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8 A T R P 25 8 20 R R o) 4% 5

BIARGUR
AR JE T 2 s, RARIL, AR WD R M R e 1) 22 A A I
5 NHIFIENA T

HRBA
T e YA R RS P i B I 0 SE B Ao A e AR R, TR R
QO ARG A5 AR A G 3 2 S EU =™, JCHE R I Z/FY.
10 WEHED . WY AR Merdir=in. K&, FE, UL/ D ESY)
IRfd

ey
/@l J=0
o LT
W gl (X 1 A &4), B 0 (D), th2=sh 5-HIE-5-

(4-FRAFETEFL) 3-FRFILEHE-2,4-WEM e [, % L&Y ERy 1, EEEYW
INEEL RS BN, SR, SR A, DR, AL B, FomSE. EZEH
15 TR RSN, HTEN. SE TN EIREW AR 0. SR,
PUBET « FERE . BRSO E . JF H AT SR la e, Wit v RIS 2 ksH, A%
B W 7K
Lt ARSI R TR S T A2 B, BRI T R R, AR
PEUF, WRIREPEAR, TRUBLAL A7

20
KHAE
KW H A TPt FhUEDR R 1 2 AL A B AL C R D
LA L 26 TV A RN ]
25 AR T, Pt ﬂﬁmww%mmw

@/@Iﬁo

o —AE sy, iR SRk e FAH: BNAL R 'JB m U CH D,
P85 —ARIE G, Pk i 29 A BRIXE 2k R AT B3 A EBA L Rk Bk
H20MH: 6.0+02° . 7.94+02° . 9.6+0.2° | 10.1+02° . 12.0+0.2° . 16.7

30 +02° ., 173+02° . 185+02° . 192+02° . 19.7+02° F22.1+02°
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T8y — PR g v, v ads & 20 A (R XS 2 AR AT I 3 v i — 2B A5 31~ 53 A LA
F%E FHR20ME: 6.0+0.2° . 7.94+02° | 9.6+02° | 10.1+0.2° . 12.0+0.2
° . 148+02° | 163+02° . 16.74+0.2° | 17.3+02° . 18.5+02° | 192+
02° . 19.7+02° . 20.5+0.2° . 21.14+0.2° | 22.14+0.2° | 23.34+02° | 24.1
+0.2° . 255+02° . 26.7+£02° | 28.6+0.2° F129.5£0.2°,

T8y — PR g v, v ads & 20 A (R XS 2 AR AT I 3 v i — 2B A5 31~ 53 A LA
F%E FHR20ME: 6.0+0.2° . 7.94+02° | 9.6+02° . 10.1+0.2° | 12.0+0.2
° . 124+02° | 1484+02° . 158+02° | 163+02° . 16.7+02° | 173+
02° . 185+02° . 192+0.2° . 19.74+0.2° | 20.5+0.2° | 21.14+02° | 22.1
+02° . 2334+0.2° .2414+02° . 247+02° . 2554+02° | 26.7+0.2° . 273
+02° . 27.9+02° | 28.6+02° . 29.5+0.2°, 30.2+0.2° F132.0+02° .

Ry pirf,  JIT i i 2 A B XS 8k AR AT 5 B i S A an 1 1 T R 4k

T —REBI, BTk SR AR TG EE AU 3 AT R AL

R REEIR, IR ME A ) DSC EALE 140-145°C 70 [ P H A TR Al

R —REEI, LA MSA A ) DSC B A 2 FT#RiE.

S —REFI, TR BIASEE K T95%, ik, 4% KT97%, HALE
H, ZEREKT99%, Heftitth, 2K T99.5%.

B — PR g, Frids i ZY B (R X5 2 M RAT I B A F53 23D Big B R
ZH K201 : 9.840.2°, 11.240.2°, 16.6+0.2°, 17.3+0.2°. 18.4+0.2°. 19.9+0.2°,
20.7+0.2°, 25.6+0.2° F26.7+0.2° .

T8y — PR gl rh, Pridk b 2B (R XS 2 AR AT B3 v 10— 2B A 53~ 534~ LA
i EH N 2015 : 9.840.2°, 11.240.2°, 14.3+0.2°, 14.740.2°, 15.6+0.2°, 16.6+0.2°,
17.3+0.2°, 18.440.2°, 19.9+0.2°, 20.7+0.2°, 21.34+0.2° | 222402° . 22.6+
02° . 23.1+02° . 25.6+02° . 26.7+0.2° . 27.94+0.2° | 283+02° . 288
+0.2° . 29.7+02° F130.9+0.2° .

T8y — PR gl rh, Pridk b 2B (R XS 2 AR AT B3 v 10— 2B A 53~ 534~ LA
i EH N 2015 : 9.840.2°, 11.240.2°, 13.0+0.2°, 14.340.2°, 14.7+0.2°, 15.6+0.2°,
16.6+0.2°, 17.340.2°, 18.4+0.2°, 19.9+0.2°, 20.740.2°, 213+02° ., 222402
° . 226+02° | 23.1+02° . 248+02° | 256+02° . 26.7+02° | 272+
02° . 279+02° . 283+0.2° . 28.8+0.2° . 29.74+0.2° F130.9+0.2° . 33.2
+0.2° | 3544+02° | 37.2+02° . 40.0+02° . 40.5+02° .

RS — AR B, B i BB I XU 26K AR AT T 3 28 AN G (&1 4 B 3R AL

SRR, Bk S RBRI TG E AR W 6 BT RAE .

R —REEI, IR MSA B #Y DSC KA 137-142°Cu [ A HA TR g,
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R —Akmd, kA B (f) DSC FEEAME 5 £ 4F .
T — Rk pIh, Bk SAIBLEE K T95%, ik, 4iRE KT97%, Tk
H, 2EREEKT99%, FALkh, 40 KF99.5%.

