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(57) Abstract: Disclosed in the present invention are a salt form and a crystal form of a
thienopyrimidinone derivative and a preparation method therefor. Specifically, disclosed are
a salt form and a crystal form of a compound of formula (I), and a preparation method there-
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— R Iy R B AT A M ) SRR A A

AR EFRIN T RSB

CN202210984344.5, HiEH 2022 408 A 16 H.
BRI,

AR BB S — Py I e B AT A ER A R s v, B ATF T (D AR
fi B e H A 7
HREAR

T A I S 0 R 5 P R R R B IR o IR T B DA A, 5 R R RRE A SR IR A 18 P 2
BRI, W&, ANEAEE, HRE, T5ER, HANREREEARZ — ZERINARH 2 FEERZ
WK, BIFERZ, B8 RMES N, /R, 2021 ELERAH 176 (0 kM BE T EWBES AT,

T ENERAAER AR R AR B A, HAILE] A SRR, RZWEIT 7 R 4t 1 I MR
TP, ELRERIE, SEMNERTEL. BT NAMEES NS ERETAY . 2BEE. B0
P4 25« AR VERR BB OE (GnRHD Wiah 55 . Horb 1 ok 4 2547 K =2 2 — BI04 22— B 3 e
R, ZER NG R 5 R ERREEIER, FlRABENRPIEEFESA, EERRBERRNE A
WARIEA .. 2B GnRH ZABEhHSHE TS WAEET 2 -, D IRRc: . FIAL, 4R
Zypiee . REERE DA AR U A e 1R A5 1 R

GnRH ZAFSPIAE L TS 454 GnRH 221k, BB GnRH 552454, B RAMHI T -2 - 00 5
B, SETAD ) SR R E EAR A IRER W, BRI RO, R, RIFER N, BET, NT GnRH
SRS PRI R AL T i e i O RR T S 56 BT Elagolix 22 4k, 2020 4F 12 A FDA #ik#E 7 58 5 /N7 Dk
FEPIF Relugolix 25— NAFIRST BRI ZUIYE , Y007 T 2 DURIMERE DA EH AT, FENER
AORE CENIGR =3, 8 = AMEHLF Linzagolix 777 T 5 P B S ADRE AT 5 IR (1035 RORE 2y U Il PR
=1,

ZIHME R R B A W B SRR e, —ARCRUG, TOE B I R R
s, ARG RN, Bnfetz, HEid, Sk, iERMESESE. HAh, Ao T st
1 RS RIS ) w3 DIAROG, 24 5 A& I BRELE TRl #h J5 Re W S VA AR, RIS 2 e Al i) 24
Yoyt i iC e F B W or g indeoe ik, I T FRIEH . Fik, TATF EIRADIHE TR 2254
ST EER SRR, Rl B RIFRCEME RS2
RENE

KRR TR D AR B A,

(1) ,
A B AL Cu Ko HE 9 X 3 LRy SRATHI IR AE T30 20 fi b BATRMIERT I I 4.62£0.20°, 7.35£0.20°
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M1 18.34+0.20°.

AR —LITET, ER B RBAN CuKe FE5 1) X S A RS EREET 51 26 b A AR EATH
. 4.6240.20°, 7.35£0.20°, 11.45+0.20°, 12.33+0.20°F1 18.34+0.20°.

KA —ETEH, FR B &AM CuKo FE5 1) X B2 RATH EHEE 51 20 f sk BB R ERT 4
I : 4.62+0.20°, 7.35+0.20°, 11.45+0.20°, 12.33+0.20°, 18.34+0.20°, 22.41+0.20°, 26.54+0.20°F1 27.08+0.20°.

AR —LITET, ER B RBAN CuKe FE5 1) X S A RS EREET 51 26 b A AR EATH
I : 4.62+0.20°, 7.35+0.20°, 11.45+0.20°, 12.33+0.20°, 13.75+0.20°, 17.890.20°, 18.34=0.20°, 20.92+0.20°,
22.4140.20°, 25.43=0.20°, 26.54+0.20°F1 27.08+0.20°.

RRAK—EI5%d, Bk B @ CuKo 3&5T 00 X S8 R AT RS 7E T 51 20 M db B A RHERTSY
I : 4.6240.20°, 7.35£0.20°, 9.17+0.20°, 11.45£0.20°, 12.33=0.20°, 13.75+0.20°, 17.89=0.20°, 18.34+0.20°,
20.92:+0.20°, 22.41£0.20°, 23.57+0.20°, 24.46+0.20°, 25.43+£0.20°, 26.54+0.20°, 27.08+0.20°F1 28.810.20°.

KA —ETEF, FR B EAN CuKo FE5 1) X B2 RATH EHEE 51 20 f sk BB R ERT 4
. 4.62+0.20°, 7.35+0.20°, 18.34+0.20°, A/Ek 9.17+0.20°, /8% 11.45+0.20°, F1/8k 12.33+0.20°, F/5%
13.17+0.20°, F1/B% 13.75+0.20°, F1/58 14.34+0.20°, F1/5% 14.67+0.20°, /5% 16.50+0.20°, F1/5%, 17.43+0.20°,
A/EE 17.89+0.20°, F/EL 19.45+0.20°, F/EL 20.92+0.20°, F/EE 22.41+0.20°, Fi/EK 23.57+0.20°, F/3
24.46+0.20°, FH/8Y, 25.43+0.20°, FI/8L 25.89+0.20°, FI/E 26.54+0.20°, FI/EL 27.08+0.20°, F/EY 28.81+0.20°,
/8% 31.69+0.20°.,

AR —LITET, ER B RBAN CuKe FE5 1) X S A RS EREET 51 26 b A AR EATH
e 4.62°, 7.35°, 9.17°, 11.45°, 12.33°, 13.17°, 13.75°, 14.34°, 14.67°, 16.50°, 17.43°, 17.89°, 18.34°,
19.45°, 20.92°, 21.68°, 22.41°, 23.57°, 24.46°, 2543°, 25.89°, 26.54°, 27.08°F128.81°,

RRAK—EI5%d, Bk B @ CuKo 3&5T 00 X S8 R AT RS 7E T 51 20 M db B A RHERTSY
. 4.62°, 7.35°, 9.17°, 11.45°, 12.33°, 13.17°, 13.75°, 14.34°, 14.67°, 16.50°, 17.43°, 17.89°, 18.34°,
19.45°, 20.92°, 21.68°, 22.41°, 23.57°, 24.46°, 25.43°, 25.89°, 26.54°, 27.08°, 28.81°, 30.27°, 31.69°,
33.32°, 33.71°, 33.99°, 35.25°, 36.92°f1 37.69°,

REMM—EFES, FR B @A Cu Ko 585 1) XRPD FiEEA Eanld 1 fras.

AR~ s ®d, R B HAK Cu Ko 3251 XRPD ik, ATHTIEEIRINZE 1 Fis.

%1 R (D BB & XRPD A7 5 ¥

S | 200 I T [cts] AT FE[020] | ANTHIRIEE[A] | AHXSEREE[%)

1 4.6176 7764.48 0.1791 19.14 100.00

2 7.3516 2436.15 0.1791 12.03 31.38

3 9.1718 968.48 0.1279 9.64 12.47

4 11.4452 1679.55 0.1279 7.73 21.63

5 12.3266 2308.77 0.1535 7.18 29.73

6 13.1713 258.23 0.1535 6.72 3.33

7 13.7523 1241.19 0.1535 6.44 15.99

8 14.3445 670.23 0.1791 6.17 8.63

9 14.6676 554.09 0.1279 6.04 7.14
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e 20[°] I & [ets] FEmTE[e20] | ST AIFELA] | AHAS 9 E[%]
10 16.4957 475.43 0.1023 5.37 6.12
11 17.4348 607.16 0.1535 5.09 7.82
12 17.8903 1067.77 0.1535 4.96 13.75
13 18.3367 6232.24 0.1791 4.84 80.27
14 19.4470 463.18 0.1791 4.56 5.97
15 20.9207 1075.81 0.1279 4.25 13.86
16 21.6806 207.64 0.2047 4.10 2.67
17 22.4067 1632.82 0.1791 3.97 21.03
18 23.5677 936.32 0.1279 3.78 12.06
19 24.4607 879.36 0.1791 3.64 11.33
20 25.4287 1234.01 0.1791 3.50 15.89
21 25.8940 788.90 0.1279 3.44 10.16
22 26.5394 1356.36 0.2047 3.36 17.47
23 27.0844 1762.08 0.2558 3.29 22.69
24 28.8123 911.37 0.2814 3.10 11.74
25 30.2663 185.91 0.2047 2.95 2.39
26 31.6866 377.11 0.1535 2.82 4.86
27 33.3166 159.07 0.1535 2.69 2.05
28 33.7081 236.58 0.1535 2.66 3.05
29 33.9866 220.96 0.1535 2.64 2.85
30 352528 119.10 0.3582 2.55 1.53
31 36.9151 171.26 0.2047 2.44 221
32 37.6890 467.62 0.1791 2.39 6.02
KR —AEie 7 E, Bk B BB ZEREMER (DSC) Mz R/RmTE 224.4°C3°CREH IR
W P £
RRBEI—ASLH T SEF, Bk B @A DSC BlEEA R 2 fis.
RRIAM—NEH T EF, FiR B RAEMAESTT (TGA) MiZR7E 150°C3°CH K & 1.12%.
KEM AT EF, Fd B MK TGA FEA i 3 Fix.

ARRHPEIRAL TR (D EWN B AR HIE %, GRS 2R

(a) 70°C~95°C T3 (D) WEMMANKEL ZHE/K RFRLE 1.

(b) PPk 10~48 /i,

(¢) Ty,

(d) JEBHAE 50°C-70°C F 4.
ARPERME TR (D EW C BB, Bk C

5~1:

50) WIRAIEF]H,

BUH) CuKo 85 B X2k R AT E R 51 20
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At BRI AT . 7.18+0.20°, 8.47+0.20°F0 12.84+0.20°.

AR TR, FIR C A CuKo fEd 1) X 240 RATH WS 7 T 41 20 M kb B A RERTS
. 7.1840.20°, 8.47+0.20°, 12.80+0.20°, 15.80+0.20°F1 23.30+0.20°,

KRAM—EITES, R C HEA CuKo FEET X $ 2680 A A7 8 EUETE T3 20 A ib BAFFEAT 4T
I 7.18+0.20°, 8.47+0.20°, 11.55+0.20°, 12.80+0.20°, 15.80=0.20°, 16.96+0.20°, 19.23+0.20°F1 20.12:£0.20°.

AR TR, FIR C A CuKo fEd 1) X 240 RATH WS 7 T 41 20 M kb B A RERTS
I 7.18+0.20°, 8.47£0.20°, 11.55+0.20°, 12.80+£0.20°, 15.80+£0.20°, 16.96+0.20°, 19.23:0.20°, 20.12+0.20°,
23.300.20°H1 26.310.20°.

ARPAM—ETEF, R CRET CuKo fR5 1 X S8 R ITH EIETE T3 20 /A4 B G RAEATH
. 7.18+0.20°, 8.47+0.20°, 12.80+0.20°, FI/EE 11.55£0.20°, FI/EL 15.80+0.20°, FI/E 16.96+0.20°, Hl/ak,
19.23£0.20°, F/8E 20.12+£0.20°, F/5L 23.30£0.20°F1/58 26.31+0.20°.

KRAM—EITES, R C HEA CuKo FEET X $ 2680 A A7 8 EUETE T3 20 A ib BAFFEAT 4T
. 7.18°, 8.47°, 11.55°, 12.80°, 15.80°, 16.96°, 19.23°, 20.12°, 23.30°F126.31°.

AR —%FRF, iR C @A Cu Ko 3851 XRPD EREIEA ik 4 iR,

AR — sz /A, B ¢ S Cu Ko 585 A9 XRPD B, AT IEEEInE 2 A

2 X (D AW C AR XRPD fiTh #dE

e 200°] I = ets] en TR FELA] | AEAS 3 %]
1 7.1836 809.66 1231 100.00
2 8.4748 302.29 10.43 37.34
3 11.5506 135.10 7.66 16.69
4 12.7958 463.54 6.92 57.25
5 15.7963 22983 5.61 28.39
6 16.9615 156.58 5.23 19.34
7 19.2265 135.51 4.62 16.74
8 20.1160 170.60 441 21.07
9 23.2970 187.73 3.82 23.19
10 26.3104 109.49 3.39 13.52

AR Zd, Bk ¢ BEMZERA#MER (DSC) ML ERTE 225.1°CH3°CAEH AT
W PR UEE £

RRWM— i ZH, Bk C B DSC EIREEA Rl s Bk

RRYPM— DT Zd, Lk ¢ BEWMIMESIT (TGA) HiZk4E 150°C+3°CI L E 1.13%.

ARPAM—DLi RS, BR C RN TGA Bl EA Rk 6 frx.

REPERME TR D ST AL S, R AL SR Cu Ko 585 X 5200 R AT 7 T 71
20 AL HAARFEAT ST 7.15£0.20°, 9.13+0.20°, 11.01£0.20°, 21.60+£0.20°F1 22.10+0.20°.

