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PEAEE, LAY REA, AT, MIESURA RN T, LA bR SR 5%
AR B, ST EE IR 75, B AHIPERR, S8 I S IR RE HEAIZ A AT T A,
RSB B T LSRR

L

A R BT B PR R 0] JER AT GLP-1R A2l Al & E AR &, foetkZea. A
U, ARKRBHEE T —Fh GLP-1R 2ZMahFle &4 . AL Hbl& M. 4% AL
;R E A, AERIFA TR,

AR T — Rk T &0 2-5 5-2-(FR H R)-1,3- T — B sh B A 64 (R L& 2-
EHE-2-(FR I BL)-1,3-TH B 3 10 B9 )5

fE sty =P, TRl LIS 2- - 2-C 1 ED)-1,3-79 — etk HonsU I &4,
F N
c N\G—COOH Ho OH
Il

7 —Lesgifi g b, TRt LA &9 2-8 08 2-(R I 5S)-1,3- T e Bk AR & 0d, FnRyE A
JKER 1,4- 875 Rl [ILER 2-BEE-2-(FHH)-1 3-8 “EHEHRewh, Fgl 116
E 2-R A 2-(R HIEE)-1,3-T0 R #h SPTRERIM BE R L RIE R 1: (1-0.5), BTk 1 &Y
) 2-B83E 2 ) 1,3-TH Rk 5 BT K I BE R EEol 1 1, X, BTkt ik &R 2-E 8 -2-(%
BEE)-1.3-TH Ik S FTR 1,4- Z 8/ BEREE A 1: 0.5,

AR T — PR TG — KGR A, HEH Cu-Ka iRl P20 fRsm X S48
KATHHETE 4.120.2°0 8.2+0.2°, 10.7£0.2°, 12.3£0.2° £ 20.7+0.2° K75 Fi7 5 U ;

Bk AW — K &SN
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: N
HO NH,
IspSepe e,
Cl COOH OH
- H,0
ik, iRl A& — K EWI R G AIERZ A Z (orthorhombic ).
sy R, TR TG —KEWIEEL A H Cu-Ko 4855, LA 20 AIERRIN X 4
LR R AT LA TE DU — Ab Bk 2 A 75T 14.120.2°0 14.9+0.2°, 20.5+0.2° 71 21.8+0.2°,
sty e, ARl G Y—KEGW AL A ] Cu-Ko 3855, LA 20 AR X5
R RATI EIAE 4.140.2°, 8.240.2°, 10.740.2°, 12.3+0.2°, 14.1+0.2°, 14.9+0.2°, 20.5+0.2° T 21.8+0.2°
LA AT IE .
sy e, Ak G Y— KA AL A ] Cu-Ko 3855, LA 20 AR X5
Lol AR ATH B 3 1 BT AT

x1
RS 208 d FEXT I 5 BE
1 4.114° 21.46041 A 19.8%
2 8.295° 10.65090 A 91.1%
3 10.703 ° 8.25895 A 80.6%
4 12.388 ° 7.13911 A 100.0%
5 14.151° 6.25379 A 64.9%
6 14.941 ° 5.92472 A 65.2%
7 15.954 ° 5.55077 A 31.3%
8 16.566 ° 5.34683 A 13.9%
9 17.086 ° 5.18547 A 16.0%
10 17.948 ° 4.93836 A 18.9%
11 18.429 © 4.81041 A 17.4%
12 19.019° 4.66256 A 36.0%
13 19.916 ° 4.45440 A 19.7%
14 20248 ° 4.38230 A 21.0%
15 20.530° 4.32259 A 48.4%
16 20.768 ° 4.27354 A 94.2%
17 21.362° 4.15615 A 40.2%
18 21.868 ° 406113 A 70.7%
19 22.405 ° 3.96502 A 28.4%
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20 23.059 ° 3.85389 A 18.2%
21 23.528 ° 3.77811 A 12.6%
22 23.874 ° 3.72426 A 22.6%
23 24.612° 3.61423 A 5.5%
24 25.081° 3.54767 A 23.8%
25 25.383° 3.50611 A 14.5%
26 25.899 ° 3.43736 A 42.5%
27 26.264 ° 3.39049 A 30.7%
28 26.667 ° 3.34010 A 18.2%
29 27.176 ° 327878 A 4.8%
30 27.646 ° 3.22405 A 11.1%
31 27.968 ° 3.18764 A 4.4%
32 28.847° 3.09251 A 7.2%
33 29.734° 3.00219 A 20.1%
34 30.268 ° 2.95045 A 2.4%
35 30.988 © 2.88351 A 8.4%
36 31.535° 2.83476 A 8.1%
37 32.098 ° 2.78633 A 11.5%
38 32770 ° 2.73066 A 2.7%
39 33.246° 2.69269 A 1.9%
40 34.317° 261104 A 9.7%
41 34.659 ° 2.58607 A 4.3%
42 35.356 ° 2.53667 A 9.7%
43 36.387° 2.46713 A 2.7%
44 37.305° 2.40846 A 4.9%
45 37.817° 237704 A 9.3%
46 38.537° 233425 A 2.8%
47 39.257° 229310 A 2.1%

E—Lesi gy =, TR T WEY—KEWIIRE A 1 Cu-Ka 585, H X 50 ARATH
(XRPD) EliSHAINE 1 FiR.

FE—SsEii gy R, TR TG — K EIEE A MEREHER (DSC) M7 129.98
+3°C M1 196.25+3°C Kb EAT Wik,

ety &b, TR A& —KEMN R A 2R E AR mE 2 Fix.
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FE—sesii 7y R, TR 1T A H—REWIRE A IRE DT (TGA) 7 30°CE3°C
#F 135°CE3°C i EVL N K E 2.468%.

E—Legnj iy s\, BT LB — /K G &R A EE AT 2R & 3 FioR.

FE— st 7y R h, AR PR T TR R D&Y — K& R&E, LA FERSE: =0
B P212:121: a=6.13580(4H)A, 0=90°, b=12.99957(8)A., B=90°, c=42.4637(HA, y=90°, & ML iKFH
=3387.02(4)A%, FILH R FRESIH Z=4, FIRBHEN 1.379 mg/m?;

Hr, i L&Y — K& N:

HO:>£-|\2
/@/\ /\/ » 9
COOH . 20
Rk, AR TS5 —KEDIFHBENIEA S Z (orthorhombic).
KRR T — R 1L (&P 1 4-—E-HEF SRR B, HAM Cu-Ko 525, LL20 AR
TRE X BFLE R AR AT AL 3.420.20, 7.440.2°, 11.20.2° I 14.620.2° 4bA5 #7 &,
R TT LAY 1,4- SRR A WIS *’Ji‘m

HO NH,

HO

F o
o N/\TN OH
N / N\
Cl COOH - 050 O
__/

fE—Lesi gy =, TR I EW 14- ZENIEA ST B A Cu-Ka 584, LA 26 ff
TR X SR AT B AE DU T — AL AL A T 8.2+0.2°, 1234027, 13.7£0.2° . 16.1£0.2
°L20.04202°, 22.0+0.2°, 22.5+0.2°f129.3+0.2°,

Tl gy /b, BRI 69 L4-—FAE R SR GET B A Cu-Ko F85 . BL26 A
Tl X SRR B 344020, 74402°, 82402°, 11.240.2°, 12340.2°, 13.7£0.2° |
14.6+0.2° + 16.1+0.2°, 20.0+0.2°, 22.04+0.2° 22.540.2°F1 29.3+0.2° &b A5 fiT 5 16§ .

TE—Lesiif b, Bkl LA & 1L4- NI A S &AL B ] Cu-Ko 585 B 20 £
T XSS AR AT B A 3R 2 P RO RTST U

%2
5 204 d AR SR
1 3.435° 25.70386 A 5.8%
2 7.436° 11.87902 A 35.0%
3 8.210° 10.76082 A 25.6%
4 8.923° 9.90266 A 10.4%
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5 9.734 ° 9.07927 A 6.8%
6 11.232° 7.87142 A 8.5%
7 12.353 ° 7.15933 A 31.7%
8 13.769 ° 6.42629 A 6.7%
9 14.109 ° 6.27207 A 11.7%
10 14.602 ° 6.06125 A 13.4%
11 14.894 ° 5.94310 A 20.1%
12 16.133 ° 5.48967 A 42.0%
13 17.912° 4.94809 A 11.5%
14 20.063 ° 442215 A 31.5%
15 20.685 ° 4.29067 A 50.3%
16 22.002° 4.03663 A 100.0%
17 22.533° 3.94269 A 50.5%
18 23.628 ° 3.76247 A 9.8%
19 25.802° 3.45007 A 8.8%
20 29.387° 3.03690 A 15.7%
21 31.178 ° 2.86638 A 9.9%

fE—sesuiti gy 1 op, TRl I AL &9) 1L4- SR A S s B (/] Cu-Ka 385, 3L X 5
ek R ATH (XRPD) ESEAWE 6 FTR.

fE—Lesgifir e, FrRal LA 59 1L.4- ZFNIER &M B Z R AR # (DSC) i
£RAF 107.2°C£3°C FlI 186.6°C+3°C 4b HATWRHLE

LSty Fh, TR A 1L4- 8RS YR &S B fER AR E 2 nE 7
PR

FE— Loy b, BRI LA 1,4-Z80SIRATEI A B R T 4k (TGAD £
33°C+3°C % 150°C+3°C JETu MK E 2.029%.

fE— LSy b, TR LG EY LA-EONIRER &M@ B B b2kl 8 A
o

AR T —MRX T S C, KA Cu-Kafii . BL20 MFRRI X SR AT E
FF 3.74£0.2°0 7.5£0.2°. 9.7+0.2° Al 15.5+0.2° kAT 117 5 e



WO 2024/217553

PCT/CN2024/088887

F Qj
HO— NH,
@AO Y s
N
c \Q—COOH Ho OH

sy =, ARt DA &R0 EEE C A Cu-Ko 585, UL 26 RN X SR RAT
ST EIALE DL —AbBE 2 A0 E ATHTIE . 11.340.2°, 12.340.2°, 14.440.2°, 14.740.2°, 17.240.2°, 20.5+0.2°,

21.8+0.2 £l 29.5+ 0.2°,

et =, AT AR C [ Cu-Ka 58451 LA 26 Aron i X 4R
STEIFE 3.760.2°, 7.540.2°, 9.7£0.2°, 11.340.2°, 12.3£0.2°, 14.440.2°, 14.7£0.2°, 15.5£0.2°, 17.240.2°,

20.5+0.2°, 21.8+0.2 FI 29.5+0.2° kA5 AT 5t

E—Lesit )y =, TRl GRS C A Cu-Ka B855. LL 26 MR X S8R AT

SHERA R 3 BTR AT

x3
Fs 2060 d AR IR FE
1 3.722° 23.71970 A 63.7%
2 7.544° 11.70969 A 53.0%
3 8.211° 10.75927 A 19.3%
4 9.742° 9.07174 A 100.0%
5 11.335° 7.80031 A 21.0%
6 12.330° 7.17280 A 26.5%
7 14.468 ° 6.11713 A 32.1%
8 14.768 ° 5.99349 A 55.2%
9 15.599 ° 5.67635 A 64.4%
10 17.280° 5.12770 A 41.6%
11 17.708 ° 5.00461 A 11.8%
12 19.738 ° 4.49433 A 42.6%
13 20.374° 4.35536 A 57.2%
14 20.556 ° 431726 A 62.7%
15 21.880° 4.05882 A 65.0%
16 29.519° 3.02364 A 23.8%
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FE—Eesti 7y R, TR I E R AL C A Cu-Ke 485, H X ST AATS (XRPD)
Bl R AP 9 BT .

TE—Lesi &b, Frds I A&7 88 C ZERBfER (DSC) HIZLRTE 196.9°CE3°C &
HA R,

fE—sesui oy s, BTkl 1AL &R ¢ 2R E AL 10 xR,

fE— LS 7 3, ATk s a8 C IR E T ilZk (TGAD 7E 30°C £3°C £ 180°C £
3°C i FE S Bl e o

fE— e b, TR WAL &R C BHE P i 2R A 11 BTos.