T8 — PR fgl vy, Brids b B C IR XSS b RAT I B A F53 a3 DL Big B R
H20ME: 10.0+0.2° . 16.7+0.2° | 18.1+0.2° . 202+0.2° . 20.8+0.2° .
212+02° . 222+02° | 243+02° FI28.5+02° .

T8y — PR glrf, Pridk dih L C IR XSS 2 AR AT I 3 v 10— 2B A 53~ 53 A~ LA
% H FAHR20ME: 8.4+02° . 10.0+0.2° | 12.8+02° . 15.0+0.2° | 16.7+
02° . 18.1+0.2° . 202+0.2° . 20.84+0.2° | 21.24+0.2° | 2224+02° | 243
+0.2° . 2534+0.2° . 2584+02° ., 285+0.2° .299+02° | 30.3+0.2° . 32.1
+02° . 32.84+02° | 33.7+02° | 343+02° .

T8y — PR glrf, Pridk dih L C IR XSS 2 AR AT I 3 v 10— 2B A 53~ 53 A~ LA
F%E FHR20ME: 5.6+02° . 6.4+02° . 84+02° | 10.0+0.2° . 11.74+0.2
° . 12.8+02° | 1454+02° . 15.0+0.2° | 16.7+02° . 18.1+0.2° | 185+
02° . 202+02° . 20.8+0.2° . 21.24+0.2° | 2224+0.2° | 2434+02° | 253
+02° | 258+0.2° . 264+02° . 27.6+02° . 285+02° . 29.9+0.2° . 30.3
+0.2° . 32.1+02° . 32.8+02° | 33.7+£02° . 343+0.2f1348+0.2° ,

RS — AR BI v, B i B C XU 2K AR AT T 3 28 AN G 141 7 B 3R AL

R —REFI, RSB CIITGE FEA WK 9fT RAE

BRI pIE, Fridda C i DSC EIFE 132~137°Cyu il Py B AT g,

ARG, FTIR A C 1 DSC WIEAIKE 8 FrRAL.

S —REFI, BTk BICEiE K T95%, MRk, 28 KT97%, ELE
H, ZEREKT99%, Hfigth, 2K T99.5%.

T8y — PR g, Frads & BUD (R X5 M RAT I B AR5 323~ DL Big B R
H20ME: 103+0.2° . 109+0.2° . 11.7+0.2° | 142+02° | 16.7+0.2° .
18.1+0.2° . 18.8+0.2° . 20.0+0.2° . 21.7+0.2° F128.4+0.2° .

T8y — PR gl v, Frads & B D (R XS 2K AR AT I 3 v 10— 2B A 531~ 534~ LA
FEA A0 4.7£02° . 5.1+02° . 6.1£02° . 7.34+0.2° . 10.3+0.2
° . 109+02° | 11.7+02° . 13.0+0.2° | 142402° . 15.0+02° | 167+
02° . 18.1+0.2° . 18.8+0.2° . 20.0+0.2° . 21.74+0.2° . 23.54+0.2° | 242
+0.2° . 2534+0.2° . 259402° . 279+02° . 284+02° | 289+0.2° . 30.3
+0.2° . 31.9+02° F132.7+0.2° ,

T8y — PR gl v, Frads & B D (R XS 2K AR AT I 3 v 10— 2B A 531~ 534~ LA



10

15

20

25

30

35

WO 2017/219769 PCT/CN2017/083517

¥R E NAM20ME: 47+02° . 5.1+02° . 6.1+02° . 73+02° . 8.0+0.2
° . 103+02° | 1094+02° . 11.74+0.2° | 13.0+02° . 1424+02° | 146+
02° . 15.0+02° . 16.7+0.2° . 18.1+0.2° | 18.84+0.2° | 20.0+02° . 21.3
+02° . 21.7+02° . 22.7+02° 23.5+0.2° . 24.24+0.2° | 2534+02° | 259
+0.2° . 279+02° . 284+02° . 289+0.2° .30.3+0.2° . 31.94+0.2° Fi32.7
+02° .

) — LR G, Pridk i B DX b RATHS B LA U 10 Jr R AL
e —ARIEE T, ik S DI TG BEA I 12/ R ALE

ARk mh, PriddiaA D Y DSC EAE 135~140°C i [ 7y B A7 W Hhg

S —EGH, FREZE D K DSC BHEA WK 11 Jr R
Sk mIE, BT DA K T95%, ik, 46 KT97%, Ftik
H, ZEREEKT99%, FAtkh, 40 KF99.5%.

In
Hiﬁ

1

In
Hiﬁ

ANRWE ZJ7m, —MRGHGY, IIEAGHEE: (@ WAKMWE T
T PTIR R A, BA K (D) AR 257 BT sz i 3ik .

ARWE =D, — Rl AR W — Pk AR T, D IR

Q) B GPERT AP RIALY, FridaPLERIALLE B N4 BURECR
BARIIC 2pi ke K NON-HUE Rl DO SRR . sl A &, Horp ik B
B A K CreMt B EC A R B R4 &b, IEPEE. IE Ot
Woke. K. EBEEE. NN-ZHUEHI BRI PS4 5); M

(i) TR 25 A,

U

(a) B EY T AVERA2T &, A PR RIA2E B M. 2R X
CHZRL RUEE. FHERUT . 4 M OB, HERLE. 1,2-H k. N
Wil o 2- 1M, A-HER-2- TR, M. BUHAHA G A

(b) THEERITR S A,

e — ks, BEOH, TR A% 5 ik A PLEFIA1 R E AR L
H5-20mg: 0.5-2mL, B 410-15mg: 1-1.5mL.