RREPR—I7ES, ER Al S22 Cu Ko F25THY X S4B ARATH RIS AE T 41 20 M4k BOGRHENT
Wi 7.15+0.20°, 9.13+0.20°, 11.0120.20°, 16.15+0.20°, 21.60=0.20°, 22.10+0.20°, 23.66+0.20° 41 24.60+0.20°,
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AR TR, Bk AL SR Cu Ko 4RSI X B2 AR NTH B E T 51 20 MR ARENT
G 7.15£0.20°, 9.13£0.20°, 9.71£0.20°, 11.01+0.20°, 11.81+0.20°, 15.17£0.20°, 16.15+0.20°, 21.60+£0.20°,
22.10£0.20°, 23.01:0.20°, 23.66:0.20°F1 24.60£0.20°,

KRAM—LITES , FiR Al S3H Cu Ko F85) 1 X TR ARATHT RS T 41 20 fi1 ik BH FHAERT
Wi 7.15°, 7.85°, 9.13°, 9.71°, 11.01°, 11.81°, 12.63°, 13.12°, 15.17°, 15.72°, 16.15°, 16.90°, 17.43°,
18.30°, 18.81°, 19.32°, 19.67°, 20.39°, 21.60°, 22.10°, 23.01°, 23.66°, 24.60°, 25.40°, 26.17°, 26.94°,
27.42°, 28.16°, 29.94°, 30.54°, 32.96°, 33.50°, 35.54°, 37.22°H138.58°,

AEAR—%r RN, iR Al S8 Cu Ko 8B4 XRPD [HEEA FnE 7 fias.

ARy R, ik AL SBEH Cu Ko 485K XRPD P, A7 SHIEE ok 3 Bion:

3 (D EW AL FRE XRPD 75 ¥

9 20[°] U 7 [cts] o (R EE[A] | A [ %]
1 7.1547 5243 4 12.36 100.00
2 7.8533 203.24 11.26 3.88
3 9.1274 1827.36 9.69 34.85
4 9.7122 948.46 9.11 18.09
5 11.0148 1270.53 8.03 2423
6 11.8063 707.4 7.50 13.49
7 12.6328 139.85 7.01 2.67
8 13.1169 117.8 6.75 2.25
9 15.166 914.56 5.84 17.44
10 15.717 41933 5.64 8.00
11 16.1478 1192.54 5.49 22.74
12 16.9048 391.32 5.24 7.46
13 17.4283 432.4 5.09 8.25
14 18.3039 341.81 4.85 6.52
15 18.8089 288.82 4.72 5.51
16 19.319 327.77 4.59 6.25
17 19.6703 338.78 4.51 6.46
18 20.3918 419.96 436 8.01
19 21.5978 1663.42 4.11 31.72
20 22.0973 1772.04 4.02 33.80
21 23.0083 849.73 3.87 16.21
22 23.6583 1101.06 3.76 21.00
23 24.5952 1239.79 3.62 23.64
24 25.3972 480.55 3.51 9.16
25 26.1724 184.87 3.40 3.53
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He 20[°] I = ets] en TR FELA] | AEAS 3 %]
26 26.938 342.05 3.31 6.52
27 27416 257.91 3.25 4.92
28 28.16 451.58 3.17 8.61
29 29.9376 222.75 2.98 425
30 30.536 376.26 2.93 7.18
31 32.9615 193.49 2.72 3.69
32 33.4971 163.51 2.68 3.12
33 35.5373 146.83 2.53 2.80
34 37.2248 74.92 2.42 1.43
35 38.5826 49.07 2.33 0.94

o

ARRHERAME T (D WEWHI D S, BTk D FEM CuKo 48511 X 5260 K 1775 S 7 T %1 20
b B AR AERT SIS . 7.3540.20°, 13.0240.20°, 16.1820.20°, 20.10+0.20°F1 21.91+0.20°.

RRIH) -~ R, Bl D @AM CuKo fE5H 1 X S 268 RATS RS 7E 41 20 M A AR EAT S
I+ 7.3520.20°, 13.02+0.20°, 16.18+0.20°, 20.10+0.20°, 21.91:£0.20°, 24.41+0.20°, 25.03+0.20°F/1 27.49+0.20°.

ARPAM—ETEF, PR D SRR CuKo 5851 X S8R5 EETE T3 20 /A4 B G RAEATH
I 7.35+0.20°, 9.36+0.20°, 10.90+£0.20°, 13.02+0.20°, 16.18+0.20°, 18.80+0.20°, 20.10+0.20°, 21.91+0.20°,
22.40+0.20°, 24.41:0.20°, 25.03+0.20°F1 27.49£0.20°,

RRIR—ITE R, R D @SB CuKo fBITHI X 268 RATH WS N3 20 A B A R EfT 4
. 7.35°, 8.41°, 9.36°, 10.49°, 10.90°, 11.55°, 12.11°, 13.02°, 13.79°, 14.68°, 15.07°, 16.18°, 16.53°,
16.77°, 17.83°, 18.80°, 20.10°, 20.75°, 21.75°, 21.91°, 22.40°, 23.45°, 24.41°, 25.03°, 26.48°, 26.86°,
27.49°, 28.45°F129.04°,

RRIR—ITE R, R D @SB CuKo fBITHI X 268 RATH WS N3 20 A B A R EfT 4
. 7.35°, 8.41°, 9.36°, 10.49°, 10.90°, 11.55°, 12.11°, 13.02°, 13.79°, 14.68°, 15.07°, 16.18°, 16.53°,
16.77°, 17.83°, 18.80°, 20.10°, 20.75°, 21.75°, 21.91°, 22.40°, 23.45°, 24.41°, 25.03°, 26.48°, 26.86°,
27.49°, 28.45°, 29.04°, 30.16°, 30.67°, 31.56°F13426°,

AEAR—%r RN, iR D HAA CuKa 384T HI XRPD [FiEEA EE 8 .

AR — i &, Lk D AR Cu Ko 3858 1) XRPD PRt , ATatEEdE s 4 BiR:

#4 X (D WEY D A XRPD #75 #dlE

o= 26[°] U 7 [cts] el A EE[A] | AR [ %]
1 7.3536 742420 12.02 100.00
2 8.4059 193.22 10.52 2.60
3 9.3633 444.05 9.45 5.98
4 10.4885 297.47 8.43 4.01
5 10.8998 382.39 8.12 5.15
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we 20[°] I = ets] e EBELA] | AR [%]
6 11.5534 224.38 7.66 3.02
7 12.1052 196.50 7.31 2.65
8 13.0168 895.98 6.80 12.07
9 13.7880 99.41 6.42 1.34
10 14.6811 192.67 6.03 2.60
11 15.0709 179.33 5.88 2.42
12 16.1836 824.30 5.48 11.10
13 16.5306 419.38 5.36 5.65
14 16.7680 374.78 5.29 5.05
15 17.8279 151.96 4.98 2.05
16 18.7964 576.47 4.72 7.76
17 20.1003 1164.60 4.42 15.69
18 20.7532 126.41 428 1.70
19 21.7468 888.00 4.09 11.96
20 21.9120 1114.17 4.06 15.01
21 22.4001 375.62 3.97 5.06
22 23.4468 218.72 3.79 2.95
23 24.4050 659.41 3.65 8.88
24 25.0309 583.13 3.56 7.85
25 26.4846 360.94 3.37 4.86
26 26.8557 265.41 3.32 3.57
27 27.4917 694.29 3.24 9.35
28 28.4548 221.36 3.14 2.98
29 29.0399 163.18 3.07 2.20
30 30.1629 207.14 2.96 2.79
31 30.6696 154.08 2.92 2.08
32 31.5640 154.79 2.83 2.08
33 34.2623 57.49 2.62 0.77

AR SER T S
WEE FUEE £

AR — > Sty FE

AR I — Sty =,

AR SER T S

o

FIZRAAFER (DSC) & BIRTE 220.0°CE3°CAt B A A

HE

iR D &

iR D SR DSC ERE A I 9 Bk
Tk D SEEIRE HT (TGA) BHERTE 150.0°C+3°CH 2K E 2.05%.
iR D B TGA FiER A L& 10 frx.

AR 7 (D S E B2, AR E FAK) CuKo 5855 1 X 200 R ATH W £ T 51 20
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A BRI AT ST I . 4.49+0.20°, 6.15+0.20°, 13.40+0.20°, 17.26+0.20°F1 26.04+0.20°.,

ARRIR TR, FRE &AM CuKo fE 1) X 240 RATH WS 7E T 41 20 M kb B A RERTS
I 4.49+0.20°, 6.1520.20°, 8.92:0.20°, 11.47£0.20°, 12.3020.20°, 13.40+0.20°, 17.26+£0.20°F/1 26.04£0.20°,

KRAM—EITES, IR E SEH CuKo fE5 X S48 A A7 8 EUETE T 31 20 £ ib BAFFIEAT 4T
I 4.49+0.20°, 6.15£0.20°, 8.92+0.20°, 11.47+0.20°, 12.30£0.20°, 13.40+0.20°, 16.56=0.20°, 17.26+0.20°,
19.03+£0.20°, 21.01£0.20°, 26.04+0.20°F1 26.60+0.20°,

KR —L)7ZEH, IR E S8H CuKa 5B X S 28 RATH BIREE T 51 20 b A FFIEAT S
K. 4.49°, 6.15°, 8.92°, 11.47°, 12.30°, 13.40°, 14.59°, 16.56°, 17.26°, 19.03°, 21.01°, 22.16°, 23.88°,
24.54°, 26.04°, 26.60°, 27.47°H127.96°.

ARRIR TR, FRE &AM CuKo fE 1) X 240 RATH WS 7E T 41 20 M kb B A RERTS
I 4.49°, 6.15°, 8.92°, 11.47°, 12.30°, 13.40°, 14.59°, 16.56°, 17.26°, 19.03°, 21.01°, 22.16°, 23.88°,
24.54°, 26.04°, 26.60°, 27.47°, 27.96°, 30.60°, 31.71°, 33.61°H1 37.65°.

ARM—IET, FiRE FE CuKo 585 7 XRPD Bk A FanE 11 fras.

AR AR — st b, B E AN Cu Ka 585 H) XRPD B, ATSHIEEHE R 5 BT

x5 A (D WEYE SEA XRPD T4 5

e 20[°] e [cts] ARTATEIBR[A] | AR SR (%)
1 4.4892 6698.37 19.68 100.00
2 6.1517 1627.46 14.37 24.30
3 8.9240 741.97 9.91 11.08
4 11.4651 747.07 7.72 11.15
5 12.3004 781.86 7.20 11.67
6 13.3971 923.52 6.61 13.79
7 14.5899 211.88 6.07 3.16
8 16.5557 518.85 5.35 7.75
9 17.2588 1013.47 5.14 15.13
10 19.0287 721.66 4.66 10.77
11 21.0068 738.37 423 11.02
12 22.1602 362.74 4.01 5.42
13 23.8815 306.05 3.73 4.57
14 245384 312.65 3.63 4.67
15 26.0409 791.75 3.42 11.82
16 26.6003 562.16 3.35 8.39
17 27.4661 397.58 3.25 5.94
18 27.9643 336.90 3.19 5.03
19 30.5974 185.03 2.92 2.76
20 31.7122 95.74 2.82 1.43
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we 20[°] I = ets] e EIPELA] | X R [%]
21 33.6097 137.54 2.67 2.05
22 37.6458 91.61 2.39 1.37

o

KRR~ FZH, R E SEREREER (DSC) MLk ER{E 211.8°CE3°Ch A H
W g Ue £

RRPM—ASLiE TR, FiA B aRHA DSC BEEA R 12 Bk,

KR —m 7 Z T, R E SR ESN (TGA) HIZTE 150.0°C+3°ChI K E 2.61%.

KRR —ATHE T ZH, R B RE TGA B A ik 13 fis.

RREPRIEE TR (D G T SE, ik F AN CuKae 3B 1 X SR A AT 3 HREAE 51 20
F b B AEAT ST . 8.20+0.20°, 16.73+0.20°, 21.84+0.20°, 23.99+0.20°F1 24.56+0.20°.

AREI—Le )y, R F A Cu Ko 38510 X 20k R AT S 7E T 51 20 fi kb B A Rk AT
I : 8.200.20°, 16.73+0.20°, 17.90£0.20°, 19.03=0.20°, 20.38+0.20°, 21.8420.20°, 23.99+0.20°F1 24.56+0.20°,

RREPR—I7% 0, FRF SN CuKo fEBIH X H2e8 RATH T N3 20 M ik AR ERT S
16 8.2040.20°, 13.49+0.20°, 16.73+0.20°, 17.90+0.20°, 19.03+0.20°, 20.38+0.20°, 21.84-0.20°, 22.38+0.20°,
23.99+0.20°, 24.56=0.20°, 25.45+0.20°H1 29.34+0.20°.

ARRIE) g, FRF R Cu Ko f85H 1 X A RATH WS E 41 20 M kb AR R IERTS
. 8.20°, 10.86°, 11.79°, 12.41°, 13.49°, 14.79°, 16.73°, 17.90°, 19.03°, 20.38°, 21.84°, 22.38°, 22.91°,
23.99°, 24.56°, 25.45°, 26.43°, 27.33°, 28.76°29.34°,

ARBR—vergd, R F R Cu Ko 524710 XRPD Ei 4 E Ui 14 FiR.

RRE—sEii 7 =T, R F AR Cu Ko 5257 A9 XRPD B, AT I653R 0% 6 Fix.

#6 (D LAY F WA XRPD 74 Hidf

s 20[°] U [ets] AT R ERA] | AR SR (%]
1 8.1989 297.16 10.78 100.00
2 10.8648 142.43 8.14 47.93
3 11.7912 143.16 7.51 48.18
4 12.4117 168.01 7.13 56.54
5 13.4865 169.65 6.57 57.09
6 14.7927 154.54 5.99 52.01
7 16.7345 251.21 5.30 84.54
8 17.9025 216.97 4.95 73.01
9 19.0262 227.77 4.66 76.65
10 20.3761 210.54 436 70.85
11 21.8395 243 .47 4.07 81.93
12 22.3811 176.11 3.97 59.26
13 22.9104 162.97 3.88 54.84
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we 20[°] I = ets] e EIPELA] | X R [%]
14 23.9905 238.48 3.71 80.25
15 24.5598 234.91 3.62 79.05
16 25.4508 186.56 3.50 62.78
17 26.4299 113.07 3.37 38.05
18 27.3339 91.24 3.26 30.71
19 28.7636 93.11 3.10 31.33
20 29.3388 180.07 3.04 60.60

RRAKI—Ei ) %d, Bk F BERZERA#ESR (DSC) M E/RTE 225.8°CH3°CALE
W PR A

KRR — L7 ZH, FIRF S DSC EREEA Rl 15 A,

KRAM—AsEMiTTZ Y, FRF EEHHRE ST (TGA) HILRTE 150.0°C+3°CIF K 2.20%.

