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FefT11:9.3°+£0.2°.10.2°+0.2°.14.0°+0.2°.15.9°+0.2°.,17.9°+0.2°.20.8° *+
0.2°.23.0°+0.2°.24.1°+0.2°.24.8°+0.2°.27.7°+0.2°;
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[0016]  #RHEW02013013505 AL &M 7745 2K (1) Fran & o€ % , HXRPDI
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[0018] A TR &I, =X (1) Fros A &Y o€ T AR e il 22 , iR 1R, =i 60°C k14
SETHT6.6%, miB&M40°C/75% 5% RUNI4R S B TI47.5% , 16 I &4
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[0021] AR B NE—2D %20 (D) BRI & n d 2Lt AT 7 RE T, &3 T =0 (D B

KIS B T T T TV IVAVA VI VIT VITT A 555 B4 12, iX 8 FhAS [8] 1] i T8 e vk
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[0023]  /79T:10.6°40.2°.13.3°4+0.2°.15.9°+0.2°.24.0°£0.2°;

[0024]  JEAYTT1:10.2°%0.2°.15.9°40.2°,17.9°+0.2°.24.1°+0.2°;

[0025]  fEZRTTIT:11.7°40.2°.16.6°+0.2°.20.5°+0.2°.27.3°+0.2°;

HH ==
[0026]  JS4A1V:6.8°+0.2°.10.0°£0.2°.11.1°£0.2°.21.5°£0.2°;
[0027] S AV.9.7°£0.2°.17.9°%£0.2°.19.2°%+0.2°.23.8°+0.2°;
[0028]  fEAIVI.7.7°4+0.2°.15.5°+0.2°.15.9°+0.2°.19.5°+0.2°;
[0029] G4 AIVIT:11.7°4+0.2°.15.1°+0.2°.15.9°+0.2°.17.9°+0.2°;
[0030]  JFHAUVITI:4.8°+0.2°.9.7°+0.2°.19.6°+0.2°,

(00311 P 5K (1) Fronfb &8 8L, 4 FHCu-Ka@ it , LL20 A1 R B X- S 2 R AT
5 a1 AR BL M A B R IE U
[0032]  f##11:9.0°%0.2°.10.6°+0.2°,13.3°+0.2°,15.9°40.2°.23.6°%0.2°,
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24.0°+0.2°;

[0033] A 7AYT1:9.3°+0.2°.10.2°+0.2°.14.0°*£0.2°.15.9°+0.2°.17.9°+0.2°,
24.1°£0.2°;

[0034]  JFEAYTTT1:9.5°+0.2°.11.7°%£0.2°.16.6°+0.2°.20.5°+0.2°.22.1°+0.2°,
27.3°+0.2°;

[0035] L AYTV:6.8°+0.2°.10.0°+0.2°.11.1°%£0.2°,20.1°+0.2°.20.5°+0.2°,
21.5°+0.2°;

[0036] JF47V.9.7°+0.2°.11.8°+0.2°.17.9°+0.2°.19.2°4+0.2°.22.1°+0.2°,
23.8°+0.2°;

[0037]  JEAYVI.7.7°+0.2°.15.5°+0.2°.15.9°+£0.2°.17.2°+0.2°.19.5°+0.2°,
21.2°£0.2°;

[0038]  JAAUVIT:11.7°+0.2°.15.1°+0.2°.15.9°+0.2°.17.9°+0.2°.,20.1°+0.2°,
21.8°+0.2°;

[0039]  JF4ZYVITI:4.8°+0.2°.9.7°+0.2°.14.6°+0.2°.19.6°+0.2°.22.0°+0.2°,
24.5°+0.2°,

[0040]  Fridfyal (1) st & nt dh AL, A FCu-KaZg 8t , L2060 M1 BE IR B X - 5 26 R AT
ST 70 IHELL N AL B A AR

[0041]  JF4797.9.0°+0.2°.10.6°+0.2°.13.3°+0.2°.14.3°+0.2°.15.9°+0.2°,
18.0°+0.2°,20.0°£0.2°.21.3°+£0.2°.23.6°+£0.2°.24.0°+£0.2°;

[0042] L 7YT1:9.3°+0.2°.10.2°+0.2°.14.0°%£0.2°.15.9°+0.2°.17.9°+0.2°,
20.8°40.2°.23.0°4+0.2°.24.1°4+0.2°.24.8°+0.2°.27.7°+0.2°;

[0043] JAAYTIT1:9.5°4+0.2°.11.7°+£0.2°.12.7°+0.2°.13.5+0.2°.16.6°+0.2°,
19.8°4+0.2°.20.5°+0.2°.22.1°+0.2°.,23.5°+0.2°.,27.3°+0.2°.27.7°+0.2°;
[0044] JF47UTV.6.8°+0.2°.10.0°+0.2°.11.1°+0.2°.11.8°+0.2°.13.9°+0.2°,
14.9°+0.2°.15.5°+£0.2°.,20.1°+0.2°,20.5°+£0.2°.21.5°+0.2°;

[0045] L7V, 7.1°+0.2°.9.7°+0.2°.11.8°%£0.2°.16.5°+0.2°.17.9°+0.2°,19.2°
+0.2°.22.1°+0.2°.23.1°+0.2°.23.8°+0.2°.24.9°+0.2°;

[0046]  FLAUVI.7.7°+0.2°.15.5°+0.2°.15.9°+£0.2°.17.2°+0.2°.18.0°+0.2°,
19.5°+0.2°.,20.6°+0.2°.21.2°+0.2°.,22.0°+£0.2°.,29.5°+0.2°;

[0047]  JF4AYVIT:11.0°+0.2°.11.7°+0.2°.13.8°+0.2°.14.3°+0.2°,15.1°*0.2°,
15.9°+0.2°,17.9°+£0.2°,20.1°+£0.2°.21.8°+£0.2°.25.6°+£0.2°;

[0048]  JF4AUVITI:4.8°+0.2°.9.7°+0.2°.14.6°+0.2°.19.6°+0.2°.22.0°+0.2°,
24.5°+0.2°,

(00491  Frikf) =X (V) Btk &9 % m 2,

[0050] 2R T 22 R H 4l B IR AT B TR 180 - 220 °C Y | P I 4

[0051] g AU TTH Z /R H i E A T B 7E195- 215 CYE Il IR #4

[0052] G ZRTTTH Z/R A E A BT TR 150- 190 CYE R IR 4

[0053]  df RUVITH Z/R i E A BT I AE165-205 CYE Rl IR #4.