R —Es T, SR@)T, ridMbE W5 rid B PLE A2 K E AR
Lt 480-180mg: 8-18mL, #AEHIA100-150mg: 10-15mL.,

e — L g, BER@)T, Pk HLE AIA2IE BIERIXAE A Y WA 5
b, WRIXEEE M WA, CHZE, RIORE. FEGECT ERE. 2 B L.
THAEEH e 1,2- & SHes IR 2- T Bl 4-HE-2- B FN O s #ERIYIE B R4
R, HIZE, Bl HOERUT RS, 4l Ak R, 1,2- 254

4
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B R 2= B 4-HEE-2- AT 205, O H, BRI A Y AR R 0.1-10,
AR H0.25-6, H{EMA0.5-5,

En— kg, SR@H, b s A20-35°C AT,

En—ARik e, SER@H, Pk &I A 20-27h,

KW FEVU TSR, St Pl AR WSS Oy R PR BB U7, R

AR — T Pk i S AR T AP ABLY, Brid A WL AIB1E
HNH: ZMRIHE. NN- AR, ke, siHAG: M

(1) T4, R2FA LB,

U

(a) BMLEY T AVEAB2EE, Tk APIEAB2EE MH: &, B
RERBAICs hike . BEHA G, BAEMIEH FH: 208, Edk. Bk,
IERELE. sl A

(b) TEEf3 2k 2B,

e — ik fih, LR @F, Pk &F20-35C T,

e — ARk, SR @Y, ke N E 20-27h,

g, B'EOT, il BEAS A YEABLNE ML A
5-25mg: 0.025-2.5mL, %fEHi1°410-20mg: 0.05-2mL,

ARRWE DT, —MH&A R T mrd S RCH T, Wis %

Q) HARVE—TTHITA M BABR TAPERCIY, WE, TEE1R2
iR BC, Hrh, FridEHLERICIE B FH: BUREIRIARHIC, Jike. S,
HOR L X 2R, NON-HUE R . K. DO . il A, Frid IRt ik
HEE. CleliiiiC ipifadt; BAEE A TH: 1,2-2& k. . H2K.
SP IR, CAEE RS, EBEEE. ECkE. M okE. NON-HIEEERZ. K. DUE
MR . B LA S

(1) TR A S LC;

/8%

(a) BEMABTAHPERC2H, Pridailsfc2E g T4, BURBARER
IC sl . BURBIUARIURIIC Wik, FriR AR IE B M2 C bt C b sd A,
BAERIE A N R, mE. EAEE. & W BUEA s M

(b) #FE, THEAREAC,

/8%

(c) BML&W T HIERCIH, 20-35C FRF, TRESIRIC, irid

5
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AHEFRICIE A N AH: PACBARIHIC, 5B BB Coglif . AR
WARIC skt ke 2-L R OWE. LR Ol TR sHA A, o prid o2k
T E CrebthEolC e Btk 3 A WiE, 4l IENME. &R,
222-ZH L. LW, LW HEE. —E W R -8R, LR, B
M. s HAE,

(d)T145 2 FLC,

kg, FridPER30)4E20-35C 4T,

e — L, PRGOS, Prid APLEAICLIE B AIMANE AN A 5,
Hrb, WMk FH: 12- Aok OH5. HI2E, X CHIR, &R, IEBE
Fev IE Ot NN-ZHUE R . AR DU S0 s W AIYIE A T A: 1,2- A Sk,
MG FIL R CERE. IEBRRS. IEC ke NON-HIEE IR L K
VU, JF H, SWRIMAIE RN AR 50.1-10, % 50.25-6, AL
0.5-5,

e — ks, BROT, ik AL A G HLEFRICT I E AR A
5-80mg: 0.1-8mL, %fEHi 410-60mg: 0.2-0.6mL.

e — ks, BRGOT, ik AL A G YIS FRIC2 1 B ARRILL
5-150mg: 0.5-15mL, #fEH410-120mg: 1-12mL,

e — ks, BROT, ik AL A G YL FIC3 B E R AR
80-150mg: 8-15mL, %fEHi’4100-130mg: 10-13mL,

KW F NI, St Pl s AR WS R prd s DI UL, WP

1) Kb MAE THPEADY, P PLEAIDE B M. AT B E R,
o HH A,

(i) &R, THEEHAD;

1 n—AREEIh, PP RGO, 7E20-35C R T,

ARG, TR IRG)F, FEAE20-35°C F T,

e —AREph, B'OY, Pk s AL A A P RIDR E EEB A
5-50mg: 0.5-5mL, ZfE#i410-25mg: 1-2.5mL,

ANK I -CTEL, SR P AR TSR T THT BT A [ & A AN e W 2 — 7 TR BT
BIARZ A GV IR, T B sledz A & A 5 DE B 1 259
R ARk, Pridds ik BN GRS RSV TORIE R « P8R8

SERA B SR BRI B SR R L MR R BRI DR AR B R
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Y
PR ALIEBI R, IR I TS sl oA AR ARl Bl 2B ST el g i
L2

NHRR, AEARRWVEE A, AR W] IS SORRFHEATAE T ST (e )
H LA 1Y) 25 SRR AL 1) AT FT LB AH 2 B AT JleoBr Y BB (R e A TS 56
R RME, Al —— R,

Pt P 5 B

K1 R T 88 A I XRD K3
K 2 2R T e A1 DSC K.
Kl 3 W T e A TG K.
Kl 4 B7x T 848 B 1) XRD K,
K5 2R T e B DSC K.
Kl 6 o T e B 1 TG K.