RRPAM—SETET, ER F @A EST (TGA) MZRE 150.0°C+3°CIfEHE 2.20%, TE
220.0°C+3°CI g 42K H 4.01%

KRR —DEMIT R, R F AR TGA BliGEAR El 16 Fis.

RRIGRIREE TR (D AW G RE, TR G FEN CuKa 385 X S0 R AT IS T 51 20
AL EATRFIERT AT . 8.55+0.20°, 12.62+0.20°, 24.96+0.20°F1 25.39+0.20°.

ARRR TR, FR G A CuKo fE 1) X 240 RATH WS 7E T 41 20 M kb B A RERTS
I : 8.55:£0.20°, 12.6240.20°, 14.95£0.20°, 15.64=0.20°, 19.90:£0.20°, 24.96+0.20°, 25.39+0.20°F1 26.90+0.20°.

RRER—ITET, i G BN CuKo fRBITHI X 268 RATH WS N3 20 Mk B A R EfT 4
I 8.55+0.20°, 12.62+0.20°, 14.95+0.20°, 15.64+0.20°, 18.87+0.20°, 19.90+0.20°, 22.54+0.20°, 24.96+0.20°,
25.39+0.20°, 25.85+0.20°, 26.90+0.20°F1 28.15+0.20°,

RRIR -~ R, BB G BB CuKo fE5 1 X 28 RATS RS E 41 20 A AR EfT S
K. 6.34°, 8.31°, 8.55°, 9.05°, 10.71°, 11.67°, 12.22°, 12.62°, 12.86°, 14.18°, 14.95°, 15.64°, 16.02°,
16.49°, 17.15°, 17.66°, 18.16°, 18.87°, 19.34°, 19.90°, 21.16°, 21.49°, 22.54°, 22.77°, 23.34°, 24.20°,
24.61°, 24.96°, 25.39°, 25.85°, 26.90°, 28.15°, 29.12°41 29.80°,

RRIR -~ R, BB G BB CuKo fE5 1 X 28 RATS RS E 41 20 A AR EfT S
K. 6.34°, 8.31°, 8.55°, 9.05°, 10.71°, 11.67°, 12.22°, 12.62°, 12.86°, 14.18°, 14.95°, 15.64°, 16.02°,
16.49°, 17.15°, 17.66°, 18.16°, 18.87°, 19.34°, 19.90°, 21.16°, 21.49°, 22.54°, 22.77°, 23.34°, 24.20°,
24.61°, 24.96°, 25.39°, 25.85°, 26.90°, 28.15°, 29.12°, 29.80°, 30.59°, 31.76°, 32.57°, 33.72°, 35.90°
M 37.86°

REHK—8TED, LR G HERM CuKa 55 1 XRPD [SiERA & 17 Pion.

AR —s s EF, Bk G SER Cu Ko 58510 XRPD B+, ATHHIEEIE R 7 iR

# 7 (D WEY G BAE XRPD #7H ¥
o= 20[°] I [ cts] n T TAIEE[A] | AEXS 9 B2 %)
1 6.3390 131.38 13.94 5.95
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e 20[°] ¢ e [ets] AR IRIBR[A] | AHXS SRR [%)
2 8.3100 928.32 10.64 42.07
3 8.5500 2206.41 10.34 100.00
4 9.0489 130.69 9.717 5.92
5 10.7067 297.30 8.26 13.47
6 11.6672 17491 7.58 7.93
7 12.2189 586.63 7.24 26.59
8 12.6223 1123.66 7.01 50.93
9 12.8564 481.07 6.89 21.80
10 14.1770 204.15 6.25 9.25
11 14.9500 473.04 5.93 21.44
12 15.6434 653.89 5.66 29.64
13 16.0173 272.10 5.53 12.33
14 16.4906 300.48 5.38 13.62
15 17.1469 134.52 5.17 6.10
16 17.6551 119.86 5.02 543
17 18.1608 180.76 4.88 8.19
18 18.8675 427.83 4.70 19.39
19 19.3424 266.55 4.59 12.08
20 19.8999 576.83 4.46 26.14
21 21.1631 247.74 4.20 11.23
22 21.4937 178.99 4.13 8.11
23 22.5365 458.09 3.95 20.76
24 22.7681 456.95 3.91 20.71
25 23.3426 266.43 3.81 12.08
26 24.1992 161.47 3.68 7.32
27 24.6147 682.13 3.62 30.92
28 24.9597 1375.40 3.57 62.34
29 25.3940 801.94 3.51 36.35
30 25.8537 301.56 3.45 13.67
31 26.8983 552.00 3.31 25.02
32 28.1500 372.89 3.17 16.90
33 29.1169 152.70 3.07 6.92
34 29.8037 177.11 3.00 8.03
35 30.5929 197.20 2.92 8.94
36 31.7605 113.70 2.82 5.15
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wme 20[°] e g [cts] ARTAITIRRLA] | AFDR 38 %]
37 32.5730 98.52 2.75 4.47
38 33.7173 187.70 2.66 8.51
39 35.8968 57.54 2.50 2.61
40 37.8595 85.83 2.38 3.89

ARRHERME TR (D WEPHH S, Bk H S CuKo 58511 X 5200 K 175 S 7 T 51 20
b B R IERT SIS 9.5740.20°, 12.16+0.20°, 12.58+0.20°, 16.74+0.20°F1 25.02+0.20°.

RRIH)—T7 R, b H EAA CuKo fB5H 1 X B 28 RATS RS 7E 41 20 M Ak AR EAT S
I+ 9.5720.20°, 12.16+0.20°, 12.58+0.20°, 16.14=0.20°, 16.74£0.20°, 19.10+0.20°, 25.020.20°F/1 25.79+0.20°.

ARPAM—ETEF, PR H SRR CuKo 5851 X S8 R ATH EETE T3 20 /A4 B G RAEATH
I 9.57£0.20°, 11.52+0.20°, 12.16+0.20°, 12.58+£0.20°, 16.14+0.20°, 16.74+0.20°, 19.10£0.20°, 21.39+0.20°,
23.69+0.20°, 25.02+0.20°, 25.79+0.20°F1 26.86:£0.20°,

RRIR—I7E R, R H B CuKo B4 X 28 RATH WS N3 20 Mk B A R EfT
. 6.42°, 8.37°, 9.57°, 11.52°, 12.16°, 12.58°, 12.97°, 13.99°, 16.14°, 16.74°, 17.94°, 19.10°, 19.46°,
21.07°, 21.39°, 21.96°, 23.69°, 25.02°, 25.79°F1 26.86°,

REAR—% RS, Fid H BAA CuKa iBHAY XRPD FE#EHEA & 18 Fis.

REH— sty g h, Fid H B CuKa 38510 XRPD [, ATHIEYYEINE 8 Fin:

=8 X (D HLEY H S XRPD fi7 S #ds

we 200°] & [ cts] e RIEE[A] | AEXS 9 EE[%)
1 6.4202 101.81 13.77 10.84
2 8.3698 172.44 10.56 18.36
3 9.5654 939.14 9.25 100.00
4 11.5243 249.78 7.68 26.60
5 12.1638 536.55 7.28 57.13
6 12.5758 785.85 7.04 83.68
7 12.9685 387.92 6.83 4131
8 13.9912 126.57 6.33 13.48
9 16.1427 371.82 5.49 39.59
10 16.7443 485.10 5.29 51.65
11 17.9412 174.74 4.94 18.61
12 19.1006 368.73 4.65 39.26
13 19.4609 261.19 4.56 27.81
14 21.0739 245.39 4.22 26.13
15 21.3889 259.47 4.15 27.63
16 21.9595 201.77 4.05 21.48
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e 20[°] ¢ e [ets] AR IRIBR[A] | AHXS SRR [%)
17 23.6908 214.83 3.76 22.88
18 25.0239 820.99 3.56 87.42
19 25.7893 299.00 3.45 31.84
20 26.8576 210.32 3.32 22.40
21 309168 183.43 2.89 19.53
22 31.3679 136.03 2.85 14.48

RERIRIRA T X (D (bS5 W2s ErlEszng i,
o
~~{ 1
0o 0o o o
HO‘%&N
d =0
V4 H E
(1) ,

ik il &2 F T2 i A E s 2h . A 2 L. BEmLEL . B F IR, =2 a5 Bkl
BREL. BhER. 4REL. A5EhEEREL.

ARy EZd, ERR (D AhEWRIIEREE SRR D fir, ERR (D hEK
WL N (D fras, B (D AR N 4 IR nal (V) TR,

F

(V)

He, mi%kH 0.5~1.5; n %k H 0.5~1.5; pikH 04~1.5. KEM sz yEh, EidmikH 0.5, 0.6,
0.7. 0.8, 0.9, 1.0, 1.1, 1.2, 1.3, 144115,
AR —sirEd, ERmiksH 08, 09, 1.0. 1.1 7112,
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ARH— sy = d, ik mi%H 1.0.

KRR — i %+, EdnikH 0.5, 06, 0.7, 08, 09, 1.0, 1.1, 1.2, 1.3, 14115,
ANRIH— sy %, Edn¥kH 0.8, 0.9, 1.0. 1.1 f11.2,

KRR —sEjtiJr &%, EdnikH 1.0.

AR —esirEd, EkpikHE 04, 0.5, 0.6, 0.7, 0.8, 09, 1.0, 1.1, 1.2, 1.3, 1.4 f1 1.5,
AR st 7 &, FidpkH 04, 0.5, 0.6, 09, LOAILL.

AR B — s 7 F . Bk pEE 0.5 1 1.0,

AR RSzt b, B aD &k A0 s,

O
={ |
O O 0 0
\ILJr/\/OH e O N
| s N)ko
H F

E
(II-1) .

ARRHERME TR A-D (&P ST R, BTk S1 AR CuKo 485 1 X 200 RATH B E T
5 20 fAb B R EATEI G . 8.68£0.20°, 12.70+0.20°, 18.12+0.20°, 19.43+0.20°H1 24.41+0.20°,

KR —Lr %S, B S1 MK Cu Ko 385 1) X S 26k RATH B E T 51 20 M 4B A FREAT
W« 8.68+0.20°, 12.27+0.20°, 12.70£0.20°, 15.20+0.20°, 18.12+0.20°, 18.95+0.20°, 19.43+0.20°F1 24.41+0.20°.

ARAR—eT R, ER ST SEE Cu Ko 5351 X AR AR AT B E T Y 20 MR ARAERNT
S : 8.68+0.20°, 12.27+0.20°, 12.70=0.20°, 15.20£0.20°, 16.94+0.20°, 17.37+0.20°, 18.12+0.20°, 18.95+0.20°,
19.43£0.20°, 24.41=0.20°, 25.51x0.20°F1 27.62+0.20°,

KRR —LI7ZES , FiR S1 AR Cu Ko 3891 X 28 ARATH EGEE T 51 20 M4k B A FEAEAT
B 5.98°, 8.68°, 9.67°, 11.39°, 12.27°, 12.70°, 13.61°, 15.20°, 16.09°, 16.94°, 17.37°, 18.12°, 18.95°,
19.43°, 19.93°, 20.35°, 20.91°, 21.44°, 21.69°, 22.05°, 23.32°, 23.85°, 24.41°, 25.51°, 27.11°, 27.62°,
29.05°H11 29.85°.

KRR —LI7ZES , FiR S1 AR Cu Ko 3891 X 28 ARATH EGEE T 51 20 M4k B A FEAEAT
B 5.98°, 8.68°, 9.67°, 11.39°, 12.27°, 12.70°, 13.61°, 15.20°, 16.09°, 16.94°, 17.37°, 18.12°, 18.95°,
19.43°, 19.93°, 20.35°, 20.91°, 21.44°, 21.69°, 22.05°, 23.32°, 23.85°, 24.41°, 25.51°, 27.11°, 27.62°,
20.05°, 29.85°, 30.91°, 32.34°, 32.68°, 34.67°, 36.58°, 37.86°F139.38°,

ANEAR—r RS, iR S1 A CuKa 4B4HH) XRPD FHEEA_EI0™ 19 Fis.