[0054] X (1) Bt & il Y, FARFAE 43 A T
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[0055] i R THLX - S 2o ARATT B 0 A B 1

[0056] i YT TRLX - S ook AR AT 5 B I 3 s 5

(00571 g YT TTHLX - S 2ty AR AT 4 B 1S A&l 5 s 5

[0058] i R TVELX - SR Aok AR AT S B P 7 o

(00591 i UV ILX - S 2o AT B 0 A B8 s

(00601 i RV IELX - SR Lok AR AT S B I 9o 5
A

=

I

[0061] VITIHX- 5 Sy RATH IS W L0

[0062] SR ZMVITIICX- S 2k RATH B i 12FR

[0063] =X (1) Fron b &40 b B TR ) & 7 vk K X (D) B b & E T IoK S IEH K vk
B DY SRR PR AT A T AR B A Y T

[0064] = (1) Fron &M dn BT T ) £ 0732 1 X (D) s b & E TR RE S LR &
PR el P B B R 57K (1:1-901, v/v) IR G VTR R B, B8 1 T DU AR i vh BT e A I B
1E B U R T H LA s i e B Y T T

[0065] = (1) Pt & ds BUTT T i) £ 7732 44 20 (D) s & E T L 5K
BI91 -4 TR G T°0-70°C T 2%, b JEAS B BT IT, N ORI &4
[0066] = (1) P& B dn BTV i £ 7 K X (D) s b &M E T 4 57K 1)
N TR AR T70-90°C R BRIV,

[0067] =X (1) o L& 900 db ZUV I il 4 7 v 3K (D) Fos it & 9 & T DU &Rk R 5 2,
& N BRTR A P 218 4 s B0k 2 (1) P AL & 103 T DU ks v, 28 J5 3 I & 1R S+
PR, BT H [, e A3 3 S UV, R LR S A BRI e

[0068] = (1) AR & M0 ff BV T il 46 5325 K 3K () BRI & B T S A5 i 2%
B3R B (D) BRI & s T a8, BT 5 A BEEE 5 b 20 AR b H T A4 30K
L) FRBIEE TS 0 @IS R B R O TE RN BREE 1, 3 - — H LR e bk F e i
PR R B, 3- — I LK kb 5 SRR R 15 5, #E R SU07 H HA [ A4S 21 & UV T, A& 078 A .
[0069] = (1) Pt & i ds BUVI T i) £ 77325 44 20 (D) s K& E T L 5K
BIR1:1-9:1 (v/v) RGP Ve 98, 7R B2 N RS R BIVIT. 8e8 KX (V) s m)
a2 N RS AL VI,

[0070] = (1) ot -& M) dn BUVITT )28 7% 20 (D) B E W E T LR 7 N R
e, 1 RS R R IVIIT, N 28 S N B L)

[0071]  JE—HRF50 AP, Bl BITT V. VIVIILE TEFMea Y, 4 9o A 62 A
BLE I CIE (287, BR FE A4 10ppm) 07 (2287, BR FEA60ppm) « LR 7 N I (=28
R, R IR EAIL0.5%) A IME , dn AU TTT VI VI VITIR 5k B8 i 77 3588 ik 245
PREE, ANFF6 25 FHEK .

[0072] At —BMER AT ERN I ERMREN, & EM & TESMN L ER . AR K
B DL 2 m 2t (D) s B46& Y 28 JE R/ 25 S B i e e (B EN97.1%) ,
RIAEFAGERE S, T T & & R B (s il LA R) o

[0073]  WFTIE&KIL, 20 (D) st &0 B T TT TTT IV VI VIVIT VITIARE T8
T RaE e, AR B 4. BRI =, B B T T I Ra e e 8 vh , T 1B 4 F40°C /75% =
S%URH R B4R G A B EE T T10% EfA ke LA B SRR, SRITTH

T
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OB BT 2 Ak, fEim BTV RR B B 52, T R 2% #F4500Lx £500Lx R E 15
Ko HEE TR T723.1%, 7346, THEiR60°C FRELSR, HEE NFIE10% . FiRsiis s
Ui B dn B TVAE DG R | sl 25 A T AR E TR L TR e TR 22

[0074] Ak, 2 (1) Bt &S BT IT ITT. IV V. VI VI VITT IR AR #R e T 2 24 T 2
[0075]  (3) WI 24 FH i 28Y

[0076]  FEF FRAIIRTT, A& HFEAE T 20 (1) Fros b & P00 R e 1 it 0T L B TN 7Y
VII.