E—Legnjr s, AR AP A C N &R A

FE— sty Rorf, BRI AL A4 S8 C FRER A

REHBM T — R I (A E A D, HAEA Cu-Ke 55 BL 20 fFoRI X F LM RATHE
fE 3.9£0.2° 8.1£0.2° . 10.6+0.2° I 14.9£0.2° 4bAT 75T i,

F Qj
HO— NH,
J@A‘) T s
N
cl \Q—COOH HO OH
1l

FE— st 7 R, AT I A EL D i Cu-Ka 3851, DL 20 AIERRI X LR ARAT
S EIRAE LU — R £ A AT AT 10.240.2°.10.6 £0.2° 1 14.3£0.2°,17.84+0.2°.20.04+0.2° F1 20.240.2°,

fE—desf b, TRl L&A D A Cu-Ko 54T LA 20 AR X ST ARAT
SR 3.940.2°, 8.1£0.2°, 10.2£0.2°, 10.6=0.2°, 14.3£0.2°, 14.9+£0.2°, 17.8+0.2°, 20.0+0.2° Fll 20.2+0.2°
SEA AT

E—sesf b, TRl L&A D A Cu-Ko 54T LA 20 AFORM X ST ARAT
SHERA R 4 BRI,

x4
il 205 d AR I 5
1 3.959 ° 22.29885 A 94.9%
2 8.136 ° 10.85780 A 86.6%
3 10.245 ° 8.62776 A 64.7%
4 10.697 ° 8.26398 A 78.4%
5 14.334° 6.17399 A 47.7%
6 14.954 ° 591937 A 81.6%
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7 15.904 ° 5.56799 A 35.8%
8 17.164 ° 516195 A 21.4%
9 17.898 ° 495198 A 40.1%
10 18.073 ° 490432 A 35.0%
11 20.091 ° 4.41609 A 61.8%
12 20.264 ° 4.37868 A 100.0%
13 21.600 ° 4.11090 A 68.3%
14 23.076 ° 3.85110 A 15.4%

o

fE—sbsef sy ®eb, TR TS50 &2 D @A Cu-Ka &, H X FHEBARATH (XRPD)
El A 12 fioR.

fE— Lty b, BTkl LA A& D MZERAfEHR (DSC) HiZRE 178.3°C+3°C Ml
194.0°C £3°C 4bH AW,

sy &b, TR TSR 2L D M Z R EE A R 13 B,

fE— sty S, BTkl AL &P & Y D M#AE ST ZE (TGA) 1E 30°C+3°C % 101°C
+3°C {EETEHN K E 0.59%, 1F 140°C+3°C & 180°C£3°C J& FE W 2K 0.81%.

FE— e gy b, BRI AL &0 R AL D MAAE BT ih 2 a1 14 Fs.

fE— sty s Urh, TR 1 4k &0 &2 D A TCIR & VI f L

FE— ezl s rp, AR I AL S R D s TR .

KRBT — Pl T A0SR B, HATH Cu-Ko fB5T. BL 20 AFORI X HEM RATHE
FF 3.740.2°0 7.6£0.2°. 9.8+0.2° Al 14.7+0.2° KA 117 5 e ;

F Qj
HO— NH,
©/\° T o
N
cl \©» Ho OH

COOH

TE—esiiiy b, BTkl I AL AL E A Cu-Ka 585 BL 20 MR X G2 K AT
SRR DL — A Bk 2 A TS 11.240.2°0 15.6£0.2°, 17.4£0.2°, 19.8+0.2°. 20.3£0.2°, 21.940.2°,
29.5+0.2° A1 19.0£0.2°,

fE—Lesji gy Zrh, FTREl T A EAL E A Cu-Ka 4@ 5. LL 26 MFRRI X S ARAT
SHEIFE 3.740.2°0 7.6£0.2°, 9.8+0.2°, 11.240.2°, 14.740.2°, 15.6+0.2°, 17.4+0.2°, 19.8+0.2°, 20.3£0.2°.
21.940.2° 1 29.5+0.2° ibAT H 4T

fE—Lesjy Zrh, FTRE TS RAL E A Cu-Ka f@ 5. LL 26 MFRM X SR AT
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SR EA IR 5 BT IAT S

xS
55 2041 d AN SR
1 3.725° 23.70211 A 48.7%
2 7.606 ° 11.61356 A 44.4%
3 9.834° 898712 A 100.0%
4 11.297° 7.82653 A 27.8%
5 13.430° 6.58762 A 5.9%
6 14.443 © 6.12784 A 32.8%
7 14.722° 6.01220 A 68.7%
8 15.651 ° 5.65749 A 75.3%
9 17.416° 5.08775 A 43.8%
10 19.037° 4.65818 A 9.2%
11 19.892° 4.45989 A 58.3%
12 20.382 ° 435373 A 55.8%
13 21.980° 4.04064 A 46.1%
14 23.806 ° 3.73464 A 7.1%
15 26.722° 333344 A 4.8%
16 29.548 ° 3.02073 A 19.7%

sy b, TR TSRS E A Co-Ko 585, H X LB RATY (XRPD)
BIG R ADE 15 B,
s, ks I &M B EraiiE . (DSC) kit 192.0°CE3°C &b
HA A,
fE—testiy &, TR 1Ak & EAL E MR E R 16 Fis.
E—estiir s b, AR I S 2 B FFGE 4T 2k (TGAD 78 30°C+3°C £ 160C +
PCIARHE,
fE—Lesi s Crh, BT 1A A9 R AL E IR 4T iR N E 17 Fiow .
FE— st 77 b, TR A& &8 B A RIEHI &I S
fE— oSy R of, TR Ak &9 R B A A
AR T — R I (A B S T, A S T BEE.
(D ¥ EAK T AW 2-25-2-G8 FHE)-1,3- T Z B S AR AR 2R &
() REWSIE, TERAMERN AWK 2-5E-2-F P HL)-1,3-F Z Rk AL
Horr, FOREFAREZERE (B EED B, HRIER T A —KEIRE A

10
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FORIRIN 1, 4-Z50HH, BEINRR T AEY 1L4-ZEAWENEMNEE B

FITRIEFN ISR, BRI L&Y & C.

FIT Rl 5 7 ik, ATIR IR A AR IR

BRI 7, S8 (1) R EY R ARmK.

BTl 7, TR TR AR TUR T R, 0100 i R R TR TR

Al & 77k, iR I B — KGR AL A I, Tkt I & 45 Ik i 7 i m &
AR 1. (1~100) g/ml, #IW11: 30 g/mL.

Frikil &7, BN LG — K &R A KL, BRI &IRIE N 0-150°C, Bl
HIRETE AN 20-80°C, HLiEinFE A7 .

Bl & 7k, B 0 EY—KEWN AL A I, FrdiE & [ ARG E L, ol
2h.

Bl & 77k, AR I B — KA AL A i, BTkl i el sl Pk, ol
MR YA H E SR 5L

AR 75, BT LG L4-ZE0NIER G B i, Bridst 1L &v 5T
RBEARBEEFEL AT 1. (10~50) g/ml, F401: 20 g/ml.

BTl 7, B I &Y L4-Z8AMIEHEY & B i, FrdEEmETTAE
B, BTR=IRAN 20~30°C, 1 257C.

kil # 71, i Rl TALEA) 1,4- 80N IET AV AL B I, TR IR A i 1] g A Sk
WL, il 24h.

Akl g AT, BT A LA &Y 1L4-ZENIEF &M AL B i, FTRIR &3 4E AR itk
WL Bl

i 4 7, g ol TALEY) 1.4- 8 NEFIE W AL B i), I sEnr =R Tt
JE.

PR 4 77 V6, FRfE A ARSI C I, AR I A& 5 i s v 71 ) o B A B ]
M1 (5~20) g/ml, FlU01: 10 g/ml.

Bk & vk, BTNl Itk &R C i, AR AR AT A 45~55°C, filln 25-50°C,
Rk 50°C.

Bk 7kt B TSRS C I, FTRIES I I AU % 0, 140 48h.

Ak 4 77k, BT e AL &R S C i, ATIRIE SR E AR SUEE I, i

AR T — M T BRI SE D Bl I, HESLTFPER, B LR I E &
B C A TEY L4-EARBRAEGYR SR B INRE 160°C, KA S~10min, 2] (FlAHE
BED TR ISR D,

ARG T — M IS YRS E AR & T, Ha &8, & R 1 sy 1,4-

11
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CTEAWBFEYNGEE B B TAEYH A CIN#E 80~100°C, A4 24-96h ({54 48h), 73
FpriR s L SRS E.

AR 3 T1 A A1 2L I & D7 ke T — s & DU AP IR

FI Qa): RGP SEN A RSGEHEESY A;

B (1b): 2-EFE-2-(RHI)-1,3-T % 5357 B IRABIE AW B;

HH (la) M Ub) R

LW (2): FIRESY A FREEY BIRA, M, 3, TERAMER 1464,

Frd SR (a> h, BT A AU U7, PR VIS BRI, IRSRIAF. Wi
FIEF S RRBEZTIEA . FERIGER . FERIEN S Za RIS A & DI D i — R 2 i,
PR EE SR B0n  HEE . CER BT PIEE, TR R SVA A oy FR R T ik, S Ik . [0 SR IR Bl
2-HIFE USRI, BT & BUL A3 FRIBI A0 N- ARSI, BTR S SS A AGI Ay R ER R . IR 2
lg. MR OPRER IR e, #E— B, ok Rl A NWEE. 28, . ZBR4BE. IEPEGr
LB ZTRTR A TSR IR DY SRR RVR A TR . HEEFIZK VR G PO AN K AVR & VR
ZEEAK IR B DUSURIEAT K VR AU IR < FIIE S 7RO — R BRITITR &R 7 “2- A U4
BRI LR ZEEA R BB AR “ LR TG USRI AUK IR AR B “ LR WG 2-F A
SRR R K VR AV

B, FRSER (1a) o, BrkiEsl A AR, BlanpriRiEs A HEE.

AR SBRR (la) o1, FTIRWET A Jy “2-FEEDUSIRIE, 208 PR F0 P IR &R 7 I, 2- 3Ry
SR, LW LERA R AT S: S 2.

AR IR L) R, FTRSC LAk & 405 BT IR TR A 157 B AR LA AR S50 3 0, AR 4 10: (10~500)
g/mL, i)y 10: 200 g/mL.

AR B8 (la) H, FTiRVE-E R FEONASUR A, 140 10~160°C, fLikA 20~30°C.

AridB8 (la) W, FIRIRE ST — S IEA R E 6% A

B BBE (1b) o, Frid s B A S R0 1), i ok . B2 sn A S S s v —
ML Z R, BrAREZIBFI BN Z BB RE . FTd B &Y n o Z AT

WM, PRSI (1b) ., FRREA B AK.

TR BIE (1b) H1, AR 2-Z5E-2-(FF HAE)-1,3-F B 550 B s oA SR L, Bl 1:
(1~260), Ri%H 3.2: 800.

B B PR (20w, BTk & ARSI A, I prRiR &9 B A FTRR &7 A.

B BRE (20 o, By i A s e AR 5, 190 20~30°C

B B8R (20 th, BTy @i ARG, —RCVTR S 1T A &) AN FEAT i BDFT, fln i
RIEA EA 1~24h, 140 12~24h.

FHRGHE (2) i, PRI yer &y, vhik (BRI A RS FTREE B Peik) FIi
pH (Blnokik % pH A 7~8) LI,

12
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BT P gR (20, BRI, BN 45°C T, BT

RRRM T —MAWAEY, RZMA EHas ERA 10 &M 2- 85 2-GE FH)-1.3-T0

TR B AEY (R AT 22 B 2-GR - 1,3-T TR A RIS, RZaE BT RS2
AR

ik, BT L&Y 2- 2 5-2-GR HHR)-1,3-T Z i h sl VA7 &40 LR 6 &9—K
SR I E—KEMIRER AL R IEY 14— EABHEWEE B, A1 LE
W& E . R IEY &SR D 8k I &AL E.