RRAR—E )5 %d, FR ST @AY Cu Ko 3849 1) XRPD BIRE A, ATa iR 1k 9 irs:

%9 1 (-1 L& S1 i K XRPD #75 $dE

e | 200°] U 7 [ets] g T (AT EE[A] | A R [ %]
1 5.9826 104.23 14.77 3.45
2 8.6824 1869.35 10.18 61.94
3 9.6684 291.64 9.15 9.66
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HE | 200°] I B cts] EAIRALA] | AHR A%

4 11.3851 173.31 7.77 5.74
5 12.2664 930.12 7.22 30.82
6 12.6968 1415.99 6.97 46.92
7 13.6102 405.65 6.51 13.44
8 15.2027 1306.30 5.83 43.28
9 16.0867 155.98 5.51 5.17
10 16.9416 737.19 5.23 24.43
11 17.3740 835.52 5.10 27.68
12 18.1201 3018.11 4.90 100.00
13 18.9517 866.34 4.68 28.70
14 19.4287 1850.65 4.57 61.32
15 19.9261 330.66 4.46 10.96
16 20.3473 362.08 4.36 12.00
17 20.9073 156.84 4.25 5.20
18 21.4435 274 .07 4.14 9.08
19 21.6905 388.25 4.10 12.86
20 22.0454 544.01 4.03 18.02
21 23.3178 323.86 3.81 10.73
22 23.8493 363.18 3.73 12.03
23 244113 1686.89 3.65 55.89
24 25.5099 776.37 3.49 25.72
25 27.1114 410.43 3.29 13.60
26 27.6234 854.52 3.23 28.31
27 29.0481 141.10 3.07 4.67
28 29.8500 542 .88 2.99 17.99
29 30.9135 172.48 2.89 5.71
30 32.3447 97.54 2.77 3.23
31 32.6808 107.16 2.74 3.55
32 34.6734 176.87 2.59 5.86
33 36.5832 139.35 2.46 4.62
34 37.8560 117.14 2.38 3.88
35 39.3798 114.32 2.29 3.79

o

AR — st 7 Zrp, BdRs 1D & mE g AI-D E,
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O
{1
Na* « © L

S/ N 0
H F

(1I-1)

F

AR T30 -1 &Y S2 FAL, AR S2 d Y[ CuKa FIT 19 X M RATH BIEET
7 20 f AL B RE AT . 5.20£0.20°, 7.63£0.20°, 16.00£0.20°, 19.53=0.20°F1 20.97+0.20°.
ARRHHI— )R H,  FIR S2 i AYY Cu Ko 3BT X S 2k ARATS EIG7E T 21 20 MALE A RFIEAT
W 520°, 16.00°, 20.97°, 19.53°, 7.63°, 12.65°.
AR, B3R S2 dA R Cu Ko 384T XRPD PG EEA F a1 21 .
AR B — st 7 b, Bk 82 ALY Cu Ko FE 51 XRPD i b, AT5TIEER sk 10 fiok:
=10 X (-1 &Y S2 EALH] XRPD Tt #ds

@we | 200°] Ve [ets] T BETA] | AHABE EE %]
] 5.2025 847.30 16.99 100.00
2 7.6322 59.65 11.58 7.04
3 12.6484 55.54 7.00 6.56
4 16.0019 115.54 5.54 13.64
5 19.5290 88.58 455 10.45
6 20.9731 100.61 4.24 11.87

°

ARBIEIRA TN (-1 (AR S3 MY, ATk S3 MRAYAY CuKe 3@ 51 X B 8ok R AT IS E T
5 20 fa At B EEATHTIE . 4.36£0.20°, 8.45+0.20°, 11.94+0.20°, 21.94+0.20°F1 23.41+0.20°.
RKRPK—I7%F, Bk $3 &AL Cu Ko 3E5TH) X G204 ARATHERE A T2 20 M4 BB R ERT
UHiE: 4.36°, 8.45°, 11.94°, 21.94°F123.41°,
RN 5% F, EiR S3 AL Cu Ko 455 XRPD Bt A E i 22 Fivw .
AR — s 7 =, Bk $3 K Cu Ko 38571 XRPD Ei ., ATHMIERE IR 11 Fin:
F 11 A A1) B S3 ALK XRPD AT4HE

@we | 200°] Ve [ets] T BETA] | AHABE EE %]
] 43611 1210.06 20.26 100.00
2 8.4469 763.56 10.47 63.10
3 11.9416 116.55 7.41 9.63
4 21.9435 84.37 4.05 6.97
5 23.4155 147.92 3.80 12.22

o

AR —sy £, X aOv) waEmiEE av-D wEwy,
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O
. \L
NV\N » HO _ N
‘P @A
H F

F
(IV-1)

o

ARAIAIEIRME T X (V-1 (L& S4 AL, Brid S4 @AY Cu Ko fB T 1 X WM RITH BIEET
A 20 f AL B AR E TSI . 4.4840.20°, 7.81£0.20°, 11.07£0.20°, 12.32+0.20°, 17.23=0.20°, 18.30£0.20°,
19.02:0.20°H1 21.46:0.20°.

KRR —LI7ZES Y, FiR S4 SAH Cu Ko 3891 X 28 ARATH EEGEE T 51 20 M4k B A FEAEAT
U : 4.48+0.20°, 7.81+0.20°, 9.30+0.20°, 11.07+0.20°, 12.32+0.20°, 16.62+0.20°, 17.23+0.20°, 18.300.20°,
19.02+£0.20°, 21.46+0.20°, 24.10+0.20°F10 25.19+0.20°,

KR —ETEZA, FiR S4 AN Cu Ko FR50T I X 260 RATH BG40 20 M ARG RIEAT
Uil 4.48°, 7.81°, 9.30°, 11.07°, 11.44°, 12.32°, 13.40°, 14.63°, 15.92°, 16.62°, 17.23°, 18.30°, 19.02°,
20.10°, 21.46°, 24.10°, 25.19°, 26.24°F129.80°.

RERK—rh, iR sS4 @AE Cu Ka 5851 H) XRPD B A EUnf 23 Fias.

AR — s 7 B, Bid S4 FAH Cu Ko 58510 XRPD B A, AT iesdi gk 12 Fior:

12 X AV-1) &% S4 FH 1Y) XRPD fir i 5 i

WS 20[°] e =i [cts] AR RIBR[A] | AHXT 3R %)
1 4.4848 3600.21 19.70 100.00
2 7.8063 1494 .35 11.33 41.51
3 9.3008 271 9.51 7.53
4 11.0678 300.31 7.99 8.34
5 11.4444 231.12 7.73 6.42
6 12.3177 308.31 7.19 8.56
7 13.3987 152.98 6.61 4.25
8 14.6349 160.51 6.05 4.46
9 15.919 199.14 5.57 5.53
10 16.6151 206.05 5.34 5.72
11 17.2262 323.98 5.15 9.00
12 18.2973 280.88 4.85 7.80
13 19.0173 285.64 4.67 7.93
14 20.1025 193.31 4.42 5.37
15 21.4583 697.89 4.14 19.38
16 24.1016 226.56 3.69 6.29
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2 | 2007 e i cts] RIIFIREIA] | AEATREE[%]
17 25.1925 206.54 3.54 5.74
18 26.2412 177.5 3.40 4.93
19 29.7967 69.93 3.00 1.94

o

AR —Bsziir R, L@ av) wEika av2) iy,
O
- \L
©\/H > 3 T 1
0.5 N~y « HO N
H/\© __ )so
S AN
H F

(IV-2) .

ARAIEIRME T X (Iv-2) (b &M S5 AL, Brid S5 @AY Cu Ko fE T 1 X WM RATH BIEET
7 20 FAE BB RFEATSHIE: 4.76£0.20°, 8.21£0.20°, 9.60+0.20°, 15.81£0.20°, 16.90+0.20°, 22.18+0.20°,
22.9810.20°F1 25.74:0.20°.

KRR —LI7ES, FiR S5 EAH Cu Ko 3891 X S 28 ARATH EGEE T 51 20 M4k B A FEAEAT
W : 4.76+0.20°, 8.21+0.20°, 9.60+0.20°, 15.81+0.20°, 16.90+0.20°, 20.28=0.20°, 21.15+0.20°, 22.18+0.20°,
22.98+0.20°, 23.92+0.20°, 24.93+0.20°F11 25.74+0.20°,

KR —ETEZA, FiR S5 EA Cu Ko FR50 I X 260 RATH BG40 20 M ARG RIEAT
Wi 4.76°, 8.21°, 9.60°, 11.60°, 13.44°, 14.38°, 15.81°, 16.90°, 19.79°, 20.28°, 21.15°, 22.18°, 22.98°,
23.92°, 24.93°, 25.74°, 28.46°F1 30.72°.

REH—rh, iR S5 @AE Cu Ka 3851 H) XRPD BRI EInf 25 Fias.

KRR —r %, FiR S5 ALY Cu Ka 58511 XRPD E1E 7, A75HEEHR 3k 13 AR:

F 13 X (V2D LAY S5 FEL XRPD A7 44 £ d

F

mE | 20[°] I s cts] ARTEITALFR AT | AR 35 (%]

1 4.7612 832.04 18.56 59.31
2 8.2088 1402.92 10.77 100.00
3 9.6014 686.31 9.21 48.92
4 11.5996 70.65 7.63 5.04

5 13.4411 109.96 6.59 7.84

6 143758 152.87 6.16 10.90
7 15.8116 436.78 5.60 31.13
8 16.9 500.42 5.25 35.67
9 19.7919 153.56 4.49 10.95
10 20.2791 200.1 4.38 14.26
11 21.1453 161.47 420 11.51
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2 | 2007 e i cts] RIIFIREIA] | AEATREE[%]

12 22.182 1066.1 4.01 75.99
13 22.9765 563.35 3.87 40.16
14 23.9179 175.3 372 12.50
15 24.926 196.32 3.57 13.99
16 25.7386 200.16 3.46 14.27
17 28.4605 127.63 3.14 9.10

18 30.7247 110.78 2.91 7.90

o

AREIRA T (D WAV A2 FE, Brid A2 WA CuKo 58T A X 520 R AT FIEZE T 71
20 A LA RFEATE % : 6.9420.20°, 13.39+0.20°, 13.9320.20°, 17.88+0.20°, 20.41+0.20°, 22.09+0.20°,
24.0810.20°F1 25.04:£0.20°.

RREPR—I7 S, EiR A2 S Cu Ko F25THY X SHRF ARATH RIS AE T 41 20 M4k BOGRHENT
HHi: 6.94°, 13.39°, 13.93°, 17.88°, 20.41°, 22.09°, 24.08°F125.04°,

AEAR T ES, B A2 BRE) Cu Ko 3851 XRPD iR A ik 27 B,

AR — st R, B A2 BAYY Cu Ka 58 $ 0 XRPD B, ATHHEKEE IR 14 BiR:

F 143X (D thaW A2 F R XRPD #7595

e 20[°] U = [cts] T EE[A] | AHATSE B [%]
1 6.9442 102.40 12.73 30.56
2 13.3861 158.54 6.61 47.32
3 13.9282 170.21 6.36 50.80
4 17.8842 182.37 4.96 54.43
5 20.4147 290.80 435 86.79
6 22.0877 246.75 4.02 73.64
7 24.0774 325.71 3.70 97.21
8 25.0406 335.05 3.56 100.00
9 31.7213 49.46 2.82 14.76

°

ARKRYPIERME TR (D AT A3 S, TR A3 AR Cu Ko 5851 X S0 RATH R4 R 71
20 kb BAEIEATE g 4.4740.20°, 5.75£0.20°, 8.1620.20°, 10.04+0.20°, 14.71+0.20°, 15.81+0.20°,
21.67+0.20°F01 23.30£0.20°.

AR — L7 R, iR A3 WY Cu Ko B 00 X SRR R AT RS AR 41 20 f kb B G RRAERT
Ghig. 4.47°, 575°, 8.16°, 10.04°, 14.71°, 15.81°, 21.67°H123.30°

REHA—8FES, FiR A3 S Cu Ko S50 XRPD i3 A_EanPE 28 fis.

AR —vesgitr R, Bk A3 AR Cu Ko 48530 XRPD P, AT8tuediis ink 15 fix:

T 153 (D A& A3 BRI XRPD fT5H3E
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we 20[°] I = ets] i [ (R PEA] FH AT 5 5 [%%]
1 4.4740 407.42 19.75 100.00
2 5.7545 161.36 15.36 39.60
3 8.1558 61.78 10.84 15.16
4 10.0359 73.91 8.81 18.14
5 14.7076 62.07 6.02 15.23
6 15.8073 111.45 5.61 27.35
7 21.6688 65.39 4.10 16.05
8 23.3020 62.14 3.82 15.25

RKRBERGE TR D ST A4 G, TR A4 T Cu Ko FE5T 0 X 5540 R AT B4 T 71
20 f W B RFAEAT AT IR 8.07£0.20°, 16.82+0.20°, 13.30+0.20°, 19.08+0.20°, 17.66=0.20°, 20.54+0.20°,
21.99+0.20°H1 25.61=0.20°.

AR~ &, B A4 BRE Cu Ko 38 519 X B2 AR AT BIE R %1 20 AL H AR
Bl 8.07°, 10.87°, 12.40°, 13.30°, 16.82°, 17.66°. 19.08°, 20.54°, 21.99°125.61°.

REHI—8Ed, FiR A4 F R Cu Ko B4 XRPD [ 34 Fn[E 29 Fizs.

KW —sseitiy Zd, EiR A4 SR Cu Ka 385 XRPD &g, f7 SHIEKEE Ik 16 iR

F 163 (D (b&Y A4 WA XRPD FTH 4R

s 20[°] e = [cts] i 0 AT R A ] AEXF R E [%]
1 8.0697 224.83 10.96 100.00
2 10.8676 51.41 8.14 22.87
3 12.3958 52.13 7.14 23.18
4 13.3004 102.11 6.66 45.42
5 16.8219 108.08 5.27 48.07
6 17.6567 66.03 5.02 29.37
7 19.0798 71.51 4.65 31.81
8 20.5443 64.31 432 28.61
9 21.9865 59.51 4.04 26.47
10 25.6132 54.39 3.48 2419

RERIEIRM TR (D RSP AS T8, TR AS FAH) Cu Ko 5555 1Y X 5280 RATS B2 T 471
20 AL AR AEATI IS 4.7120.20°, 9.8620.20°, 13.43+0.20°, 14.61£0.20°, 17.32:0.20°18.662:0.20°,
24.524+0.20°H1 26.82:0.20°.

