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B E PR R R (G214 (3)) .

(54) Title: THIOPHENE DERIVATIVE CRYSTAL FORM
(54) ZFABIR: EMHTEDN ST

(57) Abstract: Disclosed are a polymorphic substance, a crystal form III, and a crystal form IV of compound
(S)-N-[5-[1-(3-ethoxy-4-methoxyphenyl)-2-(methylsulphonyl)ethyl]-4,6-dioxo-5,6-dihydro-4H-thieno[3,4-c]pyrrole-1-yl]acetamide.
GHHE: 2T T & W (S)-N-[5-[1-3- L 5 H -4- W 5 FE 58 55 2-( W I 35) 4 FE4.6- — % -5.6- — &
-AH-WEW I [3 4-c] Mg -1-25] ZBERZ R 2 S 20 . I 2LV
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e Sy X 4R R

A8 % ik 6g 5] A
ANTTER 201855 A 2 Be b AR EFEE KL% 7 AE R
AW E 5 A 201810407741.X . K BA L AR A <(S)-N-[5-[1-(3- T &I -4-
R R 2-(F AR ) T ]-4,6- = F.-5,6-= S-4H-"E % 5 [3,4-c]Ht s
1R OB % ah R R RS B R R KB B A W 6 2SR A
Frid i 5] A o oy ik LR R R W aF 6 23 A AR T

ARLIK
ATt KA £ B AL F 5 24 1 AR

;lb_f%
PDE4 B 37 4| ) £ 16 JR & I b 3t 3070 £ m M JE R A 20, Qe &g,
& P FEE M AT B (COPD). T80 & K fosd 8 R X5, B EA B
A Fpl 0,45 % F A0 M F A N Y B A SRR K

—F &, KT H B D (S)-N-[5-[1-3- T A -4-F 8 ALK
F)-2-(F ARA) T ]-4,6-= R.-5,6- = A-4H-"E 7% 57 [3,4-c]H - 1- K] T
BEAcH) % dh A, £ X & K74 (XRPD)A &%, HEALTH A 20
#y4h 19.2°, 25.8°4L B #FAEiE,

F—F &, AFFBRAE W (S)-N-[5-[1-3- T A -4-F 8 H K
FO)-2-(F AR T A ]-4,6-= R.-5,6- = A-4H-"E 7% 5 [3,4-c]H - 1- K] T
BEAc#) % dh A, £ X &4 K74 (XRPD)A &%, HEAMTH A 20
# 19.240.2°. 25.8+0.2°4 BLA 4 1%,

F—F &, KT HBAAESH(S)-N-[5-[1-3-TAK-4-F &HHAK
FO)-2-(F ARA) T ]-4,6-= R.-5,6- = A-4H-"E 7% 5 [3,4-c]H%-1- K] T
BRicey % aa B 4, & X 4 &0 RAT4H(XRPD) A # ¥, H 474 A 20
254 6.5°. 14.3°. 18.7°. 19.2°. 19.6°. 23.7°. 25.8°. 26.5°. 26.9°4:
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LV ESFI

K —F @, R FBEAESY(S)-N-[5-[1-(3-TARI-4-F A ALK
FO)-2-(FARA) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ | T
BEACH) % dh B, X S & K AT 4 (XRPD)A &%, HEA4TH A 20
A 6.5+0.2°, 14.3+0.2°, 18.7+0.2°. 19.2+0.2°. 19.6+0.2°, 23.7+0.2°,
25.8+0.2°, 26.5+0.2°. 26.9+0.2°4L E-A 45 fEE,

A —F &, RoHFBEAES W (S)-N-[5-[1-3-T A -4-F AKX
FO)-2-(FARA) T A ]-4,6- = £.-5,6- = G-4H-"E % F[3,4-c]H - 1- £ ] T
BRie ey R 1L, £ X H4&0 RFT4(XRPD)B i+, LA HA 204
H6.5° 7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4 BLA 4F ek,

F—F &, AT EAEH(S)-N-[5-[1-(3- TR -4-F ALK
F)-2-(FARA) T A ]-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
Bhie by R 1L, £ X 540 RIT4H(XRPD)B i, EAFH A 204
6.5+0.2°, 7.1+0.2°, 7.4+0.2°. 19.2+0.2°., 19.6+0.2°. 25.8+0.2°, 26.5+0.2°
A B A AR

K —F &, AoaFHFBEAESY(S)-N-[5-[1-(3-TARI-4-F 2 ALK
H)-2-(F AR ) T A -4,6- = £-5,6- = S,-4H-"E % H [3,4-c]H - 1- £ | T
Bhic ey R I, £ X &0 KT (XRPD)B %+, LA THA 204
A 6.5°, 7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°.
19.2°. 19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4 BLA #iEik,

B —F &, KoH i BEAE W (S)-N-[5-[1-3-T A -4-F AKX
F)-2-(FARE) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BrAztg db A 1L, £ X S+ RAT4HXRPD)B 4, HEAFT4 A 204
6.5+0.2°,7.1+0.2°. 7.4+0.2°. 10.3+0.2°. 13.0+0.2°. 15.0+0.2°. 16.1+0.2°.
16.5+0.2°. 17.4+0.2°. 18.7+0.2°. 19.2+0.2°. 19.6+0.2°. 20.9+0.2°.
23.7+0.2°. 25.7+0.2°. 26.5+0.2°. 26.9+0.2°4: LA 4FfEs%,

F—F &, KT HBAAESH(S)-N-[5-[1-3-TAK-4-F &HHAK
F)-2-(FARA) T A ]-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BEA 6y S A TI1, & X S &0 RF74F(XRPD) B+, H47414 20, &
& 18 3E d. ATATEARRT IR 49 4
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20 (°) @ A 36 d (A) B (%)
6.5 13.6 100.0
7.1 12.4 37.7
7.4 11.9 45.5
19.2 4.6 61.0
19.6 45 31.2
25.8 3.5 64.4
26.5 3.4 41.1

K —F &, KT BRAE W (S)-N-[5-[1-3-T &I -4-F &K
F)-2-(FARA) T A ]-4,6- = £.-5,6- = &,-4H-"E % F [3,4-c]H - 1- £ ] T
BhA ey dh A 11, &2 X S & RATH(XRPD)B# %+, H474 /4 20, &
& E P d. ATHPEARRT SR E 49 4

20 (°) @ A 36 d (A) B (%)
6.5 13.6 100.0
7.1 12.4 37.7
7.4 11.9 45.5
10.3 8.5 26.0
13.0 6.8 23.4
15.0 5.9 18.2
16.1 5.5 19.5
16.5 5.4 24.7
17.4 5.1 19.5
18.7 47 22.1
19.2 4.6 61.0
19.6 45 31.2
20.9 43 20.8
23.7 3.8 15.6
25.7 3.5 64.4
26.5 3.4 41.1
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26.9 3.3 27.8

B —F &, Ko FBEAES W (S)-N-[5-[1-3-T A -4-F AKX
F)-2-(FARA) T A ]-4,6- = £.-5,6- = G-4H-"E % F[3,4-c]H - 1- £ ] T
BhA 6 dh A 101, HEA AR EWwE 1 Frw6) X 4 &85 K474 (XRPD)
A i,

B—a @, AT AAK ERSER 694 (S)-N-[5-[1-(3-T
BB -A4-F 8 KA 2 (FRE) L K ]-4,6- = £.-5,6- = &,-4H-"& % 5f
[3,4-c]otb - 1- 2 | LB ¢ Sh A 100, & X S &8 K474 (XRPD) B % F
HEAITH A 2044 6.5°. 7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4 £
H F AR,

A—F @, Al AR EREER 6918469 (S)-N-[5-[1-(3-T
BB -4-F 8 R A2 (FARE) L K ]-4,6- = £.-5,6- = & .-4H-"E % 5f
[3,4-c]rtted-1- 2R | L BB 64 &b & THL, /8 X S & K474 (XRPD) B %+,
HAEFTEH A 2044 6.5°. 7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°.
17.4°, 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°% B A
H AL,

X—F &, AT EIERETREKEGIEH(S)-N-[5-[1-3- T &
F-4-F RO 2-(F L) T ]-4,6- = 8-5,6- = A -4H-"E% 51 [3,4-c]
ek 1- K| LB R 6 dh A 1T, A X S AATH(XRPDYB #F, 4
FT4F /A 2049 % 6.5°. 7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4 HLA 4
Fhas

B —F &, AT BIERK E TR A KA (S)-N-[5-[1-(3-T &
H-4-F B F A 2-(FARAL) T A ]-4,6-= A.-5,6- = A -4H-"E%F[3.,4-¢]
ek 1- K| LB R G dh A 1T, A X S AT H(XRPD)A #F, 4
PR 20494 6.5°. 7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°.
17.4°, 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°% B A
AR

B—F &, AT P BAE A E 610 A (S)-N-[5-[1-(3- T & -4-
A KA 2-(FARAL) T A ]-4,6- = 5.-5,6- = A -4H-"E %5 [3,4-c]tb ek
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A TER B A T, A X AR AATH(XRPD)A #F, HAELTAH
20454 6.5°. 7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4L ELA 4 4pik,

X—F &, AT B K B 4 A 0 (S)-N-[5-[1-(3- T B -4-
W AR F ) 2-(F A ) T A ]-4,6- = 8.-5,6-= S-4H-"E % H [3,4-c ]
1R TBeBE e A T, A X SR RATH(XRPD)E # ¥, L ALTH
20494 6.5°. 7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°,
18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4L ELA 4¥ frk,

B —F &, RNT B IER B A K 616 A 4 (S)-N-[5-[1-(3-
TR A-F BRI F)2(FRL) LA ]-4,6- = 8-5,6- = A -4H-"E"r F
[3,4-c]rtbek-1- 2L | T BR Az 04 §h A 111, f2 X 4 KA R 4T4H(XRPD) & & F
HAEITH A 2044 6.5°, 7.1°. 7.4°, 19.2°, 19.6. 25.8°. 26.5°4 £
H H AR,

B—ad, KT AREEN LR EKGIED(S)-N-[5-[1-(3-
LR -4-F B K ) 2-(F A ) T A ]-4,6- = £A.-5,6- = A-4H-"E 5
[3,4-c]rtbek-1- 2 | T BR Az 64 dh A 110, f2 X 4 KA R 4T4H(XRPD) B & ¢ ,
HAGTH A 2044 6.5°. 7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°.
17.4°, 18.7°. 19.2°, 19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4 A
A

X—F &, KRAFFRGHEEY, e E4(S)-N-[5-[1-(3-
RS -4-F AR F)-2-(F ) T A ]-4,6- = B.-5,6- = S.-4H-E % 5F
[3,4-c]otbeb-1- 25 | L BRAE 64 S A T VA B B 4 7T 42 % ¢ BAR . s 7 &%
IR 7], H P AT A I A8 X H &Ko R AT 4H(XRPD) B i, H 5T
S/ 20494 6.5°. 7.1°. 7.4°, 19.2°. 19.6. 25.8°. 26.5°4 B A 4F4E
i

X—F &, KRAFFRGHEEY, L e E4(S)-N-[5-[1-(3-
LA -A-F B KR 2-(F A ) T A )-4,6- = 8.-5,6- = & -4H-"E % FF
[3,4-c]otbeb-1- 2 | L BRAR 64 S B T A B B 4 T4 % ¢ BAR . sk 7 5%
IR 7], H P AT &R I A8 X H o RAT4H(XRPD) B i, H 5T
5t/ 20494 6.5°, 7.1°. 7.4°. 10.3°, 13.0°. 15.0°. 16.1°. 16.5°, 17.4°.
18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4L B A 4¥ frik,
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F—F &, AT B S (S)-N-[5-[1-(3-T B A -4-F B4
FH)-2-(F AR T ]-4,6- = £.-5,6- = A.-4H-"E % F[3,4-c] b - 1- 34 ]
BRI ah A L 89 7 ik, Had4s: F(S)-N-[5-[1-(3-T A I-4-F Ak
FHE)2-(FARE) T H]-4,6-= 8.-5,6- = S -4H-"E% 51 [3,4-c]b - 1- 4 ]
LB £ FBE P 42 dh, M FE| A dh A 11, HPArddma 1A X
SR AATH (XRPD)E # %, HALTAA 20494 6.5°. 7.1°. 7.4°.
19.2°. 19.6. 25.8°. 26.5°4t EA 45 4pik,

R —F &, AT B EZAA D (S)-N-[5-[1-(3- T A -4-F A X
FH)-2-(F ) T H]-4,6-= B.-5,6- = & -4H-"E % 51 [3,4-c] s -1- A ]
LB ey ah B 1 8 7 ik, HedE: F(S)-N-[5-[1-3- LRI -4-F 2
FH)-2-(F AR T A ]-4,6- = 8.-5,6- = & -4H-"E % 57 [3,4-c]otb b~ 1- 2 ]
Lt ETE Y& &, AmFRTERE T, LPArEHA I £ X
B R AATH (XRPD) A # % , HALTATA 20494 6.5°. 7.1°. 7.4°.
10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°.
23.7°. 25.7°. 26.5°. 26.9°4 BLA 4 fEik

B—7 @, KA EETT X5 PDE4 Ba4R Xk #9, K4 PDE4
BENF 0 RABRIRRRENG TR, ROE0E A S e/ MReT
78 9T A B A (S)-N-[5-[1-(3- T B A -4- F F IR H)-2-(F L)
L ]-4,6- = 8.-5,6-— A-4H-"E - [3,4-c] ot wb- 1- R | LB B 64 Sh &Y 110
8L A A (S)-N-[5-[1-(3- T A A -4- F A A R HK)-2-(F R T
H]-4,6- = 8.-5,6-= G-4H-"E% F[3,4-c]tbwb-1- 2 | LBz 64 55 A 11T 49
B AR EN A S, o PTE &R 1 XA & RATH(XRPD)
B, HASTHA 20294 6.5°. 7.1°. 7.4°, 19.2°, 19.6. 25.8°, 26.5°
A B A A

B—7 &, KT EET X5 PDE4 Ba4R X 49, L% PDE4
B -Gk A ROk RS 6 7 ik, B OESE Z A G R AMREST
B 7R BE LA M (S)-N-[5-[1-(3- T B F-4-F B A K FE)-2-(F L)
L ]-4,6-—&.-5,6-— 2 -4H-"E % 7 [3.4-c]otné-1- AL | T B A 6% an A 111
QA M (S)-N-[5-[1-B- T & AL 4-F &L KAL) 2-(FRA)Z
-4

=Y
H]-4,6- = 8.-5,6- = G -4H-"E% H[3,4-c]Hh - 1- A | L BEER 45 S A 11T 49
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G AR e, P ATE A T A X 4 &y R AT 4H(XRPD)
B, R ALTHA 20494 6.5°. 7.1°. 7.4°, 10.3°. 13.0°. 15.0°.
16.1°. 16.5°. 17.4°, 18.7°. 19.2°, 19.6°. 20.9°. 23.7°. 25.7°. 26.5°.
26.9°4 ELAT 4 AEME,

X —F &, Ko R EA PDE4 B 7 4] & M6y 10 &
(S)-N-[5-[1-(3- T & -4-F B A F ) 2-(F AR T K ]-4,6-—R.-5,6-—
S -AH-"E o S [3.4-c]bob-1- R | T B A 6 s & 11, 8 X S &0 K74
(XRPD)A -, HAFT4 A 20494 6.5°. 7.1°. 7.4°. 19.2°. 19.6.
25.8°. 26.5°4 B 4F4Eik,

X —F &, Ao R LA PDE4 B 7 4] & M6y 10 &4
(S)-N-[5-[1-(3- T Btk -4-F B K ) 2-(F ALY K ]-4,6- = £.-5,6-=
S-AH-"Ew 5T [3,4-c]otbe-1- A | T BB ¢ b A TI, 78 X S & R 474
(XRPD)A i, HAFT4A 20494 6.5, 7.1°. 7.4°. 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°.
26.5°. 26.9°4t B 4 4Eik,

h—F @, KoJ i A ELH PDE4 Bear 4 M L&D
(S)-N-[5-[1-(3- T Ik -4-F R K IR)-2-(F #RIL ) T ]-4,6- = £.-5,6- =
S-AH-"Ew 5T [3,4-c]tbe-1- A | T BB 0 A 1T, 8 X S & R 4T 4
(XRPD)A # %, L AE4TH A 204 6.5£02°, 7.1£0.2°. 7.4+0.2°.
10.3+£0.2°. 13.0+0.2°. 15.0+0.2°. 16.1+0.2°. 16.5+0.2°. 17.4+0.2°.
18.7£0.2°. 19.240.2°. 19.6+0.2°. 20.9+0.2°. 23.7+0.2°. 25.7+0.2°.
26.5+0.2°. 26.9+£0.204 BLA 4 fEME

F—F &, Kot F A LA PDE4 B 47 4] & 91L& 4
(S)-N-[5-[1-(3- T & -4-F A K H)-2-(F AL L K ]-4,6-—R.-5.6-—
S-AH-"Ew 51 [3,4-c]otbeb-1- A | BB ¢y b A 11T, 72 X S &4 R 474
(XRPD)B # %, HATH A 20, dh @ I JE d. FTHPEART 3R E 4 4

20 (°) @ 36 d (A) BE (%)
6.5 13.6 100.0
7.1 12.4 37.7
7.4 11.9 45.5
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19.2 4.6 61.0
19.6 4.5 31.2
25.8 3.5 64.4
26.5 3.4 41.1

X —F &, Ao R EA PDE4 B a7 4] & e 1L &4
(S)-N-[5-[1-(3- T &8I -4-F B FKIK)-2-(F R ) LK ]-4,6- = &.-5,6-=
S-4H-E o F[3,4-c]oh b - 1- R | T BB 6§ 2 TIT, 8 X 5 & R AT 4
(XRPD)B #F, HATH A 20, dh @ HFE d. ATADEARAT SR 24 2%

20 (°) @ 36 d (A) B (%)
6.5 13.6 100.0
7.1 12.4 37.7
7.4 11.9 45.5
10.3 8.5 26.0
13.0 6.8 23.4
15.0 5.9 18.2
16.1 5.5 19.5
16.5 5.4 24.7
17.4 5.1 19.5
18.7 47 22.1
19.2 4.6 61.0
19.6 45 31.2
20.9 43 20.8
23.7 3.8 15.6
25.7 3.5 64.4
26.5 3.4 41.1
26.9 33 27.8

H—x @, Ko b A ALK PDE4 Bgip 4 & M etk o
(S)-N-[5-[1-(3-T A -4-F I K K)-2-(FARA) T K ]-4.6- = R.-5,6-—

8
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S -AH-Ew 1 [3,4-c]brb-1- R Bl ey b 2 T, HE A A K E4w@ 1
P 6 X 4 & R A7 4H(XRPD) B 4%,

B—F &, KANTFHRIEILPDEA BEE ik, LofEmE R
BT & 77 ik g MRS T 3 F 0940640 (S)-N-[5-[1-(3- T & H&-4-F &3k
FR)-2-(FARE) T H]-4,6- = &.-5,6- = S -4H-"E% 5 [3,4-c]b & -1- 4 ]
TmE A 0 dh A TIT 3% & A4 & 4 (S)-N-[5-[1-(3- T & -4-F &L K
F)-2-(FARA) T A ]-4,6- = 8.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BRAz ey an A 111 690 SLE e il odh, P ATk dh A 111 £ X 5 &8
RATAT(XRPD)E &, HAELTH A 20294 6.5°. 7.1°. 7.4°. 19.2°,
19.6. 25.8°. 26.5°4k LA 4 4Ei,