[0077] AR EHRIDLER AR TT BRI T

[0078] X (1) itk &%) (4S,4aS,5aR,12aS) -9- (3- &4+ WIA[3.1.0] Che-3-FEFF L) -
4,7- (- HFEIL) -3,10,12,12a-PUF43E-1,11- —%fX-1,4,4a,5,5a,6,11,12a- )\E I MY
2R - 2 - FH B 1 o 28

[0079] g FHCu-Ka@ it , L20 #f1 R ()X - S Bk ARAT I, 73 il AE LA T A7 B A R R0 -
[0080]  fEIT.10.6°+0.2°.13.3°+0.2°.15.9°+0.2°.24.0°+0.2°;

[0081]  fFEAITT.10.2°40.2°.15.9°4+0.2°.17.9°+0.2°.24.1°+0.2°;

[0082]  SHAUVIT:11.7°%+0.2°.15.1°+0.2°.15.9°+£0.2°.17.9°£0.2°,

[0083] = (1) Arontb &I S AL, A8 FHCu-Kag i), LL20 F B o X - B 28 R AT 5, 0 1)
TELL T AL B A R R -

[0084]  JF479T.9.0°+0.2°.10.6°+0.2°.13.3°+0.2°.15.9°4+0.2°.23.6°+0.2°,
24.0°£0.2°;

[0085] L 7YT1:9.3°+0.2°.10.2°+0.2°.14.0°%£0.2°.15.9°+0.2°.17.9°+0.2°,
24.1°£0.2°;

[0086]  JFEAUVIT:11.7°+0.2°.15.1°%+0.2°.15.9°+0.2°.17.9°+0.2°.20.1°+0.2°,
21.8°+0.2°,

[0087] = (1) Aot &0 S AL A8 FCu-Kadg 5, LL20 F B R X - B 28 R AT 5, 40 1)
TELL T AL B A R R -

[0088]  JF47T1:9.0°+0.2°.10.6°+0.2°.13.3°+0.2°.14.3°+0.2°.15.9°+0.2°,
18.0°+0.2°,20.0°£0.2°.21.3°+£0.2°.23.6°+£0.2°.24.0°+£0.2°;

[0089] L 7YT1:9.3°+0.2°.10.2°+0.2°.14.0°%£0.2°.15.9°+0.2°.17.9°+0.2°,
20.8°£0.2°.23.0°%£0.2°.24.1°%£0.2°.24.8°+£0.2°.27.7°+0.2°;

[0090]  JAAYVIT:11.0°+0.2°.11.7°+0.2°.13.8°+0.2°.14.3°+0.2°.15.1°+0.2°,
15.9°40.2°.17.9°4+0.2°.20.1°+0.2°.21.8°+0.2°.25.6°£0.2°,

(00911 X (1) Bt & &5 8,

[0092] 2T 2R A6 B I HT R TE 180 - 220 °C Y | P I #4

[0093] S AUTTH Z R B I BT B 75 195- 215 C i PO IR 345
[0094] g RUVITH Z /R E A BT I AE165-205 CYE Rl IR #4.
[0095] = (1) Btk &9 db 2L , SLARRAE 43 I 7E T

[0096] R R TILX - S Bk AR AT 5 1 an ] 1 o

[0097] R R TTHCX - SRF 2oy AR AT 5 I 3 e el 3 o



CN 109563035 B ﬁﬁ HH :I:; 6/16 11

[0098] AR ZMVITHX- S EHn RATH B3 anE 107

[0099] AUk BHIRFRAL—Fh M GV, iR 29 &9 & A Frid =X (D) st &40
i R BTG e Y, FNZ AT B2 sk, oA B R A B RR R R T T VI TE A A

[0100] AU BHETIR I 232064 » Fo A Birad 1 & 284 DL 4 (1) JE SRAZ A« BN IR T £
BT TTVITEHH A & EAMET94. 5% 843595 %6 813596 %6 8L #4598 %6 B 99 % , il 47 7E
DFL15.5% 215% DT Z14% DT 212 % 50 T 201 % 1 A5 IX B 44 RS (H AN PR
T AR = B AT 22 1) SR AR TR TR RN/ B AN A TR B AR5

[0101] AU BRFEAE (1) B s tb &9 10 & B RN — ik 22 i 24 A Fn /B B2 R 24
RG], HoR 2 BT sz AT — R A B IE 2 =X (D) Bt &40 g 2 mT DL —F
B 22 P 2 FH AR 1 R 25 4 170 o BT I8 140 245 0 sk ) DR A P 0 R 7], T DL AR B
i 18 Aheh 2555 7 30t F T 75 BX MR YT 0 B T T ARES 250N, m s R A [ A 1) 751
U5 JBE B FLFR R 7745 5 v o) e 10 AR i1 751, a1 AR A ) 1 IR VR B 7] W
IS T 8 A2 29T, m il By 568 771, 038 A S5V 3 S 0 TR 2R 3 S PR v
FIREFE . HT B 250, vl i sk 702 . T 4 lili4h 251, vl i) i N\ 77 B2 155 25 77
55 T JRIER R Bz 25 245 I, BTl S 38 791 B0 7R e 70 < B TS ) K 71 Y T o R N
TRV o 3 e 1) 7R T DA e B v, TN N2 P A A T 7] 28 7R B TR 9 A R B
T ] £ 1T i o FE P BT IR SR T B 4 R T T LT T VI A A

[0102] AU BIRFEAE (1) Brs b & 910 & BLLE H1l £ 6 77 R0/ BB X DU 36 3R SR 259
AR TR AR/ BT 247 B A P S 0 1) 24 47 P TR S P HR BT IR 0 DU PR 2% 2R 245 ) UK B AN/ B
2T B FR ) G2 S IR E B s AN L 22 R B AT DA R A U 38 R 24k SR TT
A0/ BT A oA R R T B RE R T T VITE A A

[0103] Ak BN (1) Frontb &0 b BB 6% B Y6 77 A1/ BT B  DU 34 2= SR 25 1) sk 1)
P 5 %o DY B 25 2 24 W AU 1A 5 0 L B e (91 G 7 5 IR AR SRR , P 9K B PR 2 i, BV A
SERR 5%, B WG T A B J LB DY IR Ak A i 24 PR JB ) JehE B PR AN &k IR T
DL FH DY PR R A A P36 97 A/ BT 1 L e 80 « A B =X (1) B A6 &9 0 it Y 40 o %
J7 BB vE PR AR S I BH M L B M B B R A AR A S R A R P E T BA
B 25K 8) 115k