ARSI 7R (D LAV AS &, Frik AS SR Cu Ko 5E5T 10 X B 208 R ATS B F 71
20 kb BAEHEATSIE . 4.712£0.20°, 9.34£0.20°, 9.86+0.20°, 10.45+0.20°, 11.34+0.20°, 13.43+0.20°,
14.61£0.20°,  17.32£0.20°26.82£0.20°, 18.66£0.20°, 24.52+0.20°H1 25.85:0.20°,
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AR —eT R, Bk AS I Cu Ko 4RSI X B2 AR NTH B E T 51 20 MR ARENT
G 4.71°, 9.34°, 9.86°, 10.45°, 11.34°, 11.48°, 12.50°, 13.43°, 13.99°, 14.61°, 16.36°, 16.98°, 17.32°,
18.66°, 19.06°, 19.50°, 20.01°, 20.45°, 20.76°, 21.34°, 22.04°, 23.32°, 23.68°, 24.52°, 25.09°, 25.85°,
26.28°, 26.82°, 28.10°, 28.43°, 29.47°, 30.21°, 30.75°, 31.96°, 32.44°, 32.86°F 33.49°,

RRUH g, ik AS S Cu Ka 585 XRPD G HE A _F i 30 s

KRR — s h =, Eik AS BRI Cu Ko 52511 XRPD EiE T, ATHHEHHE IR 17 Bix:

%171 (D L&Y AS FH XRPD AT5$04E

me 20[°] I 2 cts] e I [ PE [A] AEXT 50 B [ %]

1 4.7102 2614.63 18.76 100.00
2 9.3357 822.07 9.47 31.44
3 9.8594 1182.94 8.97 45.24
4 10.4538 904.64 8.46 34.60
5 11.3381 880.31 7.80 33.67
6 11.4807 698.67 7.71 26.72
7 12.4988 519.34 7.08 19.86
8 13.4345 1131.24 6.59 4327
9 13.9868 701.52 6.33 26.83
10 14.6071 1305.99 6.06 49.95
11 16.3609 317.00 5.42 12.12
12 16.9764 603.12 522 23.07
13 17.3211 1167.45 5.12 44.65
14 18.6645 1955.56 4.75 74.79
15 19.0646 806.07 4.66 30.83
16 19.5012 205.21 4.55 7.85

17 20.0057 804.70 4.44 30.78
18 20.4481 745.91 434 28.53
19 20.7600 515.58 4.28 19.72
20 21.3403 475.96 4.16 18.20
21 22.0447 675.37 4.03 25.83
22 23.3188 294.80 3.81 11.28
23 23.6770 474.69 3.76 18.16
24 24,5233 1630.75 3.63 62.37
25 25.0865 264.04 3.55 10.10
26 25.8474 1114.53 3.45 42.63
27 26.2826 732.58 3.39 28.02
28 26.8193 2022.49 332 77.35
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W 20[°] I = ets] f T [ PR A FEXT 5 [%]

29 28.1015 736.51 3.18 28.17

30 28.4308 338.23 3.14 12.94

31 29.4700 214.61 3.03 8.21

32 30.2107 731.78 2.96 27.99

33 30.7538 154.63 2.91 5.91

34 31.9555 175.42 2.80 6.71

35 32.4416 138.18 2.76 5.28

36 32.8619 189.84 2.73 7.26

37 33.4922 308.51 2.68 11.80

38 34.2690 102.71 2.62 3.93

39 34.7701 89.44 2.58 3.42

40 38.0552 53.09 2.36 2.03

41 39.2586 239.71 2.29 9.17

AREIRA T (D WAV A6 FE, Frid A6 A CuKo 585 A0 X 520 AR AT FIEZE T 71
20 A LA RFEATE % 6.1620.20°, 7.28+0.20°, 10.66£0.20°, 14.02£0.20°, 17.37£0.20°, 24.56:0.20°F!
25.76£0.20°.

AR —LI7RF, LR A6 mAY Cu Ko FRHF 10 X S RB ARATH IR 51 20 M kb BG FFAEAT
HHiE: 6.16°, 7.28°, 10.66°, 14.02°, 17.37°, 24.56°F0125.76°,

AEPR—ES, Fid A6 WA Cu Ko 3851 XRPD R A Fank 31 i,

AR — st s e, B A6 BAYY Cu Ka 58 $ 0 XRPD B, ATHHIEKEE IR 18 FivR:

F 18R (D thAY A6 &2 XRPD #7454

%S 20[°] U [ cts] v [ (] PR [A] FHXT 5 B[]
1 6.1565 1097.30 14.36 100.00
2 7.2826 541.81 12.14 4938
3 10.6601 137.68 8.30 12.55
4 14.0199 265.72 6.32 2422
17.3703 283.14 5.11 25.80
6 24.5631 256.02 3.62 23.33
7 25.7559 213.62 3.46 19.47

AREIRA T (D WAV A7 S, Brid A7 WK CuKo 58 A0 X 8 R AT I FIEE T 71
20 ff b B RFEATET % : 8.03£0.20°, 12.00£0.20°, 16.10=0.20°, 17.58+0.20°, 18.35+0.20°, 20.76+0.20°,
23.9810.20°H1 25.42:0.20°,

RREPR—I7ES, ER A7 S Cu Ko F25THY X SRR ARATH RIS AE T 41 20 M4k BOGRHENT
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B : 8.0320.20°, 10.4120.20°, 12.00+0.20°, 16.10+0.20°, 17.58+0.20°, 18.35+0.20°, 20.76+0.20°, 21.23+0.20°,
22.87+0.20°, 23.98+0.20°, 24.98+0.20°F1 25.42+0.20°,

KRR — R, FiR A7 B8 Cu Ko fES 10 X SRR RATHT I/ T 41 20 fib BG FFIERT
Gl 8.03°, 10.41°, 12.00°, 13.44°, 14.74°, 16.10°, 16.60°, 17.23°, 17.58°, 18.35°, 20.76°, 21.23°,
22.25°, 22.87°, 23.98°, 24.98°, 25.42°, 27.16°, 29.39°, 29.81°, 31.93°f133.38°.

AR —FREF, iR A7 B Cu Ko 385 1) XRPD B3 HA EHnpE 32 Fis.

AR IFH— sz f A, Bk A7 EATH Cu Ko 5E5HE) XRPD B, ATSHEHHEINER 19 BR:

#1910 (D tha¥ A7 FE XRPD ATt 3

W 20[°] I = ets] i I [ PEA] FEXT 5 [%]
1 8.0292 360.10 11.01 72.30
2 10.4086 285.67 8.50 57.36
3 11.9958 380.33 7.38 76.36
4 13.4379 215.40 6.59 4325
5 14.7424 184.96 6.01 37.14
6 16.0950 299.65 5.51 60.16
7 16.5997 226.70 5.34 45.52
8 17.2346 217.48 5.15 43.67
9 17.5828 324.57 5.04 65.17
10 18.3525 428.76 4.83 86.09
11 20.7636 498.05 4.28 100.00
12 21.2299 288.49 4.19 57.92
13 22.2528 196.77 4.00 39.51
14 22.8656 270.83 3.89 54.38
15 23.9767 354.61 3.71 71.20
16 24.9795 269.71 3.56 54.15
17 25.4153 383.64 3.50 77.03
18 27.1616 136.78 3.28 27.46
19 29.3934 120.69 3.04 2423
20 29.8097 160.33 3.00 32.19
21 31.9326 43.61 2.80 8.76
22 33.3754 41.12 2.68 8.26

REKPM—E 2T, R G HEE. HEAE., Al R, A « A3 YL A4 REEL AS R A6
L A7 FL SRR S2 AL S3 AL S4 FAEY S5O LULEIEAFIA IR, AT DL
EYRIER, BHUKEY. BVWENEY. BEEVIENED S KEMEa TR,

RRWUK—EI7ES, ERFEIEFSWHREIERRE 2Ol ECk. Ak, ERKR. —H

)
[\
il
=
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WA FHEGRUT JEmE . USRI . FEE. OfE. R, M. TAERE N-H R ke e .

ARREHP—I7 %Y, ER G BACAKEY, HKEGRECN 0~5.0. ARWEM—LGEY, FRH &
BAkEY, HoKa R/ECH 0-5.0.

RREWK—EI7EY, ER Al BECFVENEREY, PiRANUERILEE 48 G, ERREE 4R
ZBR/IEBREOR AW . ARHM—ET RS, Bk A2 BEO - HRER &9, ARHE—ErEd, ©
H A3 AT BRI AT . AR 07 % g, Bk A4 BRUONIBREARIE Y AR Bt
A, EiR AS AN N-H SRR A, AR —8h R, Bk A6 ST AR
ARG . RRAM—EE RS, Bk A7 GBI FRIERIED.

ARWIEFRAL T B B &, C FABIEL ST A BYTEH ¢ GnRH ZARFEHUAIAR G254 iR

KR —LI7 %, R GnRH SZARFEHUAH ISR 254 % F T R85 MI/BVE T 1 5 DY IR S e A /B
T ENUEH BRI .

BARME

AR SV NRIEE MR B R 2 B A REWIGHIER, HEME T REER, BhRE
K, PO, HRERIHE R, B TIRENGRI 2. AR EHE ., &S & 2R,
FERTR SR R AR, G B RDEEREAMN, (5.

B A

BrRAE AV, AT T AIRENFE B ESH TS L. —MRENREERARIEE R AR E
XHREBL T AR g A R A e MECNE R R, TR 2 B i & A . AR H IR w4,
I EHE AT N2 e o o B HE M A

AR BB AL A S eT DAE e AR s RN 53 BT RGN B 2 A0 & O 20k 46, B TR TR S 55 A BoAR
ey 2 S HAREE & T IE 4 & BT U S8 77 AL R AU R B LB B 45 R B 4 7 2
PR PR S 7 A FRAEAN BR T A R FH 1) ST e 141

AR B BRI 77 2 A 2 SR R A A& BV R e BT, BTl BRIV SR AU T A R B 4 A 578 A K
HTHeHFel . A TIREARE WA, AR EARSUSE RN R O st 7 5 _Ext &
JEA R B I R AR HEAT A2 R ¢

T T S St A L AR A R B, X S it 7] AN FROR A A AR R B IR AT PR

AR B A T LU s AR ST AR N D3 B BN B D7 R N ISR AR R B Bk B 2
XPRRY, W2 A R Y AT DB L AR A M AR T BT DAIE . B B S XA AT (SXRD), 18897
Hi IR B i F Bruker D8 venture TS (U EE RTHT SR L BRSO NCuK o, 7R o/o 1, UEH
REARSG, BB R EHE(ShelxsOT AT ARG, T DLIRIEAS X HGHY

RRYLRA T4 : ACN AL LHE: DMSO AR “HIZETMR. No: & RH: AHWEAE; mL:
ZJF: L: Jbs min: 5080 °C: $IRE: pm: fOK; mm: 2K pL: fJF; moL/L: EE/RETH: mg: =
Tls os: Py onm: G9K; MPa: JRIE; lux: #50H: pwiem?: BELEFTEK: hobEF; Kg: TiE: oM
YHEEIR, tpm: FiE; XRPD {U#F X SRR ARTH; DSCREERBFMELST; TGA REHKFENMT; H
NMR AFAZ IR

AN BH 6B AT AN ATk i M 44 B 3 2 (] ChemDraw® i 4F+r %, T EY R A ALR 7 H 5%
HR, AR B AE IR R A A2 T E TR
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AXER R 53 ¥
(1) KB X-BEBAKRATH (X-ray powder diffractometer, XRPD) {X3%
XRPD {5 &% S M B HL 2 20
% 20 XRPD WX 25

= X'Pert3 #Y
Cu, Ka, Kal (A): 1.540598; Ka2 (A): 1.544426
X S8R
Ko2/Kol FRELEAH]: 0.50

X BEICE BT 45KV, 40 mA

KRS 1/8 FF

R W4

TV H 3.0 & 40.0 F¥
BB ] 46.7 F

ERETIZR IS 0.0263

DU T ~5 4

(2) BRHMESH (Thermal Gravimetric Analyzer, TGA) XS FZ/,RFFEH (Differential Scanning
Calorimeter, DSC) {38
TGA 1 DSC {488 LM ALK 21.
%% 21 TGA 1 DSC WIIAZ4L

¥ TGA DSC

D& itk TA Q5000/5500 #4H 43 #7{% TA 2500 Z /R B

JivE L METHE LRt PR

[EREA fEAE, WO AL, EiE/AEE

1R P FEiR-EE L AR 25 °C-H 2% R
FHEE K (°C/min) 10 10

R iakaR LS "R AR

(3) BhBK5EH48r (Dynamic Vapor Sorption, DVS)
Y2575 . SMS DVS intrinsic plus sh&K L. 1E40H0 DVS Z5U0T -
IR 25°C;
RV S S, 200 mL/min;
dm/dt=0.002 %/min;
RH (%) MiABEH: 10%RH:
B/ dm/dt SPATRTA]: 10 ming
RSP AR TR 180 min;
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RH (%) MAPAHTEHE: 0% - 95% -
FHBYETF 433K T -

WRWOR B K 2 TE R A IR AW% = 15%: AR 15%>AW% = 2%: AREE; 2%>
AW% = 02%: BSHWRIREE; AW%<0.2%: TLEJLFLBIRME. AW%ERZ AL 25 +1°C £ 80+ 2%
RH TR E .