B—F @, ANFFHAKEIKPDEA BB MM 7k, LofeqE R
B ik 7 ik B RS T 2 094864 (S)-N-[5-[1-(3- T R A -4-F R
FH)-2-(F ) T H]-4,6-= 8.-5,6- = & -4H-"E % 51 [3,4-c] s -1- A4 ]
mE A 0 dh A TIT 3% & A4 & 4 (S)-N-[5-[1-(3- T & K -4-F &L K
F)-2-(FARA) T A ]-4,6- = £.-5,6- = &-4H-"E % F [3,4-c]H - 1- £ ] T
BRAag an 2 111 690 L E e Bl odh, L PPk dh A 111 £ X 5 &
RATH(XRPDYA %+, HEAFTH A 20494 6.5°. 7.1°. 7.4°. 10.3°,
13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°.
25.7°. 26.5°. 26.9°4L A 4 AEME,

—F &, KT HBEAAE D (S)-N-[5-[1-(3- T A I -4-F 8 A K
F)-2-(FARE) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BRiEag a2 1V, X S A ALTH(XRPD)B # ¥, L AELTH A 204
4 8.5°, 14.2°, 15.5°, 16.8°. 17.9°, 18.3°. 18.7°. 19.1°. 24.5°, 25.7°
A B A A

A —FH &, RKoHFBEAES W (S)-N-[5-[1-3-T A -4-F AKX
HO)-2-(F AR T A |-4,6- = B-5,6- = A -4H-E % FF[3,4-c | E-1- 2 | T
Bl ey dh Al 1V, £ X A& RATH(XRPD)E &, L AELTH A 204
8.5+0.2°. 14.240.2°. 15.5+0.2°. 16.8£0.2°. 17.940.2°. 18.3+0.2°.
18.7+0.2°, 19.1+0.2°, 24.540.2°, 25.7+0.2°4L ELA 4k 4Eik,

F—F &, KT HBAAEH(S)-N-[5-[1-3-TAK-4-F AHHAEX
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H)-2-(FARA) T A -4,6- = R.-5,6- = A-4H-"E£% 7 [3,4-c]H"e-1- 1K) T
BRAzeg A IV, £ X &0 RATH(XRPD)E # ¥, HATH A 20, &
& E P d. ATHPEARRT SR E 49

20 (°) @ A 36 d (A) BE (%)
6.8 13.0 25.7
8.5 10.4 60.5
13.9 6.4 31.6
14.2 6.2 93.4
15.5 5.7 62.6
16.8 53 86.5
17.9 5.0 76.5
18.3 4.8 77.1
18.7 47 62.9
19.1 47 515
19.7 45 15.8
21.8 4.1 24.6
22.5 4.0 443
23.5 3.8 30.4
24.5 3.6 91.4
25.7 3.5 100.0
26.3 3.4 26.2
26.8 33 19.1
27.1 33 28.2
27.8 32 26.3
28.5 3.1 19.9

A —FH &, RKoHFBEAES W (S)-N-[5-[1-3-T A -4-F AKX
FO)-2-(F AL T ]-4,6- = R.-5,6- = S-4H-"E% 57 [3,4-c]ib5-1- K] T
BtAceg e B IV, X EA AR EWA 5 FF7 6 X 5 &5 K474 (XRPD)
B .
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B—a @, AT AR ERSER 69EH(S)-N-[5-[1-(3-T
A 4T R EE)2-(FARL)T K ]-4,6- = £.-5,6- = &.-4H-"E % F
[3,4-c]rtbeb-1- R LBt 69 b A IV, £ X 5 &0 K474 (XRPD) A #%
HAMTH A 2044 8.5°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°.
19.1°. 24.5°. 25.7°4 BLA 4 4ed%,

R—F &, AT EIERETREKEGIE S (S)-N-[5-[1-3-T &
H-4-F B HN-2-(F AR T ]-4,6-= 8.-5,6-= S -4H-"E%F[3,4-¢]
abeg-1- A TE IR 6 A TV, & X S5 &8 RAT4F(XRPD) B &9, LA
FT4E A 2049 4 8.5°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°.
24.5°. 25.7°4 LA 45 4piE,

B — @, ANTF A AR b4 4 (S)-N-[5-[1-(3- T B A -4-
WA ) 2-(F AR T ]-4,6- = .-5,6-= S -4H-"E % F [3,4-c ]
1R LB A TV, £ X S RATAHH(XRPD) B #F, HAEATS
A 20454 8.5°. 14.2°. 15.5°, 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 24.5°,
25.7°48 B HF AR,

F—F @, KT P B REER LREKegE4(S)-N-[5-[1-(3-
R4 T BRI 2-(F ) T A ]-4,6- = -5,6- = S -4H-sE % 5
[3,4-c]otbed-1- ) LB 6 s A TV, 2 X 3 &40 R AT H4H(XRPD) A & F
HAMTH A 20494 8.5°. 14.2°. 15.5°, 16.8°. 17.9°. 18.3°. 18.7°.
19.1°. 24.5°, 25.7°4k BLA 4 4Ei%,

X—F &, KRAFFRGHEEY, e E4(S)-N-[5-[1-(3-
A A-4-F B K I)-2-(FARAL) T AR ]-4,6- = B-5,6- = S-4H-"E %
[3,4-c]otbs-1- 28 T BRI 64 S A TV VAR B 4T 455 g Bk, A7) &
IR A, HP AR SR IV A X HEHAITHXRPD)B @+, LASH
5/ 20494 8.5°, 14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°,
24.5°. 25.7°4L B HrAEME,

F—F &, RKAT I BA S (S)-N-[5-[1-(3-T B -4-F 84
FH)-2-(F A T A ]-4,6-= 8.-5,6- = & -4H-"E % 51 [3,4-c] s -1- A ]
LB A IV 89 7 %k, He45: 3 (S)-N-[5-[1-3-T AIH-4-F AL
FH)-2-(F A T H]-4,6-= 8.-5,6- = & -4H-"E % 5 [3,4-c] s -1- 2 ]
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BRI CRABT P & EHL AR L, MmfFR RSB IV, PRk &
IV E X HEH RATHXRPD)B #+, H EATH A 20454 8.5°.
14.2°. 15.5°, 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 24.5°, 25.7°4 BA&
AR

B—F @, KT EETT X5 PDE4 Ba4R x #9, L% PDE4
Be 69 kA BOR AR S F ik, R OEaE RIS RS T
76 J7 A BCE 94 (S)-N-[5-[1-(3- T R IH-4- F A K H)-2-(F R A)
T H-4,6- = 8.-5,6- = R -4H-"E F[3,4-c|b b 1- A | LB AR 69 i B TV
K QB M (S)N-[5-[1-3- T R A -4-F BA R HK)-2-(F AK) T
H-4,6- = R.-5,6- = S -4H-E % 5T [3 4-c]obvh-1- R | LBl 69 S AL TV 49
BT E MY, P TR A IV A X & RAT4H(XRPD)
Wit , HAMTHA 20494 8.5°. 14.2°, 15.5°, 16.8°. 17.9°. 18.3°,
18.7°. 19.1°. 24.5°. 25.7°4k BLA 4 feik

X —F &, Ao R EA PDE4 B a7 4] & M e 10 &
(S)-N-[5-[1-(3- T &3 -4-F A K H)-2-(F AL L K ]-4,6-—8.-5,6-—
S-AH-"E 9 5T [3,4-c]otb e 1- R | L BR B g h B IV, & X H & K474
(XRPD)AE &+, HAATH A 20294 8.5°. 14.2°. 15.5°, 16.8°. 17.9°,
18.3°. 18.7°. 19.1°. 24.5°. 25.7°4L BLA 4+ 4Eik,

A —F @, KoJ ALK PDE4 By 4] & M ey &
(S)-N-[5-[1-(3- T A& -4-F B K IK)-2-(F oK) LK ]-4,6- = £.-5,6-=
S-AH-"Ew 5T [3,4-c]tb e 1- R | T BR B G Fh B IV, & X H & K474
(XRPD)B &%, HAHTH A 204 8.5£0.2°. 14.2+0.2°. 15.5+0.2°.
16.8+0.2°, 17.9+0.2°. 18.3+0.2°. 18.7+0.2°. 19.1+0.2°. 24.5+0.2°.
25.7+0.2°40 BLA 4420,

H—F @, KAXFH ALK PDE4 B v 4| & M o)tk & 4
(S)-N-[5-[1-(3- T B H-4-F A K FE)-2-(F A ) L A -4,6- = £.-5,6-=
S-AH-"Ew 5T [3,4-c]tb e 1- R | L BR B G S B IV, & X H & K474
(XRPDYA 3%, HAT4 A 20, &b @ EIJE d. ATAPEART IR 24 4
20 (°) oh @ 18] 38 d (A) SRE (%)

6.8 13.0 25.7

12
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8.5 10.4 60.5
13.9 6.4 31.6
14.2 6.2 93.4
15.5 5.7 62.6
16.8 53 86.5
17.9 5.0 76.5
18.3 4.8 77.1
18.7 4.7 62.9
19.1 4.7 51.5
19.7 4.5 15.8
21.8 4.1 24.6
22.5 4.0 44.3
23.5 3.8 30.4
24.5 3.6 91.4
25.7 3.5 100.0
26.3 3.4 26.2
26.8 3.3 19.1
27.1 3.3 28.2
27.8 3.2 26.3
28.5 3.1 19.9

B —F @, Ao A LA PDE4 By dp k| F v 6 1k A
(S)-N-[5-[1-(3- T & -4-F f A FH)-2-(F AL L K ]-4,6-—8.-5,6-=
S -4H-"E w5 H[3,4-c]b-1- R | B SR 1V, R EFREKEWH S
FIr 7 49 X 4t & RAT4H(XRPD) B 4%

B—F &, KANTFHRIEILPDEA BEE R ik, Loz E R
BT iR 7 ik 69 AR 4 A 2E 69188 4 (S)-N-[5-[1-(3- T &L -4-F AL
FR)-2-(F AR T H]-4,6-= £.-5,6- = & -4H-"E% 5 [3,4-c]b & -1- 4 ]
LB 0 dh A TV 3 & A4 A 4 (S)-N-[5-[1-(3- T & L -4-F & LK
FO)-2-(FARA) T A ]-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
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Bz an Bl IV 9 e 40 o4h, L kA 1V £ X S &
RATH (XRPD)E # 4, L AATH A 20494 8.5°. 14.2°, 15.5°, 16.8°.
17.9°. 18.3°. 18.7°. 19.1°. 24.5°, 25.7°4 BA Fipik,

P P i) B0 B

B 178 T RSFIEH(S)-N-[5-[1-3-TEaH-4-F ALK
F)-2-(FARA) T A ]-4,6- = 8.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BEie o a A 111 &9 X 45 &8 RATAT(XRPD) B 3.

B 278 T RASFEe(S)-N-[5-[1-3-T A H-4-F ALK
F)-2-(FARE) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BEAE# dn A 111 69 £ 723 F A& (DSC) ¥ ..

B3 d T R G (S)-N-[5-[1-3- T A I -4-F &AL K
F)-2-(FARA) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
Bt o dh A 111 69 A E 947 % (TGA) #1 4K..

A 47 E T AT HIED(S)-N[5-[1-3-TE A -4-F &AK
F)-2-(FARA) T A ]-4,6- = £.-5,6- = &-4H-"E % F [3,4-c]H - 1- £ ] T
Wh g 6 & A 10T 49 409 B #£(IR).,

A5 d T RN G (S)-N-[5-[1-3- T A I -4-F &AL K
F)-2-(FARE) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
Bh 6 dh B TV 49 X A5 & RAT4H(XRPD) B 3.

B67h T ANTHIED(S)-N-[5-[1-3-T R A -4-F &AK
F)-2-(FARE) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BhAe e a1V 49 £ T A0k (DSC) 4.,

ik
VAT BT, i3S EReg ™ AT BN 0 5k 5
REATGHIEM, Ri, BEBROERAARSINRE, REH A
B F AL AR mF, TR T . A F AT
FILFHT K,

RAEANTTF HINER, EENAHLP B REEHBRFIZRP T,
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B IECOLIE Fa LT LR A ARG 2R EL, FpeaiEfa R
&7,

JE KT o BT AR AN e K F5 P AR B, TR dE BT S5 A A ALE
TN R 48 T 0 A AR AR L 3E B R AR AR

BEEANARFP PP REN —FHFTERT —Fhh T RFE
HHERCEERETEERELE) — AT ET OIS E LT
ERTR AR R BAR A Z 2 F . SMBRAFE. B, EENGAPH P
FREVMEE BB — F T R RCERT ERH —F T ER
e AIIGE) —EaF K, I, BARE R, SEHIRAFETUETE S
T RE—NRENFRRTEFLESE.

FL BB, JEARNTE AL B A BT a9 AR A F R R R B 44 K
% R 38 «—(xF L F & L“a”. “an”Ffe“the”) LI L H M3t £, RE
¥ H oA IE. B, FlaeiR 36 @AY T T HERMA
A IR R 0 25 M L0 A4 QL FE — Y 2h 4 T 4 09 AR L AR SRR
7, RAFPR S AT AT B2 BAR. R R A .

"
§

B b, M3AE A A ARV, T N SLER B R PT B A F) B K F BT A
HTIRBEAATHES:

BANTEF, REBRNT A7 5 35 (S)-N-[5-[1-(3- T & A -4-
WA F ) 2-(FARE) T A ]-4,6- = 8.-5,6-= S-4H-"E % H [3,4-c ]t
-Lgm%@,“,ﬁwT%T% LM

0]
' J
— Neiggy, ~—
J
HN
o]
0 e
o\

FERAF T, *%%?%ﬁmb%%agT%ﬁ&ﬁﬁﬁﬁ 151

do, W XCOBFMET RS, EEELETRTET, HEMEMR

JA R TASARSAL . B, FHAFALTT BN, KRB R I5+/-5%49
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T4k,

FEARNFF, A X & RATHXRPD)A # . £ 7R A0k
(DSC)# &« AT o X (TCGA)W & asrE AR, KiB“AKE
do BT 7 R R oe B R T H e 64 AR AR ) ) B 3 e ol
K, A2 d AARE B HAA R F B, BAKIRIRE RMBEGRE A .

BARNTEF, BRE X 4 L0 RITH (XRPDYE/2 B iF, AT BT
A RBERR AR 0 F 368 R A5 B R R AT Rk, A6M
D,iﬁﬁﬁﬁﬁkmﬁm YL B QOYRR T T R, B,

%3501 202, LATRAREANARA FTEMNTHAOGEEIRE, Stm3
<,$%ﬁ%&*kmﬁ%,Mﬁéﬁééiﬁﬁﬁmﬁi%%u&
W4 ahE . MR G BT R &0 XA R B A RATUR A AR A E4n 8h

AEeRELERG R4, BAERA T HRF

BRI F, *%Q@iﬁ&ﬁw%% F X A & RAT A
(XRPD) 5% 5 04 S£ 30X B 69 VA B3t 6908 15 B HR 4741 B 3 09 % IUAR &
FREAL, PRI IR EER W RENH ARG £ — & & AR A 0(0)8
B ATARATAD, WA A 202008 R RAAT AR . B LM, KAFATR
BB dh B 6 B AR 204018 & AR5 A AR T TR 8 X A R R AT
(XRPD) I &4 0 F 49 20848 (VA B 3H). BABlm T, AR ATk,
12 A CuKa(h = 1.54056 AYE 4 335 R .

FEARLNFF, AT & &6 FE(d-spacing) 8y B 49, KiE<4” % 18
+0.1A.

BARNFF, RiBHEREH R G0 6 E Fo dh A 45 5
BEANTFF, RiBEAERESZ I ﬁfk%%ﬂ%?%%
Bldo, RRKEREGERZIBEH TR TH 20%EFaEA ., AARL

TEKE/ER KT 20%F F K,

BERNFF, RiEHILHH RIS OLIEC . . 4. F. &
T ARFHFHY. EEETZETET, HilshhLFEAL,

BANTF, RiB<“EH7RIGHM(H4e, A). 4B (H)4e,
. BRBYFRE (Blde, F. %%%)Eﬁﬂiﬁﬁ%¢,%%i
QAEp M FlE R ILEN Y, EX L RETEY, EHHARX,
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FEARNTT P, REHYTEZ R I LM E 57 69 2L o480
B RN LB H A BHBAR. BAH . HHERH . A F/RH

FERNFF, RIEHHTEZ B HHEH KL A 052
RRETF LR RER RSS2 0EHEEINTH M A T ALY T
PTAEF] . AR, A BIAF . #eRA. HER . BEA . 24
HER . HRIGERA . RBBFRA. BEA. o8A . AR, BT
A FHEA . BEFRIAH] F LR ALl e K B AE R 6 AT T
KA BAK,

BERNFF, RIBBARE AR F) T RS D &HE I mie
AL LAY, Flde —F TA(DMSO)@ & A BN, X2 E AT H
T 2L S AL S M 5N AR m R B,

FERNFT T, RIEBH WU FF5ARNT T L ey a4 64 &b
B 58 FRAABRTEZHRFEEDF NSO EE R ALSF
"B FL S M OGNSR T TS AR A R ) . X ARG R BLIEPT R B T 42 44 X
AR AR BRI A

FERNTF, RBETA L EREE. BRI R4 IR B
57 SLFe 4 5 Sk e SRR SLA R . B B S R IE R A IR R R R SLER
4 T IR TR R R SLHY SRR 6 B R e A4 o S B TIT R AL A4 6 dh A 10T
AN E, RBASHHZE . ERARESRLEFH. URELF
WIS SRS REE, MARIE T A T RANTE TR #9410 e
Pt an A I 69 2 H 2 TR, A2 KA HAA R AREL B & 694037
VA B NTF T VARNR A5) 70 AN TT o B 0440 A4 8 b R 111 693,

AT BT ) 6 “BEATIE I 7R CI6 97 itk £ B R R KR R X R R A H
Fh Bl AR FIE TR ERBRIARRES, FHLOE:

(i) FB7 kR R IR RS BB T AL, RLZ BizH s
5y BT TR gk R A, AR RARIS BT b B A XA R R IR S B

(i) 47H A RIEFIRA, BPFAE R & HE

(iii) Z MR IARAARE, BRI R K AIRSH B RRT L,

IE Ao KT BT R 69 AREE, KGB“HR 95 A IR R IR A VT VAR B %
1R, RETALLRE M, B A4k RBRAEBRRETRIFEA L
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oty S0 B F (B 26 7C B8R A B 3 AR AR), B B E AR ANIA ) R R A
7 RARIA A AR M RS R T, b 16 R E A O 22 KR 5
% RV AF R R I K,

FARNTEF, RIBABTEZ RZBTH RS DG LD TR
Aol IR 0 B R

FAR 6T K

—F @, RKAFFBEAEH(S)N-[5-[1-3- T A IK-4-F &AL K
F)-2-(F AR T A ]-4,6-= R.-5,6- = A-4H-"E7% 51 [3,4-c]H%-1- K] T
BEAcH) % dh B, £ X & K74 (XRPD)A &%, HEAMTH A 20
29 19.2°, 25.8°4 BLA 4 4Eik

BEEETRFTET, EW(S)N-[5-[1-3- TR &L -4-F 8 ALK
F)-2-(F IR T A ]-4,6- = 8.-5,6- = F-4H-"E2 57 [3,4-c]bei-1- K] T
Briedt % A, £ RA CuKadddah 54 T 4 X 4 & RET4H(XRPD)
Witwh, HAMH A 2044 19.2°0. 25.8°4 B A 45 4eik,