K 7 s T 88 C (1) XRD K3,
K 8 W T Eh Y C 1) DSC K.
Kl oW T M C K TG B,

K 10 WoR T &M D 1) XRD K
K 11 Zon T &2 D [ DSC K.
K12 Bn T2 DM TG A,

HAKR Sz 77 =

ARBINEDL) V2 MR BTG, BT U0 A A IS M B o ) 22 2. O
N FH RN 4% 7. AEMRIERE B 5E R T AR W,

A& it

BRAETIAhE X, AR WA S T F 4 4R 5 B 2 AR TR 2 BAT i A R W T e
U5 S B AR N 03 38 B A R AH R

WA, fEfe B BARSIZS EUE T I, ARIE<L R fa iz E v LS
KA AZ T 1%, i, AT, Fd“%y 1007445 99 A1 101 2 [h)
A EBE I, 99.1. 99.2. 99.3. 99.4 45),

WA, RiE “SH7 8“QHBEE)” TR, s s
WA 52, P ARIEMARE “BAR Bl 7 B0 “H. T

WA, RE “aM8in ML EEEFARK 20E” Fi0FEn LA KT n
R EA (B ny o+l L), Hd BRE Nup A1 A 20 EEE A2
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B “3 ek 3 AL E” AMYEFEE 3. 4. 5. 64 7. 8. 9. 10, 11. 12, 13. 14.
15, 16, 17, 18. 19, 20, 21, ... FBE Nup &/ 1FEL, B0 “4 84 LA
B S5 AESALLE” L “6e a6 N R EVEHE]

AR EY

NaY,
ULl
REWHE S TS R Eme F iR, 25020 R o (D), $L2#

Y 5-HIHE-5- (4-FRA LR EE ) -3 DR AL -2 AR I, AL )T
EEAFRNG . KZE S BiE. T M. A DR SR B, A
o BT OGRS A O B A P R D E A EOR e .
ARG« DO RN BRI S  JF HEATSE AR, Wi/t e B Ja 2ok
B AN SR KRR

Z Y

AP 2 AR T UR BN A R s s Wt Roe . Wi, 2k
VA FH BEFIR B PR A, T X 2 S e Jl 2 P i T 2 PR 2

AR, SOREE AR, BAAL BB, MACHHMD,

BREY

WAL 5 5w TR R T, SN P ER A R 2 O
Ao T HACE Y03 16 B il 12 8 A [ AR 5 R DU LU e . 25 557
&5 b 5 T B ) TRRRAE 5 570 5 Wl (solvate) o 55 5 I 5 A WAL 5 W0 T8 G 7706 P 1
WRIFPSE K, HlE. 28, Ol Bk, 5. R0 R5E.

IREWE PR RN RGP0 AR T, TRARBANG . 4
1Bl NS 7/ s e ETE 7 R G R 1 O = 7/ KPS SR R 7R G A TR S e i vt
i

Az, O, wTEOVARERIGY, Bl OB RIE2 .

RUGHEY
A KW PR AR 2 2 5 b (3 T 1 R R A R W B i SR S
AR W 3 B P B o0 A0 AR 2 20 6 el A TRST s TR AR

% Ty ¥k
A KT AR, AT ST BT

8
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A KW L RUBIN, AE A THE R TR

ARl R B CI, A T ANk, AR AT, T Tk
A~

A KW L BUDIN, AEH] T TR ik, OF B T A B A, i
HRAE], %L MSAT

H&

AEWFE T HAAL By Co DRIRZAGYIIHIE, Prid iR sd) i,
XFRE TR A AHT TR A IR TR A AT IR G (P I OR , JUHR B PR« 590
AR B G e T A IR <5 LR

ARSI, PrISREIE B N G TCRISAG I ORI < P9

SERA B SR BRI B SR R L MR R BRI DR AR B R
Y

RN EEMRET:

(1) AR Y 1) FAT RAr (A E TR AR, JF HAE W AR
3 VTG DA P P 7

(2) AR B o VAR, TS ORI Tk A A =

(3) AWy iy 84 ] AAT 2830 o AT 35 A o

T HARSEE ), B D R AN R . PR, RS A5 AN T B
AR WA 1 BRBAS & B B0 o R A1) S A5 Ry B AR S AR B S B T vk
TH RO AT, sG] R &R BRAESIAMEIT, SN 2L
M EUR & [ LW E R 2

DL S it 491 vh By A S 56 A R Rl A e e il U B 380 vl AT SR E SRR .
WRELEL TR 4°C—25C, Bk 15-25°C.

MR T7 ¥

XRD (X-5 28 RATH F7 3% AL A% 245« Rigaku Ultima IV, #: Cu-Ka (40 kV,
40 mA), TEZiR M HDAex Ultrafnill 25 5647 . FHHVGEAE20X 7] H3°4245°,
I E 3200/ 4340

FH A G DL 1) 22 0 PR 28 77 A2 5 3K S XU oK R A 33 43 i &85 SR A o (1l 25 22
5 @FEM BRI Em TR ZE, OUERIRE, (RIEESR, (d)FERE
N7 22 (R FG AR I s e A7 B I R IR AR 22), T (e) W e ) A JB (1) A 32 1) 2 T i
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7)o BAERZETRE v IR E AL S B A AR 7 M . Al -1
AL, FE SR BN 2 ol S BIXRDEALE KA . RGEHE T W 7R lmm (PR
i A VBRI 1T 200 R o AT LLNKIR S AT 5 1) 4502 IX By 75
I H AT LA L £ 0 B o A 8% 04T #ME (R R GERE R H T A 0 A7 B A ) Bl T
AL A R TR iR . a0 B, Wik N H RERER A 2 8L iR
IE2R B AN RS il iR 22