(4) WE%HE (Solution NMR)
TR ST EIFE Bruker 400M A HLARAC_EREE, DMSO-d6 15 .
(5) RBHAEREEFEE (HPLCIC) X34
5 R LE AR Agilent 1260 5 380B0HH (il AR B8 038 DO, 2 i 4 fF ke 22 sk 23,
% 22 1 ROBUM s A A% 1

AL RE 4 Agilent 1260 with DAD detector
i Kinetex EVOCI18 100A, 150x4.6 mm, 5 pm
RANHH A H:0.0375% = B LBRIKET:; B AH: 0.01875% = B LR 1 LBV

iFE] (min) %B
0.0 10
20.0 80
M
22.0 80
22.1 10
26.0 10
BT A 26.0 75
TR BN AH R 1 TH/5r b
HEFEA R 5t
Rl 220 ok
FEiR 50°C
i FE A ZEEIK(1:1, FRFRLEL)
F 23 BT il a1
B BB ThermoFisher ICS-1100
Ny Dionex lonPac™ CS12A RFIC™ 4x250mm Analytical
WalAH 20 mM HBEf R
S FRINNE] 7.0 438h
IR LOZES/ 574
HERE AR 25 Tt
LI 80 %
iR 35°C

B P 5t 1
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1 X (D &Y B BN XRPD A .
Bl 2: X (D &9 B @A DSC 1EH .
3. KX (D BEY B EEN TGA HEE.
€ 4: X (D &Y C MMM XRPD 1.,
Bls: 0 (D k&9 C A DSC .
Be: X (D &Y C REIN TGA HEE.
7. X (D &9 A1 FEEI XRPD 3 A
8. X (D &Y D MK XRPD i [H.
Klo: N (D k&% D @A DSC K.
Bl 10: X (D &4 D SR TGA %K.
Bt X (D &Y E BET XRPD 5.
¥ 12: X (D AP E &2 DSC 1[4
B3 X (D WEME BB TGA .
B 14: X (D A F BEE XRPD i5H .
Bl 15: X (D A9 F BALR DSC %,
[ 16: = (DD LAY F SEH TGA 5.
B 17: X (D LAY G & XRPD 3 H.
Bl 18: X (D 1A H SA XRPD 1.
Bl 19: 0 (-1 &4 S1 A XRPD K.
¥ 20: X (-1 & S1 AL 'H NMR 355,
K21 0 AI-D (L &R S2 @A XRPD .
K 22: U -1 hEWH) S3 &AL XRPD .
B 23 2 (V-1 &Y S4 &AL XRPD K,
[ 24: X V-1 &Y S4 S2LH) 'H NMR %4,
Kl 25: 20 (v-2) W& S5 &Y XRPD K.
Kl 26: 0 (IV-2) L&Y S5 LK) 'TH NMR 5% 4 .
K 27. (D AR A2 @A XRPD K.
¥ 28: X (D L&Y A3 AR XRPD 4.
Kl29: X (D L&Y A4 @B XRPD .
K 30: X (D a0 AS BELH XRPD A .
K31 X (D a0 A SAM XRPD K.
¥ 32: X (D LEWH AT BEH XRPD 4.
Kl33: L (D HE®w B &K DVS E.
BARSEHE T3
T TSR S X A R B AT VR, (B AN RS W AR B AT RIBR G . AR S E A TR
VAR, Ha AT 7 HBARSERG 72, SARGURAEOR A RS, AN B AR BB R AITE [ A1
BTN A AR i B R PR S T TR AT % i 8 TR et 2 S T 5 I
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Z%H] 1. FEk BB-1

/
o J o
HzN _ -O__N
NeA o Ph™Oy
S
B-1 BB-1

A B-1 (258, 7952 K, HEH) KIPYEILE (2027 Ak (10T H, INERR (1.655%¢,
11.9222 8 /R) , {ES-10CHINE PN (2497, 15892 EE/R) , KNIRAS-10°C FHEEE N o ] W
WHIMNSOZZF K, H AR OBERER I, BRS0%=EF, A IHANAE, FSOEAEM &K, JoKmR
BREAT1E, U8, JEMOKREAE T, MAZBRZER (5% , AihlEk (S0Z=H) , 30CHH3050 44, g, B
[ETH2)epH R 24k &4 BB-1. MS-ESITH{E[M+H]"336.1, SZil{E336.1,
2% 2. Ak BB-2
o)

B-2 BB-2
AL EH) B-2 3-BARE, 5 5%, 35.97 ZZEE/R) Fl4-ZHRIEME (43949 =5, 3.6 ZE/R) K& H
Be (25 ZFH) M, B IMABGEREF (4.04 70, 39.57 =R M GHRRR 5= . ZRE
Vit 22 25°CIFTE 25 C T 4 /N o ZJUSHA | BRI ER IR el (10 ZFFx2) , KM —
Hike (30 ZJ1x3) B A A DU IR BRER SN /KR (10 ZT<2) Pelk, WMEEK (10 Z274x2)
ek, WA NN A KRR AT, Lig, yEOR4E7E 3 P A4 54 BB-2. 'HNMR (400 MHz, CDCl;)
6=4.18 - 4.25 (m, 2 H), 3.44 - 3.51 (m, 2 H), 2.15 - 2.23 (m, 2 H), 2.07 (s, 3 H).
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B 1

FE-70°CT, FAEYN-1 (3 4-ZHAEFEE, 40 70, 277.52E/K) PSR (400=F) WRHERIN 5

PR (166,537, IRIE: 2BUR/TD , SR NARRE-70°C M EHE0.5/NF . #E-70°C & -60°C'F,

I SN2 R R NN R SR B (25,6222 71, 333.062 /R FIVUERRIR (242 FF) ¥, %R

R RTE-T0 )C TP LN o FE-65°C A SR i 2 IMABE R (252 F) FIZK (L00ZF) , HZMRZME (200

ZTFx3) 2L GIFAPAERZK (100ZF1x3) , BN EEK (100=2TFx3) Rxkptdk. BEAPAEHTTK

TREREN T4, Lk, IEMIRGEE ML ED1-2,

H&2

fE-20°CF, [ALEYI1-2 (10 78, 58.10ZEE/R) &P (100ZTH) B, ER I =R (29.11

5o, 1161922 B /R) o B AYIZETHR 225°C, FFAE25°C FHHE 12/ o 1 SR i 22 HH BRI\ R (200

ZTH) FK (100ZTH) , ZIRESYTHE R 40°CIAA0°C T HEEE2/ N . 503, ARABFH & H KT (3002 T%2)
I, & IFEMATAEEMGKIER QBER/FE, 400227 x3) KA. NG AR (bpHZE2~3, H 2%

CEEAEEL (3002 T4x3) , WCERA VAR KRR T4, 13k, 3Bk E2H-E%1-3. H NMR (400

MHz, CDCls) 8= 11.13 (s, 1H), 10.29 (s, 1H), 7.37 (q, J = 9.3 Hz, 1H), 6.77 - 6.68 (m, 1H).

HE3

L E91-3 (1.5 5, 9.49%FE/R) N N-ZHEEREZ (2027 R im A4 (284.42 =5, 1.90

IR ABKERAT  (1.97 58, 14232 FE/R) o ZBGMITE25 CTHA0.5/N o 85 MANEPIBB-2 (2.06

., 113922, ZIRA YR 2 60°CHIECOC T HiHE12 N . Rz W AR R FIA30=ZH K, Ha

B 2.8 (S0Z2TE=S) 2EHL, AHFBENAMHK (20%FH=5) ik, WRAEE/KTEER 1R, B HUARH /KIS

T, Wk, BEBURAE BRI AY1-4. 'H NMR (400 MHz, CDCl3) 8 = 10.45 - 10.38 (m, 1H), 7.37 - 7.28 (m,

1H), 6.74 - 6.65 (m, 1H), 428 (t,J= 6.2 Hz, 2H), 4.16 - 4.13 (m, 2H), 2.22 - 2.16 (m, 2H), 2.06 (s, 3H).

HE 4

FEO°CF, MG HI1-4 (325 Tu, 12.59ZB/K) MIIUERE (0= RIS (490% 7L,

12,9528 KB GEZTH » RMARRECC I HEE0.5/M . E0°CTR, AR MK R FIAK (10

ZTH) , HZBROl G0ET<3) FH, SIFANFAK (10ZTH=2) ¥iE, WHRaEHK (1020 ¥

o BAYUAREKEBRAA TR, I8, IERRGE I EYI1-5,

HE,S

A E1-5 (2,65 T8, 10.18ZFE/R) FIS-H-2-FFRHEE (1.575%, 1122/ FINERRE (2021)

W, IMANZIETHEWE (371 50, 1833ZEE/RD , 0. 1I/NE . SRIETEO°CT BN M 28 — H I — Ik

BE  (4.6250, 18.33=2[E/K) MUK (SZT1) B, BRIBG YT R25°CHAE25°C 12/ . K1k
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AR ABINT0Z T KT, FHZBRZEE (302271x3) 2, &IFENMAK (1027F<3) , &K (10
ZFHx3) Yot BEEAVAHRIOKREREN 1%, SRy, Masr Z2iail Gk, A 282k
=1/0 ~20/1) BF1b-E41-6. '"HNMR (400 MHz, CDCl3) § = 10.31 (d, J= 3.2 Hz, 1H), 7.49 (dd, J= 3.2, 8.4
Hz, 1H), 7.33 - 7.27 (m, 1H), 7.23 - 7.18 (m, 1H), 7.18 - 7.11 (m, 1H), 6.72 - 6.57 (m, 1H), 5.25 (d, /= 2.8 Hz, 2H),
4.19 (t,J = 6.2 Hz, 2H), 4.06 (t, J = 6.2 Hz, 2H), 2.09 - 2.06 (m, 2H), 2.04 (s, 3H).

B 6

FEO°CT, MfbEM1-6 (1.04 7, 27252 BK) P& F i (10ZF) BRF, MARSEEEXTR (1.66
S, 85% ZHFE, 8.16ZBEIR) , HIRGYTHE 2 25°CIFAE25°C N i HE 12/ o )% S S I N2 2= T A
THRER KB, EMALOZTK, HZERZEE (30Thx3) REL, AIFENMAK (10ZTFx2) ¥k,
WA K (LOZETF=2) BRIk, FFRTO/KTRRAN TR, U8, JEMORAE, BRI saait CAib
fik: 2R lE =3:1) BFEW1-7. "HNMR (400 MHz, CDCl3) § =8.19 (s, 1H), 7.18 - 7.08 (m, 2H), 7.00 -
6.93 (m, 1H), 6.89 (dd, J= 3.2, 8.4 Hz, 1H), 6.63 - 6.57 (m, 1H), 5.14 - 5.09 (m, 2H), 4.23 (t, J = 6.2 Hz, 2H), 4.04
(t,J = 6.2 Hz, 2H), 2.14 - 2.09 (m, 2H), 2.06 (s, 3H).

BB, T

FAEY1-7 (158, 251Z 8K BP0 THERPIMASRAM (=T, 20% 41, 489.03%MEE/R)
7RIS, IR A WAE25 CT i FE6 /N . iz BRI NL0ZZ TR, SAIEH ZBR LT (30Z=THx3) %
B, BIFAENAMEAK (102Fhx2) gk, MM EEHK (1027x2) Bei, WA VUEFJGKBRER SN T1% .
YR, JERORYE, MMEEEN A R, A 2B O =5/1-3/D H2EHLE11-8. 'THNMR (400
MHz, CDCls) 6 = 7.15 (q, J = 9.2 Hz, 1H), 7.00 (dd, J = 5.2, 8.8 Hz, 1H), 6.91 (s, IH), 6.69 - 6.62 (m, 2H), 6.53
(dt, J=3.0, 8.6 Hz, 1H), 5.17 (d. J = 2.0 Hz, 2H), 4.22 (t, J = 5.8 Hz, 2H), 3.88 (q, /= 5.0 Hz, 2H), 2.49 (br s, 1H),
2.15-2.05 (m, 2H).

B8

FEO°CTT, & 1-8 (421258, 1.28%B/K) WIS (400=TH) WAIF, MMABIE (135.04 =x,
60%ZHIE, 3.38ZEE/R) , ZHIRAWTIE0CTHHE0.S/N . FE0°CTR, K RIS (244.50 =7, 1.28
ZPEIRD BTSRRI (S BRI AR RS, %R SYTE25°CTF B 120 . W iR
NIOZTK, HZBR 2 (30Z=THx3) FHL, AIFANUERIK (10ZT=2) ¥gk, MAaihK (10272

Pedk, JERITOOKEREREAT IR, U8, IRBORAES, MHE A& ke CRligE: JBRAE =3:D B3
HH1-9.

B9

fE80°CN, FIfLE1-9 (S3E T, 170.8250 B /K) BIBERR (1ZTH ¥lh, B IIAGR (1.46%T1.  60%
gifE, 19.51%= R , ZBAYES0°C N2/ o Kz R BIN40Z AV OKF, A ATBRBR S A K
WA pHR T, KAEH TR 48 (30ZZF%5) FEHL, AFIFAVARMK (30Z=ZF4x3) Pk, MR EEhK (20
=1 Yok, FHAL/KMERI T, U8, JERRAE 2t 5971-10. 'THNMR (400 MHz, CDCl3) 6 =7.92
(d, J=7.6 Hz, 1H), 7.14 - 7.10 (m, 1H), 6.76 - 6.73 (d, J = 12.0 Hz, 1H), 6.57 - 6.12 (m, 1H), 5.20 (d, J = 1.2 Hz,
2H), 4.48 - 4.42 (m, 2H), 4.37 - 4.31 (m, 2H), 2.17 - 2.14 (m, 2H).

WE10

ik & 401-10 (46 258, 12948 R) [ ZBR 21 (10Z=TH) IR+, I NVBAEHE (102758, 10% 45,
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FAESEH =R, ZEAWEESEART (15psi) » 24°CTFE12/0 . N R REBE e, T3, ¥
Wk E 21k & P1-11. ESIFAE[M+H] 326.1, SEI{E326.1; "H NMR (400 MHz, CDCl3) § = 7.17 - 7.07
(m, 2H), 6.82 - 6.78 (m, 1H), 6.76 (d, J= 11.6 Hz, 1H), 6.68 (d, J=9.0 Hz, 1H), 6.63 - 6.56 (m, 1H), 5.07 (d, J =
2.0 Hz, 2H), 4.35 - 4.31 (m, 2H), 4.16 - 4.11 (n, 2H), 2.13 - 2.09 (m, 2H).
HE N
FLAEWI-11 (41 258, 784IRUEER) MIPUEEmR ZTH W, IALEYIBB-1 (262927, 78.41
WEEIRD FI= 0% (7.93 25, T8AVMEE/R)  IBEYIFETOC T A 10/ o K12 S Mk (5] N 1072+
K, FZIR B, (30ZZFHx5) FEL, &FFENARAIK (10ZFH<3) ¥k, WREK (10> Bk,
FH A TOKREREN T4, 8, JERORA S M S Eaift Chmk: ZB2/E=2/1) BELEY1-12.  MS-
ESIH B [M+H] 567.1, SCI{ES67.1; "H NMR (400 MHz, CDCls) 8 = 8.86 (s, 1H), 7.97 (s, 1H), 7.81 (d, J =
8.0 Hz, 1H), 7.16 - 7.06 (m, 1H), 6.84 (d, J=11.6 Hz, 1H), 6.78 (m, 1H), 6.57 (br s, IH), 5.16 (d, /= 1.6 Hz, 2H),
436 (t,J=5.2 Hz, 2H), 4.22 (t, J = 5.2 Hz, 21), 3.91 (s, 3H), 3.90 (s, 31, 2.11 (m, 2H).
W12
FIfb G I1-12 (22 Z 58, 28.57HUEEIR, 73.57%8018) MIDUS kR Q=T MR (I=ZFH) FERFImA
—IKEEEMNE (599 =7, 142.85MEE/R) KR (1=F) , RIBEWTE26°C TIHE2/NN . R N
WA IR SRR SRR pHA 6/, SRJE FH 408 Ol (5Z2FE=5) 2EHL, AIHENAHK (SZEFx3)
ek, RGN TOKRBR ST, e, JERokdr, M A&t (C&H kR Bl = 10D
RE (D &Y. MS-ESIFHEAE[M+H]521.0, SEI{ES21.1.