A —F &, RoHFBEAE W (S)-N-[5-[1-3-T A -4-F AKX
H)-2-(F AR ) T A -4,6- = 8.-5,6- = S,-4H-"E % H [3,4-c]H - 1- £ | T
BEAcH) % dh B, £ X & K74 (XRPD)A &%, HEALTH A 20
A 19.240.2°, 25.8+0.204L ELA7 4% fEi%

BAEETRFTET, EW(S)-N-[5-[1-3- TR & -4-F 8 ALK
F)-2-(F RA) T A )-4,6- = R.-5,6- = R -4H-E% 3 [3,4-c]7%-1- K| T
Bl eg % ah 24, R CuKoda 4t 44 T 49 X 4t & RAT4H(XRPD)
Btd, ELAEHSTE A 2035 19.2£0.2°0, 25.8+0.204k BLA 45 4Edk

F—F &, KT HBAAESH(S)-N-[5-[1-3-TAK-4-F &HHAK
F)-2-(FRA) T A )-4,6- = R.-5.6- = R -4H-E% 3 [3,4-c]7%-1- K| T
BEAR A9 e A 111, B X A& AATAT(XRPD) B &, HAELATA A 204
A 6.5°. 7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4 ELA 4k fEik,

AEETRFTET, EW(S)-N-[5-[1-3- TR &L -4-F 8 ALK
H)-2-(FARI) T A -4,6- = £-5,6- = S,-4H-"E % H [3,4-c]H - 1- £ | T
Briz g ah & 11, 2R CuKofad &14F T 49 X 41 &8 K474 (XRPD)

18



10

15

20

25

30

WO 2019/210869 PCT/CN2019/085360

Bk, LAEATEA 2044 6.5°. 7.1°, 7.4°. 19.2°, 19.6. 25.8°. 26.5°
A B A A

K —F @, Ko FBEAESY(S)-N-[5-[1-(3-TARI-4-F A ALK
F)-2-(FRA) T A )-4,6- = R.-5,6- = R -4H-E% 3 [3,4-c]7%-1- K| T
Bz ey dh A 1L, A X S & KAT4(XRPD)E # ¥, HAMTH A 204
6.5+0.2°. 14.3+0.2°. 18.7+0.2°. 19.2+0.2°. 19.6+0.2°. 23.7+0.2°.
25.840.2°, 26.5+0.2°. 26.9+0.2°4k B A 4 e,

BEETEFTET, EW(S)N-[5-[1-3- TR &E-4-F 8K
HO)-2-(FARA) T A ]-4.6-=F.-5,6- = A-4H-"E % F[3,4-c]t%-1- 3| T
Buiz o9 dh 2 11, 2R\ CuKofadf &14F T 49 X 4 &8 K474 (XRPD)
Bk, HATHA 204 6.5£0.2°, 14.3+0.2°, 18.7+0.2°. 19.2+0.2°,
19.6+0.2°, 23.7+0.2°, 25.8+0.2°. 26.5+0.2°. 26.9+0.2°4L EA 4 4Ei%,

A —F &, RoHFBEAE W (S)-N-[5-[1-3-T A -4-F AKX
H)-2-(FARI) T A )-4,6- = £.-5,6- = A -4H-"E o F[3,4-c - 1- K| T
BRARag A 1, & X 4T &4 RATAH(XRPD) A i, HAEMTA A 204
A 6.5°, 7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4L B A 4Fipik,

BEETHEFTER, S (S)N-[5-[1-3-T A AL -4-F ALK
H)-2-(FARI) T A )-4,6- = £.-5,6- = A -4H-"E o F [3,4-c - 1- K| T
Buiz o9 dh 2 11, 2R CuKofad &14F T 49 X 4 &8 K474 (XRPD)
Wk, AT A 20494 6.5°. 7.1°. 7.4°, 19.2°. 19.6. 25.8°. 26.5°
A ELAT AR

F—F &, KT HFBEAAEH(S)-N-[5-[1-3-TAK-4-F AHHAXK
H)-2-(F AR ) T A -4,6- = 8.-5,6- = S -4H-"E % H [3,4-c]H - 1- £ | T
BEAE e b A 1, B X H & AT (XRPD)A &, L EMTHA 204
6.5+0.2°, 7.120.2°, 7.4+0.2°. 19.2+0.2°. 19.6+0.2°. 25.840.2°, 26.5+0.2°
A B A AR

AEETRFTET, EW(S)-N-[5-[1-3- TR &K -4-F ALK
F)-2-(F RA) T A )-4,6- = R.-5,6- = R -4H-E% 3 [3,4-c]"%-1- K| T
Brhs i A I, 2 RJA CuKad 4t 15 T 49 X & RA74H(XRPD)
Wigr, HAMH A 204 6.5+0.2°, 7.1£0.2°. 7.4+0.2°. 19.2+0.2°.

19



10

15

20

25

WO 2019/210869 PCT/CN2019/085360

19.6+0.2°, 25.8+0.2°. 26.5+0.2°4k B A 4 ik,

K —F @, KT BEAESY(S)-N-[5-[1-3-TARI-4-F A ALK
FO)-2-(FARA) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BRic ey R 1L, £ X 40 RAT4H(XRPD)B %+, LA TH A 204
4 6.5°, 7.1°. 7.4°, 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°, 18.7°.
19.2°, 19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4t ELA 4k fxik,

EEBEFTRFTER, WEM(S)-N-[5-[1-3- T R F-4-F 8 ALK
F)-2-(FARE) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
Bt ey dh A 11, & RA CuKafa b4t &1 T 49 X A &4 R 4745 (XRPD)
Bk, HAFHA 20494 6.5°. 7.1°. 7.4°. 10.3°. 13.0°. 15.0°.
16.1°. 16.5°, 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°. 26.5°,
26.9°4k LA 45 MR

A&, RKoHFBEAS W (S)-N-[5-[1-3-T A -4-F ALK
F)-2-(FARE) T A ]-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BRiztg A 1L, £ X 5440 RAT4H(XRPD)B i, EAFHA 204
6.5+0.2°.7.1+40.2°, 7.4+0.2°. 10.3+0.2°, 13.0+0.2°, 15.0+0.2°. 16.1+0.2°.
16.5+0.2°, 17.4+0.2°. 18.7+0.2°. 19.2+0.2°. 19.6+0.2°. 20.9+0.2°.
23.7+0.2°, 25.7+0.2°. 26.5+0.2°. 26.9+0.2°4k ELA 4 fEd%

BEREFTRFTER, LEW(S)-N-[5-[1-C3-T A A -4-F 8 AKX
F)-2-(FARE) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
Bt ey dh A 11, & RA CuKafa b4t &1 T 69 X 4 &4 R 4745 (XRPD)
Bk, EAFTE A 204 6.5£0.2°, 7.1£0.2°. 7.440.2°. 10.3+0.2°.
13.0+0.2°, 15.0+0.2°. 16.1+0.2°. 16.5+0.2°. 17.4+0.2°. 18.7+0.2°.
19.240.2°. 19.6+0.2°. 20.9+0.2°. 23.7+0.2°. 25.7+0.2°. 26.5+0.2°.
26.9+0.2°040 AL A 4 fEi%,

B—F @, KA BN (S)-N-[5-[1-3-TAK-4-F ALK
F)-2-(FARA) T A ]-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BhA ey dh A I, B X S & RATH(XRPD)B#+, H474 /4 20, &
& A 3E d. ATAHEARRT SRR 29
20 (°) & @ 8 7B d (A) SR (%)

20
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6.5 13.6 100.0
7.1 12.4 37.7
7.4 11.9 45.5
19.2 4.6 61.0
19.6 4.5 31.2
25.8 3.5 64.4
26.5 3.4 41.1

BEETHEFTESR, LS (S)N-[5-[1-3- T AL -4-F ALK
H)-2-(F AR T A ]-4,6- = R.-5,6- = R -4H-"E% 57 [3,4-c 1%~ 1- K] T
Briz e dh A 11, &£ RA CuKafd4t &1 T 09 X &0 K474 (XRPD)

s Bagd, AT A 20, @ ESE d. ATAEARRT IR LY

20 (°) & 36 d (A) B (%)
6.5 13.6 100.0
7.1 12.4 37.7
7.4 11.9 45.5
19.2 4.6 61.0
19.6 45 31.2
25.8 3.5 64.4
26.5 3.4 41.1

o

X—7 &, ANTFHEAEY(S)-N-[5-[1-3- L AA-4-F ALK
H)-2-(FARIL) T ]-4,6- = £.-5,6- = S -4H-"E % [3,4-c]Ho%-1- ] T

Bl ey dh A 11, £ X 3 &0 RATAT(XRPD)E#+, HAT4 A 20, &

10 EEFE d. FTAPEARRTIRE Y A

20 (°) @ 36 d (A) BE (%)
6.5 13.6 100.0
7.1 12.4 37.7
7.4 11.9 45.5
10.3 8.5 26.0
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13.0 6.8 234
15.0 5.9 18.2
16.1 55 19.5
16.5 54 24.7
17.4 5.1 19.5
18.7 4.7 22.1
19.2 4.6 61.0
19.6 4.5 31.2
20.9 4.3 20.8
23.7 3.8 15.6
25.7 3.5 64.4
26.5 3.4 41.1
26.9 3.3 27.8

HEEEZEFEF, LS (S)-N-[5-[1-3-T &I -4-F &K
FO)-2-(FARE) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
Bt ey dh A 11, & RA CuKafa b4t &1 T 49 X 4 &40 R 4745 (XRPD)

s B, AT A 200 ShEESE d. ATAEARRT IR A2 A

20 (°) @ A 36 d (A) B (%)
6.5 13.6 100.0
7.1 12.4 37.7
7.4 11.9 45.5
10.3 8.5 26.0
13.0 6.8 23.4
15.0 5.9 18.2
16.1 5.5 19.5
16.5 5.4 24.7
17.4 5.1 19.5
18.7 47 22.1
19.2 4.6 61.0
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19.6 4.5 31.2
20.9 4.3 20.8
23.7 3.8 15.6
25.7 3.5 64.4
26.5 3.4 41.1
26.9 3.3 27.8

A —F &, KoH i BEAS W (S)-N-[5-[1-3-T A -4-F AKX
H)-2-(FARIA) T A ]-4,6- = 8-5,6- = SA,-4H-"E % H [3,4-c]H - 1- £ | T
Pz ah B 10, HEA AR LB 1 A58 X 4 &8 R4T4H(XRPD)
A,

BAEETRFTET, EW(S)-N-[5-[1-3- TR & -4-F 84K
F)-2-(F AR T A ]-4,6-= R.-5,6- = A-4H-"E 7% 57 [3,4-c]H - 1- K] T
Brigegah A 1, HEA KK LB 1 Frred KA CuKokdd 414 T 49
X 4t & RAT4H(XRPD) B 3

BEXRE TG EY, RAFFEIEH(S)-N-[5-[1-3- T RI-4-F &
R ) 2-(FRA) T H]-4,6- = 8.-5,6- = S,-4H-"E % F[3,4-c] b2 - 1-
KlTBtymA N B ZRE S —MNEREWE 1 F =65 X LK
B ARATH(XRPD) B 38 44 45 4245 09 X 4 & R 474+ (XRPD) B 4%

BEXRE TG EY, RAFFEIEY(S)-N-[5-[1-3- T RI-4-F &
FR ) 2-(F AR T ]-4,6- = 8.-5,6- = & -4H-"E % 51 [3,4-c] b v&--1-
RTBeieg b B I EH ZRNEVANER LB 1 FAT78) X 44K
B R ATH(XRPD) A 8 69 45 4895 64 X 5 &0 R 4745 (XRPD) A i,

BEETHRFET, AT EY(S)-N-[5-[1-3- L RIE-4-F £,
FRE)2-(F R T H]-4,6-= B.-5,6- = S -4H-"E % F[3,4-c] it~ 1 -
Ao SR N EFERE VALK EWE | PR X HE
B RATATH(XRPD) B 3 64 45 FEME 04 X A XA RAT4H(XRPD) B 4

B THFTEY, AT M (S)-N-[5-[1-(3-T & H-4-F &,
FH)-2-(FARE) T A ]-4,6- = £-5,6- = SA-4H-"E % FH[3,4-c] 7% - 1-

-4
Al R M EAEREVEANAERKEWE | A6 X 44K
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B RATAT(XRPD) B 5 64 45 FEME 04 X A XA RAT4H(XRPD) B 4
B TRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
BN 2-(FARAE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b v&-- 1-
KT AR LB ZINEY AN KEWE 1 P76 X 54
B RAT5T(XRPD) B 3 64 45 FEME 04 X A XA RAT4H(XRPD) B 4
B THRFTEY, AT GEH(S)-N-[5-[1-(3-T & -4-F &,
R AN (FARE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] ot vE-1-
Aot R M EAERE VY SIAEKREWE | P76 X 44K
B RAT4T(XRPD) B 5 64 4 FEME 09 X A XA RAT4H(XRPD) B 4.
B TRFTEY, AT H(S)-N-[5-[1-(3- L& H-4-F &,
FRFE)2-(F R T ]-4,6- = 8.-5,6- = & -4H-"E % 51 [3,4-c] o v&- 1 -
KBy T EA ZNE YV EANERKEWLE 1 F 76 X HE
B RAT4AT(XRPD) B 3 64 45 FEME 0 X A XA RAT4TH(XRPD) B 4
B THRFTEY, AT H(S)-N-[5-[1-(3- L& -4-F &,
R N2 (FARAE) T A ]-4,6- = B-5,6- = S-4H-"E % FF[3,4-c] b v&--1-
RICBIt e B T EAZREVANEREWE 1 F A7 XHE
B RAT4AT(XRPD) B 3 64 45 424 04 X A XA RAT4H(XRPD) B 4
B TRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
R N2 (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b &~ 1-
RITBley A AR ZIEVAANEKREWE 1 F 76 X 54
B RATAT(XRPD) B 5 64 45 FEME 09 X A XA RAT4TH(XRPD) B 4.
B TRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
HOEH)-2-(F AR ) T A ]-4,6- = 8.-5,6- = S,-4H-"E % F [3,4-c] 24~ 1-
Al an B UL EA ZRES MR K EWE 1578 X A&
B RATAT(XRPD) B 5 64 4 FEME 09 X A XA RAT4H(XRPD) B 4.
R B THRFTET, KROTF A W(S)-N-[5-[1-(3-LEI-4-F &,
R N2 (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b &~ 1-
Alempey B T EAEZRES +—ANERKEWwBE 1 FAF78 X 4
LKA AATATH(XRPD) B 3 64 4 FEM5 04 X A &4 RATATH(XRPD) B 4.
B THRFTEY, AT M (S)-N-[5-[1-(3-T & H-4-F &,
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FR ) 2-(F R T HK]-4,6-— 2.-5,6- = A -4H-"E % 57 [3,4-c] b oE-1-
AlTmheya B U EA ZRES + AR EwB 1 FAFT8 X 4
LKA KATATH(XRPD) B 5 64 4 FEME 04 X A & RAT4H(XRPD) B 4.
BREETHRFET, AT EY(S)-N-[5-[1-3- LRI -4-F £,
FR ) 2-(F R T ]-4,6- = 8.-5,6- = & -4H-"E %> 51 [3,4-c] o v&- 1 -
Rlewtlety B M EAZNE VY ARKREWE | P X4
KA RATATH(XRPD) B 5 04 4 FEME 04 X AT &4 RAT4TH(XRPD) B 4.
BEETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FORE)-2-(F A ) T A ]-4,6- = 8.-5,6- = S,-4H-"E % F[3,4-c] % - 1-
AlTBiega B I EAH ZREVTOAARAREWE 1 &7 X 5
£ RATHH(XRPD) B 5 44 45 4245 09 X 4 &8 R A7 4H(XRPD) A 4.
BERETHRFET, AT LAY (S)-N-[5-[1-3- T RIE-4-F £,
FORH)-2-(F A ) T ]-4,6- = 8-5,6- = S,-4H-"E % F[3,4-c] - 1-
AlTBehega B A2 ZREV T ENAAREWE 1 F 760 X 5
KA RATAH(XRPD) B 5 04 4 FEME 04 X A &4 RAT4H(XRPD) B 4.
BERETHRFET, AT LAY (S)-N-[5-[1-3- L RIE-4-F £,
FRFE)2-(F R T ]-4,6- = 8.-5,6- = & -4H-"E % 51 [3,4-c] o v&- 1 -
AT Bega B T EAH ZREVHSARAREWE 1 F 760 X 5
LKA RATATH(XRPD) B 8 64 4 FEME 0 X A XA RAT4H(XRPD) B 4.
BREETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FORFON-2-(F AR ) T4 ]-4,6- = 8.-5,6- = S -4H-"E % FF[3,4-c] ot w5~ 1-
AlTBeiega B I EAH ZREV T LAARAREWE 1 F 760 X 5
£ RATHH(XRPD) B 5 44 #5424 09 X 4 &8 R A7 4H(XRPD) A 4.
EXEZETEY, B L£TEMGEHEDSC)BJATHRSATE,
AT A A 1 (S)-N-[5-[1-3- TR A -4-F A A KA )2-(FHRA) T
3 ]-4,6-—8-5,6-= F-4H-"E % 5|3, 4-c |t nh-1- 2 | T BRI 6 dh B 11D &
%y 144.9°C 4 BLA R #o%,
EXEZETEY, B L£TEMGEHEDSC)BJATHRSATE,
VA 10°C/ 4T g Gk &, KT 89 10a-#(S)-N-[5-[1-3- T &k -4-F
R )2 (FARAE) T ]-4,6- = R.-5,6- = &, -4H-"E %~ 3£ [3,4-c] ik %
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- LB SR I AR 29 144.9°C & B A B %

BRERBTHRFTETY, EEMA ETARHEREDSC)BATHR AT,
AT A A 1 (S)-N-[5-[1-3- TR A -4-F A A KA )2-(FRA) T
H)-4,6- = 8.-5,6-— F-4H-"E% F[3,4-c]eb-1- R | L BR B 44 b A TH1 2
144.9+6°C &t LA & #E,

BRBTHRFTETY, EEMA ETARHEREDSC)BATROMET,
AT A A M1 (S)-N-[5-[1-3- TR A -4-F A A KA )2-(FRA)T
H]-4,6-—2-5,6-— A -4H-"E% F[3,4-c]nbb-1- K | BB 6 S A 1T 2
144.9+4°C &b LA & #0E

BRERETHRFTETY, EEMA ETARHEREDSC)BATROMET,
AT A A W (S)-N-[5-[1-(3- LB -4-F AL KL )2«(FARAL) T
3K]-4,6- = R.-5,6- = A -4H-"E % F[3,4-c ] rs-1- L | T BRI 6 dh A 1T 42
144.9+2°C &b B o& #o,

RS TS EY, R 27238 F R EDSC)BATRSHT,
VA 10°C/ 54Tty Ao ik B, KANTF 694684 (S)-N-[5-[1-(3- L & A -4-F
KAL) 2-(FARE) T B ]-4,6- = R.-5,6- = &,-4H-"E % 3 [3,4-c] b %
-A )T BB A I /R 144.916°C 4 B A7 oB ik

& TS EY, R 27 238F R EDSC)BATRSHTE,
VA 10°C/ 54T o e ik B, KATF 494684 (S)-N-[5-[1-(3- L & -4-F
R 2-(FARE) T ]-4,6- = R.-5,6- = &, -4H-"E %> 3£ [3,4-c] k%
S1-A T B 6 SR T A2 144.9+4°C 4 B A7 9B #o%