TGEATE M) 7k (U AS . TA QS00ME /AL, KN, THEHE
& 410 °C/min

DSC (ERFFMEIE) ik U155 TA Q2000, KHANAH, FHEMEZ
410 °C/min

SEs. REARH &

1.1 FREL500 mglE Mk 1 i UG58 JE T4, A S ARER 50mL . &R A 1:1
S P AE e, WiE, SEER, BT TREREBEA,

1.2 FREL500 mglhE M pf i G o2 JE T2 a8 1, I A BARF A 50mL . AR 111
S HEAE O, WiE, SEER, BT TREHEERIA,

1.3 FREL500 mglE M o i G o2 JE T2 a8 1, DA BARFIA 50mL . AR 111
S AR e, WiE, SEER, RIS TREHEEEIA,

1.4 FREL500 mghEME i 1 G 58 JE T8, IS IR A50mL . &R A 1:4
SRR, 02 iE, FREER, FRESTRERINEA.

1.5 FRELS00 mglEMe 1 i G52 JE T a8, A B ARER 50mL . A&FA L A 4:1
SRR, 02 iE, FREER, FRESTRERINEA.

1.6 FREL500 mgh M b Wi G 2 2 T2, INAE AR 50mL . AR EE A4:1
S P AEBeRE, WiE, SEER, AT TREHEEEIA,

1.7 PREL500 mgh M b W G T2 T2, A B ARFU S 50mL . AR E A4:1
S HEAE O, WiE, SEER, BT TREHEERIA,

1.8 FREL500 mgh M b Wi G € 2 T2, A B ARFU A 50mL . AR E A4:1
S AR e, WiE, SEER, RIS TREHEEEIA,

1.9 FREL500 mglE Me 1 i G52 JE T a8, A S ARER A50mL . AR A 1:1
N N-HEEHBEREFNE BEbe, 02 WG, BrEER, BIAES T2 5
RIA,

1.10 FREL500 mglE M by i o2 JE T2 a4 I S AR A S0mL  ARFA L A 1:1
N N-HEEH B R E Sk, 202 WG, BEER, BIAES TGRS
RIA,

1.11 FRELS00 mglE M b i G o2 JE T 28 2% 1, I S ARF A 50mL . ARFA L 4 1:4
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N N-HEEHBEREFNE BEbe, 02 WG, BrEER, BIAES TGRS
BIA,

1.12 FREL500 mglE M b i G 22 JE T2 a8 1, I S ARF A 50mL . AR FA L 4 1:4
N N-HEEH B R E Sk, 202 WG, BEER, BIAES TGRS
RIA,

1.13 FRELS00 mglE M b i G 22 JE T2 A% 1, I S ARF A 50mL AR FA L 4 1:4
FINN-HEEH BRI ke, 22 WG, BEER, BIAES TGRS
RIA,

1.14 FREL500 mglE M b i o2 T T2 4 I S AR A S0mL AR L A 4:1
IN,N- S AL FUK, 359, BRI R, B STEEHE 2R TA

1.15 FRELS00 mglE M by i o2 JE T 28 47 I S AR A S0mL AR L A 4:1
N N-H L HBEREFNE BEbe, 02 WG, BrEER, BIAES TG E 25
RIA,

1.16 FREL500 mghE M by i o2 JE T2 a4, I S AR A S0mL AR L A 4:1
N N-HEEHBERER E Sk, 202 WG, BEER, BIAESTEEEE S
RIA,

1.17 FREL500 mgl& Mk g G 5 T2 T A I B ARER S 50mL s AR EE hy4:1
INN-HEEH BRI ke, 02 WG, BEER, BIAESFEEEE S
BIA,

1.18 FRENS00 mglE M by i i T T- 28 47, I S AR A S0mL  ARFA L A 1:1
(DU kg A IE e, TS, EEIER, BMARTSTRG A 2R A,

1.19 FRELS00 mghE M bl i o2 JE T2 4, I S AR A S0mL  ARFA L 411
(DU Sk A IE e, WS, BEER, BARTSTREHEEE A,

1.20 FRELS00 mglE M bl i G o2 JE T2 47, I S AR A 50mL AR L A 4:1
DUk AR, s, SEER, BT TREHEEEIA,

1.21 FRELS00 mglE M bl i G o8 T T2 4 I S AR A S0mL AR L A 4:1
(DU kg A IE e, TS, EEIER, BMARTSTRG A 2R A,

1.22 FREL500 mglE M bl i o2 T T2 a4 I S AR A S0mL AR L A 4:1
(DU Sk A IE e, WS, BEER, BARTSTREHEEE A,

1.23 FRELS00 mglE M by i o2 T T2 a4 I S AR A S0mL AR L A 4:1
DUk AR e, TS, EEER, BARTS TR A 2R IA,

1.24 FREN500 mglsEMe g i G 8 T T2 a1, IIASOmL FH R 3E 4T H i V7 24
ANE, R AR, ARG AR R AA

1.25 FRELS00 mghE M b i G 22 JE T 25 2% 1, IIANSOmLAT — HR HEAT B i V7
24/, FE R EADE, T TEREREREA
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1.26 FREL500 mgl& P i Wi JG 5 JE T 25 28 T, TIN50mL e A I 3EA T 0 iR sk 7 24
ANE, R AR, ARG AR R AA

1.27 PREL500 mglE P B I 5 JE T 254 o, DA S0mL H HSU | BR e HEAT H U
BVF24/00), FE R ARE, T TRE A ER A

1.28 FRENS00 mglE M by i o2 JE T 28 a7, IAS0mL & — [l — Z K REAT & iR
BVF24/00), FE R ARE, T TRE A ER A

1.29 FREL500 mglE P il JG 5 JE T 25 25 1, DI S0mLARE F b HEAT 1 T & 77
24/, FEl R EARDE, ARG A EE A

1.30 PREL500 mgl& P B I 5 JE T A de 7, IIAS0mL 1,2- & e HEAT H iR
BVF24/00), FE R ARE, T TRE A ER A

1.31 PREL500 mglMe b i JG € T2 T 28 a5 1, IIASOmL A 3E AT o iRk 7 24
ANE, R AR, ARG AR R AA

1.32 FRHL500 mgl& M e i o & e T A4 1, IIAS0mL 2- ] Bl dEAT H a7
24/, FEl R EARDE, ARG A EE A

1.33 PREL500 mglE M o i G € I T A8 4, DIIAS0mL 4-H15E-2- el ik 477
WAVFE24/0 0, TR A E, A FERER RS EA,

1.34 FREL500 mglMe pei i G JE T 2848, ASOmL SN T iR a7 24
ANE, R AR, ARG AR R AA

g B AR XRDETE WL, ATH M B A R RIFTR .,

1. BHMARXRDEE

2-Theta d(A) I(Height)%

6.0 14.7208 46

7.9 11.1822 34.7
9.6 9.2439 79

10.1 8.7686 45.5
12.0 7.3815 30.6
12.4 7.132 13

12.9 6.8679 2.2
14.8 5.9727 29.3
15.2 5.8168 8.2
15.8 5.6044 5.9
16.3 5.4466 12.9
16.7 5.317 33

