, kL AR, o
TR PR AT 34 il

TS HFEH

fif g R Bk Pl

HPMC i %8, 21 ZLE g 2%

[0120]  MCCHIJE/KFLHEIE 30 H T, SR G # 24 T oAbt (B ax4iiN 2 ) () PK- VR
G, RS A TT B IS L RIS 1 20 Bhe MCC FITEKFLRE I 28 — 370 i #30 H 1F
BB E— A IE RS RE R A 1 8P, MCC 28 =il #30 BifERE 2 —1
BUNRI SRS, PR35 1% R 48 15 Fb. Tanaproget #1142 25 58 =043 MCC HI48 -+ h iR
A1 e AKFURE S #30 H B 2 & MCC F tanaproget 48, 1S
L 3%h. JRA IR ENE #30 B K30 58 2 5K & 58 —f8 4 MCC ML /K FLHE 1) 4$
T, WA A AR DU A T30 45 1 MCC R TE K LR AR 5 b phse T VR, B VR R 4 i)
B4 1 73 8he MEEE AR TE S #30 B B8 H T HH tanaproget Wi, JFH# 28 KK &H
tanaproget FI5E =7 MCC ML /K FLBE 487 o 55753053 MCC ALK FUHE I #30 H K
TP e T30 i, JE 8 2 54 tanaproget MIEE = #B4r MCC MUL/KFLEE BB
PR VTR G LU PR A » TR 28 5 58— & 73 MCC FUJC K FLBE () PK— TR G457 6

13
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EA TRV IR G 2= 581 FH 8 m ik #30 H Fahifi (128 - G4 MCC A e K FUBE ik
PIRIFERS R IRSE 2 408 MhEE B 2 PK- IRAG#1.

[0121]  ZEJLE /I MCC A JE K FLBE ik #30 B F-3 i 2 RS b IR IR A JFURE . BafE iz 2. 0%
EEREY It #30 HF-3hi 2 5 5 L MCC LK FURE M R IR IR A o 5134 MCC i
Jo/KFURE I #30 B T30, 851 22 5 A WMERE A JL0 43 MCC AL K FUBE () 2k 48 b, VR
EIXLLJE R, B MCC R K LB #30 H T30, 8 2 & Pumfe i (g RS b R4
XL FURL, ARG 2 PK- IR G A . ACBOR A A 4 52 9hid #30 B F3hif, B MR 5AHE
F-— 4 MCC FITC/K FLAE BRI 48 b . 28+ 4 MCC FIE/K FLbE L #30 H Fahifi 5 B2
T AR IR R B SRS T, IR R AR, PRI S RS 2 PK- RS A . A
++ =4 MCC M K FLBE I #30 H Fahifi o B2 S 58 T =4 MCC / Jo/KFLNE / ACHR
I A7 4 2N SRS T, 2 IR B 2 PK-IR &8 . 28 U4 MCC Rl E K FLpE it
#30 H P30 5 42 PK- R A4, IR &Rk

[0122]  KipN &R AE R IR EE 1T #30 B Fahiii 2 Bk, i F A% TIRGHTHRES
YIRS 7 i, TURVIBIR S o & A RN &7 IR IR IR LI PR 4 22 PK- 1R G 45 TR
Ho IREWM PK-IRG A TR H 22— XZE LM (double poly-lined) s, Wi
ASERIMER, 2B RS (poly bag) Z [BME A M STRFIEE, IR G WAL 2 R 8 &
IR A CRE 24 .

[0123]  RHAIHEE 23K tanaproget RGBS . A FitzMill, Model D it #33 %,
fIRIE | [m) HT B )L, WIS F i 45 o BRI D 1) DRk #30 B i 11, JF Hl B B
FitzMill 8% Bk, ReRe I #30 H i okl ghaiid #120 Hif. 1 #120 HIEE1S 2K
JERME A7 R SRS b 8 AR 28 = K0 sk 7 #120 B i py ok, HEEH FitzMill, Model
D it #33 £ AR 71 FT ) ) B BB s SR Ay . WRES S IRk #30 H B, MR B A #30
H i RS IR AE FitzMi Ll S B HNR G . A IXLEAERi 2 BRI FitzMill £
Z EPRAR B EORk s gl B, A8 FHHER RIS - s B, AR )5 ot #30 H i A i@t 1 #30 H
I ) RS BRAE— S, I HAZIR A — 48 2 PK-IRE 3.