[0104] A (1) Bt &0 & B 5 B E A B AL, A DU AR A

[0105] (1) A& (D) Bt S s BT TT VITa A & Fa g i, Horb R T T T
Fare MU T R VIT, W R TR e e M T T T

[0106]  (2) AR (1) Froatb-& s BT T VITE LA &, v BV 7 /b, 3P g
R

[0107]  (3) AR LAY (D) Fratb &0 BT TT VITE A A, B4 L AF , =
Fog , S N2l i MRS E , 5 T AT OB Tl A 7=

[0108] Ak REI (1) Bt SRR T 1T VI T A A A A 7E T B E i
TNRSE P IR R P A HE 2R IE A T I R AYG T 7)Y s R AR S AE T W) B o 491 tn 25
TR s N DS e R A2 <3 IR Y530 G 1| e 1 | i O 8 S G297 A5 N TR A S E 579 N
B anX - 5 LR AT 5T AT 2 L TRV 2 L A0 BT A 1 43 B 0 5 o

[0109] L&) & LB M AL & I T A v R AE W R S Ak S RN B e 1

9
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BVE R AN AT 4 1 DL S R T AR A W 25 7 i 2 A AT (Knapman, Modern
Drug Discovery,2000,3 (2) :53) o K1, il 24 A1 17 DL ATy 27 b e 1 i AR AE ) VB AR
EAEHE R AR YRR R E

[0110]  E A S ARV B AL 22V 5T i AL S 01 e AU 3 i YA S ISR 25 T K B
A R BRI 2V ol 0 - 25 5 AT AR & 6 it P ARIBGAR 7KV ME 6 mT LA R
A GRS E 1 7 B R 1 ok AR MR SR A AR R 2R | [R] o e A A T X TR 1)
TR CR AN K AL T NARK 22 4125 o BT AR5 BEAE S2 9] B JR o 2504 i B AR A 34
(01111 AR K Q) st &R S B T T VITS A &, A e A Em
i R TEIR (crystal morphology) « AT EZE M It B0 AN 2 R v 5% B ki A2 fa e v Vi
PSR X (D) Bl &4 il £ e ) 770 A i 48 AT AE 0 R0 FH RS A 2 1

[0112] AR FrRR= (D) Bt & s BT TT TTTV IV VILVITWVITT R TG € R AE
— B SN DA B AL AR IR TR T A T A BT AR T T AR TV SR 2V Y
VIV BRIVIT. S BIVITT S e 2 A R R o

[0113] TGy TEAE oK £ G Hh 2% 5 BXC7E DU S MR 2 465 it ) 75 284 T

[0114] TGy T AE F B v e il 15 A AU T T

[0115]  TEAELIESKEEBINL -4 LR R 0-70°C I B HIfS A BT 1T

[0116]  TEEAELNES/KELFIN : LITR A 70-90°C H e il 15 & LTV ;

(01171 TG TEAE LR 7N R R e 45 dn VI T

[0118] SRR TTIAE /K LM H R Pl dh 2T

[0119] QAU TTT RS ) il 45 an AUV T,

[0120] R AYVITHE F b B 45 o A5 i U T T

[0121] AV VIFVITI S5 $145 0 € T .

M3 15 BB

[0122]  [&]1: 30 (1) Bt & 0 24 TR XRPDIETE
[0123]  [&]2: 30 (1) st &4 an 2L TR DSCH 3
[0124]  KE3: 50 (1) Frionfb &4 2 T TR XRPD P 1
[0125]  [&]4: 30 (1) st & s 2L TTDSCIEIE 5
[0126]  [&]5: 50 (1) Frontb &5 T TT T XRPD ] 3
[0127]  KE6:30 (1) Fionfb &40 B TT T DSCH 1 ;
[0128] P& 7:50 (1) Fronfb &4 2 TV XRPD B 1
[0129]  [&I8: 3 (1) Bt & 4 ih 24V XRPD T 5
[0130]  F&9:30 (1) Frnfb &4 2 VI XRPD B 1
01311 E10: X (1) Pt &40 VI TR XRPD ] 3 ;
01321  E11: X (D) Bt &4 24 VITHIDSCH #E ;
[0133]  K12:3 (1) Frontb &4 68 Z4VIT T XRPDIE] 3 5
[0134]  &13: X (1) Bt &40 70 & B XRPD ] #E
[0135]  &14:30 (1) PR & BT S T T R A T T T S A TV SR BV S VT L S VT T
i VITT S TG T Z (A ) i Ah ok BRI, Hodr

10
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[0136] 1. FIEE Pl FHEE 57K (1:1-9:1,v/v) BRI SV 22 5%
[0137] 2. Z 5B DY SR i R 5

[0138] 3. Z M5 E/KMEINL -4 1 HIVRA AR UG

[0139] 4. 2 5/KELBIN9 L 1R TR Aridioh e %

[0140] 5. Z PR N e HWE s

[0141] 6. &1V TSNS 45 A B AE S TV SR IR 07 TG SR 2R At Tk L 1, 3 - - FR i
IR FR o A R 1, 3- — FR IR e b v SR £ 5 S 5

[0142] 7. DU 5 28R (111, v/v) IR EETRP 285 A

[0143] 8. hn#AT-Jd.