AREIERAL T — P LR AMA &Pk BRI (LA 2- 5 5 2-GR I R)-1,3-T8 I dh sl LA 7
EW GRIAEN 2-5 0k -2-(F2 1 8E)-1,3- 15 —BEER VA1) TEM) & F T Bl if /SR T FOSHHE %
PR L5 I N

fRidetty, BTk 6 &0 2-E 3 -2-(F FF %) 1,3-TA B Sh sl A1 6900 B R 1tk &4—K
GRS, R ITEW—KEDREE AL R ITEY L4-ZEAWEFERSE B, 1A
g O GRS D 28X ISP AL E.

FIT IR IS P BT AR DG B78 T e 5 T T W I 2 A B v O BREE I B 55 9 1 AU IR PR (T1DMD
2 RUBERRAG (T2DMD. mrH il =BR Al . s R Hbt. BN E R GT) . $ERMm PR 5%
R MAE, ShkEEIL, SHKIEREREAL . Rl R PERERE . ARVEREYENR I . EVERG HE AR 6 . 4T
YAk, AR LA BE R AT — P

FEANEEAGIRFE R L, B R &rr, WAERAS, MSARLISEELH.

IR B B PR SRR T R4S

AR BIRARHE P RORAE T+ AR BIFTHR AL GLP-IR AR IS Eh AR e VL, AR
FRALR, ik, BHEMmRAL TRE, B RS,

P Pl a3t A
B 1A I A& — R EDRR I A [ X Lo ARAT 5 [
K2 s A &7 — K ERRE T A ZRERE R 2.
K 3 9l T &9— KGR R A FIFE 1T T2
[ 4 A I A& —KEDH R SIS X Lok RATSS 1 .
B 5 Al I &P — K G PR S5
K 6 Sl L&) 1,4-“FONIE G IR 2L B 1 X 5T o R ATH
M7 A TS 1L4-ZERMEHEYR L B iz n i B HuhZk.
K 8 9l I A &9 1,4- NI ISR B2 B RS 70 i 22
K9 Ayak AL AW00 G B C F X Sk At i g
{10 A TG ¢ MZERRRIER .

13
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B 11 s AL A2 C AR i i 22

B 12 a0 1L BRI S EL D I X S 2R AR A G

A 13 AR T EGEE D 2R B2k .

B 14 9 TGS P &AL D BFE 4T il 2k .

P15 AR 1R S0 7 E 19 X200 A fir B it

A 16 I AP E R R E R

B 17 2 T AP0 G 8L E i #GE i ik

P18 Aa LA AT L X S0k AR 75 B

B 19 A TSI 1 1 X 5 4R R ATH I

20 J9 LA 820 L (0 XS Ekokn AR AT 5 FR1E

P 21 9 TSP A 1 He R IR, XA 2ty oK A 2 Tl i

P 22 N AL AT 10 B BE U X 2R R AT o PR i

23 A TG AL TIT R A BB IR X S 4 AR AT it s

P 24 R LRGP K GV A F IR X5 2Ry A fim 5 el
F 25 A A —KEYIH I A R B EEIIAR X 200 AR A 4 i

m

o
e

o
I

o
S

B S 5 2

T T S 1 7 TR B U AR R BT, B AN PR A B R R BT R 1 SR 9 R 2
THISEREG] AR H AR AT RSy, AR R TS, B R o A i

AN B S A A8 £ S5 B AN SR P 1 2 2 A AT o TR AN T ik . AR RN
N 4iERE, 7RO, SRR, R DRIREE (°C) FRon. AR =R YT, B
iR AL 10-30°C.

(AR AN T ik

T H 22 Miker i) 434 7 o0 49 20 SONRE S BEAT T, o

(1) X GH2eA75 E R ATE T X3 1) D2 Phaser ZURESRMG, (XSRS HWT:

SRR T b E

X SRR A Cu,k-Alphal (\=1.54184A) HEHE (kV) 30
HEHIR (mA) 10 RECHKEE (mm) 0.6
T % ) R ke 42 , TR G ' I i 1) 2R T B 4

5 25
" "
RIASH4E () 5.827 B 324 (mm) 0
LR fs- 0d K (deg) 0.02

14
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L E RIR (S)

0.2

FHEHE (deg) 3-40

(2) DSC

DSC HiiZk i1 TA {X &) DSC 250 BLRARG . PRI SR b, IS hRse, ioREE, [
HERAILALE IR, BL 10 °C/min IFHEER AR M 25 °C FHEZ FEEE 300°C.

(3) TGA

TGA 12k TA 1XE$10 TGA 550 BUXEIRE . FRIEE S 2 EE AP, WoOdht, LL 10 °C/min 1
FHEFEZE I 40 °C FHRZE 300°C.
(4) HPLC, WESH I T

(K& Agilent 1290 Infinity
(SRS AGILENT ECLIPSE XDB-C18 Column 4.6X150mm , 5um
PN:993967-902
HEREATR 0.3 uL
[onllNSS 220 nm
HFEIREE 2.0 mg/mL
o A: 0.1%HCOOH-7K iAW
VRBNAH -
B: 0.1%HCOOH -Z BV
IF1A] (min) B%
0.00 10
FAE (T/B%)
5 100
15 100
[ERs 25°C
IB AT JA] 15min
IR 1.0 mL/min
il FH
(R papr

SHREIR: AR R TAE T EER P, SR A HPLC P RE A Sl .
AEHETR T (DVS): SE A SMS Intrinsic Plus M SERE 5 SR . FREURE S ZERE ML F, 7 25
°C TP E dm/dt /NT 0.002%J5, AR EFLIE . B M 60%-90%-0%-90%-0%RH, &/

15
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K& 10% RH, RFMNBEY4ERR 1 /M.

AR PR B A A Ak A S BN AR T BB 2min,  Smin J5 2 BRI XRPD.

FTEEPER: 23 B A5 AL S0 7E 20mPa FE /3 T FERRH 28 B H0 XRPD 453 .

AR FE M

PRI 10mg én AL EVIINN 3ml KK, &%, 4ERHRSL 37 °C, 24h J5HUR, FIA] HPLC &0,
THSE LRI

SEHER] 1: R (S)-2-((4-(2-((4-58-2-F0K F ) S0 R L WR IE - 1-3) F R )- L-(SRUAR A T -2- U0 B )-
TH-ZR I [d] K -6- FF G

KA QomD IABEA, ZMMAZEE (1.53g), WimseEiE, Bidk h, £,

5 (S)-2-((A-(2-((4- -2 I 3 ) S0) HE DR g -1 -3 ) WY 3 )- 1 (524 R T -2 0 WP 366 )- 1L - [ ke
Me-6-FHER (10g) (BRI 14L&, #4757 R %A CN202110334388 I<92HER 3), I FHEE (200mDD
PR 20-30°CHIPE, K DR P EARIBEREINE R T A0 PR, ke, #dE 1h, Fhnk

(100ml), $ig#E 3h jEidyk: U8, JROPAHFEE /KRR (Soml*2, 2:1). PR 45°C, HAETHRE

{EEE, B85 9.1 g. IHNMR (400MHz CD;0D ) 9.62-9.72 (1H, m), 8.12 (1H, d), 7.99-8.01
(1H, dd), 7.72-7.73 (1H, d), 7.45-7.48 (1H, m), 7.32-7.34 (1H, dd), 7.22-7.26 (3H, m), 7.09-
7.12 (1H, td), 6.85-6.86 (1H, dd), 5.19-520 (2H, d), 4.55-4.60 (1H, q), 4.09-4.22 (2H, ABq),
3.94-3.96 (1H, d), 3.77-3.89 (2H, m), 3.06-3.20 (4H, m), 2.31-2.48 (5H, m), 2.22-2.29 (IH,
m),

HPLC 4% 94.74%.

SEHEB 2. (S)-2-((4-(2-((4-F-2- R H ) ) AR I IR BE - 1-58) Y IE)- | -(BEUR I T 2- 2k /T AE)- T H-
2R [d] K - 6- FF TR

FE(S)-2-((4-(2-((4-50-2- 57 FF ) ) Ly R i - 1 -8 ) R B 1 - (R L2 B T -2 6 RS- 1 H- 2 R [d] ok
Me-6- B R (2g) (Hl&5IEREF] CN202110334388 [ISEHEF] 3), IIAN—HIEH (ml) i 20-30°C
WP, WINESULANEWR (3.75ml, Imol/L), FHEZM T, WINEE (20mD), J54E Sh s, Mg, ¥E
DRI LA BRBE S PR, 5588 R A3, B335 5 a4 (1.5g) . 1HNMR (400MHz CD;0D)
8.13 (1H. m), 8.09-8.10 (IH, dd), 7.74-7.76 (1H, d), 7.41-7.44 (1Hddt), 7.31-7.32(1H. dd).
7.23-7.26 (3H, m), 7.15-7.11 (1H, m), 6.85-6.87 (IH, m), 5.19-520 (2H, d), 4.55-4.60 (IH,
m), 4.04-421 (2H, ABq), 3.77-3.88 (2H, m), 3.63 (2H, s), 2.85-2.95 (3H, m), 2.72-2.78 (2H,
m). HPLC ZifE: 99.90%.

SEHEB] 3: 2-GE-2-(F T E)-1,3-T0 B, (S)-2-((4-(2-((4- F-2- S F 26 S0 ) B R e - 1 -3 ) FF 35 -
1-(E PR T 2- 2 B AL )- T H- R JF [d] Kk e -6- R &

() 2-((4-(2- (4 FB-2- TR FH 2 ) B0) R R Y R 2 - 1 - ) P 8 )- 1 (SR F T -2 0 B )- | -2 3 [d ] ok
Meo6- R (il & J7¥ERIEF] CN202110334388 [sLjttdl 3) 10g, IOAFEE (200ml) #5iE 20-30°CHK
HRE, Uk BoRREEETR 32g) BTKs00gd, SIEMAIRRMNET, iR 20-30°C

16
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bk, MR, fERE 12-24 hy 98, SEPTR FEEZKEEF R (500ml*2, 2:1), KEEZE pH K 7-8.
EPTT 45°C, HAFHREEE, BR7RARE 110 g M0 E4. 1H NMR (400MHz CD;OD)
821 (1H, d), 7.96-7.97 (1H, dd), 7.94-7.95 (1H, d), 7.50-7.61 (1H, td), 7.25-7.29 (2H, m),
7.20-7.22 (2H, m), 6.96-7.02 (1H, dd), 6.94-6.96 (1H, t), 5.12 (1H, m), 495 (2H, s), 4.85-
4.89 (2H, m), 4.73-4.74 (1H, m), 4.63-4.70 (1H, m), 4.47-4.48 (1H, m), 3.67-4.46 (2H, ABq),
3.67 (6H, s), 2.96-3.02 (3H, m), 2.78-2.88 (1H, m), 2.48-2.58 (1H, m) 2.20-2.28 (2H, m) 1.75-
1.80 (4H, m). HPLC 4lif: 99.95%.

LG 3-1: 2-ERE-2-(ERHHR)-1,3-TF B, (S)-2-((4-Q-((4-5-2-F I FFHE YR ) R H) IR IE - 155 ) FH
B6)-1-(BU 30 T -2 3 )- L H-238 [ i e -6- RV R

S (9)-2-((4-(2-((4- 5290 H ) S0 R B IR e - 1 -2k ) P 2 )-1-(BRU R B T -2 Y ) TH- 2R [ o
M6 FRER (£ 77 % F CN202110334388 IKS2itfsl 30 10g, MIADYSPEIE (400ml) i 20-30°C
PRV s, U8 B = HREERE T (2.1g) W TK 150g W, AN BRSOl b, #2135 20-30°C
ke, TR, Btk 10-16h: U8, HEOFH USRI/ /K BEPIR (80mlI*2, 3:1), /K¥EZE pH K 7~8.
YT 45°C, BT THRIEE, BEFNRE 114g, X ULILED.

S 3-2:  2-FEEE-2-CRHHR)-1,3-T8 B, (S)-2-((4-Q2-((4-5-2- 52 AP V) B IR OE - 1 -5 ) FR
F)-1-CRZH T -2- 5 5 BD)- | H-R I [ d] k- 6- T R 46

HE(S)-2-((4-(2-((4- F-2- 5 FH ) B0 R B0 IR e - 1- 358 ) B 356)- 1-(BE 2 34 T -2- U35 FE 3K )- T H- 2K FE [k
Me-6- TR (il %77V Rl %R) CN202110334388 92l 3) 10g, M N-FEMEHCER (20mD #5943 120-
150°CHEFHRE, ik B RBEEEREF L (4.29) BTK 50g 1, S8 LR RMEF, #56 20-
30°CHEPE, PrHifER, BidE 10-16 he 1EUE, JEOUTH B2 ZBEEEMIR (30mI*2), /K¥EHE pH N 7~8.
JEPHT 45°C, A THZEE, BE-REIL g, M ITLEY.