R TS EY, R 27 28F R EDSC)BATRSHTE,
VA 10°C/ 4T 8 Gk &, Ko~ FF 89108 (S)-N-[5-[1-3- T & -4-F
K2 (FARE) T B ]-4,6- = R.-5,6- = &,-4H-"E % 3 [3,4-c] ik o
1-A )T B SR I A2 144.942°C 4 BLA7 vB #o%,

FEFERE LGSR, BI1EA £T73R T HEDSC)SATHRSHTE,
AT A A 1 (S)-N-[5-[1-3- TR A -4-F A A KA )2-(FHRA) T
H]-4,6- = R.-5,6- = F-4H-"E % F[3,4-c]obeb-1- R | L BE A 6 S5 A TIT B
AEANE4E 2 Brme) DSC 4.,

BERETRFEY, AR ETEHE R EDSC)HEATR S,
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vA 10°C/ 4P 6 o #hak &, KT 69108-H(S)-N-[5-[1-(3- T A -4-F
EE R ) 2-(FARA) T 3 )-4,6- = 8.-5,6- = S-4H-"E % 5 [3,4-c] %
1R TR Ay A T B AR e 2 49 DSC # &K

BEERETRFET, EEARESNETGA)RTHRSMET, VA
AT BG4 A 1 (S)-N-[5-[1-(3- LB -4-F &AL K E)2(FARAL) T
H]-4,6- = 8.-5,6-= G-4H-"E F[3,4-c]bwb-1- R | LB AR 6 S A TIT 2
HEAREWE 3 Fr7th TGA B4,

BEEETRFET, BEARESNETGA)RTHRSMET, VA
10°C/ 5%kt hak ., R ANTFF 894644 (S)-N-[5-[1-(3- L A -4-F &
FRF)-2-(F RA) T 4 ]-4,6-= B-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
KT BRAE G a2 T B A K BB 3 P TGA ¥ 4K,

EEEREFEY, AafSBEIR) T, KT EY
(S)-N-[5-[1-(3- T &Sk -4-F B A K IK)-2-(FRIL) T K )-4,6- = #.-5,6- =
F-4H-"E % F[3.4-c]he-1- | T B A 69 s B 11T 49 RS A iR B
24

FOOEAL B (em!) | RS IR E (%)
3438.68 50.99
3269.83 47.15
3083.23 64.74
2978.8 54.6
2930.97 54.46
2840.22 65.86
1756.64 27.82
1701.56 6.76
1640.14 57.36
1590.07 22.04
1556.53 33.47
1516.98 25.12
1444.77 50.77
1427.06 48.08

27
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FOHOEAL B (em) | RS IR (%)
1393.66 40.19
1371.58 35.75
1334.05 23.59
1294.85 12.52
1267.82 18.35
1238.14 19.02
1202.22 54.7
1185.81 61.82
1138.18 18.61
1092.22 31.54
1024.47 45.11

968.8 56.09
948.32 64.79
882.85 59.92
849 .85 70.81
813.02 67.24
766.79 60.19
733.72 48.87
697.07 66.48
641.87 62.48
605.18 63.14
581.86 66.77
532.48 56.84
505.55 61.44
485.04 59.79
455.79 64.11
404.51 74.33

EX TRy ER, EOdREIR) T, RAFHLEY
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(S)-N-[5-[1-(3- T & -4-F ALK FE)-2-(FARIL) T A -4,6- —8.-5,6-—
S -AH-"E F[3.4-c]heb-1- R | T Bt a2 T B A K L4 4 BF
MY EHE(IR).

EEEZEFTEY, HBAECESHXGLE, Kataitsdh
(S)-N-[5-[1-(3- T &k -4-F B K ) 2-(FAREL) L K ]-4,6- = £8.-5,6-=
S-AH-E 9 T [3,4-c]tb - 1- R | T BRI G S B I B A VL T E S —Fr A
FIERT: AL hE, R, AME. Bt E, BARGLE, B2
M4 FHiRAE T, kAT, AR, BTN, E A
T, CEERTERTE. KERTEHRENE, KAGEN AT,
BARGG BB VA B F) 0 T Fa kL P4 M) o R G RSB L R
Ul

B—ad, AT AR ERSER 69EH(S)-N-[5-[1-(3-T
BB -4-F 8 R A2 (FARE) T KR ]-4,6- = £.-5,6- = &.-4H-"E % 5f
[3,4-c]otted- 1- 2R | L BR B 64 dh &Y TN, A2 X S &t K474 (XRPD) B %+,
HEAESTH A 20498 6.5°, 7.1°. 7.4°. 19.2°, 19.6. 25.8°. 26.5°4 £
H H AR,

BERTRFTET, BARERESEFEMH(S)-N-[5-[1-3- T &
H -4 BHEKH)-2-(FARK) T A -4,6- = R-5,6- = R-4H-E %53 4-c]
k- 1- RSB G A T, AR A) CuKafddt 4504 T 49 X &t R
4T (XRPDYE 3, L AEHTH A 20494 6.5°. 7.1°. 7.4°. 19.2°. 19.6.
25.8°. 26.5°4b BLA 4 4EiE,

BRETRFTET, EALREEF AW (S)-N-[5-[1-3-T &
H-A-F B R 2-(FARL) T A ]-4,6-= 8.-5,6- = A -4H-"E%F[3,4-¢]
ek 1- K LB ARG dh A 1T, A X 54 AATH(XRPDYB # ¥+, L4
#4204 6.5£0.2°. 7.1+£0.2°. 7.4+0.2°. 19.2+0.2°. 19.6+0.2°.
25.8+0.2°. 26.5+0.2°4t LA HfEME

BRETRFTET, EALREEF AW (S)-N-[5-[1-3-T &
F-4-F B KO- 2-(F AL ) T ]-4,6-— £.-5,6- = A -4H-"E% 51 [3,4-c]
bek-1- AR LB ey b AL 11T, 2R A CuKad@ 4 £ T 89 X &R
A (XRPDYE # ¥, L AEHTH A 204 6.5£0.2°, 7.1£0.2°. 7.4+0.2°.
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19.2+0.2°, 19.6+0.2°. 25.8+0.2°. 26.5+0.2°4k LA 4F 4Tk,

F—F @, AT d AR EREGER LS M (S)-N-[5-[1-(3-T
BB -4-F 8 R A2 (FARL) L K ]-4,6-= £.-5,6- = &.-4H-"E % 5f
[3,4-c]7bvd-1- 2 | T B A 6 dh A 111, & X 5 &4 R 47 4H(XRPD) B %
HAESTH A 2044 6.5°, 7.1°. 7.4°, 10.3°, 13.0°. 15.0°, 16.1°. 16.5°,
17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4t A
4 AE

4«?@

E%a%ﬁ £¥, AKEREER A (S)-N-[5-[1-(3-T &

F-4-F IR 2-(F KL ) LA -4,6-— R.-5,6-— A.-4H-"E%F[3,4-c]
vtt%-Lg]wMﬂﬁ A I, %A CuKaddd &4 T X &R
7T 4H(XRPD)A 3, L AFT4HA 20494 6.5°. 7.1°. 7.4°. 10.3°, 13.0°.
15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°, 23.7°. 25.7°.
26.5°. 26.9°4L B 4 4Eik,

BRETRFTEY, EALEREEF A M(S)-N-[5-[1-3-T &
H-4-F B R 2-(FARIL) T K ]-4,6-— 8-5,6- = A -4H-"E£%F[3,4-c]
k- 1- R BRI AG dh B TIT, 2 X B & RATHH(XRPD)AE &+, H &
P4+ 2034 6.5£0.2°. 7.1+£0.2°. 7.4+0.2°. 10.3£0.2°. 13.0+0.2°.
15.0£0.2°, 16.1+0.2°. 16.5+0.2°. 17.4+0.2°. 18.7+0.2°. 19.2+0.2°.
19.6+0.2°. 20.9+0.2°. 23.7+0.2°. 25.7+0.2°. 26.5+0.2°. 26.9+0.2°4:
B 4 AR

B TRFTEY, AR LEREEF AW (S)-N-[5-[1-(3-T &
HA-F R R 2-(FARE) T A ]-4,6-= B-5,6-= A -4H-"E % 5[ 3,4-¢]
hek-1- AR LB ey b AL 11T, 2R CuKod@ 4 £ T 89 X A& KR
A (XRPDYE %, L AEHTH A 204 6.5£0.2°, 7.1£0.2°. 7.4+0.2°.
10.3+0.2°. 13.0+0.2°. 15.040.2°. 16.1+0.2°. 16.5+0.2°. 17.4+0.2°.
18.7+0.2°, 19.2+0.2°. 19.6+0.2°. 20.9+0.2°. 23.7+0.2°. 25.7+0.2°.
26.540.2°. 26.9+£0.204 BLA 4 fEME

B THRFTEY, AT M (S)-N-[5-[1-(3- T & -4-F &,
R ) 2-(F AR ) T A ]-4,6- = 8.-5,6- = S,-4H-"E % F [3,4-c] 24~ 1-
RV TEAE G SR L AH RKRTY 20%E TR, £ XHEDER
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FTAH(XRPD)A 3%, HAEMTH A 20494 6.5°. 7.1°. 7.4°. 19.2°. 19.6.
25.8°. 26.5°4 BLA 4F4EiE,

BREETHRFET, AT EY(S)-N-[5-[1-3- LRI -4-F £,
FRH)-2-(F RA) T4 ]-4,6-= £-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
R BRA G A 1 A RKTF 29 20%E 5 tb 698 7], £ %A CuKats
SEMET 0 X 51480 RAT4H(XRPD)B 5, L AFT4 A 20494 6.5°.
7.1°. 7.4°, 19.2°. 19.6. 25.8°. 26.5°4 B 4F4Ei%,

BEETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FRF)-2-(F RA) T 4 ]-4,6-= B-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
R BRAR A I AH RKTF 4 10%E Fegias], £ XHEHK
FT4H(XRPD)A # 9 , HAEATH A 2044 6.5°, 7.1°, 7.4°. 19.2°, 19.6.
25.8°. 26.5°4 B 4 4Eik,

BERETHRFET, AT LAY (S)-N-[5-[1-3- T RIE-4-F £,
FR ) 2-(F AR T ]-4,6-— 2.-5,6- = A -4H-"£ % 51 [3,4-c] b 2&-1-
R 6 &R AR RK T4 10%E F ey ias, £ %A CuKass
ST 6 X SR ASTH(XRPD)B 8, 4144 204 4 6.5°
7.1°. 7.4°. 19.2°, 19.6. 25.8°. 26.5°4L LA 4k 4Eik,

BEETHRFET, AT LAY (S)-N-[5-[1-3- T RIE-4-F £,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
KITBIE G L A2ATKTY S%EBGEF, £ XHELK
FTHH(XRPD)E # % , L ELTH A 20494 6.5°. 7.1°, 7.4°. 19.2°. 19.6.
25.8°. 26.5°4b BLA 4 4EiE,

B THRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
FRF)-2-(F RA) T 4 ]-4,6-= 8-5,6- = S,-4H-"E % FH[3,4-c] o7& - 1-
AITB G A T 28 AKX T4 5%E e egia#h], £RA CuKaid
HEMET 09 X S0 RAT4H(XRPDYB 9, HAFTH A 20494 6.5°.
7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4 B 4#F 4k,

BRETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FRFE)2-(F AR T ]-4,6- = 8.-5,6- = & -4H-"E % 51 [3,4-c] vk~ 1-
KICBIES G I A2A K TY 3% T2 eyEF, £ XHEL K
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FTAH(XRPD)A 3%, HAEMTH A 20494 6.5°. 7.1°. 7.4°. 19.2°. 19.6.
25.8°. 26.5°4 BLA 4F4EiE,

BREETHRFET, AT EY(S)-N-[5-[1-3- LRI -4-F £,
FRH)-2-(F RA) T4 ]-4,6-= £-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
BT EE G A L AH RK T4 3%ETheind, £%A CuKaid
SEMET 0 X 51480 RAT4H(XRPD)B 5, L AFT4 A 20494 6.5°.
7.1°. 7.4°, 19.2°. 19.6. 25.8°. 26.5°4 B 4F4Ei%,

BEETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FRF)-2-(F RA) T 4 ]-4,6-= B-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
KICBIEGE L A2ATKTY 1% 2 tyind, £ XHED K
FT4H(XRPD)A # 9 , HAEATH A 2044 6.5°, 7.1°, 7.4°. 19.2°, 19.6.
25.8°. 26.5°4 B 4 4Eik,

BERETHRFET, AT LAY (S)-N-[5-[1-3- T RIE-4-F £,
FR ) 2-(F AR T ]-4,6-— 2.-5,6- = A -4H-"£ % 51 [3,4-c] b 2&-1-
KB G T AF AT 1% T2 egah, £RA CuKaid
ST 6 X SR ASTH(XRPD)B 8, 4144 204 4 6.5°
7.1°. 7.4°. 19.2°, 19.6. 25.8°. 26.5°4L LA 4k 4Eik,

BEETHRFET, AT LAY (S)-N-[5-[1-3- T RIE-4-F £,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
FITBR R T A8 AR T4 0.5%F Fa)iad, £ X HE&h K
FTHH(XRPD)E # % , L ELTH A 20494 6.5°. 7.1°, 7.4°. 19.2°. 19.6.
25.8°. 26.5°4b BLA 4 4EiE,

B THRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
FRF)-2-(F RA) T 4 ]-4,6-= 8-5,6- = S,-4H-"E % FH[3,4-c] o7& - 1-
R &R I AH TR T4 05%F FhegiaR, £ X CuKass
HEMET 09 X S0 RAT4H(XRPDYB 9, HAFTH A 20494 6.5°.
7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4 B 4#F 4k,

BRETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FRFE)2-(F AR T ]-4,6- = 8.-5,6- = & -4H-"E % 51 [3,4-c] vk~ 1-
HITBI R I A8 AR T4 02%F I eyiad, £ X HEh K
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FTAH(XRPD)A 3%, HAEMTH A 20494 6.5°. 7.1°. 7.4°. 19.2°. 19.6.
25.8°. 26.5°4 BLA 4F4EiE,

BREETHRFET, AT EY(S)-N-[5-[1-3- LRI -4-F £,
FRH)-2-(F RA) T4 ]-4,6-= £-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
BTG SR AH RK T 02%E ey iE R, ££5 5 CuKass
SEMET 0 X 51480 RAT4H(XRPD)B 5, L AFT4 A 20494 6.5°.
7.1°. 7.4°, 19.2°. 19.6. 25.8°. 26.5°4 B 4F4Ei%,

BEETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FRF)-2-(F RA) T 4 ]-4,6-= B-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
EITBE R T AH KT 0.1%E Fead, £ X HE&h K
FT4H(XRPD)A # 9 , HAEATH A 2044 6.5°, 7.1°, 7.4°. 19.2°, 19.6.
25.8°. 26.5°4 B 4 4Eik,

BERETHRFET, AT LAY (S)-N-[5-[1-3- T RIE-4-F £,
FR ) 2-(F AR T ]-4,6-— 2.-5,6- = A -4H-"£ % 51 [3,4-c] b 2&-1-
AT SR A RKRTY0.1%E Fhegia R, £ X CuKass
ST 6 X SR ASTH(XRPD)B 8, 4144 204 4 6.5°
7.1°. 7.4°. 19.2°, 19.6. 25.8°. 26.5°4k LA 4 4Ed

BEETHRFET, AT LAY (S)-N-[5-[1-3- T RIE-4-F £,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
E1TBA SR NI AHRKTFH 001%E T HegEA, £ X HEH
AETHH(XRPD)E # %, L AEFTH A 20494 6.5°0 7.1°. 7.4°, 19.2°,
19.6. 25.8°. 26.5°4k BLA 4 fEi%,

B THRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
FORH)-2-(F A ) T A ]-4,6- = 8-5,6- = S,-4H-"E % F[3,4-c] - 1-
EICBE R T A28 AR T4 0.01%E a7, £RA CuKa
BT 6 X A RATHXRPD)A &, L ETH A 2049 %
6.5°. 7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4L BLA 4 4Ei%,

BRETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FRFE)2-(F AR T ]-4,6- = 8.-5,6- = & -4H-"E % 51 [3,4-c] vk~ 1-
AT B &R A8 RKT 2 0.001%E S g2 s, £ X 445
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KATH(XRPD)E &, HALTH A 2044 6.5°. 7.1°, 7.4°. 19.2°,
19.6. 25.8°. 26.5°4k BLA 4 4Ei%,

B TRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
BN 2-(FARAE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b v&-- 1-
R G HA TAH RKF20.001%F F b ag5 7], £ %A CuKa
B AN T X A0 RFHXRPD)B#F, LAETHA 204 %
6.5°. 7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4L BLA 4 4Ei%,

B THRFTEY, AT GEH(S)-N-[5-[1-(3- L& H-4-F &,
FRF)-2-(F RA) T 4 ]-4,6-= B-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
K CB A A T AH AKT 4 00001%E Fegias, £ X HE
W AT H(XRPD)A i, HAMTSH A 20494 6.5°. 7.1°. 7.4°, 19.2°,
19.6. 25.8°. 26.5°4k BLA 4 4Ei%,

B THRFTEY, AT GEH(S)-N-[5-[1-(3-TL & -4-F &,
R N2 (FARAE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b v&--1-
REIT B SR T A4H KT 0.0001%E Fhegiad, £RA
CuKo#@ 4 548 T 69 X 4 & AATH (XRPD)E ¥, HALTA A 2049
A 6.5°. 7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4 BLA 4FfEdk

B TRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
HITBRAE G A 1 AH RKR T4 20%E Fhagias], £ XHEHK
7141 (XRPDYB 8 , L AFT4HA 20494 6.5°. 7.1°. 7.4°. 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°, 23.7°. 25.7°.
26.5°. 26.9°4L ELA 4 fEiE,

B THRFTEY, AT M (S)-N-[5-[1-(3- T & -4-F &,
B2 (FARA) T A ]-4,6- = £-5,6- = S-4H-"E % FF[3,4-c] b - 1-
TR S AE L AH AR T2 20%E a7, £% K CuKafd
ST 69 X S AST4H(XRPD)B 8, 47454 2049 4 6.5°.
7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°.
19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4 EA 4F4Eik

B THRFTEY, AT M (S)-N-[5-[1-(3-T & H-4-F &,
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AR BN (FARAE) T A ]-4,6- = £-5,6- = S-4H-"E % FF[3,4-c] b v&--1-
RIS L AH AR T4 10%E T agias], &£ X 440K
4T (XRPDYE i , L AFTS A 20494 6.5°. 7.1°. 7.4°. 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°, 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°.
26.5°. 26.9°4L ELA 4 4Bk,

B THRFTEY, AT GEH(S)-N-[5-[1-(3-T & -4-F &,
R AN (FARE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] ot vE-1-
R TBAE LA I AH TR TH 10%E Feegas, £5 8 CuKads
ST 6 X S ASTHH(XRPD)B 8, 4744 204 4 6.5°.
7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°.
19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4 EA 4 4Eik

B THRFTEY, AT GEH(S)-N-[5-[1-(3-TL & -4-F &,
FR ) 2-(F AR T )-4,6-— 2.-5,6- = A -4H-"E % 51 [3,4-c] b 2&-1-
HICBEG BRI A2 AR TY 5%EZER, £ XHEHK
4 (XRPDYE i, L AFTH A 20494 6.5°. 7.1°. 7.4°. 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°.
26.5°. 26.9°4L B 4 SEiE,

B TRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
AITB I A T 28 R T4 5%E e ediaAh], £RA CuKaid
ST 6 X S0 ASTH(XRPD)B ¥, HEAE4AT4 A 204 4 6.5°.
7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°.
19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4 ELA 4 4Eik

B THRFTEY, AT M (S)-N-[5-[1-(3- T & -4-F &,
B2 (FARA) T A ]-4,6- = £-5,6- = S-4H-"E % FF[3,4-c] b - 1-
RICBIESBAE ILAFIRKRTY 3%E AN, & XHEHER
4T (XRPDYA i, L AFTE A 20494 6.5°. 7.1°. 7.4°. 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°.
26.5°. 26.9°4L B 4 fEiE,

B THRFTEY, AT M (S)-N-[5-[1-(3-T & H-4-F &,
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AR BN (FARAE) T A ]-4,6- = £-5,6- = S-4H-"E % FF[3,4-c] b v&--1-
RITBAE A T A2H K T4 3%E 2 eyiad, £RA CuKaid
ST 6 X S0 A ST4H(XRPD)B 8, 4144 204 % 6.5°.
7.1°. 7.4°, 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°.
19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4 ELA 4 4Ek

B THRFTEY, AT GEH(S)-N-[5-[1-(3-T & -4-F &,
R AN (FARE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] ot vE-1-
R TB I A T AATRKRTY 1% T2 e)EH, £ XHEHK
7T 4H(XRPDYB i, L AFTHHA 20494 6.5°. 7.1°. 7.4°. 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°, 18.7°. 19.2°. 19.6°. 20.9°, 23.7°. 25.7°.
26.5°. 26.9°4L B 4 4Bk,

B THRFTEY, AT GEH(S)-N-[5-[1-(3-TL & -4-F &,
FR ) 2-(F AR T )-4,6-— 2.-5,6- = A -4H-"E % 51 [3,4-c] b 2&-1-
FITBAEG DA T A4H KT 1%E 2 eyiad, £RA CuKaid
ST 6 X SR ASTH(XRPD)B 8, 4144 204 4 6.5°
7.1°. 7.4°, 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°.
19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4 EA 4F4Eik

B TRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
FITBR R T A8 AR T4 0.5%F Fa)iad, £ X HE&h K
7141 (XRPDYB 8 , L AFT4HA 20494 6.5°. 7.1°. 7.4°. 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°, 23.7°. 25.7°.
26.5°. 26.9°4L ELA 4 fEiE,

B THRFTEY, AT M (S)-N-[5-[1-(3- T & -4-F &,
B2 (FARA) T A ]-4,6- = £-5,6- = S-4H-"E % FF[3,4-c] b - 1-
R TBAEG DA UL AH RKF Y 0.5%E F a9 aA, £ %8 CuKadd
ST 69 X S AST4H(XRPD)B 8, 47454 2049 4 6.5°.
7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°.
19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4 EA 4F4Eik

B THRFTEY, AT M (S)-N-[5-[1-(3-T & H-4-F &,

36



10

15

20

25

30

WO 2019/210869 PCT/CN2019/085360

AR BN (FARAE) T A ]-4,6- = £-5,6- = S-4H-"E % FF[3,4-c] b v&--1-
HITBAEGGE T A4H KT 02%EZegiEdn, £ X HEHK
7T 4H(XRPDYB -, L AFTHHA 20494 6.5°. 7.1°. 7.4°. 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°, 23.7°. 25.7°.
26.5°. 26.9°4L ELA 4 4Bk,

B THRFTEY, AT GEH(S)-N-[5-[1-(3-T & -4-F &,
R AN (FARE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] ot vE-1-
)T BAE SR ML AH RAKT 4 02%E o) a A, £ %A CuKads
ST 6 X S ASTHH(XRPD)B 8, 4744 204 4 6.5°.
7.1°. 7.4°, 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°.
19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4 EA 4 4Eik

B THRFTEY, AT GEH(S)-N-[5-[1-(3-TL & -4-F &,
FR ) 2-(F AR T )-4,6-— 2.-5,6- = A -4H-"E % 51 [3,4-c] b 2&-1-
FITBI B I AHF AR T4 0.1%E Faiad, £ X HFEh K
#T4H(XRPDYA %, L AFTHHA 20494 6.5°. 7.1°. 7.4°. 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°, 23.7°. 25.7°.
26.5°. 26.9°4L B 4 SEiE,

B TRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
RIS I AH TR T4 0.1%E F o egia R, £ X8 CuKass
ST 6 X S0 ASTH(XRPD)B ¥, HEAE4AT4 A 204 4 6.5°.
7.1°. 7.4°, 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°.
19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4 ELA 4 4Eik

B THRFTEY, AT M (S)-N-[5-[1-(3- T & -4-F &,
B2 (FARA) T A ]-4,6- = £-5,6- = S-4H-"E % FF[3,4-c] b - 1-
R CBRI R L AH KT 001% T Z AR, £ X HEH
FATH(XRPD)B %, HAEMTHA 2044 6.5°, 7.1°. 7.4°, 10.3°,
13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°.
25.7°. 26.5°. 26.9°4 A 4F4Eik,

B THRFTEY, AT M (S)-N-[5-[1-(3-T & H-4-F &,
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AR BN (FARAE) T A ]-4,6- = £-5,6- = S-4H-"E % FF[3,4-c] b v&--1-
FITBAEG G T A4H KT 0.01%EFeEs, £X28 CukKa
BAAAENTH X HEDRITHXRPD)A#EF, L AEMFHA 204 %
6.5°. 7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°.

19.2°. 19.6°. 20.9°, 23.7°. 25.7°. 26.5°. 26.9°4: BLA 4 4Eik,

B THRFTEY, AT GEH(S)-N-[5-[1-(3-T & -4-F &,
R AN (FARE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] ot vE-1-
RV TEAE G S E L AH RKR T2 0.001%E S a9 R A, £ X445
FATH(XRPD)B %, HAEFTHA 2044 6.5°, 7.1°, 7.4°, 10.3°,
13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°.
25.7°. 26.5°. 26.9°4 A 4Fiik,

B THRFTEY, AT GEH(S)-N-[5-[1-(3-TL & -4-F &,
FR ) 2-(F AR T )-4,6-— 2.-5,6- = A -4H-"E % 51 [3,4-c] b 2&-1-
AT BAES SR NI AH RAKTF40.001%E T ey iarh], £% 8 CuKa
BT AN T X A0 RFHXRPD)B#F, LAETHA 2044
6.5°. 7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°.
19.2°. 19.6°. 20.9°, 23.7°. 25.7°. 26.5°. 26.9°4: BLA 4 4Eik,

B TRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
K TBRAE A T AH RAKT 4 00001%E Fhegiadl, £ X HE
W RATAH(XRPD)A i+, HELTH A 20494 6.5°, 7.1°, 7.4°, 10.3°,
13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°.
25.7°. 26.5°. 26.9°4 A 44k,

B THRFTEY, AT M (S)-N-[5-[1-(3- T & -4-F &,
B2 (FARA) T A ]-4,6- = £-5,6- = S-4H-"E % FF[3,4-c] b - 1-
Rl B A UL AH KT 4 00001%F b eyE7, &£RA
CuKo @4 548 T 69 X 4 & RATH (XRPD)E ¥, HAESTA A 2049
A 6.5°, 7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°.
19.2°. 19.6°. 20.9°, 23.7°. 25.7°. 26.5°. 26.9°4: BLA 4 4Eik,

B THFTEF, TEBEF A (S)-N-[5-[1-(3- T R I -4-
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WA ) 2-(F AR T A ]-4,6- = £.-5,6-= S -4H-"E % F [3,4-c ]
SR TR S T, £ X S &S RATH(XRPD)A &, EAEMTH
20454 6.5°. 7.1°. 7.4°, 19.2°. 19.6. 25.8°. 26.5°4L ELA 4¥fpik,

B THRFTEF, REBEFGIEM(S)-N-[5-[1-(3- T & -4-
A KA 2-(FARA) LA ]-4,6- = 5.-5,6- = A -4H-"E% 5 [3,4-c]tb ek
1R TBR B R A TIL, R R R CuKod@ 4 &40 T 49 X S & RATH
(XRPD)A -, R AFT4H A 20494 6.5°. 7.1°. 7.4°. 19.2°. 19.6.
25.8°. 26.5°4 BLA HiEiE,

BREETRFTEF, REEN G (S)-N-[5-[1-(3- T & H -4-
W AR F ) 2-(F A ) T A ]-4,6- = 8.-5,6-= S-4H-"E % H [3,4-c] b
S1-AR TB R s A T, A X SR RATH (XRPD)E # ¥, L AEATH
20494 6.5°. 7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°,
18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4L ELA 4¥ frk,

FREETHFTEF, REBEN A (S)-N-[5-[1-(3- T & -4-
H A K2 F AL T R ]-4,6- = £.-5,6- = A-4H-"E % 3 [3,4-c] b
SR TEB B R A T, SRR CuKodd 4 &4 T 49 X S & R AT45
(XRPD)E # %, HAELTAH A 20294 6.5°. 7.1°, 7.4°, 10.3°. 13.0°,
15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°.
26.5°. 26.9°4b BLA 4 4EiE,

K —F &, AT HEIELRKERE KA (S)-N-[5-[1-(3- T &
HA-F R R 2-(FARE) T A ]-4,6-= B-5,6- = A -4H-"E % 5[ 3,4-¢]
e 1- R BB 6 s A TIT, A2 X & RATHXRPD)E &+, L4
FTEE R 2049 6.5°. 7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4 B4 4
AR

BEETEFTEY, BRERESKGES(S)-N-[5-[1-3-T 8%
4-F BRI 2-(F AR ) T )-4,6- — &.-5,6- = £-4H-"E % 51 [3,4-c]
k- 1- RSB G A T, AR A CuKafddt 454 T 6 X &t R
4T (XRPDYE & , L AEHTH A 20494 6.5°. 7.1°. 7.4°. 19.2°. 19.6.
25.8°. 26.5°4 BLA HiEik,

K —F &, AT HEILR ETREKGEH(S)-N-[5-[1-(3- T &
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HA-F BRI 2-(FARIL) T -4,6- = &-5,6- = R -4H-"E% 51 [3,4-¢]
e 1- R BRI 6 s A TIT, f2 X S KT H(XRPD)B &+, L4
PR 20494 6.5°0 7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°.
17.4°, 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°% B A
AR

EXERETETY, AR ERESRKGMLEMH(S)-N-[5-[1-3-TEKE
4-F BRI 2-(F A ) T )-4,6- — &.-5,6- = &.-4H-"E% 5 [3,4-c]
ek 1- K LBl by ah A 11T, 2 R CuKod@ 4 &1 F o X & R
4 (XRPD)YE i , L AFTH A 20494 6.5°. 7.1°. 7.4°. 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°.
26.5°. 26.9°4L B 4 4Bk,

B THRFTEY, AT GEH(S)-N-[5-[1-(3-TL & -4-F &,
FR ) 2-(F AR T )-4,6-— 2.-5,6- = A -4H-"E % 51 [3,4-c] b 2&-1-
HITBE R T A28 AR T4 20% T 2o tgK, & X &K
HH(XRPD)E #F, L AELTH A 20294 6.5°. 7.1°. 7.4°. 19.2°. 19.6.
25.8°. 26.5°4 B 4 4Eik,

B THRFTEY, AT H(S)-N-[5-[1-(3-T & -4-F &,
FR ) 2-(FARE) T ]-4,6-— £.-5,6- = A -4H-"£ % 51 [3,4-c] b 2&-1-
AT BE A A48 R K T4 20%E 2 egK, £RA CuKaid
ST 6 X S0 ASTH(XRPD)B ¥, HEAE4AT4 A 204 4 6.5°.
7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4: ELA 4k 4Eik,

B TRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
HOEH)-2-(F AR ) T A ]-4,6- = 8.-5,6- = S,-4H-"E % F [3,4-c] 24~ 1-
EITBE R A8 AR T 10% T ZagK, & X HEH KRN
HH(XRPDYAE #F, L AELTH A 20294 6.5°. 7.1°. 7.4°. 19.2°. 19.6.
25.8°. 26.5°4 LA 45 1EME,

B THRFTEY, AT M (S)-N-[5-[1-(3- T & -4-F &,
R N2 (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b &~ 1-
HT Bty b L AHF RKF4 10%E Fb gk, AR CuKadd
ST 6 X S0 AST4H(XRPD)B ¥, 4745/ 2049 4 6.5°.
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7.1°0 7.4°. 19.2°. 19.6. 25.8°. 26.5°4 B #FAEiE,

B TRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
BN 2-(FARAE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b v&-- 1-
R TB I A T A4F KT Y 5%EZegK, £ X HEHRIT
ST(XRPD)E 4, L AFTHHA 20254 6.5°. 7.1°. 7.4°, 19.2°, 19.6.
25.8°. 26.5°4 B 4F4Eik,

B THRFTEY, AT GEH(S)-N-[5-[1-(3-T & -4-F &,
B N2 (FARE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] ot vE-- 1-
AITBIE dh B T 28 AR T4 5%EEeagK, £RA CuKofad
FU T8 X F A RATHXRPD)A @, EAEMTHA 20494 6.5°,
7.1°. 7.4°. 19.2°, 19.6. 25.8°. 26.5°4L LA 4k 4Eik,

B THRFTEY, AT GEH(S)-N-[5-[1-(3-TL & -4-F &,
FR ) 2-(F AR T )-4,6-— 2.-5,6- = A -4H-"E % 51 [3,4-c] b 2&-1-
Rt R NI AH IR T Y 3%EZegK, £ X HFHEH R
HH(XRPD)E #F, L AELTH A 20294 6.5°. 7.1°. 7.4°. 19.2°. 19.6.
25.8°. 26.5°4 B 4 4Eik,

B THRFTEY, AT H(S)-N-[5-[1-(3-T & -4-F &,
RN (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b - 1-
HITBIE B T 28 AR T4 3%EEhagK, £ERA CuKofdd
ST 8 X A RATHXRPD)B#F, EAEMTHA 20494 6.5°,
7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4 B #F ek,

B TRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
HOEH)-2-(F AR ) T A ]-4,6- = 8.-5,6- = S,-4H-"E % F [3,4-c] 24~ 1-
1B SR NI AH IR T 1%EZ K, £ X HFEH R
HH(XRPDYAE #F, L AELTH A 20294 6.5°. 7.1°. 7.4°. 19.2°. 19.6.
25.8°. 26.5°4k BLA 45 4EiE,

B THRFTEY, AT M (S)-N-[5-[1-(3- T & -4-F &,
R N2 (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b &~ 1-
R1Tom SR ML AH KR TYH 1% TdyK, £RXA CuKadddt
FM T8 X F A RATHXRPD)B i, EAEFTHA 20494 6.5°,
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7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4k B4 4 fEik,

B TRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
FRF)2-(F R T ]-4,6-— £.-5,6- = A -4H-"E % 51 [3,4-c] b o&-1-
ETBR6 &R I A AR T4 0.5%F FhegK, £ X SE&0 K47
H(XRPDYA ##F, EALTH A 20454 6.5°. 7.1°. 7.4°, 19.2°, 19.6.
25.8°. 26.5°4t LA 4F 40,

B THRFTEY, AT GEH(S)-N-[5-[1-(3-T & -4-F &,
FR ) 2-(F AR T ]-4,6-— £.-5,6- = A -4H-"£ % 51 [3,4-c] ot o&- 1 -
EITBAG A I A4A RK T 0.5%T ey, EXRA CuKaid
SEMET 0 X 5480 RAT4H(XRPD)B 5, L AFT4 A 20494 6.5°.
7.1°. 7.4°. 19.2°, 19.6. 25.8°. 26.5°4L LA 4k 4Eik,

B THRFTEY, AT GEH(S)-N-[5-[1-(3-TL & -4-F &,
R F)-2-(F AR T 3 ]-4,6- = £.-5,6- = A -4H-"£ % 57 [3,4-c] 7% 1-
AT &R I A2 RAKRT 4 02%E S egK, £ X SFE&H K47
SH(XRPD)A &, HAHTH A 20494 6.5°. 7.1°. 7.4°. 19.2°. 19.6.
25.8°. 26.5°4t BLA 4F 40,

FEXEE T ET, RO (S)-N-[5-[1-3-TAK-4-F &
FR ) 2-(FARE) T ]-4,6-— £.-5,6- = A -4H-"£ % 51 [3,4-c] b 2&-1-
RIS SR N AHRKFH 02%E T etgK, A££A CukKad
SEMET 09 X 51480 RAT4H(XRPD)B 5, L AHT4A 20494 6.5°.
7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4k B4 4 fEik,

B TRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
FRFE)2-(F AR T ]-4,6- = 8.-5,6- = & -4H-"E % 51 [3,4-c] o v&-- 1-
AT BRA e A T 28 AR T4 0.1%E ZhadK, £ X A& K47
SH(XRPD)A &, HAFTH A 20494 6.5°. 7.1°. 7.4°. 19.2°. 19.6.
25.8°. 26.5°4k BLA 45 4EiE,

B THRFTEY, AT M (S)-N-[5-[1-(3- T & -4-F &,
FRF)-2-(F RA) T 4 ]-4,6-= 8-5,6- = S,-4H-"E % FH[3,4-c] 7% - 1-
KBl m B I A4F AT 0.1%E2egK, £RA CuKaid
ST 09 X 5480 AT (XRPD)B 5, HAFT4A 20494 6.5°.
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7.1°. 7.4°, 19.2°, 19.6. 25.8°. 26.5°4t A #4EiE,

BERETHRFET, AT EY(S)-N-[5-[1-3- LRI -4-F £,
FRH)-2-(F RA) T4 ]-4,6-= £-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
E1TBA SR NI AARKTH 001%E TR, £ XHLEHK
FT4H(XRPDYA # 9 , HAEATH A 2044 6.5°, 7.1°, 7.4°. 19.2°, 19.6.
25.8°. 26.5°4 BLA 4 Eik,

BEETHRFET, AT EY(S)-N-[5-[1-3- L RIE-4-F £,
FORH)-2-(F A ) T A ]-4,6- = 8.-5,6- = S,-4H-"E % F[3,4-c] - 1-
RV TEAEGE L AH RKRTH0.01%E FHgK, £ 54 CuKaid
ST 6 X S ASTHH(XRPD)B 8, 4744 204 4 6.5°.
7.1°. 7.4°. 19.2°, 19.6. 25.8°. 26.5°4L LA 4k 4Eik,

BERETHRFET, AT LAY (S)-N-[5-[1-3- T RIE-4-F £,
FR ) 2-(F AR T )-4,6-— 2.-5,6- = A -4H-"E % 51 [3,4-c] b 2&-1-
AT BRI &R L A48 RKT 2 0.001%E FhegK, £ X 4480 K
FTHH(XRPD)E # ¥ , L ELTH A 20494 6.5°. 7.1°. 7.4°, 19.2°. 19.6.
25.8°. 26.5°4 BLA 4 AEME,

B THRFTEY, AT H(S)-N-[5-[1-(3-T & -4-F &,
FR ) 2-(FARE) T ]-4,6-— £.-5,6- = A -4H-"£ % 51 [3,4-c] b 2&-1-
E T BRI AA R KT 2 0.001%E T ek, £% A CuKatd
ST 6 X S0 ASTH(XRPD)B ¥, HEAE4AT4 A 204 4 6.5°.
7.1°. 7.4°, 19.2°. 19.6. 25.8°. 26.5°4t LA 4 4Eik,

BREETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
F K ) 2-(FARA) T K ]-4,6- = £.-5,6- = A, -4H-"E % F[3,4-c] ot 2 - 1-
H T B A T AH RAKT 4 00001%E FhegK, £ X HEH
AFT4H(XRPD)E # %, L AFTH A 20494 6.5°0 7.1°. 7.4°, 19.2°,
19.6. 25.8°. 26.5°4 LA #jEi%,

BRETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FRF)-2-(F RA) T 4 ]-4,6-= 8-5,6- = S,-4H-"E % FH[3,4-c] 7% - 1-
K CB Ity A 1 A8 A KTF4 0.0001%F FrhégK, £ %8 CuKa
B AT X HE&HRTHXRPD)B#F, EAETHA 2044

43



10

15

20

25

30

WO 2019/210869 PCT/CN2019/085360

6.5°. 7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4k EA 4 4Eik,

BERETHRFET, AT EY(S)-N-[5-[1-3- LRI -4-F £,
FRH)-2-(F RA) T4 ]-4,6-= £-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
EITBEA A T A48 AR T4 20%E K, & X HEH R
ST(XRPD)E 4, L ALTEA 20294 6.5°. 7.1°. 7.4°, 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°.
26.5°. 26.9°4 BLA 4 4EMk,

BEETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
HE N2 (FARAE) T A ]-4,6- = B-5,6- = S-4H-"E % FF[3,4-c] &~ 1-
EVTBEE G SR A28 TR T 20%E SbtgK, £ XA CuKaid
SHEM T 6 X 4 & RAT4H(XRPD)B i, R AHSTH A 20494 6.5°,
7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°,
19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4 BA #Fipik,

BERETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FRF)-2-(F RA) T 4 ]-4,6- = £.-5,6- = S,-4H-"E % FH[3,4-c] 7% 1-
EITBEA A T A4H AKTH 10%E K, &£ X HEH R
ST(XRPD)E 4, L ALTEA 20254 6.5°. 7.1°. 7.4°, 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°.
26.5°. 26.9°4 BLA 4 EiE,

BREETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
R N2 (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b &~ 1-
RIS A I A2H RKTF4 10%EFhegK, £ 28 CukKald
SHEM T 6 X 4 & RAT4H(XRPD) B i, R AEHTH A 20494 6.5°,
7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°,
19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4 BA #Fipik,

ERETRFTET, RAFAGEH(S)-N-[5-[1-(3-TEI-4-F &,
R N2 (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b &~ 1-
R SR N AH IR TY 5%EZegK, £ X HFEH R
ST(XRPD)E 4, L ALTEA 20254 6.5°. 7.1°. 7.4°, 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°.
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26.5°. 26.9°4k ELA 4 4EiE,

B TRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
BN 2-(FARAE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b v&-- 1-
AITB G ah B T 28 AR T4 5%EEeagK, £RA CuKofad
T 89 X S 40 RATH(XRPD) B %, L AEHT4H A 20494 6.5°.
7.1°. 7.4°, 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°.
19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4L ELA 45 fEi

B THRFTEY, AT GEH(S)-N-[5-[1-(3- L& H-4-F &,
FRF)-2-(F RA) T 4 ]-4,6-= B-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
R SR NI AH AR TH 3%EZegK, £ X HEH R
ST(XRPD)E 4, L ALTEA 20254 6.5°. 7.1°. 7.4°, 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°.
26.5°. 26.9°4L B 4 4Eik,

B THRFTEY, AT H(S)-N-[5-[1-(3- L& -4-F &,
R N2 (FARAE) T A ]-4,6- = B-5,6- = S-4H-"E % FF[3,4-c] b v&--1-
AITB I dh B T 28 AR T4 3%EEhagK, ZRA CuKofad
ST 8 X A RATH(XRPD) A, EAEFTHA 20494 6.5°,
7.1°. 7.4°, 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°.
19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4 ELA 4FfEik

B TRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
R N2 (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b &~ 1-
1B SR NI AH IR T 1%EZ oK, £ X HFE0 R
ST(XRPD)E 4, L ALTEA 20254 6.5°. 7.1°. 7.4°, 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°.
26.5°. 26.9°4b B 4 4EiE,

R B THRFTET, KROTF A W(S)-N-[5-[1-(3-LEI-4-F &,
R N2 (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b &~ 1-
HITB I A T 28 AKX T4 1%E2eagK, £RA CuKofadt
2T 89 X 5 & RATH(XRPD) B %, L AE4TH A 20494 6.5°.
7.1°. 7.4°, 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°.
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19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4L ELA 45 fEik

B TRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
FRH)-2-(F RA) T4 ]-4,6-= £-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
ETBR6 &R I A AR T4 0.5%F FhegK, £ X SE&0 K47
ST(XRPD)E 4, L ALTEA 20294 6.5°. 7.1°. 7.4°, 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°, 18.7°. 19.2°, 19.6°. 20.9°. 23.7°. 25.7°,
26.5°. 26.9°4t B 4 4Eik,

B THRFTEY, AT GEH(S)-N-[5-[1-(3- L& H-4-F &,
HE N2 (FARAE) T A ]-4,6- = B-5,6- = S-4H-"E % FF[3,4-c] &~ 1-
ETB I A I A4A RK T 0.5%F ey, EXRA CuKaid
SHEM T 6 X 4 & RAT4H(XRPD)B i, R AHSTH A 20494 6.5°,
7.1°. 7.4°, 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°.
19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4L ELA 4% fEi

B THRFTEY, AT H(S)-N-[5-[1-(3- L& -4-F &,
FRF)-2-(F RA) T 4 ]-4,6- = £.-5,6- = S,-4H-"E % FH[3,4-c] 7% 1-
AITB I A T 28 AR T4 0.2%E 2 agK, £ X S8 K47
ST(XRPD)E 4, L ALTEA 20254 6.5°. 7.1°. 7.4°, 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°, 18.7°. 19.2°, 19.6°. 20.9°. 23.7°. 25.7°,
26.5°. 26.9°4b BLA 4 4EiE,

B TRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
EITB IS I AA AR T 02% T eyK, EXRA CuKaid
SHEM T 6 X 4 & RAT4H(XRPD) B i, R AEHTH A 20494 6.5°,
7.1°. 7.4°, 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°.
19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4L ELA 4% fEi

R B THRFTET, KROTF A W(S)-N-[5-[1-(3-LEI-4-F &,
R N2 (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b &~ 1-
KB G T A4H AR T 01%Z ZegK, £ X 5 &0 K47
ST(XRPD)E 4, L ALTEA 20254 6.5°. 7.1°. 7.4°, 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°, 18.7°. 19.2°, 19.6°. 20.9°. 23.7°. 25.7°,
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26.5°. 26.9°4k ELA 4 4EiE,

B TRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
BN 2-(FARAE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b v&-- 1-
ETBIEA G T AARKTY 0.1% T eK, EXRA CuKaid
SHEHET 0 X ST R AT (XRPD)B 8, HAEFT4 A 20494 6.5°,
7.1°. 7.4°, 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°.
19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4L ELA 45 fEi

B THRFTEY, AT GEH(S)-N-[5-[1-(3- L& H-4-F &,
FRF)-2-(F RA) T 4 ]-4,6-= B-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
E1TBA SR NI AARKTH 001%E TR, £ XHEHK
4T 4H(XRPDYE 9, L AFTHHA 20454 6.5°, 7.1°. 7.4°. 10.3°, 13.0°.
15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°.
26.5°. 26.9°4L B 4 4Eik,

B THRFTEY, AT H(S)-N-[5-[1-(3- L& -4-F &,
R N2 (FARAE) T A ]-4,6- = B-5,6- = S-4H-"E % FF[3,4-c] b v&--1-
KT BRI AA K T4 001%EFegK, £FRA CuKatd
ST 8 X S & RATHH(XRPD)B 3, B AESTH A 20494 6.5°,
7.1°. 7.4°, 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°.
19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4 ELA 4FfEik

B TRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
R N2 (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b &~ 1-
E B &R A48 RKT 2 0.001%E S egK, £ X 450K
4T 5H(XRPD)A ¥ , £ AEFT4E A 2049 4 6.5°. 7.1°. 7.4°, 10.3°. 13.0°.
15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°.
26.5°. 26.9°4b B 4 4EiE,

R B THRFTET, KROTF A W(S)-N-[5-[1-(3-LEI-4-F &,
R N2 (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b &~ 1-
RITBaE B A NI A4A K T4 0.001%T FHegK, £ K CuKosd
SHEHET 8 X ST &% R T4 (XRPD)B 8 , HEAEATH A 20494 6.5°,
7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°.
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19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4L ELA 45 fEik

B TRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
BN 2-(FARAE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b v&-- 1-
HCBR A A T AH AKT 4 00001%E FbegK, £ X HEH
FATH(XRPDYB %+, HEAFTH A 20494 6.5°. 7.1°. 7.4°. 10.3°,
13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°.
25.7°. 26.5°. 26.9°4L A 4 AEiE,

B THRFTEY, AT GEH(S)-N-[5-[1-(3- L& H-4-F &,
FRF)-2-(F RA) T 4 ]-4,6-= B-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
R TBA e e B 1 28 K T4 0.0001%F e egK, £KA CuKa
B4R T 0 X ST A RAT4 (XRPD) B v, R AHTH A 2049 %
6.5°. 7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°.
19.2°, 19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4t ELA 4 4rik,

B THRFTEY, TEKGLEY(S)-N-[5-[1-(3-TLEH-4-F &,
R N2 (FARAE) T A ]-4,6- = B-5,6- = S-4H-"E % FF[3,4-c] b v&--1-
KT BA ey A 1T, £ X M & AT (XRPD)E & ¥, L AELTAH A
20454 6.5°, 7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4L ELA 4 4t

BHETHRFTEY, TEKGLEY(S)-N-[5-[1-(3-L & -4-F &,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
EIT B SBAE T, £XRA CuKadd &4 F o) X & X474
(XRPD)A &, HAELTH A 20494 6.5°. 7.1°. 7.4°. 19.2°. 19.6.
25.8°. 26.5°4b BLA 4 4EiE,

BRETRFTEF, REKGIEW(S)-N-[5-[1-(3- T FIh-4-F &,
B2 (FARA) T A ]-4,6- = £-5,6- = S-4H-"E % FF[3,4-c] b - 1-
RlTBA ey A 1T, £ X S & AT (XRPD)E #& ¥, L AELT4H A
20494 6.5°. 7.1°. 7.4°. 10.3°, 13.0°. 15.0°. 16.1°. 16.5°. 17.4°.
18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4L ELA 45 fEi

B THRFTEY, TEKGLEY(S)-N-[5-[1-(3-T & -4-F &,
FRFE)2-(F AR T ]-4,6- = 8.-5,6- = & -4H-"E % 51 [3,4-c] vk~ 1-
AT By dh B I, £ RA CuKafd i &4 F 89 X S &b RAT4
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(XRPD)A &, T4 A 20494 6.5, 7.1°. 7.4°. 10.3°. 13.0°.
15.0°. 16.1°, 16.5°. 17.4°, 18.7°, 19.2°. 19.6°. 20.9°. 23.7°. 25.7°.
26.5°. 26.9°4t BLA 4 4Eik,

BEERETRFET, EEARESNETGA)RTHRSMET, VA
10°C/ 5~ 4F ¢4 Ao ik F, ARNTF 4L M1 (S)-N-[5-[1-3- T & A -4-F &
FR ) 2-(F AR T ]-4,6-— 2.-5,6- = A -4H-"E % 57 [3,4-c] b o&-1-
AT B 0 b AL 11T An ik ZAE ARk E R KT 5%, BALHT A & ILAEAT
B HE, B R KT 5% K E AR K REA

BEERETRFET, BEARESNETGA)RTHRSMET, VA
10°C/ 5%kt hak ., R ANTFF 894644 (S)-N-[5-[1-(3- L A -4-F &
FRH)-2-(F R T 4 ]-4,6- = £.-5,6- = S,-4H-"E % F[3,4-c] o7& - 1-
KT Bt A TIT An i 15 8k K & R K T 49 3%, BALHT 5 &b 1T
FTOR /A%, BLBA KT 3%89 K T A B K REH] .

BEERETRFET, EEARESNETGA)RTHRSMET, VA
10°C/ 5%k o ik &, R ANTF 894044 (S)-N-[5-[1-(3- L A -4-F &
FORE)-2-(FRA) T A ]-4,6- = 8.-5,6- = &,-4H-"E % F[3,4-c] % - 1-
I TBEI ) ah B T An i 21580k & 1 KT 2%, HALAT 7+ & 8 IAEAT
B HE, B R K T 2%89 K E A B K REA

BEERTERFET, EEARESNETGA)RTHRSMET, VA
10°C/ 5%kt i ik ., RANTF 894644 (S)-N-[5-[1-(3- L A -4-F &
FOR ) 2-(FRA) T A ]-4,6- = 8.-5,6- = S,-4H-"E % F[3,4-c] % -1-
KT Bt S A T An i 215 8k K AR KT 0.9%, BALHT 5 &b I
TR /R %, LA R KT 0.9%8 % F A &I K RIEF].

F—F @, AT B K 8 RN TT A4 H(S)-N-[5-[1-(3-
LR -4-F B K ) 2-(F A ) T A ]-4,6- = A.-5,6- = &-4H-"Ew 5
[3,4-c|otbe4-1- 28 | BRI 44 ah A 111, 2R CuKoafd 4 451 T 69 X S &
W RATH (XRPD) B ¥, HAELTA A 20494 6.5°. 7.1°. 7.4°, 19.2°,
19.6. 25.8°. 26.5°4k BLA 4 4Ei,

B —F @, AT R B S0 AT 491 (S)-N-[5-[1-(3-
LR 4T B K ) 2-(F A ) T A ]-4,6- = A.-5,6- = A-4H-"E - 5
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[3,4-c]beb-1- ) LBl dg ab & 11, £ X 5 &0 K474 (XRPD)A &+,
L AEFTH A 2044 6.5°. 7.1°. 7.4°, 10.3°. 13.0°. 15.0°. 16.1°. 16.5°.
17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4L A
AR

EEBTHRFEY, AKEHGRNFGILEY(S)-N-[5-[1-3-T
B A4 F EAEEKE)2(FARL)T A ]-4,6- = 8.-5,6- = &, -4H-"E % F
[3,4-c]rbnd-1- 3| LB A db 2 TO1, 2R CuKoadd 4 44 T 69 X H 4
B ARATH(XRPD) B #F, HAEFTA A 20494 6.5°, 7.1°, 7.4°, 10.3°.
13.0°. 15.0°. 16.1°. 16.5°. 17.4°, 18.7°. 19.2°. 19.6°. 20.9°. 23.7°.
25.7°. 26.5°. 26.9°4k BLA 44T,

EEBTHRFEY, BK LG RN GILED(S)-N-[5-[1-3-T
BB -4-F 8 R A2 (FARE) T KR ]-4,6- = £.-5,6- = &.-4H-"E % 5f
[3,4-c]otrb-1- R T Be A dg an B TIT 042 0 29 95% E ik, thk 20
2 98%F b, FMBHE VY 99%E Tt Il Fo T4 5%E &
o, Mk DT 2% EF. EHAEDTYH 1% T T e A 5 RKAHF
84S (S)-N-[5-[1-(3- LRI -4-F I FKIL)-2-(FAREK) T AR ]-4,6- =
£.-5,6- = S -4H-Ewp F[3 4-c]otbrb-1- 2 ) T BE A R ) 4940 3 45 M) 64 A
e,

BRETHRFTEY, EALELY RN IED(S)-N-[5-[1-3-T
A4 B R ) 2-(FARE) T 2 ]-4,6-= 8.-5,6- = & -4H-"E F
[3,4-c]otbeb-1- R | LBt A dg dh A TII L4 2V 49 95% T Zbb . Rk 20
2 98%F b, EMHKE VY 99% Tt Il Fo T4 5%E &
o, kT4 2%EEh. EHEDTYH 1%EZ AN LY
(S)-N-[5-[1-(3- T & -4-F A K H)-2-(F AL L K ]-4,6-—R.-5.6-—
S -AH-"E % 1 [3,4-c]t - 1- R | L BRI 4 AT o p G A . 3X Fvk & A
T 8 A0a41(S)-N-[5-[1-(3- T BI-4-F RIFRIL)-2-(F L) T A ]-4,6-
T R-5,6-= S -4H-"E - [3.4-c]t s 1- R S B RE A s A TIL A A T
%) 5%F F o) A S e s T 4 5% E B a1 B X (AR
VE“HB H) 3 17),

B—o &, AT AREER LR EKGILED(S)-N-[5-[1-(3-
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LRI -4-F BRI 2-(FARA) T ]-4,6- = 8-5,6- — A -4H-"E% 5
[3,4-c]otbob-1- 2 | LB ¢ Sh A 100, A2 X S &8 K474 (XRPD) B % F
HEAITH A 2044 6.5°. 7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4 £
H H e,

BEETEFTEY, RAEHNBIRA KA H(S)-N-[5-[1-(3-T
B A4 F EAEEKE)2(FARL)T A ]-4,6- = 8.-5,6- = &, -4H-"E % F
[3,4-c]otbeb-1- 3R | LB 64 G B2 TI, 2R A CuKofd 44 T #9 X 4
W ARATH(XRPD) A £, HAELTH A 20454 6.5°, 7.1°. 7.4°, 19.2°,
19.6. 25.8°. 26.5°4k LA 4 4Ei,

B—Fd, AT AREEN LR EKGILED(S)-N-[5-[1-(3-
LEH-A-F B R ) 2-(F ) T A ]-4,6- = R.-5,6- = & .-4H-"E% 5
[3,4-c]obe-1- A | T B AR 64 S A 11, & X 4+ &8 K474 (XRPD) B % %,
HEAESTH A 20494 6.5°. 7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°.
17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4t EH
AN

BFEETEFTEY, RAEINBTRAKGIAM(S)-N-[5-[1-(3-T
A4 F B R ) 2-(F AL ) T 3 ]-4,6- = 8.-5,6- = S.-4H-E o F
[3,4-c]otbed-1- 2R LB 6% b A TO1, 72 K8 CuKodd &4 T 69 X H &
W RATAH(XRPDYA i, HAELTH A 2044 6.5°, 7.1°, 7.4°, 10.3°,
13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°.
25.7°. 26.5°. 26.9°4L A HFAEME,

X—F &, KRAFFRGHEEY, e E4(S)-N-[5-[1-(3-
R4 T BRI 2-(F ) T A ]-4,6- = -5,6- = S -4H-sE % 5f
[3,4-c]otbeb-1- 2 | L BRAE 64 S B T A B B 4 T4 % 8 BAR . sk 7 5%
IR 7], H P AT &R I A8 X H o RAT4H(XRPD) B i, H 5T
SA 20494 6.5°0 7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4 B A #FAE
i

X—F &, KRAFFRGHEEY, L e E4(S)-N-[5-[1-(3-
LEH-A-F B R E)-2-(F A T A ]-4,6- = 8.-5,6- = & -4H-"E% 5
[3,4-c]otbeb-1- 2 | L BRAE 64 S B T A BB 4 T4 % 6 BAR . sk 7 &%
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IR A, FEP PR SR A X H &0 RITH(XRPD)B %+, HAH
ST/ 20494 6.5°, 7.1°. 7.4°. 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°.
18.7°. 19.2°, 19.6°. 20.9°. 23.7°. 25.7°. 26.5°. 26.9°4: ELA 4 feik,