[0124]  FORLARA 7 I AZ IR R AL 4T 4 3t #30 H i 22 8 kL4 rh, i v i #30 B
i 1 — o3 Rk R g, R 24P X SR AR R IR G IR A H R 2 PK- 1R A
i #30 B IF IR 1 R RS R PK- IRA S, TR A X L J5ORk . ks S8R 4 1A i
FRekt #30 B i 2 8RR, i 7 FR A 10— 300 IRk st , 1R A P s R . T
B 2 PK-IRGHTTIRE 2 7080 IBRAEFETHEY M PK-IB G2 P HER XUZ 5 L8
(double poly-lined) Z#sH, AR 2 [RE T, MR GWE/FEL 2 & 8 FEAK
IR H A RS T . L, R 8 A ER A A .

[0125] % 8

[0126]

14
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100pg Tanaproget/ 200ug Tanaproget/ 300ug Tanaproget/
20ug EE 20ug EE 20ug EE
B A A

5% B’ (mg) |Y%wtwt | Bt (mg) | Yowtwt | & (mg) | Yewtiwt
PR Tanaproge | 0,105 | 0.1750° | 021° 035 0.5250° | 0.3150¢
SRR 1.05¢ 1.75¢ 1.05¢ 1.75¢ 1.75¢ 1.05¢
WARET R 327022 | 545037 |326472 | 544120 | 543203 | 325922
FoKF KR 23928 373213 |223428 | 37238 37.1547 | 222928
ABFRPRALERE | 3.60 6.00 3.60 6.00 6.00 3.60
TERRRREE 015 025 015 025 025 015
BE 60mg 100 60mg 100 60mg 100

[0127]  * W SRALIE 245 AN & 100. 0%, I & LLS 356 KT tanaproget JFAH N

HREFLRER I &

[0128] " BE ALEG 45 IS 2%, PAEE NN B LAE 25 247K 1 BE AR N B2 FL B 1)

IR

[0129]  °AFE 5% L E ) tanaproget.

[0130] d fE 5% ik = EE,

[0131]  SEZJEfs] 2— &4 Tanaproget FIHLMERE FT2H 5 1 A7)

[0132]  ASZHEBIHEME T & Tanaproget FIMERE E) 204 410 A 300 1l 4 T v
[0133]  sjilifs] 1 P VR A 418 H Stokes® JE N AU S, AT AT 1R 1. A fl st 47

TEXZ SR &% (double poly—lined) 785, Hrh AN () CE P ST HR AR, A7 AE
2y 2-8 CARIE H A E ] < &4

[0134]  SEififh] 3— &4 Tanaproget FIFLHERERIAH -GV HISMUIREE

[0135]  ASZEHIER ML T & Tanaproget FHHMERE 141G 1) S0 HE v (19 1) 4% T7 1%
ARSI ] T H14E 4 100w g.200 0 g F1 300 b g tanaproget HIF75IA o BEFIALI) )&
PR TR 9.

[0136]  MCC FIAZHAFR FF AL 4T 4 2l #20 HIf, I 8H 35 i PK- VR A28, TR
A 15 3Bl TEIREREEL #30 H i FFF1—# 43 MCC/ ZTHER R AT 4 ZIR S TR . T IR IR
BEVRYIMINE PK- VR A 2R G 2 708, IR A 2 RN AW

[0137] A AR A T #1 5 RESC IR FEIH 787, 20 (A2 B HPMC IR 38 7ol ihf —
/™ (1) tanaproget / EE(100ung / 200 g,200ug / 200 g,300ng / 20ug) HAME T
— A REEF AT I HIAE ) 144mg M Z BB AV 2 AN IR P IE . #E R 21
SYLRR AR T AT #1 LT (AN E B HPMC FEMEsle e . Bt 78 (K B B 70 A 1/
TR ST T, AFAER IRt

[0138] LA & SLETH T A FII AL i S IR S A I B R L a5 2g b, HAERH

15
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BT T =R AT

[0139] %9

[0140]
oy =3 % wt / wt
Tanaproget / EE F 60mg 1A
MCC 140. 4mg 97.5
IR H I AT 2 25 M 2. 88ug 2.0
TERE PR 5 0. 72mg 0.5
#1 5 HPMC S2lEANE IR APV- J & |7Tng i

(01411 ULWIAS R BT S| I BTAT AR IR BRAL S I A S 75 o RVAE R I RIAR ST i Lk
R S Tt ) Pt 3R 5 2 DA TR B R LAAE ANt HH AR 5 BT AR o SIS IR A 0 B 4 HE I = 1) B
5 AR R L B S A\ BT BRI R I e {2
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