ShEE) 2. X (D WEW A1 SEEH %

o)
~=( 1
0O 0 o Yo
=\ =0
SN~
N F
F
(1)
B (D B (25g) BIFT 45°C~50°C LR AEE (80mL) H, #HMRE FIMAIEFL (40mL), A
JG BSRAEIE] 15°C~20°C, FF4iHE 0.5 /MBS, 19k, FHZBRZEE (20 mL) FIEFEE (10 mL) VR &¥E7I8E
HUEDE, BHAIERE (20 mL) ¥, UWEIEGH, B TERESIEAE, £ XRPD fllA (D &M Al
fa i, XRPD #%E K 7 Brix. MS-ESI i B E[M+H]" 521.0, S£iliff 521.1; '"HNMR (400MHz, DMSO-d6)
§=14.54 (br s, 1H), 12.02 (s, 1H), 7.46 - 7.34 (m, 2H), 7.26 (d, J=7.8 Hz, 1H), 7.18 (d, J=11.6 Hz, 1H), 7.05 (br

dd, J=2.0, 9.4 Hz, 1H), 5.17 - 5.01 (m, 2H), 4.48 (br t, J=4.8 Hz, 2H), 4.30 (br t, J=4.6 Hz, 2H), 1.97 (br s, 2H).
SeiEfl 3. X (D A B RAMHI&
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S0°CHUE T A S| E A, 4 XRPD MNAR (D &9 B if . XRPD WK 1 B, DSC i EmE
2 B, TGA %A 3 B
T G (D A AL SR (0.3 ), AL (1= FUK (5 =T RIRAERIFR, 70°CIRE

B 12 D0, SRJERbvE, VEDE SOCCIUE RBP4, £ XRPD NN (D 5 B M.
sl 4: X (D EW C BENHIE
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(1)
IR (D {59 A1 R (248 Z770), f£4HE (0.5 2T =i (2543°C) WEWH 3 K, REEL0
N, BIER, ESRTHRTARFEME, £ XRPD #%NA (D &% ¢ &%, XRPD & W 4 B

N, DSC ERW s s, TGA W EWE 6 frs.
SEiEml s: XD A5 D BEHI&
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FREGS (D &9 A1 B (24527, A& FE (0.5=F), TER (2513°C) TREMH 3 K,
SRE B E, BENER, EsETFmRTER G, £ XRPD &N (D 154 D 2. XRPD ##[&

Wk 8 firas, DSC W 9 s, TGA W 10 frs.
SEER 6: N (D) HEWE BEKH &
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FRELES (D (L &% A1 B (251 250), 1€ 0.5 ZTHUEARKIR/IEF R (BN 1: 4) PR (25+3°C)
BRI K, REBFONE, BANGR, fEFE THRTEIEMK, 4 XRPD KWIAR (D ©&YE &

. XRPD {4 11 Fiax, DSC W 12 s, TGA #EE0E 13 Fis.
serEfl 7. R (D A F BENF &
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HO‘%&N
—\  J=o
SNGZ
N F
F
(1)
I (D e EW AL & (523 250, 75 0.75 2 HEWIK RFRLEA 1 4) R (25+3°0)
RS S K, REELOSE, BEEE, fE5RTETEREGE, BN 180°C, AHE|= R G20
f, 2 XRPD kil A (D (e F @A, XRPD #EIUIE] 14 Fion, DSC #EME 15 R, TGA

Wil 16 P
THifl 8: X (D WEYW G BEKH %

0
= 1
0O O o o
HO‘%&\N
T #o
S s
N :
F
(1)
G (D A& AL B (244 Z 50, 18 0.5 2 FWEIK HEFILEN 69: 31) =R (25£3°C) BE
WP 3R, EEOSE, BINEEE, AER FETEIEE, 2 XRPD &0 (D {bE54 G FAL.

XRPD # € unld 17 fis.
i) 9: N (D A H BENH]&
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A (D thEY G SBAL, m#RF) 180°C, HW AR FRERIFE MK, £ XRPD #illlAZL (D L&Y H HBE.

XRPD i 18 Fizs.
SEREf) 10 X (D LAY S1 BAIH] &

0
={ 1
0 0 o o
\++/\/OH . 0K L
S _~N 0
H F

F
(1)
X (D HEMN AL R (250 =5 5§ 117 ZI0EEE 2-FEPYERRR (0.5 ZTh) iR (25+3°0)
BIRHEHE 3 K, B E SeChiR: 1 R, HEMAE20°CHH 2 K, BOABEEERASTREDEK, &
XRPD frfll gz (D AP S1 &%, "H NMR B/ 5 (D HEREEREEN 1.0, XRPD B &
K 19 Frzs,  "H NMR 3% B0 20 B .
SHEE 11 X (D &9 S2 B H| &

0
={ |
_ 0O 0 o o
Na* ° O%ﬁ\[\]\ﬁ\
0
SN
N .
F
(1II)
A (D LAY AL B (250 2%) 520 2R EAANMNTELE (0.5 2T FFE (25+£3°C) BiFHii: 4
K, BUABEREZRESTREHFE M, £ XRPD &AL (D &4 S2 &%, HPLC/IC SRR

BE/RELN 1.0. XRPD REEE 21 Fin.
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Na"'-O L
S/NO
H F

F
(TIT)



WO 2024/037532 PCT/CN2023/113085
35

XD EWALBE (251 Z5) 5 2.0 2R EFNAEIIERRT (0.5 ZF) FER (25+3°C) Sirdi
Fa4xR, BOOERESERESTHRESIE A, 4 XRPD &MIAN (ID LE44 S3 W#, HPLC/IC /R
B EE /R HE A 1.2, XRPD 5 B0 22 Fiow .

SHER 13: R (V-1) &9 S4 BB H] &

(IV-1)

XD LA AL B (251 27 5115 2% N EZ TIRERNE (0.5 2T =R (25+3°0)

BRIEHRE 3 K, AU EETEERE T TRAEIE F, & XRPD W (V-1 /547 S4 &AL, 'HNMR

BIRTAREREZ TG (D AR EE /RN 0.9, XRPD 1% & 101 23 Fis, 'HNMR #% & & 24 fis.
SHER 14: R (IV-2) WA S5 SBIHI &

O
F@ﬁ
©\/H\/\ « HO ; ) N 7 7
N — )§
H F

(1V-2)
XD LA AL G (250 2%) 5 115 2R - FEZTIREZRE (0524 P=EiR (25+3°C) &
T 3R, BOREEERETTERAEIRE A, £ XRPD MK (Iv-2) LA S5 A, '"HNMR
BIRTARERE TG (D AR EE /RN 0.6. XRPD 1% & 401 25 Fis,  'HNMR #% &0 E 26 fias.
TR 15 X (D AW A2 BEHHE

o)
—={ |

0 0o o o
HO‘%&N
—\ =0
S s
N -

F

0.5

F

(1)
FREL (D th ¥ A1 BB (247 70), 78 0.5 ZFF - HETH/K (BN 1: 4) PR (25+3°C) |
A3 R, AERLLE, BREEM, £FE TRTAIE A, £ XRPD fill vl (D &M A2 &3,
XRPD % B w1l 27 Frm .
SR 16: X (D AW A3 HEIIH &
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R, (D LEY AL BB (251 Z30), T 0.2 ZTPUERKIE, 7N 1.5 27 EACT R, AR5 S0
S8, BINEAE, EEETHTAIBER, 4 XRPD aNAL (D &89 A3 A, XRPD %A 28 AT

ANo

S 17: R (D EY A4 SRS &
0
—=( 1
O O 0 0
HO‘%&N
—\ =0
S
P H E
F
(1)
RIS (D 1L &9 A1 B8 (24.6 Z50), KT 02 ZFMEE, N 1.5 2F EFEE, SSCTRHEE1 X,
HRD-20°CHFE 2 K, AESEOLHE, 2B, AR T TARIRMA, £ XRPD AR (D &

Yy A4 F 8, XRPD BEENE 29 B
LR 18: X (D) &9 AS BEMH &
0
—=( 1
0O O o o
HO%N
=\ =0
S
Y H E
F
(1)
RIS (D LEW AL T (252 2Z55), BT 0.2 2T N-FF RIS ER, 70 1.0 26K, R5 805
B, BINEAE, EFRTETAEIEMAR, 4 XRPD &0~ (D &Y AS 1A, XRPD i &K 30 AT

ANo

S 19: X (D e A6 EEH &
O
- \L
O O 0 0
HO N
poad

H F

F
(D)



WO 2024/037532 PCT/CN2023/113085
37

I (D {59 AL B 3Y (25.6 250D, 1E 0.5 ZFFHHE/ FERT R (RN 1 4) f=iR (25
+3°C) WEHH 3K, REHLSE, FEEH, EERTETAIE S, £ XRPD 04N (D fhé
Yy A6 2. XRPD %A 31 s

SR 20: X (D AW AT BEEH &

(1)
I (D (AW AL BE (523 250, 1E0.75 Z2F - HETHRIK ERFREA 1 4 PR (25£3°0)
BEHPE S K, REELSE, HAGF, £FRETHTEIE K, £ XRPD N NR (D L&Y AT R
Al. XRPD #% K& 32 Fror.
LHEf 21: X (D WEY B BEE AR E AR

s Rtz SR e s T T RN (h E 2582020/ P9 FRIENI9001), ALK (D L EYIB
s 2 () ] R e M, X B R EAT TR R R (R il i KO IRD) L I (40 °C/75% RHD JACH] (25°C/60%
RH) MRt setE %82, N Z0R%: BRIE I B, S AF N B BRRE R, BN 82 ) it 47
PRI B R AN TOR N 8] T AR E 1 o GRS E MG 8 P ICH QIBRIE SR : JERRRE i BT 1T WL RIS 41
NS BUB &AM 7E5000+500 lux (AT WLYE) 590 pwicm? CEAN) G4 RIS RAI0K . 10K 5 fris
Z AR EAME T 1.2x10° Lux-h, YT AMER MK T200 w-h/m? G REE S BN TR R B SPH R 2,
PHAEFARPEER, MUBNERRF P BT e b BRRE S a2 7 Ut R R B — 20, (HYERRE SN
BRI, KUINERLE: S50 HEAZLDPES, ZLDPEE S HHILINER, HRAEHE
o, dhdr. DA A 1 283 H, KA MHIE A H . XA R e PERE ShdE 4T XRPDI S ) 4 Y 4%
1.

HWORE 2925 mg, FESHRE, BT10 mLEEMF, MnemL LA i, ME=iEEMmKELE,
TSy, (ERERIARE, SMRELN2.5 mg/mUEH, ERBOREEIT IR AT, KIS RS 0K T as il 45 R
BATIRRL, BARIRIES R R R 24578 . HPLCI XA A 4T 46 1 AR 25 B

#24 (D fLAYIBEEE A fese iR g s

R BY S 24 (%) | &mE
_ WER 99.4 B Y
ER (60 °C, ML) 10 R 99.4 B /i
=
10 K 99 4 B B

(25°C, FHXTVZEE 92.5%, L)

A] L% S HE AR TR 3 1200000 Lux-h
A W+ 4N (ICH 41) 99 .4 B fi 7
BLAN R BB TR T 200 w-h/m?
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T R4 AW+ ANE R E, JER S A aiEEE 99 4 B a2
1 H 99.4 B &iAY
T
2 A 99.4 B Gy
(40 °C, AHABE 75%. MWL)
3 H 994 B &4 7%Y
K HH
38 994 B &4 %Y
(25°C, FAXTIBEE 60%, ML)
25 HPLCIU BB B K i vk
28 e E
SN2 Agilent ZORBAX SB C18, 4.6mmx150mm, 3.5um
FLBIAH WA A: 01%=FEE /KW (A B: 01% =GB BB (ERED
B[R] (4% VBT A (%) TBIH B (%)
0.00 90 10
2.00 90 10
TS 17.00 10 90
22.00 10 90
221 90 10
30.00 90 10
IE 1.0 mL/min
R 3ul
eI 220 nm
A 35°C

giig: N (D aY B EMEFARENE G,

AR EEL, AARGAFERENR.
SERER22: K (D WEYBEERTIBER 5
fliFH SMS DVS intrinsic plus )3 7K 2O 70 B (D &6 B &8 (10-20mg) BT

DVS H i AT

T, DGR, ARHIRTIED & TR R AR

SpInEER. X (D AW B SRR DVS S EE 33 iR, AW% A 0.535%.
spIhEES: X (D LEY B MEVE 25°C/80%RH FI/K R B 2% > AW% > 0.2%, B&H BI¥EM: .