SR 3-3: 2-EIE-2-(FEHEL)-1,3-TH R, (S)-2-((4-(2-((4-50-2- TR A F 6 )& A 30 ) kg 1- 6
F)-1-(B IR T -2-5 H L) - | H-2E IF [d] kMR -6- FR R 26

BE(S)-2-((4-(2-((4- F0-2- T R 0 ) 00 TR IR IR - 1 - 56 Y 6 )- 1 (SR 48R T -2 0 W )- L - [d] Bk
Me-6-FRIE (& 773 R R CN202110334388 FSEHif] 3) 10g, M 2-FHEEPUERRIE (50mD), 4%
Zlg (50mD), FEE (20mD) 15 20-30°CHFEIFTE, I8 B=BFEEAETIR 2.1g) #HTK30g
BN LR RN, IR 20-30°CHFE, ATHE A, Bt 2-3h 1UE. VEDHA 2 2B
Y (10ml*2), JKIEZE pH N 7~8. MEUHT 45°C, E=THEEEE, BI~MFE 11.9g, BRI
=W

LR 3-4:  2-FEE-2-CFTH)-1,3-T0 2, (S)-2-((4-(2-((4-50-2- 2 B D IR IE- 1 -5 |
B)-1-(FURIF T -2- B2k B 2E)- 1TH-2R O [d] K IE-6- Y R £

e (S)-2-((4-2-((4- T-2- 5 FH B ) S) AR 5 IR U - - 22 ) FH 6 )- (SR 30 T -2- 2 W 6)- TH- 25 9 [k
Me-6- R (4% 77 ¥R B ] CN202110334388 [l 3) 10g, MIAZLEE (300ml) #5IE 78°CHiHH¥
T, 9k HERFREEF R (3.2 BT ZE (100mD ., FBRA BRRNET, 8 20-30°C

17
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ibE, BrliEE, PieEsy 8 hy IR, JEDIH ZBEEFR (Som1*2).  JEPF 45°C, AATBREEE,
BEFRFE120g BRILLEY.

Lz

SEHED] 4 2-FHE-2-(FE I HE)-1.3-T0 B, (S)-2-((4-(2-((4-5-2- T YRR S0 AR EL IR HE - 1-38) HT ) -
L-(CEAR T 2-F R H)- TH-R I [dkme-6-H R 3 (R L&Y — /K& A

ozl 3 HIEEEIN 2-FH-2-CEHE)-1,3-79 B, (S)-2-((4-(2-((4-5-2- 9878 H 25 SO 2R 2L IR
WE-1-J5) ) 1-(RL I T -2- S B H - 1 - R FR[d) R I-6-FE R 3 (1g) IMAHEE (3omD H1, HitdE,
AR 2h, HARAHIRFIR, 40P 2h, SUEBRIEAE, WETHREEE, 9275 0.80g, §
(S)-2-((A-(2~((4-F-2-J A% P L) BE0) R B R B - 1- 350 ) HY 3R )- 1AL 30 T -2~ i AP L ) 1 HI- 28 9 [ Wk ek -
6- R K 2-F I-2-(F2 ) 1,3-N 2k (R IEY) MI—KEVGEE A,

K LEP—RKEVHIET A ) XRPD FIEMHIEEE 2K 1 BiR.

1
75 2048 d A W5
1 4.114° 21.46041 A 19.8%
2 8.295 ° 10.65090 A 91.1%
3 10.703 ° 8.25895 A 80.6%
4 12.388 ° 7.13911 A 100.0%
5 14.151° 6.25379 A 64.9%
6 14.941° 5.92472 A 65.2%
7 15.954° 5.55077 A 31.3%
8 16.566 ° 5.34683 A 13.9%
9 17.086 ° 5.18547 A 16.0%
10 17.948 ° 4.93836 A 18.9%
11 18.429 ° 4.81041 A 17.4%
12 19.019° 4.66256 A 36.0%
13 19.916° 4.45440 A 19.7%
14 20.248 ° 4.38230 A 21.0%
15 20.530 ° 4.32259 A 48.4%
16 20.768 ° 427354 A 94.2%
17 21.362° 4.15615 A 40.2%
18 21.868 ° 4.06113 A 70.7%
19 22.405 ° 3.96502 A 28.4%
20 23.059 © 3.85389 A 18.2%
21 23.528 ° 377811 A 12.6%

18
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22 23.874 ° 3.72426 A 22.6%
23 24.612° 3.61423 A 5.5%
24 25.081° 3.54767 A 23.8%
25 25.383° 3.50611 A 14.5%
26 25.899 ° 3.43736 A 42.5%
27 26.264 ° 3.39049 A 30.7%
28 26.667 ° 3.34010 A 18.2%
29 27.176 ° 327878 A 4.8%
30 27.646 ° 3.22405 A 11.1%
31 27.968 © 3.18764 A 4.4%
32 28.847° 3.09251 A 7.2%
33 29.734° 3.00219 A 20.1%
34 30.268 ° 2.95045 A 2.4%
35 30.988 ° 2.88351 A 8.4%
36 31.535° 2.83476 A 8.1%
37 32.098 ° 2.78633 A 11.5%
38 32,770 ° 2.73066 A 2.7%
39 33.246 ° 2.69269 A 1.9%
40 34317° 2.61104 A 9.7%
41 34.659 ° 2.58607 A 4.3%
42 35356 ° 2.53667 A 9.7%
43 36.387 ° 246713 A 2.7%
44 37.305 ° 2.40846 A 4.9%
45 37.817° 2.37704 A 9.3%
46 38.537 ° 2.33425 A 2.8%
47 39.257° 229310 A 2.1%

o

N E—KEDHEE A PR EE R

23 T R
X-H AT 3-40° (26) e, WE 1

129.98°C+3°C GEIAIRE: 102.10°C, ¥4 (H—1L): 79.264
W DSC, 10 °C/min +0.2J/g). 196.25°C+3°C (GEZRIRE: 192.33°C, JA1ME:

63.349+0.2J/g) M1 197.44°C+3°C GRIFEFE: 173.24°C,

19
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JOME: 62628 +0.2)/g) Ak B A g WL 2,
N

TGA, 10°C/min

7E 30~135°C 49 2.468%[F) K5,

WK 3,

AR LA EY—KEDR A X LI EY—
SRSt s R, HEESESHEI DT

KEDFIFE, HIME XRPD E UK 4 Pios,

e R mm? 0.30x0.10x0.04 mm’

bR A CuKa (0=1.54184)

R IEA % (orthorhombic)
Bk P212:2

a/A 6.13580 (4)

b/A 12.99957 (8)

c/A 42,4637 (3)

ol 90

B/° 90

y/° 90

i AL AR/ A 3387.02 (4)

oy M S T 4

EIR R g/em’ 1.379

F (000) 1488.0

RYEXE T p/mm? 1.540

RIS 4R bR 6 (h/k/) -7<h<7, -15<k<15, -39<I<50
I R /K 149.99(10)

IR R, 7.112 & 133.2
SRREE T P 1.042

b F A AT 5T s IER R R F R [ 1>=20(1) |

R=0.0239,wR,=0.0629

XTI AT S R AR IR T R OT TR $
¥ |

R1=0.0243,wR2=0.0632

H B JE kA AL 7 B FE I U (/40 €A

0.16/-0.17

Hrs R — 60146/5986[Rint=0.0502]
XTI B 0.004(5)

o

SEHAB] 5: 2-FHE-2-GF HEE)-1,3-TH I, (S)-2-((4-(2-((4-5-2- 0K ) A0) B IR g -1 -4 T 6 )-
(R T 28 1 95)- TH-AOF [k E-6- TR ER R ITAL E9) 14-Z 80N a0 i B

20
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Yoot 3 HAAS RN 2-8E-2-CR I HE)-1,3-TH I, (S)-2-((4-(2-((4-5-2- 5 HY k) B0 2 IR
WE-1-58) F ) 1- (A0 T -2- U Y- 1 - 2R I [k -6 FRER £ (2g) N 1, 4-—% 53K (40mD)
L, ERBFE 24h, EIESBIENE, BETEEEE, S50 1.90g (RIS WG 1 4-—S3HE
FRBE/REE A 1:0.5). ITHNMR (400MHz CD;0D)
8.22 (1H. s),» 7.95-7.97 (1H, dd), 7.60-7.62 (1H, d), 7.51-7.53 (1H, t), 7.27-2.29 (2H., m),
7.15-7.21 (1H, m), 7.01-7.05 (1H, d), 6.93-6.97 (1H, t), 5.27-530 (1H, m). 4.63-4.75 (2H,
m), 4.47-449 (1H, m), 3.85-4.03 (2H, ABq), 3.67-3.68 (10H, m), 3.32-3.34 (4H, m), 2.94-3.06

(3H, m), 2.79-2.83 (1H, m), 2.52-2.57 (1H, m), 2.22-2.34 (1H, m), 1.73-1.82 (4H, m) HPLC

Aeymgi B, i, X1kahs 1.4-

4. 99.99%.

— =

—FN

PCT/CN2024/088887

N ILEY 1L4-ZEAMBEFEYR EE B i XRPD KSR HE IR 2 Fis.

xK2
i 20f4 d AR SR

1 3.435° 25.70386 A 5.8%
2 7.436° 11.87902 A 35.0%
3 8.210° 10.76082 A 25.6%
4 8.923° 9.90266 A 10.4%
5 9.734 ° 9.07927 A 6.8%
6 11.232° 7.87142 A 8.5%
7 12.353° 7.15933 A 31.7%
8 13.769 ° 6.42629 A 6.7%
9 14.109 ° 6.27207 A 11.7%
10 14.602 ° 6.06125 A 13.4%
11 14.894 ° 5.94310 A 20.1%
12 16.133 ° 5.48967 A 42.0%
13 17.912° 4.94809 A 11.5%
14 20.063 ° 442215 A 31.5%
15 20.685 ° 4.29067 A 50.3%
16 22.002° 4.03663 A 100.0%
17 22.533° 3.94269 A 50.5%
18 23.628 ° 3.76247 A 9.8%
19 25.802 ° 3.45007 A 8.8%
20 29.387 ° 3.03690 A 15.7%
21 31.178° 2.86638 A 9.9%
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KNI ALEY 1L4- SR E IR B I RIEEE I T 3&:

X-H & frat 3-40° (26) HmEk, WE 6

107.23°C+3°C GRIGEE: 91.64°C, 1 (JH—1b):
42937+021/g) F1 186.64°C £ 3°C (HLHRIRFZ -

AT DSC, 10 °C/min 169.74°C, ¥ (H—4k): 1.56414£0.2)/g) kb EA T
e LI 7
JEF A F

MK E TGA, 10°C/min 7 33~150°C 497 2.029%4k 5, WA S,

SEHEB 6: 2-FEE-2-(FF FE)-1.3-TH I, (S)-2-((4-(2-((4-5-2-35 2% FF ) S0 2 55 IR e - 1 -2 ) H G )-
L-CRARA T -2- B - TH-R I [dokme-6- g 8 (GRITLE#) 19dE C

Y seitetal 3 &R 2-FEE-2-CF FEE)-1,3-T4 = RE, (S)-2-((4-(2-((4-5-2- 54 L) 30 2K B2 IR
WE-1-3) ) 1 (R4 T -2-U 0 FP 20 - T H- 6 R[]k E-6- R £ (2D A PIABKIE (20mD) W, 25-
50°CHi#: 48h, yEMBIEMR, WAETHREMEE, HEFH 2.10g (R TAAYWHHE C). 1H NMR
(400MHz DMSO-d6) 8.19 (1H, d), 7.79-7.81 (1H, dd), 7.51-7.60 (2H, m), 7.36-7.39 (1H, dd),
7.16-7.21 (2H, m), 7.07-7.09 (1H, dd), 6.92-6.96 (1H, td), 5.15 (2H, s), 5.06-5.15 (1H, m),
4.73-4779 (2H, dd), 4.60-4.65 (1H, dd) 4.47-4.52 (1H, m), 4.34-439 (1H, m), 3.75-3.96 (2H,
ABQ), 3.55-3.61(m),3.38 (6H, s), 2.96-2.99 (1H, d), 2.85-2.90 (2H, m), 2.66-2.75 (1H, m), 2.38-
245 (2H, m), 2.10-2.22 (2H, m), 1.54-1.71 (4H, m). X M AEYIFE C 1 XRPD [ i 51
R 3 iR .