FEEEREFTET, KAOTFHEWEEHRBEH BN BH.
MR, B, 0. ETFTREOMEAG R A BRA . FEA . REFH.
FRL BB IRER . AF A AR,

—F &, KA HBEAE D (S)-N-[5-[1-3- T A -4-F &I K
F)-2-(FARE) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BEiEag an B 1V, X S &M ALTH(XRPD)B # ¥, L AELTH A 204
4 8.5°, 14.2°. 15.5°, 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 24.5°, 25.7°
A B A A

BB TRFTER, EM(S)-N-[5-[1-3- TR F-4-F 8L K
F)-2-(FARA) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
Bhic ey an B IV, AR CuKofaat &4 T o9 X 4F &4 A 4741 (XRPD)
Wk, HAFTAA 20494 8.5°. 14.2°, 15.5°. 16.8°. 17.9°. 18.3°.
18.7°. 19.1°. 24.5°. 25.7°4k BLA ¥ feik

H—F &, Ao B (S)-N-[5-[1-3-T A -4-F 8K
F)-2-(F ARA) T ]-4,6-= R.-5,6- = A-4H-"E 7% 5 [3,4-c]H%-1- K] T
BEAERg b A IV, £ X LM ALTH(XRPD)E # %, LAELTSH A 204
8.5+0.2°. 14.2+0.2°. 15.5+0.2°. 16.8£0.2°. 17.940.2°. 18.3+0.2°.
18.740.2°. 19.14£0.2°. 24.5+0.2°. 25.7+0.2°4 B A 4F40%,

B TRFTER, EW(S)-N-[5-[1-3- TR F-4-F 8 ALK
H)-2-(F AR ) T A -4,6- = £-5,6- = S -4H-"E % H [3,4-c]H - 1- £ | T
Bl ey dh A IV, ZRA CuKoafd A &4 T 69 X 3 &40 R 4745 (XRPD)
Bk, HAATAA 204 8.5£0.2°. 14.2+0.2°. 15.5+0.2°. 16.8+0.2°.
17.940.2°. 18.3+0.2°. 18.7+0.2°. 19.1+0.2°. 24.5+£0.2°. 25.7+0.2°4L
B 4 AR

—F @, KA HEAEHY(S)-N-[5-[1-3-TARKL-4-F ALK
FO)-2-(F AR ) T )-4,6- = £.-5,6- = A-4H-"E 5 [3 4-c ] 5-1- 15 T
PRl s B IV, £ X H & RATA(XRPD)E #d, L EATH A 2049
4 6.8°. 8.5°. 13.9°, 14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°.
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19.7°. 21.8°. 22.5°, 23.5°, 24.5°, 25.7°. 26.3°. 26.8°. 27.1°. 27.8°.
28.5°4L B AR,

BB TRFTER, AW (S)-N-[5-[1-3- TR F-4-F 8 4L K
F)-2-(FARA) T A ]-4,6- = £.-5,6- = G-4H-"E % F[3,4-c]H - 1- £ ] T
Bt ey dh A IV, ZRA CuKofd 4t &4 T 69 X 3 &40 R AT 45 (XRPD)
Wik, LA A 2044 6.8°. 8.5°, 13.9°, 14.2°, 15.5°. 16.8°.
17.9°. 18.3°. 18.7°. 19.1°. 19.7°. 21.8°. 22.5°. 23.5°, 24.5°, 25.7°.
26.3°. 26.8°. 27.1°. 27.8°. 28.5°4L B ik,

B —FH &, RKoIFBEALES W (S)-N-[5-[1-3-T A -4-F AKX
F)-2-(FARA) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BRAt) A IV, £ X HE&H RATHXRPDYE #F, LELTHA 205
6.8+0.2°. 8.5+0.2°. 13.9+0.2°. 14.240.2°. 15.5+0.2°. 16.8+0.2°.
17.9+0.2°, 18.3+0.2°. 18.7+0.2°. 19.1+0.2°. 19.7+0.2°. 21.8+0.2°.
22.5+0.2°, 23.5+0.2°. 24.5+0.2°. 25.7+0.2°. 26.3+0.2°. 26.8+0.2°.
27.140.2°, 27.8+0.2°. 28.5+0.2°4k A 4 e,

FEEEZEFEF, LS (S)-N-[5-[1-3-T &I -4-F &K
F)-2-(FARA) T A ]-4,6- = £.-5,6- = G-4H-"E % F[3,4-c]H - 1- £ ] T
BEAE A ah B IV, £ R A CuKoafd it &4 T 69 X 4 &8 RAT4(XRPD)
Bk, HAEGTH A 204 6.8£0.2°, 8.5+0.2°, 13.940.2°. 14.2+0.2°.
15.5+0.2°. 16.8+0.2°. 17.9+0.2°. 18.3+0.2°. 18.7+0.2°. 19.1+0.2°.
19.7+0.2°, 21.8+0.2°. 22.5+0.2°. 23.5+0.2°. 24.5+0.2°. 25.7+0.2°.
26.3+0.2°, 26.8+0.2°, 27.1+0.2°. 27.8+0.2°. 28.5+0.2°4L B A 4 4Ei%,

FHO-2-(F L) T ]-4,6- = 8-5,6- = S-4H-"E % 57 [3,4-c] 5 1- 11
BRAR e AL IV, £ X &0 RATA(XRPD)E # ¥, HATH A 20, &
& 18 JE d. ATATMEARRT IR 29 4

Fr—F @, AnTtEBAASH(S)N-[5-[1-3- T AHA4-F AER
&
El

20 (°) @ 36 d (A) BE (%)
6.8 13.0 25.7
8.5 10.4 60.5
13.9 6.4 31.6
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14.2 6.2 93.4
15.5 5.7 62.6
16.8 53 86.5
17.9 5.0 76.5
18.3 4.8 77.1
18.7 4.7 62.9
19.1 4.7 51.5
19.7 4.5 15.8
21.8 4.1 24.6
22.5 4.0 44.3
23.5 3.8 30.4
24.5 3.6 91.4
25.7 3.5 100.0
26.3 3.4 26.2
26.8 3.3 19.1
27.1 3.3 28.2
27.8 3.2 26.3
28.5 3.1 19.9

BEEETRFTET, EW(S)N-[5-[1-(3- TR & -4-F LK
H)-2-(FARIE) T A 1-4,6- = 8.-5,6- = S,-4H-"E % H [3,4-c]H - 1- £ | T
Bz b B IV, 2R CuKodd 4 &1 T 49 X 4t &8 K47 4H(XRPD)

s B, HATH A 20, ShEESE d. ATAEARRT IR L

20 (°) @ A IE d (A) B (%)
6.8 13.0 25.7
8.5 10.4 60.5
13.9 6.4 31.6
14.2 6.2 93.4
15.5 5.7 62.6
16.8 53 86.5
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17.9 5.0 76.5
18.3 4.8 77.1
18.7 4.7 62.9
19.1 4.7 51.5
19.7 4.5 15.8
21.8 4.1 24.6
22.5 4.0 44.3
23.5 3.8 30.4
24.5 3.6 91.4
25.7 3.5 100.0
26.3 34 26.2
26.8 3.3 19.1
27.1 3.3 28.2
27.8 3.2 26.3
28.5 3.1 19.9

B — &, RoHFBEAES W (S)-N-[5-[1-3-T A -4-F AKX
FO)-2-(FARA) T A ]-4,6- = F-5,6- = A -4H-"E % F[3,4-c]Ht%-1- 3| T
Brizagan A IV, HEAERKEWwE 5 HF 760 X 4 &4 K474H(XRPD)
A,

BAEETRFTET, EW(S)N-[5-[1-3- TR & -4-F ALK
F)-2-(F ARA) T A ]-4,6-= R.-5,6- = A-4H-"E7% 51 [3,4-c]H%-1- K] T
Briz ey an s IV, HEA AR L4l 5 PFwe) R A CuKad 4t 41 T 44
X & & AATH(XRPD) H 3.

B THRFTEY, AT H(S)-N-[5-[1-(3-T & -4-F &,
FRH)-2-(F ARIL) T ]-4,6- = R-5,6- = A -4H-"E 7 F[3,4-c] 7 - 1-
KB A IV ERAEZIREY —ANEK B 5 F 769 X 44K
B FATH(XRPD) A #6945 4895 64 X 5 &0 R 474 (XRPD) B i,

B THRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
HRI)-2-(FARIA) T -4,6- = 8-5,6- = F.-4H-"E "% F[3,4-c] %~ 1-
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ATty B IV EAERE VAN EREWE 5 F 76 X ALK
B RATAT(XRPD) B 3 64 4 FEME 09 X A XA RAT4TH(XRPD) B 4
BREETHRFET, AT EY(S)-N-[5-[1-3- LRI -4-F £,
FRH)-2-(F RA) T4 ]-4,6-= £-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
ECBREG SR IVEFEZRNE Y ZAEAKEWLE S P76 X HE
B RAT4T(XRPD) B 3 64 45 FEME 0 X A XA RAT4H(XRPD) B 4
BEETHRFET, AT EY(S)-N-[5-[1-3- L RIE-4-F £,
FR ) 2-(F AR T ]-4,6-— £.-5,6- = A -4H-"£ % 51 [3,4-c] ot o&- 1 -
ETBIE A IV EAZNE VWA ERAEWR 5 P &H X HEK
B RAT4T(XRPD) B 5 64 4 FEME 09 X A XA RAT4H(XRPD) B 4.
B THRFTEY, AT H(S)-N-[5-[1-(3-T & -4-F &,
FR ) 2-(F AR T )-4,6-— 2.-5,6- = A -4H-"E % 51 [3,4-c] b 2&-1-
EITBEGGHAE IVEAZNE Y ANEKR LB 5 P RE) X HEK
B RAT4AT(XRPD) B 3 64 45 FEME 0 X A XA RAT4TH(XRPD) B 4
BERETHRFET, AT LAY (S)-N-[5-[1-3- L RIE-4-F £,
FRF)-2-(F RA) T 4 ]-4,6- = £.-5,6- = S,-4H-"E % FH[3,4-c] 7% 1-
ATty SR IVEFERNE Y SAAEKEWE 5 RA 76 X 44K
B RATAT(XRPD) B 5 64 45 FEME 09 X A XA RAT4TH(XRPD) B 4.
BEETHRFET, AT EY(S)-N-[5-[1-3- L RIE-4-F £,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
KT A IVEFEZNE Y LAEREWE S FH =6 X 54
B RATAT(XRPD) B 5 64 45 FEME 09 X A XA RAT4TH(XRPD) B 4.
B THRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
FRF)-2-(F RA) T 4 ]-4,6-= 8-5,6- = S,-4H-"E % FH[3,4-c] o7& - 1-
RIS IVEAEREVANER LB 5 d 769 X 44K
B RATHH(XRPD) B 3 09 4F AE4E 0 X A KoAr RAT4 (XRPD) A %,
BRETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FRF)-2-(F RA) T 4 ]-4,6-= 8-5,6- = S,-4H-"E % FH[3,4-c] 7% - 1-
R TBEEGBA IV EFZRNEVANEKR LB 5 b A 765 X 4
B RATAT(XRPD) B 5 64 45 FEME 09 X AT XA RAT4H(XRPD) B 4
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BEETHRFET, AT EY(S)-N-[5-[1-3- LRI -4-F £,
FR I 2-(F R T ]-4,6-— 2.-5,6- = A -4H-"£ % 57 [3,4-c] b 2&-1-
ATty B IV AR EREVHAAEREWE 5 F 76 X ALK
> RATH(XRPD) B 3 Y 45 4045 0 X A 20 R AT 4F(XRPD) B 3.

B TRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
FR ) 2-(F AR T ]-4,6-— 2.-5,6- = A -4H-"E % 57 [3,4-c] b o&-1-
KT ah R IV ERFEZIE S+ —ANEAKEWE 5 F 76 X 4
KA RATATH(XRPD) B 5 04 4 FEME 04 X AT &4 RAT4TH(XRPD) B 4.

BEETHRFET, AT EY(S)-N-[5-[1-3- L RIE-4-F £,
FORE)-2-(F A ) T A ]-4,6- = 8.-5,6- = S,-4H-"E % F[3,4-c] % - 1-
KBS RE IVEFEZREY T AN EREWE S 76 X 5
KA RATAH(XRPD) B 5 04 4 FEME 04 X A &4 RAT4H(XRPD) B 4.

B THRFTEY, AT GEH(S)-N-[5-[1-(3-TL & -4-F &,
FORE)-2-(FRA) T A ]-4,6- = 8-5,6- = S,-4H-"E % F[3,4-c] % - 1-
KT dh B IVEREZRE S HEANAAKRKEWE 5 F 76 X4
KA RATAH(XRPD) B 5 04 4 FEME 04 X A &4 RAT4H(XRPD) B 4.

B THRFTEY, AT H(S)-N-[5-[1-(3-T & -4-F &,
FORE)-2-(FRA) T A ]-4,6- = 8.-5,6- = S,-4H-"E % F[3,4-c] % -1-
AlTmhey B IV EAFEZRES +WARKEWE 5 FAF76 X H
LKA RATATH(XRPD) B 8 64 4 FEME 0 X A XA RAT4H(XRPD) B 4.

BREETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FOR ) 2-(FRA) T A ]-4,6- = 8.-5,6- = S,-4H-"E % F[3,4-c] % -1-
HITBIEAGEIVEFZREYVTEANEAREWE S A6 X H
LKA AATATH(XRPD) B 8 04 4 FEME 0 X A &4 RAT4TH(XRPD) B 4.

BRETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FRFEON-2-(FARIL) T E]-4,6- = B-5,6- = S -4H-"E % F [ 3,4-c |- 1-
Alemheya B IVEAFEZRES HXAMERKEWE 5 FAF76 X H
LKA AATATH(XRPD) B 8 04 4 FEME 0 X A &4 RAT4TH(XRPD) B 4.

B THRFTEY, AT H(S)-N-[5-[1-(3-T & -4-F &,
B ) 2-(F A ) T A ]-4,6- = 8-5,6- = S-4H-"E % F[3,4-c] - 1-
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KT ah B IV ERFZIE S+ EANMAKRKEWE 5 F A6 X 4
LKA RATATH(XRPD) B 8 64 4 FEME 04 X A & RAT4TH(XRPD) B 4.
BREETHRFET, AT EY(S)-N-[5-[1-3- LRI -4-F £,
FRH)-2-(F RA) T4 ]-4,6-= £-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
FleBEy B IV EAZRE YV HAAMER LB 5 ¥ 76 X H
KA RATATH(XRPD) B 5 04 4 FEME 04 X AT &4 RAT4TH(XRPD) B 4.
BEETHRFET, AT EY(S)-N-[5-[1-3- L RIE-4-F £,
FR ) 2-(F AR T ]-4,6-— £.-5,6- = A -4H-"£ % 51 [3,4-c] ot o&- 1 -
RICBIEH A IV EAEZRE Y +AANARK LB 5 F 776 X 4t
KA RATATH(XRPD) B 5 04 4 FEME 04 X A & RAT4TH(XRPD) B 4.
B THRFTEY, AT H(S)-N-[5-[1-(3-T & -4-F &,
FR ) 2-(F AR T )-4,6-— 2.-5,6- = A -4H-"E % 51 [3,4-c] b 2&-1-
AlTmhey B IV EAFEZRES Z+AMEKEWE 5 FAF78 X H
KA RATAH(XRPD) B 5 04 4 FEME 04 X A &4 RAT4H(XRPD) B 4.
BERETHRFET, AT LAY (S)-N-[5-[1-3- L RIE-4-F £,
FRF)-2-(F RA) T 4 ]-4,6- = £.-5,6- = S,-4H-"E % FH[3,4-c] 7% 1-
KlewEty B IVEAEZRE Y —+—AEKEWA S FH78 X
H & A RATH (XRPD) B #6945 425 64 X S & RAT 4T (XRPD) B %,
& TS EY, R 27 238F R EDSC)BATRSHTE,
AT A A 1 (S)-N-[5-[1-3- TR A -4-F A A K A)2-(FRA) T
H1-4,6- = 8.-5,6- = S -AH-"E%H[3,4-c]tbwb-1- L | LB 0 S A TV A&
%5 180.8°C 4L £ A & # o,
BERETRFEY, AR ETEHEHEDSC)HATRSH T,
vh 10°C/ oAb b ik B, RANTF 4464 (S)-N-[5-[1-(3- L B A -4-F
K2 (FARE) T B ]-4,6- = R.-5,6- = &,-4H-"E % 3 [3,4-c] ik o
1-ER LB S IV 228 180.8°C 4 BA VR E
RS EY, R 2728 F R EDSC)BATHSHTR,
AT A A 1 (S)-N-[5-[1-3- TR A -4-F A A KA )2-(FHRA) T
K ]-4,6- = 8.-5,6-= S -4H-"E% F[3,4-c]tbeb-1- A | LB A s B TV 2
180.8+6°C 4t £ 2R # 4,
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BRERBTHRFTETY, EEMA ETAREREDSC)BATR AT,
AT 8940 E 1 (S)-N-[5-[1-(3- LRI -4-F B A K I)-2-(FARK) T
H1-4,6- = 8-5,6-= S -AH-"E% 51 [3,4-c]beb-1- A | B AR 49 R IV A2
180.8+4°C 4t £ o& #

BEETRFEY, LR ETEHEREDSC)BATRSH T,
AT A A M1 (S)-N-[5-[1-3- TR A -4-F A A KA )2-(FRA)T
H]-4,6- = 8-5,6-= G- 4H-"E% 51 [3,4-c]Hrd-1- A | T BB 0 S A TV A&
180.8+2°C 4t £ o& #

BRERETHRFTETY, EEMA ETARHEREDSC)BATROMET,
VA 10°C/ 54T g o ik B, KT 494684 (S)-N-[5-[1-(3- L & -4-F
A K 2-(FRAL) T A ]-4,6-= &.-5,6-= & -4H-"£ % 5 [3,4-c] &
S1-A )T BB SR IV AR 180.8+6°C 4L B A A vk,

RS TS EY, R 27238 F R EDSC)BATRSHT,
VA 10°C/ 54Tty Ao ik &, KATF 694684 (S)-N-[5-[1-(3- L & A -4-F
KAL) 2-(FARE) T B ]-4,6- = R.-5,6- = &,-4H-"E % 3 [3,4-c] b %
S1-A T B SR TV AR 180.8+4°C 4k B A A vk,

BERETHRFEY, AR ETHEHEHFDOSC)ZATRSH N,
VA 10°C/ 54T o o ik B, KT 694684 (S)-N-[5-[1-(3- L & -4-F
R 2 (FARE) T B ]-4,6- = R.-5,6- = &, -4H-"E %~ 3£ [3,4-c] b %
-] LB SR TV A 180.842°C 4k AL A A Mg,

R TS EY, R 27 28F R EDSC)BATRSHTE,
AT A A 1 (S)-N-[5-[1-3- TR A -4-F A A K A)2-(FRA) T
3 ]-4,6- = 8-5,6-— A -4H-"Ew 51 [3,4-c]obeb-1- A | LB A 69 dh A TV H
HEK 4B 6 =ty DSC # 4.,

RS EY, R 2728 F R EDSC)BATHSHTR,
VA 10°C/ 44t 6 Am a2, R TF 690 a 4 (S)-N-[5-[1-(3- LA -4-F
K2 (FARE) T B ]-4,6- = R.-5,6- = &,-4H-"E % 3 [3,4-c] ik %%
1R B AR A IV A AR Lo B 6 P49 DSC 4k,