AP A R

KRB 1 AR A PIXT AR P R R R O R A E R AT
SeB H B R AAFLIPRASIIEAR, AR ME KT EAS I 52 306 & P e M R R R TORR 52 A B 40 il s 12
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FEE SR SRR

Fluo-4 Direct™i 7 & Invitrogen-F10471 /A 5]

38492 M R 0 B A AR ——Grreiner-781946 2 A

384 FLAL G IR Greiner-7812804 &)

W& EECHO (BB AL

FLIPR (B RRAR AR O

SRR

O E A K I GnRH/HEK 293 (A BRAR B 4H A 203) 35974100, [ DPBS (At EKEERZEMEL) Z2phil
7EVE, IMAEE 0.05%0H) EDTA (L&A -FRBE T 37°C S mmIsRsmathmte. 1~2 240
YD AR TR EOE A . B IRFT 43 B i fa B LS i, BABAL 20,000 N4HAE, 20 pL (1% 5 A
A 384 fLZRME R OHAR, 5% CO,r 37°C EH MBI A

B RAFLIIN 20 pL 2% Fluo-4 Direct™ 2K, 5% CO,, 37°C B2 MM E 50 0hh, =R E M
10 min. ¥ 0.2 mM Leuprolide acetate (EEEZEIAIHR) A ECHO i 4 £ 10 A BREEMRE, H A 900
nL E|LEWHR . 0 30 pL FLIPR 22y R B A48, 1000 rpm B0 1 min. 1217 FLIPR {355
i, BB, A 10 uL SIS e, BBURIEfES . RIEHEIA 10 p\L M EHNEY
(BERR IR MO, BIZIGE S, 1TH ECy, #E4 6x ECso WERIBBNH .

B2 mMZRE BV K BB IR IE IS L&Y (Cetrorelix Acetate) FHECHOMM41 104 55 KIHE EEFRRE
HEF2900 nL AL G PR . B I030 pL FLIPRZEM SR AR B ALA VIR A, 1000 rpm 5001 mine J&4TFLIPR{X
PRERME, HEERET, W00 pLZIRX ASH AWM, SEBUIOES . BIRIN10 pL ox ECylk
FEWIBh B4R, SEEURGE 5 .

THEAE WX (LI B R B O 32 AR PSR AT ICso, BPFERRERIE GnRH ZARAIAIL A Ca? i
EANH — LI (25U E, N H GraphPad Prism 5.0 B 2F T 25408 ICso.

SIREE R

A Je B HR AN Bt AR AR A R T O R S A v ad o L Bk gk AT il e, WA 04 ICse WL

% 26:

Labcyte 2 7]

Molecular Devices /A )

R 26 AR WHALA T N PRE IR BRI R R 2 S A M1 1C s
e Ea s ICso (nM)
X D EY 32
ity ARSNGB R RO R 2 A BA 23 s 1R A
SEH2 2B 1 F R
SECH 1 WA R MG e N IR N 2 RB) 2 E
LTS
HREMEGW S DMAC RS, Wwhe 2 o4, P& DMAC WIRR S G ie 2 55,
H 45 F] 10 mg/mL FIVEHIRMR . BL0.0600 mL (1] 10 mg/mL FEINA 0.300 mL Solutol, JR%E 2 734,
TN 2.400 mL FZAEFIER K, JHE 2 040155 0.2 mg/mL HIVETEWW, FT PO #H4 %5, HX 0.500 mL ] PO
LB LRI, WRNE 2 738k, DN 0.0500 mL [ DMAC, JE& RiRJiE 2 245, 2RJ5 A 0.0500 mL [ solutol,
WRHE 2 58P, BSAIN 0.400 mL IR ER K, IRHEIN 2045 5] 0.1 mg/mL ISR, WAL g AR
FIVES (V) AT
¥ o4 HBEM CD-1 MR 2 A B 1 AsREkGE . FIEN 05 mgke, WHN
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10%DMAC/10%Solutol/80%EF 57K, A2 RN 5 mL/kg. % 2 Az s ki E ik 2 mg/kg K524k
GV, DRRBEA 10%DMAC/10%Solutol/80% A FE 7K, T ARMAEFA 10 mL/kg. TEZA245)5 0.033 (U ERfik
VERT). 0.083. 025, 0.5, 1. 2. 4 F1 12 /PP REAM . 4 IMAE 3200 g, 2-8°CE L 10 min J5E R MK,

40

PCT/CN2023/113085

LC/MS/MS 53 5E I 3¢ T A2 A& I 2, 31 F] Phoenix WinNonlin #AF T H 2548251

SLIGEE R

WAL R WK 27, FBHE N IV BKEH; PO: HR; Co: FIAMZIREL; Cmex: HIEHFHHRK

BYIRFE: T 530 o BTN Ty EREME Vi TUAEH; Clo B AUCow: 2
£k T AR .
F27 D AR PR aL 7 (PO AR
PK 24 IV (0.5 mg/kg) PO (2 mg/kg)
Co (nmol/L) 13513 --
Crmax (nmol/L) - 25800
Timax (h) - 0.500
T (h) 5.66 5.03
Vs (L/kg) 0.159 -
Cl (mL/min/kg) 0.332 --
AUCo.tast (h*nmol/L) 48307 142824
VR (%) - 95.3

SRR AR AR R HE -

Ghi: AR A YA I 1

@ =NRy—
% 5 AT

2B 1A R

THRRE, FREHK,

FIREYRI R e, AL T L7519
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M O E R
O

: \L

o oﬂo )

HO N

{ N)to

H F

F

LA (D & B i,

(1) ,

HAFFIEAE T BTk B i B H: Cu Ko 3RS 1 X 2ok RAT S G £E T 51) 20 £ A AT R EAT S04 - 4.62+40.20°,
7.35+0.20°H01 18.34+0.20°.
2. IRERCRIESR 1 ik B &, H XOSTZRM R AT RS E T 71 20 ML R A RENTH . 4.62+0.20°,
7.35£0.20°, 11.45+0.20°, 12.33+0.20°, 18.34+0.20°, 22.41+0.20°, 26.54+0.20°H1 27.08+0.20°.
3. MREBCRIESK 2 TR B dh AL, H X RATH IS E T 41 26 f db BAA R IEAT S I 4.62+0.20°,
7.35+0.20°, 11.45+0.20°, 12.3340.20°, 13.754£0.20°, 17.89+0.20°, 18.34+0.20°, 20.92+0.20°, 22.41+0.20°,
25.43+0.20°, 26.54+0.20°H1 27.08+0.20°.
4. RIEBCMESR 3 PR B &, H XORZA RATH RS E T 41 20 ML B A RHEATHIE: 4.62+0.20°,
7.3540.20°, 9.17+0.20°, 11.45£0.20°, 12.3310.20°, 13.75:0.20°, 17.89+0.20°, 18.34+0.20°, 20.92:+0.20°,
22.4140.20°, 23.57+0.20°, 24.46+0.20°, 25.43+0.20°, 26.54+0.20°, 27.08+0.20°H1 28.81+0.20°.

5. MRIBBCRIE SR 4 iR B S5 2Y, H X 20 R AT G 7 N3 20 AL R A RERT . 4.62°, 7.35°,
9.17°, 11.45°, 12.33°, 13.17°, 13.75°, 14.34°, 14.67°, 16.50°, 17.43°, 17.89°, 18.34°, 19.45°, 20.92°,
21.68°, 22.41°, 23.57°, 24.46°, 25.43°, 25.89°, 26.54°, 27.08°H128.81°,

6. MRIEACRIER 1~5 TR —TUTMAR B f Y, HAEE T, B& TIMEE—TURHE:

(1) H XRPD BiEHA i 1 R:

(2) HERPHEAHL T 224 4°CL3°C b B A THWE R IR ,

(3) H DSC EREEAR FalE 2 Brw;

(4) HINE M ILRAE 150°CH3°CRT 4R 1.12%:;

(5) H TGA BEIERA ik 3 k.

7. (D EDH C R,

o)
—~{ 1
0O 0o o Yo
HO‘%&N
—\  =~o
Sz
Nk
F

(1) ,

FRFEAE T, P C @B Cu Ko BR4T 10 XN 2t RAT S B A2 T AL — 41 20 M AL BARR LRI 1
(1) 7.18+0.20°, 8.47+0.20°F1 12.80+0.20°;
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(2)7.18+0.20°, 8.47+0.20°, 12.80:£0.20°, 15.80=0.20°, 16.96=0.20°, 19.23+0.20°, 20.12+0.20°F1 23.30+0.20°;
(3)7.18£0.20°, 8.47=0.20°, 11.55£0.20°, 12.80£0.20°, 15.80+0.20°, 16.96+0.20°, 19.23+0.20°, 20.12+0.20°,
23.30:£0.20°H1 26.31=0.20°;
(4) 7.18°, 8.47°, 11.55°, 12.80°, 15.80°, 16.96°, 19.23°, 20.12°, 23.30°126.31°.,
8. MRIBAAIE R 7 Jrikif € e, HAHMETE T, H&TSME R —TURAE:
(1) H XRPD HidEA i 4 Bk,
(2) HERPHEREILA 225.1°CL3°C Ak BAT RS (I 1Y ;
(3) H DSC FEREEEAR Fanld 5 pis:
(4) HIREMH LR 150°CH3°CRT 2L H 1.13%;
(5) H TGA EREEA FinkE 6 ik,
9. A\ (D WEWE ¥ B2k,

—~{ 1
0O o0 o o
HO‘%&\N
T )to
S s
N -

(N ,

LR T, Prddyy B via i th . W o T hgd . IR . B L. =ikl .

Breih. HEL. fhvER. BREh. EEREBEEL.

10. HRAEBMESR 9 R\ (D &2 Bz iih, Hd, A (D a8 (D
Fiw, (D WaYrshiiaify sl (dID FrR, 3 (D EYN R o RS av) Frr,

(IV)

Hi, m#%H 05~1.5; n#%H 0.5~1.5; piEH 0.4~1.5.
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11, RIEBAIER 10 frisl (D EWH: e rth, Ha, X aD ek et (-1 ey,
A D feEEER -0 L&,
O‘w\

0
F w\ F
0 0 Q\O o 0 0 ﬁ\o 5
Sl OH o © N Ngt ¢ O N
| s N/&o S N/Eo
H F H F

F F
(1I-1) (1I-1)

12. X A-D tLEYIR ST mAL,
041

F
O O o o
\Ill+/\/OH « O L
| S AN O
H F

F
(1I-1) ’
FRAAEAE T, BTk S1 @B CuKo FB 5T HY X Sy R AT 48 BIREAE T 7R — 4 20 At FOA FRIERT S04

(1) 8.68+0.20°, 12.70+0.20°, 18.12+0.20°, 19.43+0.20°F1 24.41+0.20°;

(2)8.68+£0.20°, 12.27+0.20°, 12.70£0.20°, 15.200.20°, 18.120.20°, 18.95+0.20°, 19.43+0.20°H1 24.41+0.20°;
(3)8.68+0.20°, 12.27£0.20°, 12.70£0.20°, 15.20240.20°, 16.94:0.20°, 17.37+£0.20°, 18.12+0.20°, 18.95:0.20°,
19.43+0.20°, 24.41+0.20°, 25.51+0.20°F1 27.62+0.20°;

(4) 5.98°, 8.68°, 9.67°, 11.39°, 12.27°, 12.70°, 13.61°, 15.20°, 16.09°, 16.94°, 17.37°, 18.12°, 18.95°,
19.43°, 19.93°, 20.35°, 20.91°, 21.44°, 21.69°, 22.05°, 23.32°, 23.85°, 24.41°, 25.51°, 27.11°, 27.62°,
29.05°H11 29.85°.

13. MRIEPCRIER 12 Brk i S1 &AL, H XRPD [ iA FwnE 19 Frs.

14, RIERFIESR 1~6 F TR M B Y. BURIZESR 7 80 8 BTk i € 8. AURIZESR 12 85 13 Tk iy
S1 E R EBCRI B SR 9~11 A B — T FTR AL 7E R £ GnRH 2445 H0RAH X W A Ik R F .
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Category™ Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.

PX WO 2022179476 A1 (MEDSHINE DISCOVERY INC.) 01 September 2022 (2022-09-01) 1-14
entire document, in particular, embodiment 1, and claims 1 and 16-17

A CN 114364384 A (OBSEVA S.A)) 15 April 2022 (2022-04-15) 1-14
entire document, in particular, description, paragraph 5, and tables 1-3, and claim 34

A US 2009325900 A1 (KISSEI PHARMACEUTICAL CO., LTD.) 31 December 2009 1-14
(2009-12-31)
entire document, in particular, description, paragraph 15, and tables 47-74, and claim 1

A CN 105793267 A (BAYER PHARMA AG) 20 July 2016 (2016-07-20) 1-14
entire document

A CN 114466665 A (OBSEVA S.A.) 10 May 2022 (2022-05-10) 1-14
entire document

D Further documents are listed in the continuation of Box C. See patent family annex.

*  Special categories of cited documents: “T” later document published after the international filing date or priority

«A” document defining the general state of the art which is not considered date and not in conflict with the application but cited to understand the
to be of particular relevance principle or theory underlying the invention

“D” document cited by the applicant in the international application “X” document of particular relevance; the claimed invention cannot be

“g» earlier application or patent but published on or after the international considered novel or cannot be considered to involve an inventive step
filing date when the document is taken alone

“L” document which may throw doubts on priority claim(s) or which is “Y> document of particular relevance; the claimed invention cannot be
cited to establish the publication date of another citation or other considered to involve an inventive step when the document is
special reason (as specified) combined with one or more other such documents, such combination

“0” document referring to an oral disclosure, use, exhibition or other being obvious to a person skilled in the art
means “&” document member of the same patent family

P~ document published prior to the international filing date but later than
the priority date claimed
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