17.3 5.11 50.3
18.5 4.7872 100
19.2 4.6238 70.3
19.7 4.4938 72.2
20.5 4.3206 24.9
21.1 4.1989 12.7
22.1 4.0184 36.2
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23.3 3.8145 16.9
24.1 3.6897 16.7
24.7 3.5963 4.8
25.2 3.5282 5.9
25.5 3.4874 3.9
25.8 3.445 4.7
26.3 3.3855 4

26.7 3.336 11.7
273 3.2595 52
27.9 3.1907 7.8
28.6 3.1164 19.1
29.5 3.0236 13.8
30.2 2.9531 10.3
32.0 2.7944 5.5
32.8 2.7267 7

33.9 2.6452 3.6
35.7 2.5157 1.6
36.5 2.4621 2.6
36.9 2.4367 1.7
37.4 2.4012 2.9
38.2 2.3561 3

40.0 2.2523 2.9
40.7 2.2139 1.9
41.2 2.1901 3

43.8 2.0661 2.8
44.8 2.022 2

AL A I DSC I T A 27, FL v R e Sf Iz i il A
A AR TGERESEA W B3 s, HrF AR i B A T KR

L2, SEIEBRIH &

2.1 FRHL500 mgfb BIAT- A48, BIA30 mLAE LHR(EI %), His, i
B R HAA TG 19 2E P B 5 2B

2.2 FREL500 mgfb BYAT- 248, BJIA2.5 mL N N-— 3 FEEIZ (AR 93 %),
WG, FREER. ST B E M S 2B

2.3 MEL500 mg it BUA T4, I RARFU S S50mL . AR A 1 TN, N-—
HIEHEERZ A Ckt, ¥h 02, BEER. BTG 200EMe & 5 &5 2B .

2.4 FREX500 mghsE Mg i G 2 T2 a1, IIASOmL SR BHAT H iR A E 24
NI, TR AR R, I AR S A T e R A TYB

2.5 FREN500 mghE M iR R G 58 JE T8 a8, IIAS0mL 1FE Cobe #EAT & iR k124
NI, TR AR R, I AR S A T e R A TYB

2.6 FREN500 mgWhE M 1R R G 58 JE T8 a8 1, IIAS0mL ¥4 Cbe EAT o iR Ak 724

13
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NI, TG E AR, LN S 1 2 TE M B AUB
2.7 FREX500 mglE P T G 52 T T8 4% 1, IIAS0mL  1F PELEEAT H i e 724
ANB TR EVARIE, LSS 1R 5 WE e B 4 B
A W ABIUXRDIE T UL 4, AT 5 M EdE AW R R 2R .,
2. MAYBIIXRDHHE

2-Theta d(A) I(Height)%

8.4 10.5744 1.5
9.8 9.0181 52.5
10.3 8.5815 4.6
11.2 7.8937 45.7
13.0 6.8145 2.2
14.3 6.1804 13.2
14.7 6.0136 16.2
15.6 5.6902 16.5
16.6 5.3233 36.3
17.3 5.1334 32.9
18.3 4.8336 100
19.9 4.4625 36.2
20.7 4.2831 54.5
213 4.1715 6.1
222 4.0087 2.3
22.6 3.9277 14.2
23.1 3.8437 14.6
23.8 3.7287 1.7
24.2 3.6776 1.8
24.8 3.5933 1.4
25.6 3.4822 16.5
26.7 3.3308 16
27.2 3.2737 5

27.9 3.1994 10.3
28.3 3.151 5.6
28.8 3.0928 3.5
29.7 3.0054 5.6
30.9 2.8935 6.1
33.2 2.6995 3.2
354 2.5322 2.8
37.2 24161 2.7
38.7 2.3224 1.1
40.0 2.2511 2.2
40.5 2.2244 3.8
40.8 2.2099 2.3
42.3 2.1348 1.4
43.4 2.0852 1.2
43.8 2.0643 1.8
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45.4 1.9969 1
46.3 1.9602 0.8
49.5 1.8386 1

rn AU BRI DSCHEITE B A AT ST, HeHp I Fhalds 5o 1 44 m e i
MBI TGRSR AW K6 TR, HP DM AT R E,

L3, B CHIH &

3.1 FRELS00 mg i MA T A, MALSmL 1,2- & L5 ES2 %), Wi,
R R ARS8 5 45 S E P R R 5 BU C,

3.2 PRS00 mg i AT A4, TIA10 mL ZME(IRES4 %), wiE, FrE s
R B L 4R S 15 30 W A R i it L C

3.3 PRS00 mg it AT A4, TIASO mL HIR(REST %), WiE, e s
R B L 4R S 15 30 W A R i it L C

3.4 FRELS00 mg i AA T4, IS0 mL X — 2R %89 %), Wik, #
BAER . [R5 5 15 21 WE M B i B C

3.5 FRES00 mg i AT 25850, IIAN2.3 mL & H 6 s, T nA20mL /K,
AT R A AR (77 32.90%), ] AR L 4 J5 45 WM Ry 1 2R C

3.6 FRELS00 mg i AT A4, IA23 mL & HEewiE, HinA20mL F
Bedse, BT H KB A EBOIR BAA (P 592%), [ 4 BL 25 T8 5 15 S p R 2R C

3.7 FRES00 mg b BUA T 228, 2.3 mL & L, HmA20mL F
Ot, M1 H KR A EBOREAGE 591%), BB 25 T8 5 15 S g R 2 C

3.8 FKENS00 mg i AT RS H, MALSmL  NN-HIEH B, 7
AN10mL 7K, B K& O ARG 3092%), [ 8B 25 45 5 75 200 e i i 2 C

3.9 FRELS00 mgdh MA T 22894, MIA3.5 mLIUARIR I, FINA20mL (F
Bedse, BT H KB A EBOIR BAA (P 595%), [ 44 B0 25 T8k 5 75 S e g R L 2R C