[0144] Ak BH BT i 2R 0 2 18 0K B ] 4 FH /D s 3 R B e 5k o

[0145] AUk B BT AR B 2 8 & A 1 -6 i 7 1 B B FG R B B T S A I T
B 5 TR IE T BE KBS CEE2E

4, B{ASLHE

[0146] DL 38 ik 5 jih ) 7% 2 1) FL A S it 77 2, 56 AR BRI Ol N S AR E— 28 (R PR 48
BH o AELAS B4 G B A 9 AR i B 0 = R ) S LA PR - DA St ] o FLIES T A B B Y 2%
B SR ) F AR 3 J T A BRI TE L

[0147]  sEZJitif5]1 (4S,4aS,5aR, 12aS) -9- (3-FHILXGA[3.1.0] O hi-3-FEFF3E) -4,7- X (=
P 3E) -3,10,12,12a-PUFedE-1,11- —%4R-1,4,4a,5,5a,6,11,12a- )\ A I DY ZF - 2- H ik
& TG € TE 1) il £

[0148]  Z &L FIW02013013505A11C 1 J7¥2& H (4S,4aS, 5aR, 12aS) -9- (3- E AL
[3.1.0]C%E-3-FEH ) -4, 7- W (CHEIE) -3,10,12,12a-PUFEIE-1,11- —4H4%-1,4,4a,
5,5a,6,11,12a- )\ IFFVUIK-2- FH Bt f&8g K it & 7 84.8% »

[0149] K8 fh¥E T 1.5LKH , NN =4 LR FpH=2- 4% f# J5 IN N Z /K pH=6.5-
7.5, EFEJE H (1% TFA/7K) / £ (6 %) 44 F il 4% 70 B8, WO B &5 7 Wi o « /K AH R A B AL Al K
ETREPH="7.5~8.5, R FF /K AR E25-30°C, F “ A eI =k, “& M EIE. &
H B AR IR 4 N IE B e B R 2 0~5"C it ££10-30min, g€, BRI A3 . 17g, & &N
87.7% , 445 °H96.2% .

[0150] 737 3(:C,\gH, N, 0,

[0151]  'H-NMR (CD,0D,400MHz) 8:8.48 (s, 11) ,4.54 (brs,2H) ,4.22 (s,1H) ,3.65 (brs, 4H) ,
3.46 (m, 1H) ,3.35 (s,6H) ,3.25 (m, 1H) ,3.10(s,3H) ,3.05 (s, 1H) ,3.00 (s,3H) ,2.60 (m, 11]) ,
2.37 (m,1H) ,1.87-1.97 (m,2H) ,1.68 (m,1H) ,1.07 (m, 1H) ,0.78 (m, 11]) .

[0152] g 74 & &m0 (4S,4aS,5aR,12aS) -9- (3- &R [3.1.0] Cht-3- FLHIEE) -
4,7- (- HFEIL) -3,10,12,12a-PU¥23E-1,11- —%fX-1,4,4a,5,5a,6,11,12a- )\E I DY
RK-2- B Z I T e T , AR IR 22 T A T2

[0153]  #X (1) B tb SR a4 TT (B8 895.6%) ¥ Tid & & ki, 7E0-5°C i
AN IEFEGEAR 2, B4 30min, e, Bl A B2 T A X (D b &ML e (5 &k
93.3%) »

[0154] X (1) Frntb SR 24 IT (B &EN97.0%) ¥ Tid & & ki, fE0-5C i

11
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AN IEFEGEAR 2, B b 30min, e, Bl A B2 T A X (D itk &M e R (&N
93.9%) .

[0155] ¥ 5X (D) Frsfb & e U TT (B 8898, 4%) I T ia & & W ke , 7/£0-5°C T
AN IEFEGEAR 2, B b 30min, e, Bl A B2 T A X (D itk &M e (&N
97.1%) »

[0156]  [&]4& FHXRPDFRAE AL E L , tnE 137 o

[0157]  SEJitif52 (4S,4aS,5aR, 12aS) -9- (3-FEXGA[3.1.0] Cki-3-FEHF ) -4,7- W (=
L) -3,10,12,12a-PUFHE-1,11- 4 48-1,4,4a,5,5a,6,11,12a- )\ A IfPU 2K -2- FIfE
J f R TR il

[0158]  f skt 451 1 i) 2% Pr A5 2K (1) stk &€ 0. 5g (5 &87.7% , 4l i H96.2%)
B T5nL 2 iEEiomL THEH , IN# 55 CHiidE0. 5h, 1 € , 15 2 (1) B 44 i B T B4 F 146 50
CHEZTEL2h, AR BT S ENIT. 0%, A N98.2% .

[0159]  JBYTHX- S0 K ATHT (XRPD) K% B 1 s, Herh B S -

20 A (°) dfa (%) R (%)
9025765 979798 38.74
10.586120 8.35704 100.00
13.306510 6.65401 43.61
14.277980 6.20339 3116
15.716330 5.63875 55.34
15935210 5.56179 53.43
17.646390 5.02613 19.96
18.039520 4.91747 31.42
19.985140 4.44292 30.34
21.261890 4.17892 28.80
[0160] 55 4521090 3.96000 28.54
23618520 3.76702 35.07
23.966900 3.71305 58.77
24.727390 3.60055 24.17
26.599820 3.35120 421
27485250 3.24522 623
28.370430 3.14595 491
31601690 283126 2 64
32827100 277832 6.5
35.731580 251203 8.09
6550010 245852 4.56
39.204720 2.29288 6.57

(01611 30 (1) Bl &P BT DSC R i I 2 7w

[0162]  SEJitif53 (4S,4aS,5aR, 12aS) -9- (3-FEXGA[3.1.0] Cke-3-FEHF ) -4,7- W (=
FEJE) -3,10,12,12a-PYUERIE-1,11- ~%4R-1,4,4a,5,5a,6,11, 12a- \EJFPUZE-2- Tk
i R T T £ 1) 4%

[0163]  Jy ikl A5 fta il 14 Fr g (1) st S TCE 1. 0g (87 7% , 41BN
96.2%) , ¥4 T-10mLH FEr, 55°C R 841 - 2h, 1 U, 45 20 10 [ AR CE T B T AR 50 C K
A1 20 A3 AT, &8 N94.5% , 4l 96.4%

[0164]  J5 %2 A5t 1) 4 A3 (1) Fs b S TCE 1. 0g (887 7% , 41N
96.2%) , Z k4G, BT 1oL, 55°C FHidk1-2h, 3, 2B 31 EAA R E T E15 T

12
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FEAE AR50 C A TR 120, A3 AT T, 58 N98.4% .