%3
iidca 20/ d AH X B B
1 3.722° 23.71970 A 63.7%
2 7.544° 11.70969 A 53.0%
3 8.211° 10.75927 A 19.3%
4 9.742 ° 9.07174 A 100.0%
5 11.335° 7.80031 A 21.0%
6 12.330 ° 7.17280 A 26.5%
7 14.468 © 6.11713 A 32.1%
8 14.768 ° 5.99349 A 55.2%
9 15.599 ° 5.67635 A 64.4%
10 17.280 ° 5.12770 A 41.6%
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11 17.708 ° 5.00461 A 11.8%
12 19.738 ° 449433 A 42.6%
13 20.374 ° 4.35536 A 57.2%
14 20.556 ° 431726 A 62.7%
15 21.880 ° 4.05882 A 65.0%
16 29.519° 3.02364 A 23.8%

°

I EPRIEE C RERAEERE I Rk,

X-H &R 3-40° (26) R, W 9,

196.97°C+3°C GRIGIREE: 190.27°C, * OH—1b):
72307 £021/g) Al 169.36°C £3°C (GRIKIRE

ot DSC, 10 °C/min 162.20°C, & (JA—4k): 6.6069+0.21/g) 4k EAR
A I 10,
k.

HRE TGA, 10°C/min TE 30-180°C VA RE, WA 11;

o

SEHER 7: 2-FIE-2-CGE A )-1.3-TH B, (S)-2-((4-(2-((4-5-2- 3 F ) S0 R L IR g - 1 -k ) T )-
(AR T 2-E R P - IH-2R R [d]skme-6- iR 2 (R L &9 MER D

Kegchtfal 5 Bk 6 il AR 2-EHE-2-F HEE)-1,3- T I, (S)-2-((4-(2-((4-F-2-%0K H ) ) 2K
FEYIRIE-1-55) L )-1-(RUR B0 T -2- BB B2 )- TH- 2R JE[d] K e -6- R 2 (0.50g, NI LEH 14-—5
ANHEF MR B 5 I &R C) IIHAE 160°C, 4EFF 5-10min, A 55 2IE R 0.46g
(B T b9 D). IHNMR (400MHz CD;OD) 8.22 (1H, s), 7.95-7.97 (1H, dd), 7.60-
7.62 (1H, &), 7.52-7.56 (1H, t), 7.27-7.30 (2H, m), 7.21-7.24 (1H, dd), 7.15-7.20 (1H, td),
7.02-7.04 (1H, dd), 6.93-6.97 (1H, td), 5.25-5.32 (1H, qd), 5.14 (1H, s), 4.71-4.75 (1H, dd),
4.62-4.67 (1H, m), 4.45-4.50 (1H, m), 3.90-4.03 (2H, ABq), 3.66 (6H, s), 2.95-3.06 (4H, m),
2.77-2.85 (1H, m), 2.50-2.59 (1H, m>, 2.22-2.34 (1H, m), 1.71-1.81 (4H, m). HPLC #J¥: 99.9%.

A AL SIS D ) XRPD B it ¥cds 03k 4 s

x4
s 264 d AR I 5 B
1 3.959 ° 2229885 A 94.9%
2 8.136° 10.85780 A 86.6%
3 10.245 ° 8.62776 A 64.7%
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4 10.697 ° 8.26398 A 78.4%
5 14.334° 6.17399 A 47.7%
6 14.954 ° 591937 A 81.6%
7 15.904 ° 5.56799 A 35.8%
8 17.164 ° 5.16195 A 21.4%
9 17.898 ° 4.95198 A 40.1%
10 18.073 ° 4.90432 A 35.0%
11 20.091 ° 441609 A 61.8%
12 20.264 ° 4.37868 A 100.0%
13 21.600 ° 4.11090 A 68.3%
14 23.076 ° 3.85110 A 15.4%

AR S D FERIEEER I k.

24 W7 g
XS 2R A 3-40° (29) g, W 12,

178.35°C£3°CGRAGIRIE : 174.06°C, & UH—1k):
8.2915+0.2T/g) 1 194.04°C+3°C CIRARIRIE.
ari DSC, 10 °C/min 185.80°C, J&1H: 42.972+0.21/g) 4b B A HRIE I,
B’ 13;
iG] o
fE 30-101°C JKE 0.597%, 7F 140-181°C K&
0.812%, UK 14;

ST 8: 2-EFE-2-CF FIE)-1,3-T0 T, (S)-2-((4-(2-((4-F-2- A F 35 ) B0 J5 IR e - 1 -3k ) T 3 -
-(ER T 2- B8RP E)-IH2KH [dkde-6-F R (R &%) MEEE

W S 5 8% 6 S AF DI 2-FE-2-(F E)-1,3- T T, (S)-2-((4-(2-((4-F-2- Fi A FH IR ) 5 3E)
WRFE-1-25) B )= 1-CRUR A T -2- 2 56 Y Bk )- T H-2R R[]k e-6- R 26 (0.20g, 30 IT (A4 1,4- 5N
WIHFI &P LS B sial LA &I O IN#E 80-100°C, T 48h 5, HBIE A 0.18g (HPR
AL AR E). IHNMR (400MHz CD;0D) 8.22 (1H, s), 7.95-7.97 (1H, dd), 7.60-7.62 (1H,
d), 7.51-7.55 (1H, t), 7.27-7.30 (2H, m), 7.21-7.23 (1H, m), 7.15-7.20 (1H, td), 7.01-7.04 (1H,

F TN TGA, 10°C/min

dd), 6.93-6.97 (1H, td), 5.25-5.32 (1H, qd), 5.14 (1H, s), 4.71-475 (1H, dd), 4.62-4.67 (1H,
m), 4.45-450 (I1H, m), 3.90-4.03 (2H. ABq), 3.64 (6H, s), 2.94-3.06 (4H, m), 2.77-2.85 (1H,
m), 2.50-2.59 (1H, m), 2.22-2.34 (1H, m), 1.75-1.81 (4H, m). HPLC 4if¥: 99.9%

X LGRS E 1 XRPD BIE AT EE ik 5 Bros.
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rS
Fs 204 d AHXS UGG

1 3.725° 2370211 A 48.7%
2 7.606 ° 11.61356 A 44.4%
3 9.834° 8.98712 A 100.0%
4 11.297 ° 7.82653 A 27.8%
5 13.430° 6.58762 A 5.9%
6 14.443 ° 6.12784 A 32.8%
7 14.722° 6.01220 A 68.7%
8 15.651° 5.65749 A 75.3%
9 17.416° 5.08775 A 43.8%
10 19.037 ° 4.65818 A 9.2%
11 19.892 ° 4.45989 A 58.3%
12 20.382° 435373 A 55.8%
13 21.980° 4.04064 A 46.1%
14 23.806 ° 3.73464 A 7.1%
15 26.722° 3.33344 A 4.8%
16 29.548 © 3.02073 A 19.7%

K EPEE E RS &

ZH Tk R

X-HE 2R AT 3-40° (20) ha I, WHE 1S,

192.09°C +3°C RRAGIRE - 186.78°C, 4 (JH—1k):
80.596 +0.21/g) . 168.42°C £3°C B IA W ¥ :

Faya il DSC, 10 °C/min
158.30°C, ki (JH—fk): 8.9656+0.21/g) &EA
Wi LA 165 g k.

HKE TGA, 10°C/min 1E 30-160°C WA RE, WA 17;

SEHEG] 90 2-GFE-2-(FF FIE)-1,3-T9 I, (S)-2-((4-(2-((4-5-2- UK P 38 ) S0 R 3 IR - 1 - 358 FFY O )-
L-CRAR T 2-F B 3E)- TH-K I [d) ke -6- IR 3 (R I &9 — /K& A

B SEHEG] 5 or 6 HI 4 1HH 1) 2-EH-2-(F I L)-1,3-TH — I, (S)-2-((4-(2-((4-5-2- S F ) E) )
WRIE -1-55) FF Y- 1-(EU A BR T -2- 400 F B )- 1 H- 2R JF[d] K e-6- FR R &6 (0.20g) N IEBESE (S0mD) H,
PiFE, INIE 50°C, FEFEREI 96h, FIRAEIE SR, B 2h, EIRERIE G, BETEREE
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H, 3 0.18g, AR I UEYM—KEWRIRE A, HPLC 4i1%: 99.8%

SEHER) 102 2- R FE-2-(GEH55)-1,3-TH B, (S)-2-((4-(2-((4-F-2- T A 1 3 Y5 2 306 ) R - 1 -3 ) P 366 )-
1-(RZ IR T -2-G 3 P - | H-2E I [dkme-6- R 2 GRIL b & — K& R A

W gzhtifel 8 HEBRIN 2-5HE-2-(FF HE)-1,3-TH I, (S)-2-((4-(2-((4-5-2- 57K H 3% ) 2 2k
WE-1-38) I 3E)-1-(R AR T -2-R 7 30)- 1H-2R FF [k E-6- R £ (0.20g) 1F 25°C/90% RH &4 T,
TRE 4-5 K, ME021g, AW ARN I WED—/KEWIISS A, HPLC 46/%: 99.9%,

SEHER 110 (S)-2-((4-(2-((4-5-2- 50K F 35) S0 AR IRIE - 1-F8) R Y- 1- (R AR 3 T -2- & FE Y 2)- 1H-
FIF[dIkIE-6-F R (R 1L AEPEAL D

WO 3 HlR BRI 2-EE-2-GEHIE)-1,3-TH T/, (S)-2-((4-(2-((4-F-2- T4 H 38 58) 2 50 Ik
WE-1-56) F ) 1- (B 30 T -2- U0k FH Y- 1 H- 2R [ oK E-6- FR IR £ (200mg) IIAAER (1.2mD) #, jin
E 50°C, MRS, WHIER 25°C Ik, BIERIK (0.5mD, FiR#HEFE 24h, LIEERIE A, wHE
THEEfEE, BRI EWHEA T 150mg. XRPD: WK 18, DSC: 144.32-154.74 °C, WH,

A TALAYIRREL T 1 XRPD A4 B A AT 504 02k 6 B .

x6
Fg 204 d HEX TR
1 5.642° 15.65277 A 15.8%
2 8.172° 10.81009 A 1.1%
3 9.359° 9.44155 A 3.7%
4 10.898 ° 8.11189 A 100.0%
5 11.850 ° 7.46235 A 3.3%
6 13.330° 6.63690 A 27.8%
7 14.189 ° 6.23705 A 2.2%
8 15212° 5.81966 A 1.8%
9 16.130 ° 5.49057 A 3.3%
10 16.914° 5.23780 A 1.7%
11 17.454 ° 5.07679 A 14.0%
12 17.995 ° 492552 A 5.4%
13 18.734 ° 473271 A 1.7%
14 19.463 ° 4.55716 A 9.6%
15 20.356 ° 435911 A 19.1%
16 21300 ° 416801 A 9.0%
17 22.162° 4.00796 A 9.3%
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18 22.570 ° 3.93636 A 5.4%
19 23.450 ° 3.79052 A 10.9%
20 24.396 ° 3.64567 A 7.8%
21 25.000 ° 3.55895 A 13.0%
22 25.747 ° 345731 A 1.6%
23 26.448 ° 336728 A 2.2%
24 26.675 ° 333912 A 2.2%
25 27.513° 3.23934 A 2.3%
26 28.001 ° 3.18398 A 1.9%
27 29.455° 3.02998 A 2.8%
28 30.382 ° 2.93961 A 4.4%

°

SEHER] 122 (S)-2-((4-(2-((4-F-2- 5K Y 28) 580 AR )R L - 1-285) R )- 1- (R34 T -2- R EE H )- 1H-
FIF[d]ke-6- R (R ILAYEE D