3.10 FRHL500 mgit A T-F4H, A23mL & HEEEHETE, MAZI20mL
K, 2, M ARG % 88%), [ A BT 45 5 £3 FIWE My p ] i B C

3.11 FREL500 mgih AT A28, MIA23 mL & s, A F20mL 1F
Bede e, BT H R 0 OIR AR (77 28 85%), ] 44 B 245 45 5 5 281 Wl o 1 i 284 C

3.12 FREL500 mgih AT A28, MIA2.3 mL & s, A F20mL 1F
CEH, BT H R & O ROIR A (77 2682%), 1] 44 B 25 4 5 75 281 Wl o 1 i 284 C

3.13 FRES00 mg AT A4, MALS mL NN-HUIEHEERZ A, A
FlomL 7K, A1 A ARG 5 88%), [ AR B 25 45k 5 5 2] g v I AL C

3.14 FREL500 mgih BIA T2 48, MIA3.5 mL VUSRI, JIAZ20mL
EBEEH, BT ARG K 81%), [H 44 B 25 115 5 15 I REMe B i L L C

3.15 FREL500 mgih AT 248, MIA3.5 mLPYS R %, A F20mL F
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CEEH, T ARG 5 80%), AR 2 45 5 £ 21 BE P b i 1 JU C s

3.16 FRIN500 mg it LA T 248, MIAS0 mL Jo/K B HE 75 Thigsid , L i
EER, TARE S RS 13 2 W R I G 2 C

3.17 FRI500 mg i AT 48, MIAS0 mL Jo/K S5 Thigsih, i
EER, TARE S RS 13 2 W R I G 2 C

3.18 FRHELS00 mg i AT AAH, MASOmL (ENEHE S 1hiil, iR
ok, AR S T 15 SIS P i i 8L C

3.19 FRI500 mg it AT 7289, MIAS mL @& LeHsisg, 7E50°C Mezs,
] 4 L 20 45 5 7 281 W o 7 ] A 2R C

3.20 FREL4 g BUA TR 289, I 10mL N N- " H 3t H R Hagis, A )
70mL 4°C (R, BT H A G 2E.87%), 17 44 20 7% T 5 75 31 15 Ak 14 ] £ 4 C

321 FRE2 gfh AT RIS, IA6mL & HEHEEE, IAF70mL 4°C
Ik HT, BT T AR %88%), [l A4 7% 45 J5 1 21w v I 4.C

322 FRE2 g MAT RIS, IA6emL &G, IiAF70mL 4°C
MIERERET, HTH BB ERG=290%), [l 44T 25 45 )5 15 2 v g i 5 LC

3.23 FRE2 gfh AT RIS, IA6mL SRS, IiAF70mL 4°C
IR ke, BT BB ERG= 2 87%), [l A I 25 45 5 15 2 N s gy il 7 RU.C

3.24 FRILS500 mgih AT A4, A SARF A 50mL . ARFILE A 1: 10 & H
PR, WE 02, EREER, BRES TE 15 20w I 2LC

3.25 RHLS500 mgih AT 2588, IO BARR G S0mL A b 4 1: 10 PU Sk
AN Cobe, G, FrEER, BRSSP iR & 2LC

326 FREL500 mgih AT 548, IASmL & HEE, 40°C R, 7ES50C
N RRIEEAE, AR [E AR ED A, A5 0 E e p W S ALC

3.27 FRIN500 mglE M e i G 2 JE T2 a1, IIASOmL Jo/K LBk EAT o i &
VE24/NE, TR AR T ARFDE, TS S 1 BT R R i BLC

3.28 FRIN500 mglEMe i i o B T2 4, IIASOmL 2- L5 5E S bAT W
WAVF24/), Fel g AR PE, IC8 AR5 15 B TE M B ] R AU C

3.29 FRHLS00 mgWEMEs I o e B+ A st IIASOmL & 8 — W REHEAT &Y
WARVFE24/ I, Fel R [ AR g8, T08 5 5 15 B NEMe B I i U C

3.30 FRIN500 mglE M b il JC 2 JE T2 a1, IIASOmL oK s dE 4T o e &
VE24/NE, TR AR T ARFDE, TS S 1 BT R R i BLC

3.31 FRIN500 mglEMe e il JC o2 JE T2 a1, IIASOmL Jo/K &R dE4T o i &
VE24/NE, TR AR T ARFDE, TS S 1 BT R R i BLC

3.32 FREL500 mgl& M b i o 52 JE 1B A, IIASOmL 15 P RE R4 T il I
24/, FEl R AR, T AR S 1 B v R i ZEC
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3.33 FREL500 mgl&M: s i o 52 JE T B, IIASOmL & R REAT il a7
24/, TR A AR S, A TR I 1 S AR T AR A C