[0165]  F7¥E3: TR (1) Frsib &4 15mg B T 3mL /NS ES % /Ml S T 20mL k3%
FERPN , KBRS 2 AmL F B IR B 10K G, AR A AT T,

[0166]  J7iEA: ¥ Frfe X (D) Frntb &4 15mg B T 3mL /N, 3% T°0.6mL THEH , K 1%
ANHLE T 20mL KB B P, KBS AmL 1E P e » 3R N TRCE 4K, M H A, o g 15 i 7
1,

(01671 ATLTTHIX- SRy AT AT (XRPD) I P 3eh s, Horh S 500 F
20 A (°) dfa (%) A (%)

9260124 9.55053 32.36
10.219830 8.65573 100.00
13.957680 6.34502 30.22
15.906220 5.57186 67.00
17.867450 4.96444 3345

[0168] 20.822590 426608 21.68
23.047770 3.85900 22.73
24083840 3.69528 40.93
24817680 3.58766 14.67

7666960 3.22432 4.69
34.791430 2.57865 4.46
36.987580 2.43043 2.36

[0169]  SLjitif5l4 (4S,4aS,5aR, 12aS) -9- (3-FEXGA[3.1.0] Cke-3-FEHF ) -4,7- W (=
L) -3,10,12,12a-PUFHE-1,11- —%848-1,4,4a,5,5a,6,11,12a- )\ A IfPU 2K -2- FI ik
Feim BT (Z G ) 1 i &

[0170] T3y 1 - ¥4 S ) 1 i) £ e 49 20 (1) P g A& 4)500mg (5 &87.7% , 46N
96.2%) , BT ZHERK (111 KRBT, 5°C R t#E2h, i i M AT, &8 890.1%,
SR N9T.T% o FeE P25 S R LA ads

(01711 J5ik2 4 St ) L) 4 B 455X (D) Bros 6 € B & 716 . Img (5 297.1%) , BT
0.15mLZHEAN0. 15mLK VR -G+, 5°C M HidkE2h, I JEfF 5 U TTT,

[0172] SR TTTIMX- 5 2ok R AT (XRPD) B3 4 5Hh Bz , DSCIE] i an &l 6 ffr 7, Hovr 32
BHWT

13
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20 A (°) dfa (3%) ZE (%)

3.687313 10.17893 27.52
9.534775 927603 57.43
10.907640 R.11142 39.04
11.659660 7.58989 100.00
12.693860 6.97375 48.44
13.549430 6.53526 43.82
14.368000 6.16473 17.17
15.326080 5.78144 21.57
16.603930 5.33926 64,78
18.088170 4.90436 18.77
19.776820 4.48924 44,02
20496670 433318 76.31
[0173] 22.142080 4.01475 53.89
23.105800 3.84944 27.66
23.494860 3.78657 41.85
23965170 3.71331 21.43
24 828240 3.58615 5.35
25.543780 3,48730 27459
26.341220 3.38351 24.53
27.295890 3,26730 51.68
27.651590 3.22607 47.77
30.106550 2 96817 11.96
32.005070 2.79649 17.76
33610130 2.66653 8.05
35.313900 2.54169 18.90
16.611660 245452 14.25
37.342910 240812 15.87

[0174]  SEJaf55 (4S,4aS,5aR, 12a8S) -9- (3- A MIA[3.1.0] L he-3-FEHIE) -4, 7- 3 (=
R L) -3,10,12,12a-PUseHE-1,11- %8 48-1,4,4a,5,5a,6,11,12a- )\ A IfPU 2K -2- FfE
i e R TV ) 1) 4%

[0175] ¥ st 9] 1l & B 793X (U B 6 e 244k & 915mg , B T°0. 9mL ZFE A0 . ImL/K ¥V
EIEHH,80°C i HE2h, I AT A BTV dn M IVANERE , M 22

[0176]  GEAITVAIX- 528 R AT5F (XRPD) B3 W& 7rh Fros, Horh RS Hn R -

14
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20 A (°) dfa (%) RE (%)
6.822 12 946599 100.0
7.168 12.32168 6.5
2013 9.80423 8.3
9,995 8.84303 1.0
11.112 7.95586 39.2
11.779 7.50736 16.7
12.338 7.16824 9.3
13.037 6.76547 5.3
13.887 £.37191 16.8
14.859 595719 13.8
15.143 5 84613 71
15,935 564940 14.6
16.560 5.34236 7.8
17.601 5.03492 19
18177 487656 124
18.867 489985 7.8
19.100 464303 8.7
19.843 4 47078 13.6
20.082 441808 20.8
20.453 4.33877 18.9
20.862 4.25457 49
21472 413512 25.6
22332 3.97776 71
[0177] 22,592 3.93260 3.6
22.887 3.88253 8.9
23,369 3.80350 7.3
23.770 3.74034 8.1
24 069 3.69447 7.8
24.488 363213 7.0
25,576 3.48007 4.4
26.576 3.35140 7.0
27 561 3.23374 57
28,205 316138 4.8
28.526 3.12656 5.2
29.936 2.98239 7.5
30.269 233032 5.8
30.752 2.3051 49
31.668 2 82316 45
32.258 277281 47
32,645 274087 4.2
33.946 2 63876 47
35.371 253563 44
38 014 236515 4.7
30 190 230080 4.3
40111 224622 46
43 500 207876 4.4
44 106 205161 4.1

[0178]  SEjf5)6 (4S,4aS,5aR, 12aS) -9- (3- A XWIF[3.1.0] Chi-3-FH L) -4,7- W (=
gﬁi)—B 10,12,12a-Py¥pdE-1,11- —%4%-1,4,4a,5,5a,6,11,12a- )\ FF:PU 2K -2- FH
i UV (28 5 A g Vs A9 1 il 4

[0179] J3iEL RS 1 2% A A3 2K (D Frsib & 914 8mg, %10 7ol THEAAO . TmL 2, B2

S AlEH, 5 CECEIR NSRS R Gt A, i i1 S ALV .