BSEHE) 3 AR 2- T 2- (R EE)-1,3-TH T, (S)-2-((4-(2-((4-5-2- 548 H ) 2R 55 IR
e - -5 ) R )- 1 -(BRL AR B0 T -2- U F - T H- 2R [k - 6- R R (200mg) II TSGR (1lmlD) A0IE
Pkt (2mD) H, JN#E 50°C, ficHE 24h, WHIESESE, DIEARIEGE, BETHESEE, 83X
T EWEE 1. 180mg. XRPD: WJE 19, DSC: 111.96-129.32 °C, W#k.,

A LA &AL 1T XRPD A5 S T 80dE 103k 7 Fias.

x7
Fr5 20/ d AEX Vg B
1 5.061° 17.44755 A 1.2%
2 5.482° 16.10720 A 3.9%
3 6.334° 13.94231 A 2.6%
4 7.104 ° 1243314 A 0.8%
5 9.194 ° 9.61153 A 2.2%
6 10.731° 8.23753 A 100.0%
7 12310° 7.18439 A 14.6%
8 12.754 ° 6.93504 A 78.7%
9 13.145° 6.72962 A 18.9%
10 15.002 ° 5.90076 A 17.0%
11 15.569 ° 5.68711 A 8.7%
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12 15.951 ° 5.55163 A 4.2%
13 17.291° 512443 A 2.9%
14 18.039° 491342 A 3.6%
15 18.730 ° 4.73375 A 3.5%
16 19.277 ° 4.60073 A 11.7%
17 19.620 ° 4.52100 A 26.4%
18 20.130° 440772 A 7.1%
19 20.611° 4.30580 A 9.1%
20 21.017° 422356 A 9.1%
21 21.671° 4.09754 A 8.6%
22 22440 ° 3.95889 A 6.8%
23 23.253° 3.82225 A 5.9%
24 23.872° 3.72458 A 6.3%
25 24.260 ° 3.66589 A 7.7%
26 24.805 ° 3.58650 A 3.9%
27 26.864 ° 3.31605 A 1.5%
28 27.384 ° 325434 A 1.5%
29 30.189 ° 2.95801 A 2.2%
30 34.314° 2.61124 A 0.7%

SEMEB 132 (S)-2-((4-(2-((4-5-2-FAR HH 25 S0 AN )R E - 1- 7% ) B ) 1- (SRR A T -2- &AL HY ) - 1 H-
FIF[dIkm-6-FE (R T &9 R A TTD

W SEHf) 3 MR 2-F A -2-CFE I AE)-1,3-TH = H2, (S)-2-((4-(2-((4-5-2- 545 S ) 2R KRR
W1 -3 ) F )1 (SR P T -2- U3 ) - 1 H- S S [ ] K e -6- B R 2 (200mg)) IEN B E Clm D FZK ClmlD)
Hi, 25 °C, $i#E 24h, RHIRFR)G, ESRIEE, mEEHReERE, 521 e un
163mg. XRPD: UWL.PH20. DSC: 101.13-121.83 °C, Weitfl 136.87-147.61 °C, k.

A0 T A& 80 T AR T &K i A

X TL A A T XRPD 7 4 PO M HT AR Ik 8 R

®8
FF5 20/ d AR U 5 E
1 5.531° 15.96573 A 2.8%
2 6.576 ° 13.42973 A 7.0%
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3 9.960 ° 8.87373 A 8.0%
4 10.535° 8.39017 A 13.5%
5 12.142 ° 7.28332 A 100.0%
6 13.155° 6.72461 A 6.5%
7 14.532° 6.09039 A 14.1%
8 15201 ° 5.82378 A 7.8%
9 15.765 ° 5.61690 A 21.9%
10 16.399 ° 5.40097 A 10.5%
11 17448 ° 5.07852 A 16.1%
12 18.985 ° 467071 A 8.4%
13 19.557 ° 4.53551 A 71.8%
14 20.005 ° 4.43477 A 55.1%
15 20451° 433925 A 30.5%
16 21.217° 4.18420 A 49.2%
17 21.586° 411344 A 20.3%
18 22.282° 3.98653 A 12.5%
19 23.087 ° 3.84931 A 24.0%
20 23.492 ° 3.78397 A 41.8%
21 24,367 ° 3.64995 A 11.3%
22 24.665 ° 3.60657 A 40.3%
23 25.684 ° 3.46570 A 14.6%
24 26.512° 3.35926 A 11.5%
25 26.876 ° 3.31461 A 8.5%
26 27.994 ° 3.18471 A 6.5%
27 28.646 ° 3.11377A 11.4%
28 29.367 ° 3.03893 A 3.5%
29 31.007° 2.88177 A 3.7%
30 32.856 ° 2.72375 A 9.1%
31 33.700 ° 2.65739 A 5.0%
32 34.498 © 2.59779 A 4.5%
33 35.401° 2.53355 A 6.1%
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34 37.509 °© 2.39588 A 5.4%
35 38.346 ° 2.34545 A 3.7%
BRI 1

WS 1 AT 3R R (S)-2-((4-(2-((4-F-2- 3K F ) S0 AR B IR Bg - 1 -5 T 286)- - (BRL R A T -2-
- TH-FF AR o- R 2L R IRt ) . SERif9] 2 FrfS(S)-2-((4-(2-((4--2- AR H
BE) ) AR IRE - 155 ) ) - 1 -G IR T -2- B R )- TH- 2R [d] R me-6- Rl (X T th S idiEh)
Fsitaf) 4 B &Y — KA REL A (SRR 5.

SRR B R LA R 9.

&9
. AL LEVRE T =i
M H KR ILErhELs | N1 &R
(R A —KEWHEE A)
2R e AL A e B & L EVIKEY)
a5 94.71% 99.9% 99.95%
LY KRS
MR N i tr, SR, | BWE, MECK | AIES, BTRCR
i N
0.34%
51V M (80%RTH) e o, A .
WA 51

RRIR 2: R T AI 2-FIE-2-(F8 H AE)-1,3-T g Sk 0 S 28 % Ll

LR 4~8 BRI AL A — K EDHREEL AL R 1T LAEW 14- 2SN HRER &P &2
B. NI HEMHEA C. SIS &2 D A1 TSP AL E.

AR % 2 X et RAT S R rT . I B —KEWImEY A 4G R0, JFH,
AR, LA 1,4- ZFHIER S &S B Al TSNS ¢ AMfse, Hil&d
PR R e, EBMEE. TR SE D AR TS0 EE B Gl & B Ao, &
Rl A RS R R A, ANERCRAEE (LR 10D,

&£ 10

X0 sy | Knayi4-=
. o AnEY) | NI Aa?r | 580 AL ai
MEAIE | — KB | AARREAN G0

Mgl ¢ | RED a2 E

il A a8 7 B
G & & H 1% 1&
TEBOK | WEEE. BT | X MEE, A BiREE, T MERE, T

‘ MBS, AHHK | . .
f K ZILEN L ON IRKR
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BRI 3

MRASEER 11-13 a1 afe 60 EY 1L S8 1RGSR L seiil 4 rE 0 a—
KEVIR R A WFTRTEEVE . ATV, SR PERIE R .

SR 11 FrE T TR E I 2L 1A DVS M HdE ik 11 Bior.

=11
AR 24.9°C
HAMZE (% P/Po) R fR AT i

0.0 0.019 0.013

10.0 0.766 0.807 0.042
20.0 1271 1.307 0.035
30.0 1.541 1.588 0.047
40.0 1.754 1.816 0.062
50.0 1.960 2.072 0.112
60.0 2.161 2.286 0.125
70.0 2.344 2.441 0.097
80.0 2.511 2.576 0.065
90.0 2.685 2.685

St 4 sl I ALEY)— /KGR 2Y A 1) DVS W R R 12 Fiw.
12
GRS 24.9°C
B (% P/Py) W fft fibT bl

0.0 0.0000

10.0 0.1080

20.0 0.1542

30.0 0.1894

40.0 0.2213

50.0 0.2553

60.0 0.2896 0.2989 0.0002

70.0 0.3160 0.3213 0.0053

80.0 0.3426 0.3490 0.0064

90.0 0.3817 0.3817

BAMER
0.0 0.0000 0.0112
10.0 0.1025 0.1186 0.0161
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20.0 0.1466 0.1641 0.0175
30.0 0.1814 0.1996 0.0182
40.0 0.2141 0.2286 0.0145
50.0 0.2443 0.2611 0.0167
60.0 0.2746 0.2923 0.0177
70.0 0.3043 0.3219 0.0176
0.0 0.3458 0.3457 0.0099
90.0 0.3759 0.3759
fh & mRasE M LB R WK 13,
%13
X \ XU ED
o A RIMLEHN | R T e | N T HLEW
MR H NIbE e — K &M
AeEil | T 1T B Y 101
MIEAE A
N 21, JouK
25 A T W rE) A3 —KEW
LU 99.15%, 99.27% 99.73% 99.25% 99.95%
70.18%° 80.43% 83.43% A8 1 | 99.35% PR EF
4| 80°C (1 K) o 91.81% N .
. TEF BRTLER | TEFR L
60°C (7 K) | 99.15%, - - - 99.90%
2-8°C(6 H) | 82.49% - - - 99.90%
i T, & | ST T, 4
T HE | BRI
AEME (20Mp) . mEHER | RELHE | SRR
&, TEMA | JEHEFHE
ik A%
. ) | AR,
R B CBEER | T, ZHRER | 99.25% "8 % | 99.7% 98.65% & A& .
. _ ) g R KE
5min) % 6.5% FoE BRILEE | LEWR
A1,
e - = = i &
s R, GT | ERE, N HEE,
R N RN N
N VI ON VION
0.25% 2.5% 0.34%
e (80%RH) | (10-90% RH £k | B4 8 5] & (10-90% RH
PR35 P AT
/N T
AR 0.06mg/mL
0.001mg/mL
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FVE:

@ ] & 77 ¥ [Fl % K1) CN202110334388 (15t fo] 3.

PN, KRR ETE AR T, R R B IR, CE TR e N A S RS

<TE 80°CTHE 30 KILR.

H ERm A, R EWRFeE, MARSER TSRS, BrmTEz, ok FEg
LS

Her, RIbEY&ER 1. S8 MG I rrm Tz, wE 21, K22, B 23 fin, 51
e 10 B LSS I AL, BRGS0 S8 MRS I, B 5 205 E i A
I A0 I0 A0S IO, AFE 2 Ap4d s (s Y 1L 2 I0 AR Y TID 3 A A AR FE 45 BE R RM I % . 5
ARG, ik 24 FE 25 FiR, R WEY—KEWNEE A, 2 20Mpa 85— IXEH . 20Mpa 5
WK 40Mpa FIEH, 557 A BB | 238k, BIBE 3 4. BB 5 8R4 IR A ERE,
T AP —KEWIEE A RUINTHEA . JRH, R B —KEmSE ATRE, SIEN
Yelf, HA RIGHSHBIERBRMGE, ZHRTST .

PRALHH) 4. KBRS 71 E PN

LUK U2 5 s, T X B B 45 T I A IR0 B 280 M i i 25 v e . W AR R A &
YIHE R SR NS 71541708, v A AR Rr e . A IEMIE ] 3 RARERDE KRR,
ORATHIEN 10mg/keg, HIRGH . B ZETE 15min. 30min, Th, 2h, 4h. 6h. 8h. 12h,
24h i E] SRR MR . R LC-MSMS S ris il e &9 &, Jrikie & FIRISA
20ng/mL 1 B R 3h 1157 5080 53 M8 4 WinNonlin 7.0 50 i /P vk B RGs dhA7 it R 3RS 1
AEINCATHHEE RS,

SEUG 25 e S 4 R AL S — K EWRE A R 1EY G ERR).

ZImE -

LW (R A& &) 29008 1.0 mg/mL MEEAR AT O ARG 2, RHlEHA
0.5% CMC Na 7KK, BLEEa)E £ 8 O3 —RER.

SHH KRR (12/00) JFRESY, H47EAN 10mgke.