3.34 FRIS00 mglEMe s i 0 e /B T dsth, HASOmL 2,2,2- =90 L BE HEAT &
T TFE24/ N, FR A A TS, 0o T 1 2 AR e R A C

3.35 FRIXS500 mgl&EME R B o e T8, IIASOmL S be b4 i i
FE2A/NIN, B AR EAARDE, SRS 1 5 WE M R i B C

3.36 PRS00 mgl&EME R B o e T A s, INASOmL LR L FR#EAT H &
FE2A/NIN, B AR EAARDE, SRS 1 5 WE M R i B C

3.37 FRILS00 mgl&Meps] i Jo o2 1 A, IMASOmML BAIREEAT ik & 124
NI, B AR EATDE, USRS 1 5 WE v R o B C

13 in B CIUXRDE B LI 7, A7 5 A B B A W N R 3T7R

®3. mACHXRDH

2-Theta d(A) I(Height)%

5.6 15.8777 1.5
6.4 13.8433 1.1
8.4 10.5677 8.3
10.0 8.838 86.4
11.0 8.0633 1.4
11.7 7.5569 1.3
12.8 6.8889 7.8
14.5 6.1209 5.7
15.0 5.8861 14.4
16.7 5.2918 100
18.1 4.8972 66.4
18.5 4.7869 25.2
20.2 4.3927 21.4
20.8 4.2588 29.2
21.2 4.1796 34.9
22.2 4.0048 24.5
22.6 3.9309 4.3
23.6 3.7612 1.3
24.3 3.6568 13.5
25.3 3.5227 8.2
25.8 3.4474 4.9
26.4 3.378 4

27.6 3.2345 1.1
28.0 3.184 8.5
28.5 3.1314 36.6
29.9 2.9897 4.7
30.3 2.9436 10.2
32.1 2.7862 3.6
32.8 2.7281 4.3
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33.7 2.6559 1.8
34.3 2.6108 3.4
34.8 2.5757 2.2
35.8 2.5076 1.7
36.9 2.4326 1.2
38.0 2.3648 2.6
40.1 2.2465 1.1
40.8 2.2098 2

42.4 2.1292 1.5
43.4 2.0849 1.3
44.0 2.056 1.3
46.1 1.9665 2

47.3 1.9217 0.9

i B CHIDSC TSR A U I8 7, e H IR AU S B Js il 2
M A CII TGS AN 9T 7R, HiFAE 150°C i 11 2 5 o0 /b Bk A3 i ) 1 5%
W, R B CHE 7 AR AT A TG R

SEEfl4. SEEIDEIH &

FREL500 me b A T- 2284, IS0 mL AP ] B dE A AT, Wi EE R,
] A4 L 25 i I 7 1 RE e g I o 2D

B3 b A DI XRD EIE AR W E 1087~ ATH M BRI AT R4FTR
4 BADIIXRDE

2-Theta d(A) I(Height)%

4.7 18.7953 16.6
5.1 17.1743 18.6
6.1 14.4323 18.5
7.3 12.0987 8.5
8.0 11.0411 5.7
8.3 10.5949 3.7
10.3 8.5809 86.1
10.9 8.0959 60.1
11.7 7.5314 42.7
12.1 7.2966 5.7
13.0 6.8251 16.3
14.2 6.2322 33.6
14.56 6.0704 10.8
15.0 5.9091 11.2
16.7 5.3109 100
18.1 4.9023 274
18.8 4.7162 72.9
19.3 4.5867 11.1
20.0 4.4447 84.3
213 4.1755 114
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21.7 4.0995 34.9
22.7 3.9106 3

23.5 3.7762 16.1
24.2 3.6776 15.9
253 3.5228 8.2
25.9 3.4347 7.9
27.9 3.1908 5.3
28.4 3.1356 30.3
28.9 3.0828 10.5
29.9 2.9894 2.9
30.3 2.9509 7.3
31.9 2.7997 4.6
32.7 2.7349 4.6
33.8 2.6496 1.7
34.2 2.617 1.3
34.8 2.5756 2

36.4 2.4662 4.1
38.1 2.3625 4.3
39.6 2.2754 1.4
40.1 2.247 2.1
40.6 2.2201 2.7
42.6 2.1227 2

44.1 2.0529 1.6
46.2 1.9615 2.7

mn D DSC K T F AW 11 577, He A iR Hhalg o Y 4 fid 43 it ol i
i DI TGEIE R AR W E 127, HAE iAok H,

A T 047 SCRR A e 31 %, o — Sk
SN B ARE. WCANRIIRE, (DN T AR B YRR LT, A
AT RN BT LR A 4 R B S L, 6 (0T R 9 A e
BRI e T3 57 L2 109

19



10

15

20

25

30

WO 2017/219769 PCT/CN2017/083517

R E K

1 — AL &P s A8

o, M4

oy
)
©\o I .

2. WIRRIZER A I dm ks, HAMEA T, ridmicit g . BRA. S5
B. MACHHED,

3. WIACMESR IR (R Adc, HARFEAE T, TR ik b A, Jirid
A LU R :

(1) BT id d B A B XE 2k RAT S IS A 463N B3 AN LA B3k B R 44 19201H: 6.0
+02° . 7.9402° . 9.64+02° . 10.1£02° . 1204+02° . 16.7+£02° . 173
+02° . 1854+02° | 192+02° . 19.740.2° F122.14+02° .

4. GIBCRIER3 PR B A, HAFEAE T, BT id dn B AT XU 80 AR AT 4 3k
AFEIAN BB LL Bk H A R20ME: 6.0+02° . 7.94+02° . 9.6+02° . 10.1+
02° . 12.04+02° . 148+02° . 1634+02° . 16.7+02° . 17.3+02° . 185
+02° . 192402° . 19.74+02° . 20.5+02° . 21.1+0.2° | 22.1+0.2° | 233
+02° . 24.1+02° | 2554+02° | 26.7+02° . 28.6+0.2° F129.5+0.2°,

5. WIRRIELRI PR )ik, AR T, Pk s BYAE BHAA L H A RRE

(2) i fh BYA PIXI R R AT S EE A W 1 R Ak s A/ak

(3) Frid YA TGEZEA M E3 TR AE; F/Ek

(4) FrikdnZ A i) DSC KAE 140-145°C 70 B Py B AR g, i/,
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