[0180]  JvE2: ¥ st 1 ) % B9 3K (1) Pk & 4915mg , ¥ 11 . OmLTHF A , 28 J5 3 N 4mL

TR ST TG A o Ak 3ok 984S AR T

15
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(01811 VX - Sk AR AT 5 (XRPD) [ a8 rh i, Jrp SR T
20 A (°) d1E (3%) %R (%)

4.727485 18.69238 4.86
7.095715 12.45813 16.14
9,727849 9.09236 100.00
11.846180 7.47080 1217
16.491390 5.37545 14.44
(0182] 17.883960 4,95989 56.77
19.183180 4.62681 33.32
22.061500 4.02924 39.41
23.092320 3.85166 }5.52
23,754860 3.74571 4579
24.895740 3.57658 11,30
37.480630 2.39958 4.29

[0183]  SLJitif5]7 (4S,4aS,5aR, 12aS) -9- (3-FEXGA[3.1.0] Cki-3-FEH ) -4,7- W (=
L) -3,10,12,12a-PUsHE-1,11- %8 48-1,4,4a,5,5a,6,11,12a- )\ A IfPU 2K -2- FI ik
Ji& fi VT (G B A A) 1 i) £

[0184]  J7yk 1 st 1) 5 B8 =X (D) B &4 15mg i 10 smL & 4, =il T 221
FERATH ARV,

[0185] 5 ¥2: 44 St 1 1) & 49 2K (1) Frn b 64916 . Img, BT 3mL N ES i, 35 T
0. 8mLE T, K 1% /N B T 20mL RIS N , K ILIF A AmL 57 A B B E BEbe » % i T I3CE
4R, B A A S 2V T

[0186]  J7k3: ¥ St g il £ B 152X (D) B &4 15mg (G U TT) , B T 3mL /NI
W4 1%/ N E T 20mL I BB A R IR A AmL S S i N B 10K G, B R SV,
[0187]  J5yka K3l (1) Bt & 4015mg B T 3mL/NBE B, N0 . SmLEG 1A R, AR 5
N2.98mg TEARM T, RN 22 M 4% A AT H E A AV,

[0188]  J7yk5: K3k (1) Frontb &4 15mg B T 3mL/NBE B, N0 . SmLEG & R, AR J5
AN3mg 1,3~ F JEBRPenbk FH e R 25 , 25 T 22 12 4% R AT H A O d TRV T

[0189]  FATUVIFIX- 5 2Ry K AT (XRPD) RS 9rh s, Horp XS F -

20 A (°) dfa (3%) ZE (%)

7607313 140320 SR 12

15.457590 573255 100.00

15.909050 557087 43.32

17.196630 5.15655 34.40

[0190] 17.976590 493454 29.9]
19.542360 4.54257 56.79

20640680 430208 32.34

21.224630 4.1%618 40.47

21.974070 4.04507 28.99

20474920 3.03053 13.31

[0191]  SEJEf58 (4S,4aS,5aR, 12aS) -9- (3- AL MIA[3.1.0] Che-3-FEHIL) -4, 7- 3 (=
L) -3,10,12,12a-PUHE-1,11- —%44fL-1,4,4a,5,5a,6,11,12a- )\ A IFPU K -2- FI ik
iz e IV T 1) 4%

[0192]  J7ik1 - st fsl 1) £ Fr 3 20 (1) B o A& 916 . Img, B T°0. 15mL & fiE 1
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0. 15mL/K VR EER T ,5°C FHtHE2h, I JE G 7E B R 18 s IV T,

(01931 J5vk2 K s jita s il 2% Fr 33X (1) s &9 15mg (i 1T) & 0. 8mL 4 FEA10 . 2mL
K (ACN/H,0,V/V,4: 1) IRE R, il R B, 1 38 J550°C F B2 T 2h fa , [ 44y i B2
VI,

[0194]  J7y%3 ¥ st 9 ) & B A5 20 (D) B tb S0 BT T AE 2SR TR 5L TV T,
[0195] S UVITHIX- G2k RATH XRPD) B3 10 B, ok E B S50 T -

20 A (°) dfa (3%) ZE (%)

LLOORYTO 503698 20.09
11728880 754525 62.33
13.794880 841953 30,30
14.308280 6.19032 30.51
i5.145890 5.8498] 69.50
[0196] 15.873440 5.58329 4753
17.911120 495243 100.00
20133590 441049 3248
21 BIEEY0 407164 34.86
24512310 3.63165 12.97
25622940 347670 14.08
26.747930 333298 13.74
37385250 2A0548 492

[0197]  Sjiafs9 (4S,4aS,5aR, 12aS) -9- (3-F LA [3.1.0] Cke-3-FLHIE) -4, 7- X (=
L) -3,10,12,12a-PUFeHE-1,11- —%848-1,4,4a,5,5a,6,11,12a- )\ A IfPU 2K -2- FI ik
Wi BIVITT (LR 57 A BR i A ) () il £

[0198] ¥ st 1l & Fr 193X () Fin b & 415mg CEE ) B T InL AR N+ ,5C R
PikE2h g, I RS AR e s BUVITT.