BefE: KEVEBS Y, THARARSA)S 15min, 30min, 1hy 2h. 4h. 6h. 8h. 12h, 24h &
BRI, BT AL RE ST, 4°C, 3500 S/ 800 10 8 B idE, F-20°C f/47, 4hzhfE 2
NI HEE

W5E 25 HE B 4R 255 K RIS A R S P (0 e IR S IR AR VR U5 20 SN 300pL CFf
JEFBE 200 ng/mL, ZHE) HAR, WHERA 1min 5, 4°C, 15400 #/min &4 F &G 10 min. HURiE
T 80% ZAEAKHRE 20 1 J5 #EAE 73 Tt LC/MS/MS 2347
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e KEMWA (Rat PK) , O (PO) , 10mg/kg
Tmax  Conax AUCy., AUCo. tin
(b (ng/mL)  (ngh/mL) (ngh/mL)  (h)
RN UEY—KEWRIE A 0410 410 765 772 1.59
N1 EY) JFEERD 0.667 154 396 401 1.09

W ERpR, KRAPR TG KR A LT hEY GrEmR) BHWNEELE
UL -
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BEIESN

L —Fhal LA G 2- 5k -2- G H ik )-1,3- P — I Eh B HE A5 10

2. OARURIEESR 1 RIS T AL -8 F-2-( I 3)-1,3-T0 R Sh e AR &4, HAur b
T, HRw N A%
(1) PRI En 2- 82 -2-(B -1 3- N -FEH AR T &9,

HO NH;,

F )

(2) AR T L& 2- R -2-(3 F35)-1,3-T S HaYh, FHRiETKEL 14- 25
AV BRI T &40 2R F-2-(F I 3E)-1,3- T8 B ERIE R & rh . ik 1k 8910 2-83-2-
(e FE)-1,3-10 Bk S TR AR R ELARIE N 12 (1-0.5), BllnFTdst 11k &40 2- 2 -2-(
F)-1,3- N =R SRR KNBREEA 1: 1, X, ks 1 a9 2-a i -2-(F H 5D)- 13- —
SRR 1,4- SN IR 1: 0.5,

3. —Fpal AL EWE AR &Py, JURIETE T, O A& — K &MiEH AL
LAY LA-ZEAHEREwN &S A B, R 11 &WHE . X1 &P ama D st 1 ks
WA Es

Her, FrRsl L &9 — K &40

3 AN

0y

HO— NH
jepSen v Su0s
cl N\G—COOH Ho OH
- H,0

AR AL &Y 1.4-—FONIE G415
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AR = AL S5 A
F N
cl N@ HO
COOCH OH

Bkl AL S KEPRE A, HAEH Cu-Ko 585, UL 20 MR X ST R ATS R
4.140.2°, 82+0.2°, 10.7£0.2°, 12.3+0.2° Fl 20.7+0.2° KA fiT 5 e

AT sl 1L A &9 1L4-—FNERI &M@ Al B, HEH Cu-Ko 58 P 26 MRRH X 28
RATETEIFE 3.4£0.2°, 7.420.2°, 11.240.2° I 14.6+0.2° 4G FT4TIE,

Frid s AL SRS A C, HAE Cu-Ko 585F . BL 20 ARIRA) X ST S0 RATH FITE 3.720.2°,
7.540.2°0 9.7+0.2° A1 15.5+0.2° A F T4 1%

PRl MALEYRI A D, A Cu-Ka 8. BL 20 AR i X M RATH ELE 3.9+0.2°,
8.140.2° | 10.6+0.2° Fl 14.9+0.2° 4bH HT 5T,

AR AL A E, B Cu-Ka 3855, PL 20 FAFRRIK X SRR AR AT EZE 3.720.2°,
7.6£0.2°, 9.8£0.2° FlI 14.7£0.2° kbAT fiT 51 .

4. WAURIESR 3 PR i AL a0 R AL, HAHMEET, Akl S 9im oy
WA — AN EA A

(D rda I AEY—KEWR & A, A Cu-Kofad. BL 20 AERRH X S8 RATS
BIETE DL R — A el % b ATATIE: 14.140.2°, 14.940.2°, 20.5+0.2° F1 21.8+0.2%

Rk, BTt L& —KEWRIEE A, LN Co-Ka 85 B 20 SR X S48 R AT
B 412020, 8.2+0.2°, 10.7+0.2°, 12.3£0.2°, 14.120.2°, 14.9+0.2°. 20.5£0.2° f 21.8+0.2° IeH AT
AU

(2) Fridst LA &9 LA-—FAMEA GVET B [ Cu-Ka dm41. BL 20 MFRRI X 52k
A ARATYH TR AR — b2 A AT 8.2+0.2°, 12.340.2°, 13.740.2° . 16.1£0.2°. 20.0+0.2
°L22.0402°, 22.540.2°4129.340.2°;

Mk, Ak feEY) 1,4-—FOS &R SR B i Cu-Ko 3855 BL 20 AR7R AT X 4T
M RATH A 342020, 744027, 8240.2°, 11.2+0.2°, 12.3+0.2°, 13.740.2° . 14.6+0.2° |
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16.1£0.2°, 20.0£0.2°, 22.040.2°. 22.5+0.2° fl 29.3+0.2° KA T 5T U ;

(3) PRt It EYI AL C M Cu-Ko 384T BL 20 3R X 20k R AT IR E LT —
AbER 22 AT ATHTIE s 11.340.2°0 12.320.2°0 14.4+0.2°\ 14.7£0.2°, 17.20.2°, 20.5+0.2°\ 21.8+0.2 1 29.5+
0.2%

iz, Brid X 16 &7 (0 80 7 CAE AT Cu-Kofms « BL 20 AR R 10 X G 8ok R ATHT B 7E 3.7+0.2°,
7.5£0.2°, 9.7+0.2°, 11.3+0.2°, 12.3+0.2°, 14.4£0.2° 14.7=0.2°, 15.5£0.2°, 17.2+0.2°, 20.5+0.2°, 21.8+0.2
1 29.5£0.2° KbF AT 4T 0

(4) PRt AL &9 5L D A Cu-Ko @, BL 20 3R X S0k R AT EIEERL T —
ARBRZ KA RTHTIE: 10.220.2°, 10.6£0.2°, 14.3+0.2°, 17.8+0.2°, 20.0+0.2° £ 20.2+0.2°;

Pk, Frid =8 IG5 28 D 8 H Cu-Ka 35T | LA 20 A2 (8 X Lok R AT 5 B 7E 3.940.2°,
8.1£0.2°. 10.2£0.2° 10.6+£0.2° 14.3£0.2°. 14.9£0.2°. 17.8+0.2°¢ 20.0+0.2° £l 20.2+0.2° kb5 firhis;
A

(5) iR A& A B H Cu-Ko 384T, LL 20 AR X ST RATH EIEA L F—
AEERZ A AT AT 11.240.2°. 15.6+0.2°. 17.4+0.2°. 19.8£0.2°. 20.3£0.2°. 21.940.2°, 29.5+0.2° I
19.0+0.2%

ey, Frid = I &4 55 28 B H Cu-Koda T . L 20 A Z0m B X Lop AR AT 4T EI4E 3.7+0.2°,
7.6£0.2°. 9.8£0.2°. 11.2+0.2°, 14.7+0.2°, 15.6£0.2°. 17.4+0.2°. 19.8£0.2° . 20.3£0.2°, 21.9+0.2° A1
29.5+0.2° AL fiT S U

5. WIRCRIEESK 4 Pk il AL S WBIRFI & A, HAREE T, Fridal I & i b A
Wi — A A A

(1) FrRa A& — KA ER A Cu-Ko 585 . bL 26 &R X SHRR R ATH B A
AR 1 PR PR 04

1
75 2048 d AR IR AE
1 4.114° 21.46041 A 19.8%
2 8.295 ° 10.65090 A 91.1%
3 10.703 ° 8.25895 A 80.6%
4 12.388 ° 7.13911 A 100.0%
5 14.151 ° 6.25379 A 64.9%
6 14,941 ° 5.92472 A 65.2%
7 15.954 © 5.55077 A 31.3%
8 16.566 ° 5.34683 A 13.9%
9 17.086 ° 518547 A 16.0%
10 17.948 ° 4.93836 A 18.9%
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11 18.429 © 4.81041 A 17.4%
12 19.019 ° 4.66256 A 36.0%
13 19.916 ° 4.45440 A 19.7%
14 20.248 ° 438230 A 21.0%
15 20.530 ° 4.32259 A 48.4%
16 20.768 ° 427354 A 94.2%
17 21.362° 4.15615 A 40.2%
18 21.868 ° 406113 A 70.7%
19 22.405° 3.96502 A 28.4%
20 23.059 ° 3.85389 A 18.2%
21 23.528 ° 3.77811 A 12.6%
22 23.874 ° 3.72426 A 22.6%
23 24.612° 3.61423 A 5.5%
24 25.081° 3.54767 A 23.8%
25 25.383° 3.50611 A 14.5%
26 25.899 ° 343736 A 42.5%
27 26.264 ° 3.39049 A 30.7%
28 26.667 ° 3.34010 A 18.2%
29 27.176° 327878 A 4.8%
30 27.646 ° 322405 A 11.1%
31 27.968 ° 3.18764 A 4.4%
32 28.847 ° 3.09251 A 7.2%
33 20.734° 3.00219 A 20.1%
34 30.268 ° 2.95045 A 2.4%
35 30.988 ° 2.88351 A 8.4%
36 31.535° 2.83476 A 8.1%
37 32.098 ° 2.78633 A 11.5%
38 32770 ° 2.73066 A 2.7%
39 33.246° 2.69269 A 1.9%
40 34.317° 2.61104 A 9.7%
41 34.659 ° 2.58607 A 4.3%
42 35.356° 2.53667 A 9.7%
43 36.387° 246713 A 2.7%
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44 37.305 ° 2.40846 A 4.9%
45 37.817° 2.37704 A 9.3%
46 38.537 ° 2.33425 A 2.8%
47 39.257 ° 229310 A 2.1%

BN, PR TG —KEWIIEE A (EH] Cu-Ka dmbT, H X SHMARATH TR A&

1 BT/

(2) Frid=t 1 b &—AKEWRGER A PNZERFBEHINLETE 129.984+3°C F1 196.25+3°C 4k

HA I i

BERM, IR L&Y KEVIRRT A FZE R E R 2 2 Jor;

3 Frid s & —KE VR A FE T T2 AE 30°C£3°C £ 135°CH3°C iR FEEH

AR E 2.468%:;

BEM, R L EY—KEWEE A KRB P& 3 fox;

(4) R ALEY) 1,4- —EOH G REA B ] Cu-Ko 5855 DA 26 MR X 4k

A ARATHT B I 2 B AOAT ST I -

*=2
s 20/ d AR R

1 3.435° 25.70386 A 5.8%

2 7.436° 11.87902 A 35.0%
3 8.210° 10.76082 A 25.6%
4 8.923 ° 9.90266 A 10.4%
5 9.734 ° 9.07927 A 6.8%

6 11.232° 7.87142 A 8.5%

7 12.353° 7.15933 A 31.7%
8 13.769 ° 6.42629 A 6.7%

9 14.109 ° 6.27207 A 11.7%
10 14.602 ° 6.06125 A 13.4%
11 14.894 ° 5.94310 A 20.1%
12 16.133 ° 5.48967 A 42.0%
13 17.912° 4.94809 A 11.5%
14 20.063 ° 442215 A 31.5%
15 20.685 ° 429067 A 50.3%
16 22.002 ° 4.03663 A 100.0%
17 22.533° 3.94269 A 50.5%
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18 23.628 ° 3.76247 A 9.8%
19 25.802° 3.45007 A 8.8%
20 29.387° 3.03690 A 15.7%
21 31.178 © 2.86638 A 9.9%

BN, TR TS 1,4- SN HER GG B (A Cu-Ko 525, H X G460 KTt
B A NE 6 Fivs:
(5) Frdsl A& 1LA-ZEANHER GRS B FEREMERIILZE 107.2°CE3°C I
186.6°C +3°C AbHLA A
BN, IR T &Y L4-ZERWENENGEE B iz R &l mE 7 Fis;
(6) Pk I EW L4-—ENEN SR A B FIFAE o HTHIZAE 33°CH3°C £ 150°CE
3°C IR EETEFE N R 2.029%:
BN, RN T A& 1L4-ZENWENEYN R B i E ST 2 & 8 AR,
(7)) Bk A& C (A Cu-Ko 54T, LA 20 ol X SHk R st B A A 1k 3
I IR 55 06 <

*3
iidcs 204 d AR XY I 5 B
1 3.722° 23.71970 A 63.7%
2 7.544 ° 11.70969 A 53.0%
3 8.211° 10.75927 A 19.3%
4 9.742 ° 9.07174 A 100.0%
5 11.335° 7.80031 A 21.0%
6 12.330 ° 7.17280 A 26.5%
7 14.468 ° 6.11713 A 32.1%
8 14.768 ° 5.99349 A 55.2%
9 15.599 ° 5.67635 A 64.4%
10 17.280 ° 5.12770 A 41.6%
11 17.708 ° 5.00461 A 11.8%
12 19.738 ° 4.49433 A 42.6%
13 20.374 ° 435536 A 57.2%
14 20.556 ° 431726 A 62.7%
15 21.880° 4.05882 A 65.0%
16 29.519° 3.02364 A 23.8%
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BN, AR 0 AR SR C i CuKo RS, H X HEb RATH EILEAME 9 Fin;
(8) ks LA S C I ZE R R EHRITZTE 196.9°C £ 3°C 4R A AU
BN, AT AR EAR C MR E Sl ZE B 10 AR,
(9) Frd A& EY C RGFVE S-HTHIZRAE 30°C £3°C 2 180°C £3°C R VLI A1 &
H,
BN, AR I A4 A C IRE T 2R 11 iR
(10) iR MALEHIRIEE C IR &Y A,
D PR A& ET D Cu-Ko f85F. P 20 ARIRH X 2 RATS R EA 0K 4

JIr 7R BT S U «
*x4
s 2048 d AT IR
1 3.959° 22.29885 A 94.9%
2 8.136° 10.85780 A 86.6%
3 10.245 ° 8.62776 A 64.7%
4 10.697 ° 8.26398 A 78.4%
5 14.334 ° 6.17399 A 47.7%
6 14.954 ° 591937 A 81.6%
7 15.904 ° 5.56799 A 35.8%
8 17.164 ° 5.16195 A 21.4%
9 17.898 ° 4.95198 A 40.1%
10 18.073 ° 490432 A 35.0%
11 20.091 ° 4.41609 A 61.8%
12 20.264 ° 437868 A 100.0%
13 21.600 ° 4.11090 A 68.3%
14 23.076° 3.85110 A 15.4%

BUER, Bkl &2 &2 D A Cu-Ko 24T, H X SH0 R AT B EAWE 12 ik,
(12) Frkal AL G D B ZR i E Rl 2R7E 178.3°CE3°C #1 194.0°C+3°C AL H A
W R
BUER, BRI AEYIR &2 D 2R E Al 2 ® 13 Bk
(13) sl I G PR D FAE S0 T 2R 7E 30°C+3°C 2 101°C+3°C R HE A A HE
0.59%, fF 140°C+3°C & 180°C +3°C 5LVl H P K E 0.81%;
BEER, PR T ALG0 BEL D R S Pt 22 i 14 B
(14) FrRat AL A0S D R FE R aL,
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(15) FriRs T A& &2 E (] Cu-Ko 3t . BL 26 MARRE X e RTH BRI AEA I 5
JI s B T e 06 -

xS
F5 2041 d AHXF ISR BE

1 3.725° 23.70211 A 48.7%
2 7.606 ° 11.61356 A 44.4%
3 9.834° 8.98712 A 100.0%
4 11.297° 7.82653 A 27.8%
5 13430 ° 6.58762 A 5.9%

6 14.443 ° 6.12784 A 32.8%
7 14.722° 6.01220 A 68.7%
8 15.651° 5.65749 A 75.3%
9 17416 ° 5.08775 A 43.8%
10 19.037° 4.65818 A 9.2%

11 19.892 ° 4.45989 A 58.3%
12 20.382° 435373 A 55.8%
13 21.980° 4.04064 A 46.1%
14 23.806 ° 3.73464 A 7.1%

15 26.722° 333344 A 4.8%

16 29.548 ° 3.02073 A 19.7%

BEEN, BT LA &P REL E M Cu-Ke 3851, H X {80 KT B E AR mE 1S Fis;

(16) Pt WAL ESHIMAEEY E B2 m HR B ZR7E 192.0°CE3°C Jh BA W

BN, TR &R B 1 R R A& 16 Fis;

A7) Frksl WAL &P E FFAE 2T I 2 7E 30°C £3°C 2 160°C £3°C ({1 2KH

BN, AR I AEWMGEE E [AE ST th2kanE 17 s, M

(18) Frika WAk &AL B NI & E .

6. =i I EM—KEWHESE, HREET, HAEGOTEESE. SR P22:2:;
a=6.13580(4H)A, a=90°, b=12.99957(8)A, P=90°, c=42.4637(3)A, y=90°, fIIEF=3387.02(4)A%, &
M AR Z=4, RREE RN 1.379 mg/m®;

Horr, g MG — K&V
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F
@7 HO NH,
o N/\TN . %
HO
N OH
Cl O

COOH H,0

fikth, AR TS KEVRBRHNELRE.

7. —FRUBCRIER 3~5 PR TRABARI R 1T A& W eI H G @A R m & i, HARRERE
T, HOHUTHR:

() RUnACRIEESK 1 8% 2 Frid il T AEWI 2-80k-2-08 F1E5)-1.3- 8 I sh AR A 45 3
REW:

() BEVLIE, THREAARR I EWs BRI aEL:

Hr,

PR R EE RN, AR TG —KEWHIHE A

FTRIEFIN 1, 4- A U, BEER LAY L4-—FRHENEMNEE B

TR VAR DU Sk i, 32102 20 a4 d R Cs

Teidetty, PR G T ER R T — N2 A&

(1) Tkl & Tk, BrREs 0

(2) PRkl IrES, FridiEa e &

(3) prdl&IriEd, R (D) PiRiREYNEBIK;

(4) PRkl & Tk, BTk g ek s

(5) ATkl IS, B AR I AEY— K& &EE AR, FTAR I &Y 5 R ERI
RN 1: (1~100) g/ml, #l#01: 30 g/mL

(6) kg TiEd, Fifd A L &M —KEVRRE A B, BTRR&EE N 0-150°C,
WFTRIEAIRE A 20-80°C, ik Nk 2 [l ;

(D gkl T, AR TAEY—KEWN R AR, PRy =5~ EE, sl
W FTRIR A A R R RS e,

(8) Pkl IrvEd, PR IS L4-FNHAA SRS E B 1, Frid=X I &9
HEnREFI R BRI 1: (10~50) g/ml, 0 1: 20 g/ml;

(9) Pkl & IriRd, IR LAY LA-ZEAHER SRS B, FTikiE&REN
EiE, FTIREEA 20~30°C, #lm25°C;

(10) Frkl &7, FiE sl 1L Ea8 1,4- SRR W B I, FHRE G #EN
Pt

A1) FHRE& 7D, AN T EY 1,4-—ENRETEWNGEH B, FRiidiEnsi
FidiE:

(12) Frdtl& ik, i I &R mE C i, TR I &40 BTk 70 (0 i & 14
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A1 (5~20) g/ml, Bl 1: 10 g/ml;

(13) prtle g, rEAR 1 W aMaEE C i, PRRiE &REDS 45~55°C, filin 25-
50°C, kA 50°C; A

(14) gl v, FiE AR ARG C I, FRdEERIE AT,

8. WTBURIESR 7 ikl s 07, FURFEYE T, BTk & 5k it — 2 a8 LUT B IR

B (la): NINEY SR A BEREEY A;

LB (1b): 2-FIE-2-(FPHR)-1,3-H B 557 BIRABIESY B;

HWE (1a) (b)Y Ry )EInT;

B (2): FTRESY) A MRS BIRE, i, o, TEREARR I &2

PLieth, FTRHI4& 72 e R — AN EE A% 1

(D FrkEIE (la) v, FTRVER A ISR, BRISIEAI MRSV, MBI, SURIEE
A S ERIER . BN, LRSS BN A VBRI R R, TR ZSA BN
A, CEERNEE, FTRBAISARGII0 FERUT Bl S pale. PYERAEY 2- FF 2K PO S,
BTk & AL & Va1 I0 9 N-FRESHERE I, BTk a2 700 i A HR R . R 28R, 2R ZMEE 2
5 A le, B uktth, PR A NHEE. 8. AR, 2B AR, ERHRM OB ZBENIRE#
W TEBRBE R Y SRR I VR A VA AR TR G R . IERRUK IR AW ZBERUK TR &8
T PUSRME A K (TR GV “ H I KA Z SRR TR &8 s “2-FRSEPUSIRI . 288 2. T A
HEE AW, “ZB . WERRRUKKREER” 5 “ ZM 8. 2-H 5D ARk R &
IR

Rt —sBH, PTRSER (la) T, BTIRET A ARERER, FIaEmR R A PR

(2) FrdBH (la) W, Frdst 1 B SITRER A FIRERREA 10: (10~500) g/mL,
404 10: 200 g/mL;

(3) FTRBER (la) W, FIRIEBEIREA 10~160C, 1% 20~30°C:

(4) PP RE (la) 1, FIRBE B — P IEETRIEEY A;

(5) P BER (1b) o, BRI B SA7K. BESERIR S MRS YR —FE 20, ik
KB 2R T . FTR B Ak & V0V T o — R IR AR

ik, FriRBEE (1b) 1, FriRE B K

(6) FTidBH (1b) 1, Frid 2-@ - 2- (B HFR)-13-W B SEF B mEN 1. (1~260), 18
WA 3.2: 800;

(7 P8R (2) o, BrRiBE ARTRIREY) B RAFTRIEEGY) A:

(8) AR (2) o, FHd#T iR R 20~30°C;

(9) FRGEE (2) o, ATRS IR A gE. Yol pH D%,

(10) pridsbig (20w, AT 45°C, AT, M

(D) P (la) B, FHRERI Ay “2-FEPUERRIRE, 2 LREH R BRI B, 2-
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HIE USRI, L SRR AL 50 52 2.

9. —FUTBCRITE R 3~5 PYE—TATIR R 1L 1 54000 &5 D Ml 7, HAFEE T, HAas
TR, KRR EER 3~5 AT TR IR I AR B C SRINBLCRIZL SR 3~5 FE—TATA R 1T
B 1,4-Z 8N IEFIEYI SR B IHEE 160°C, H 8] 5~10min, 5] iR TLE2H 68 D.

10. — PR EE R 3~5 AAE—TATIR S 11 b &P &Y E (s 077, AR T, JLa S
TOBRR, K IECRIEER 3~5 T —TATIR I 1T A 14-—ENHE R I A B 8l T &9
IR C In#k & 80~100°C, I[Aly 24-96h, BHIATIAR IT A0 A B,

1. —FZAEEY, R EET, HESOBRER 1 8 2 PRk = 16 5910 2-
Bh-2-(FR R H)-1,3-T R SR B LA RGP, M2 bRl i

ik, FRR 1AW 2-E - 2-( W 3E)-1,3- T — W5 Eh ek HVA FI &4 o i BURIE Sk 6 Bk
KA AE— K E VIR R EACR B R 3~5 FUE—THNA K2 1L 16 &P al L a7 m A

12, —FINECRIER 11 ATk I 250 -G s AR 2R 1 58 2 H(E— TR il 1 4 & 40 2-
- 2-(FR P BL)-1,3- T R 3R BRI VAR E W AE 4 F T B Ia RUEA 7 AR A 39 2% Hh 1 2 F

Rk, Akt 1 LW 2-EFE-2-(F F3E)-1,3-T W sk ok VA A & W 9 I R SR 6 BTk
A — K& T EBUCRIER 3~5 AR — T FTAR A I A s L R &4 0 8

FIR N FH o BTIR AR U AR 00 o] 2 1 BT RR T 32 R . W UAE . e S . 1 AR bR 2 2
BlEERIA < e I =R AAE B R AT A RS MR MR R T L R AE, B kA,
SBKEAEREAL . B AERERE . AR VER T . AROE TERR I 5 . AT 4EAL . HEE AL AN B
AT —Fh.
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