[0199]  SRTMVITIMIX- 5268 RATHT (XRPD) Bt 12t o, Horh RS Hn T -

20 A (°) dfa (3%) %E (%)

4.819580 18.33540 11.85
9.734203 9.08635 100.00

[0200] 14.642940 6.04959 2.19
19.602850 4.52869 6.36
21.998290 4.04067 0.70
24522330 3.63019 0.51

[0201]  DANIE I To R 2 L & it R AR PR St — 2D M) i A AL S 0 s OR , (HA
R SR A N A K A SR TSI mBOR

[0202]  SLI il AR WAL EYITE5E 1 S A% i R R A 1

[0203] {2 (D) Frostb ST E T i BT S BT A B VT T i iod i e 91 i 45
[0204] Sz DA 206 5 5 2 A'F

[0205] i ik ds - K3 (D) Fron b & WTC € B T R LT T L B VI TP T Bt 19 R
MM, /£60°C £5°C oM FIE 14K, 703 T 97 L4R B, ME X (D st &V &=
ANALLE , 50K FIAE A HEAT LE R

[0206] ik ds - K3 (D) Fron b EWTEE M B BT R LT T L i VI TP T Bt 19 R

17
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[, 7E25°C £2°C \RH75% +5% ,40°C =2°C \RH75% £ 5% 2 FIE 14K, 45 5 T 457,
VARIUEE, W =X (D Brs b &0 & | AL, 50 R IET .

[0207]  JEREEE K (D) Fron b B e T R B T R BT T BV TP T v 14 3R
T, BOERRAE A, T B 94500Lx £ 500Lx 564 FIRCE 14K, 70 5l T 287 AR BURE , Il e
(D) FIas b &R & B A, 50 RSB TE .

[0208] 2 44 R v [ 24 B20 1 O Pt S5 VD s 0R AR €4 350 , SR B AMR I 1EAT I 5E

[0209]  4fi i - 2 [ v [ 24 B 20 1 O P s VD i 80 AR €8 1% v, SR T ARUH — A AT
[0210]  {REGZE R LR R,

[0211] 1 (D) Fronfb & W70 % S i B 5 M ] 2500 25 42 45

FEH S| S| | i A VIT

Ky wE A WE  AE W%E  AE HE  AF
RIS

F 2 (%) (%) (%) (%) (%) (%) (%) (%)
/ 0 X 98.0 97.1 98.2 97.0 96.4 945 97.4 95.8
. 7R 958 945 97.9 97.7 96.1 958 96.8 95.2
&= 60°C

14 X 943 90.5 97.7 973 96.0 96.0 96.2 93.6

[0212]

25°C 7R 97.1 98.7 98.1 97.2 96.3 95.9 97.1 96.1

IT5%t5%RH 14 X 96.7 93.3 98.1 98.2 96.2 96.1 97.2 95.8

40C 7R 94.9 94.7 98.0 974 96.2 96.5 96.4 94.6

IT5%t5%RH 14 X 929 89.6 97.8 975 96.1 96.1 95.7 945
P %
45001x+5001x

[0213]  HHikEe &b SR nr A, 20 (D) it &8 o€ TR AE sl s FOG IR 2644 T, & &
Al A R , R B0 (D) Frstb &R e e e A E (B (D) B & sa 2T 1T,
VITAE Sl mR G BRI 20 S Al B AR AL AR /N, R (D) st &R0 s YT
LT VITR AR R A e v, 8T 25 5 0 6 & A8 A7 AniE i, 58 R T PRAE 25948 FH 1A 25 i
e,

[0214]  SEEGfHI2 AR A4 A Yen BT T, dn B TVE) RS € 1

[0215] {45 - 2K (D) Fronfb & B T T i BY TV < Jd sk S it 51 1 455

[0216] g PRI 2R a5 =% 42 % A

[0217] iR S 2 (1) st S0 BT T L B TV P40 T T8 ek 44 26 1 I, £E60°C
E5CHKMTFIHELSR, 73T 25 IS REURE, e X (D) frstb &P & &g, 50K
R S AT L5

[0218] iRk - 2 (1) stk &9 en BT T L B TV P4 T T8 vek 44 28 1 L, £E25°C
+2°C.RH92.5% +5% ,25°C £2°C .RH75% +5% ,40°C =2°C \RH75% 5% 41 NI & 15
K43 T 285 15 RKHUEE, Ml =8 (D) Bt &9 & s i, S50 R R g T Eh 8
[0219] SRR 2 (1) stk S0 BUTT R B TV P40 T e vk v 28 L, &% IR
FEWN, T IR N4500Lx = 500Lx s A R B 15K, 73 il T 555 L5 R BURE, e =0 (1) P&

14X 929 85.0 98.1 97.8 96.2 96.1 96.6 95.7
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VIR & B AL, 50 R KRG HEAT EL .
[0220] &« 2 i Hp ] 245 3120 1 OFR P 53 VD iy 0GR AE €355, SR P AMR 30T I 2
(02211 252 - 42 [ o 6] 24 L 20 1O fie R SR VD iy RGBU E ik , SR AT AR A — AR AT UE

[0222] B &h - WAk2,

[0223] %2 (D) Frostb &¥d A

R R 2K 6 2 2 46

g A 11 an A IV

5% B 1 A 2% 2F%
/ 0 98.4 97.0
(0224] 60°C 15 97.0 88.6
4500Lx+500Lx 15 97.8 74.6
25°C/RH 75%+5% 15 98.3 93.1
25C/RH 92.5%+5% 15 96.7 90.3
40C/RH 75%+5% 15 98.0 74.6

[0225]  pyiskae 4 R T 2, 2K (1) Fros A &0

IVEE R i R ADE IR A 264 R, 30 (D)

Pt & i & AR, M3 (D) B b &Y fb BT TR miiR R A2 T
) Frastb &Y & BRI, R (D) s te SV RTT S S ATV, BA
e PRI RGUE 1 (5 24 it B 1) A7 Rz A, SR ORAIE 259 6 FH R AT B P AN 22 2
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mFﬁ' 1218-1-2.raw - Type: 2THTh lockad - Start: 1.000 ° - End: 44.987 * - Step: 0,000 ° - Step Ema: 185
Operatom: Smeoth 0150 | ¥ Scale Add 204 | Background 1.000,1.000 | Impart
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