EEREayEY, SETCEHAMXGILE, KANFHLEY
(S)-N-[5-[1-(3- T &I -4-F B K IK)-2-(F R ) LK ]-4,6- = £&.-5,6-=
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S -AH-"E v T [3,4-c]tve-1- R | TB AR S A IV EA UL T2 —F A
Al ARFHE, R, BRE. BHEE, BERaH, BT
Mlde HmAL . ik Aa . RBAAT K. BRI, E A
b, CBRRR-TEA ., KERTERIN, KRAREENESE,
BX ARG RIS M VA B A 84 A T Fe i 3R AR e R 45 b e M AR R R

B—d, AT AR ERSER 9E#(S)-N-[5-[1-(3-T
A4 FEAEEKE)2(FARAL)T H]-4,6- = 8.-5,6- = &, -4H-"E % F
[3,4-c]rtted-1- | LB 6 b 2 TV, B X 4 2 K474 (XRPD) A % F
HEAEFTH A 20494 8.5°. 14.2°, 15.5°. 16.8°. 17.9°. 18.3°. 18.7°.
19.1°, 24.5°. 25.7°4k LA 4 4eik,

BEETRFTET, BAREREEF A (S)-N-[5-[1-3- T &
H -4 BHEKH)-2-(FARK) T A -4,6- = R-5,6-— S-4H-E % 5 [3,4-c]
ek 1- 2R BRI A ah B TV, FERA CuKofd4t &4 T o9 X &K
T4 (XRPD)A 3, L AEHTH A 20454 8.5°. 14.2°. 15.5°. 16.8°.
17.9°. 18.3°. 18.7°. 19.1°. 24.5°, 25.7°4 B A 4F4ei%,

B—ad, AT AR ERSER 69E#(S)-N-[5-[1-(3-T
F AR -4-F B K- 2-(F AR ) T AR ]-4,6- = 8.-5,6- = S -4H-"E %
[3,4-c]bb-1- R LBl A A IV, £ X S &8 RATH(XRPD)E #£ ¥,
HEAEITH A 20494 6.8°. 8.5°. 13.9°. 14.2°. 15.5°. 16.8°. 17.9°.
18.3°. 18.7°. 19.1°. 19.7°. 21.8°. 22.5°, 23.5°. 24.5°, 25.7°. 26.3°.
26.8°. 27.1°. 27.8°. 28.5°4L ELA 4¥ fpik,

BRETRFTET, EALREEF AW (S)-N-[5-[1-3-T &
H-A-F B A 2-(FARAL) T A ]-4,6-= 8.-5,6-= A -4H-"E%F[3,4-¢]
ek 1- R LB A b AL TV, R A CuKafa 4 1 T 69 X &K
14 (XRPD)E & , T4 A 20494 6.8°.8.5°. 13.9°. 14.2°, 15.5°,
16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°. 21.8°. 22.5°. 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4 EA 4F4EiE,

B THRFTEY, AT M (S)-N-[5-[1-(3- T & -4-F &,
FRFE)2-(F AR T ]-4,6- = £.-5,6- = & -4H-"E % 51 [3,4-c] b vk~ 1-
R A IV AERKTFY 20% T TR, £ XHEHK
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FTAH(XRPD)E - , L AELTH A 20494 8.5°. 14.2°. 15.5°. 16.8°,
17.9°. 18.3°. 18.7°. 19.1°. 24.5°. 25794 BLA 4 ek,

BREETHRFET, AT EY(S)-N-[5-[1-3- LRI -4-F £,
FRH)-2-(F RA) T ]-4,6-= £.-5,6- = SA,-4H-"E % FH[3,4-c] 7 - 1-
BB A IV AR TR T4 20%E F oy ia 7], £ KA CuKadd
ST 69 X S AST4H(XRPD)E 8, 4744 204 4 8.5°.
14.2°, 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°, 24.5°. 25.7°4 B A
H AR,

BEETHRFET, AT EY(S)-N-[5-[1-3- L RIE-4-F £,
FRF)-2-(F RA) T 4 ]-4,6-= B-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
K TBEIEE A IV AR KT 10%E e ehiadh, £ XHEHK
FTAH(XRPD)E £ , L AELTH A 2044 8.5°. 14.2°. 15.5°. 16.8°,
17.9°. 18.3°. 18.7°. 19.1°. 24.5°. 25.7°4 LA 4 jEik,

BERETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FRF)-2-(F RA) T 4 ]-4,6- = £.-5,6- = S,-4H-"E % FH[3,4-c] 7% 1-
K TBI R IV AA AR T 10%E ey ia7, £ %A CuKaid
SHEM T 6 X 4 & RAT4H(XRPD) B i, R AEHTH A 2049 4 8.5°,
14.2°, 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°, 24.5°. 25.7°4 B A
A

BREETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
FITBEH SR IVAA IR TY S%E B EN, £ XHEHK
AT (XRPD)A # , HAENTH A 20454 8.5°, 14.2°, 15.5°. 16.8°,
17.9°. 18.3°. 18.7°. 19.1°. 24.5°. 25.7°4 LA 4 jEik,

BRETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FR I 2-(F AR T ]-4,6-— £.-5,6- = A -4H-"E£ % 57 [3,4-c] b oE-1-
EICBI SR IVAA TR TY 5%E AR, £RA CuKaid
ST 69 X S A ST4H(XRPD)B 8, 47454 204 4 8.5°.
14.2°, 15.5°, 16.8°. 17.9°. 18.3°. 18.7°. 19.1°, 24.5°. 25.7°4 B A
AN
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BEETHRFET, AT EY(S)-N-[5-[1-3- LRI -4-F £,
FR I 2-(F R T ]-4,6-— 2.-5,6- = A -4H-"£ % 57 [3,4-c] b 2&-1-
FITBEGRE IVAA IR T 3% T EN, £ XHEHK
T4 (XRPD)E 3, HAELTAT A 20494 8.5°. 14.2°, 15.5°, 16.8°,
17.9°, 18.3°. 18.7°. 19.1°. 24.5°. 25.7°4 BLA 4k 4Eik

BEETHRFET, AT EY(S)-N-[5-[1-3- L RIE-4-F £,
FR ) 2-(F AR T ]-4,6-— 2.-5,6- = A -4H-"E % 57 [3,4-c] b o&-1-
KITBAEG QA IVAARKRTYH 3%EZeGEH, £RA CuKaid
ST 69 X S0 AST4H(XRPD)B 8, 4744 204 4 8.5°.
14.2°. 15.5°, 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 24.5°, 25.7°4 BA&
H AR,

BERETHRFET, AT LAY (S)-N-[5-[1-3- T RIE-4-F £,
FR ) 2-(F AR T )-4,6-— 2.-5,6- = A -4H-"E % 51 [3,4-c] b 2&-1-
KT8 RBAE IV AR RIRTH 2% T B EN, £ XHEHK
P4 (XRPD)E 3, HAELTAT A 2049 % 8.5°. 14.2°, 15.5°, 16.8°.
17.9°. 18.3°, 18.7°. 19.1°. 24.5°. 25.7°4L LA 4+ 4Eik,

B THRFTEY, AT H(S)-N-[5-[1-(3-T & -4-F &,
FR ) 2-(FARE) T ]-4,6-— £.-5,6- = A -4H-"£ % 51 [3,4-c] b 2&-1-
HKTBIEW A IV AH KT Y 2%E Eegad, £RA CuKaid
ST 6 X S0 AST4(XRPD)B 8, B AE4T4H A 204 4 8.5°.
14.2°. 15.5°, 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 24.5°, 25.7°4 B
A

B THRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
FRF)-2-(F RA) T 4 ]-4,6-= 8-5,6- = S,-4H-"E % FH[3,4-c] o7& - 1-
EITBI SR IVAA TR TY 05% T2 ey iadh], £ X HE&h kK
#T 4 (XRPD)E 3, HAFTH A 20494 8.5°. 14.2°. 15.5°. 16.8°.
17.9°. 18.3°, 18.7°. 19.1°. 24.5°. 25.7°4L LA 4+ 4Eik,

BRETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FRFE)2-(F AR T ]-4,6- = 8.-5,6- = & -4H-"E % 51 [3,4-c] vk~ 1-
R1TBIG ERIVARE RK T4 0.5%E FhegiaR], £ X CuKadd
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ST 09 X 5480 K474 (XRPD)B 5, HAST4 A 20494 8.5°,
14.2°, 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°, 24.5°. 25.7°4 B A
AR

BREETHRFET, AT EY(S)-N-[5-[1-3- LRI -4-F £,
FR ) 2-(F R T ]-4,6- = 8.-5,6- = & -4H-"E %> 51 [3,4-c] o v&- 1 -
EITBAEG DA IVAARKTY 02%E I EA, £ X HEHK
FTAH(XRPD)E #F , L AELTA A 20494 8.5°. 14.2°. 15.5°. 16.8°,
17.9°. 18.3°. 18.7°. 19.1°. 24.5°. 25.7°4 LA 4 ek,

BEETHRFET, AT EY(S)-N-[5-[1-3- L RIE-4-F £,
FRF)-2-(F RA) T 4 ]-4,6-= B-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
RO A VAR RK T2 02%F T egia R, £ % A CuKads
ST 09 X 5480 RAT4H(XRPD)B 3, H AHT4HA 20494 8.5°,
14.2°, 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°, 24.5°. 25.7°4 B A
AN

BERETHRFET, AT LAY (S)-N-[5-[1-3- L RIE-4-F £,
FRF)-2-(F RA) T 4 ]-4,6- = £.-5,6- = S,-4H-"E % FH[3,4-c] 7% 1-
AITB e A IV AH AR T 01%EFegiEh, £ X HEH K
FTAH(XRPD)E #F , L AELTH A 20494 8.5°. 14.2°. 15.5°. 16.8°,
17.9°, 18.3°, 18.7°. 19.1°. 24.5°. 25.7°4k BLA #4Ei,

BREETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
BTG SR IVARE AR T 0.1%E T EF], ££5% 8 CuKadd
SHEM T 6 X 4 & RAT4H(XRPD)B i, R AEHTH A 2049 4 8.5°,
14.2°, 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°, 24.5°. 25.7°4 B A
A

ERETRFTET, RAFAGEH(S)-N-[5-[1-(3-TEI-4-F &,
FRF)-2-(F RA) T 4 ]-4,6-= 8-5,6- = S,-4H-"E % FH[3,4-c] 7% - 1-
HITBAA A IVAAIRIKRTH 001% T2ty iah], £ X HED
AETAH(XRPD)AE # 9, LAENTH A 20454 8.5°. 14.2°. 15.5°, 16.8°,
17.9°. 18.3°. 18.7°. 19.1°. 24.5°. 25.7°4 B4 4 ik,
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B TRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
FR I 2-(F R T ]-4,6-— 2.-5,6- = A -4H-"£ % 57 [3,4-c] b 2&-1-
R TBAEG DA IVAARRTS 0.01%EE ey a4, £X%A CuKa
BAT AN T X A0 RTHXRPD)B#F, HAEMTHA 204 %
8.5°. 14.2°, 15.5°. 16.8°. 17.9°, 18.3°. 18.7°. 19.1°, 24.5°, 25.7°
A B A A

B THRFTEY, AT GEH(S)-N-[5-[1-(3-T & -4-F &,
FR ) 2-(F AR T ]-4,6-— £.-5,6- = A -4H-"£ % 51 [3,4-c] ot o&- 1 -
HITBI R IVAA TR T 0.001%E 2987, £ X HEH
RATHH(XRPD) B #+, HAELTAHA 2049 % 8.5°. 14.2°, 15.5°. 16.8°,
17.9°, 18.3°. 18.7°. 19.1°. 24.5°. 25.7°4 EA 4k fEik

B THRFTEY, AT GEH(S)-N-[5-[1-(3-TL & -4-F &,
FR ) 2-(F AR T )-4,6-— 2.-5,6- = A -4H-"E % 51 [3,4-c] b 2&-1-
A)TBAE SR VAR RKT 4 0.001%E ey ia 7], £ %8 CuKa
BT AN T X A0 RFHXRPD)B#F, LAETHA 2044
8.5°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 24.5°, 25.7°
A B A AR

B TRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
R N2 (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b &~ 1-
)T BIE A TV AH AR T4 0.0001%EF a9 EF, £ X 44
B AATAT(XRPD) A 3 , L EATHT A 2029 %4 8.5°. 14.2°, 15.5°. 16.8°.
17.9°. 18.3°. 18.7°. 19.1°. 24.5°, 25.7°4 LA 4FfEik,

BEETRFTEF, AT LW (S)-N-[5-[1-(3- T FIh-4-F &,
B2 (FARA) T A ]-4,6- = £-5,6- = S-4H-"E % FF[3,4-c] b - 1-
RITBISMAE VAR AR T 00001%E FagER, £RA
CuKofa 4+ 451 T 69 X 4F &4 RATH(XRPD)E # % , HAELTH A 2049
4 8.5°, 14.2°. 15.5°, 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 24.5°, 25.7°
A B A A

BEETHFTEF, KATF LW (S)-N-[5-[1-(3- T EIh-4-F &,
BN (FARA) T A ]-4,6- = £.-5,6- = S-4H-"E % FF[3,4-c] v~ 1-
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FITBAEG SR IV AR RKTY 20%E Tt EH, £ XHEHK
P4 (XRPD)B % % , L AFTH A 20494 6.8°.8.5°. 13.9°, 14.2°, 15.5°,
16.8°. 17.9°, 18.3°, 18.7°. 19.1°. 19.7°. 21.8°. 22.5°. 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4L LA 4F4Eik,

B TRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
FR ) 2-(F AR T ]-4,6-— 8.-5,6- = A -4H-"£ % 57 [3,4-c] b 2&-1-
R TBAE SR VAR KT 20%E T egas, £5 8 CuKadd
ST 09 X 5480 RAT4H(XRPD)B 5, HAFT4 A 20494 6.8°.
8.5°. 13.9°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°.
21.8°. 22.5°. 23.5°, 24.5°. 25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°
A B A A

B THRFTEY, AT GEH(S)-N-[5-[1-(3-TL & -4-F &,
FR ) 2-(F AR T )-4,6-— 2.-5,6- = A -4H-"E % 51 [3,4-c] b 2&-1-
FITBI R IVAA TR TY 10%E 2 e aR, £ X HEh K
71 4H(XRPDYBA 3, L AFTHHA 2049 4 6.8°.8.5°, 13.9°, 14.2°, 15.5°,
16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°. 21.8°. 22.5°. 23.5°. 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4L LA 4+ ek,

B TRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
ETER6 &R IV AR RKT Y 10%E g ias, £ %A CuKadd
ST 6 X S0 ASTH(XRPD)B 8, 474 A 204 4 6.8°.
8.5°. 13.9°, 14.2°. 15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°.
21.8°. 22.5°, 23.5°, 24.5°, 25.7°, 26.3°, 26.8°. 27.1°. 27.8°, 28.5°
A B A A

B THRFTEY, AT M (S)-N-[5-[1-(3- T & -4-F &,
B ) 2-(FARA) T ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] - 1-
FITBEH SR IVAA IR TY S%E B eEn, £ XHEHK
7T 4H(XRPDYBE 3, L AFTHHA 2049 4 6.8°.8.5°, 13.9°, 14.2°, 15.5°,
16.8°. 17.9°, 18.3°. 18.7°. 19.1°. 19.7°. 21.8°. 22.5°, 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4L LA 4F4Eik,
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B TRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
FR I 2-(F R T ]-4,6-— 2.-5,6- = A -4H-"£ % 57 [3,4-c] b 2&-1-
E BB R IVAHE TR TY 5%EFGEA, £RA CuKaid
ST 69 X SHE 0 A AT4H(XRPD)B 8, 4144 204 4 6.8°.
8.5°. 13.9°. 14.2°, 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°.
21.8°. 22.5°, 23.5°, 24.5°, 25.7°. 26.3°. 26.8°, 27.1°. 27.8°, 28.5°
A B A A

B THRFTEY, AT GEH(S)-N-[5-[1-(3- L& H-4-F &,
FRF)-2-(F RA) T 4 ]-4,6-= B-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
FITBEH R E IVAA IR T 3% T EN, £ XHEHK
4T 5H(XRPD)E ¥ , £ 474 2049 4 6.8°.8.5°. 13.9°. 14.2°, 15.5°,
16.8°. 17.9°. 18.3°. 18.7°. 19.1°, 19.7°. 21.8°. 22.5°. 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4L LA HAEik,

B THRFTEY, AT H(S)-N-[5-[1-(3- L& -4-F &,
R N2 (FARAE) T A ]-4,6- = B-5,6- = S-4H-"E % FF[3,4-c] b v&--1-
HITB I A IV AA AR T Y 3%E 2 egEs, £FA CuKass
M T 8 X S & RATH(XRPD)B 4, HEMTH A 20494 6.8°,
8.5°. 13.9°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°.
21.8°. 22.5°, 23.5°. 24.5°, 25.7°. 26.3°. 26.8°. 27.1°. 27.8°, 28.5°
A B A A,

B TRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
RITBIRG SR IVARERKTF Y 2%E Ftgins, £ XHED K
7T 4H(XRPDYBE 3, L AFTHHA 2049 4 6.8°.8.5°, 13.9°, 14.2°, 15.5°,
16.8°. 17.9°, 18.3°. 18.7°. 19.1°, 19.7°. 21.8°. 22.5°. 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4L EA #AEiE,

B THRFTEY, AT M (S)-N-[5-[1-(3- T & -4-F &,
R N2 (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b &~ 1-
KT B A IV 28 SR T4 2% EFhagia#), £RA CuKasd
ST 0 X S0 AST4H(XRPD)B ¥, 4744 204 4 6.8°.
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8.5°. 13.9°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°.
21.8°. 22.5°. 23.5°, 24.5°, 25.7°. 26.3°. 26.8°. 27.1°. 27.8°, 28.5°
A B A A

B TRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
HOR ) 2-(F AR ) T ]-4,6- = 8.-5,6- = S,-4H-"E % F [3,4-c] 24~ 1-
EITBAEG DA IVAARKTY 05%E I AEA, £ X HEHK
P14 (XRPD)B % % , £ A4TH A 20494 6.8°.8.5°. 13.9°, 14.2°, 15.5°,
16.8°. 17.9°, 18.3°. 18.7°. 19.1°. 19.7°. 21.8°. 22.5°, 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4 ELA 4F4Eik,

B TRFTEY, AT H(S)-N-[5-[1-(3- L& H-4-F &,
FRFE)2-(F R T ]-4,6- = 8.-5,6- = & -4H-"E % 51 [3,4-c] o v&- 1 -
R TBAE SR IVAAE AR T 0.5%E T o) EH], £ %A CuKadd
SEMT 0 X 5480 K474 (XRPD)B 3, HAST4HA 20494 6.8°.
8.5°. 13.9°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°.
21.8°. 22.5°. 23.5°, 24.5°, 25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°
A B A AR

B THRFTEY, AT H(S)-N-[5-[1-(3-T & -4-F &,
RN (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b - 1-
EITBI SR IVAA TR TY 02% T2 ey iadh, £ X HE&h kK
7T 4H(XRPDYBA 3, L AFT4HA 204 4 6.8°.8.5°, 13.9°, 14.2°, 15.5°,
16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°. 21.8°. 22.5°, 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4 LA 4F4Eik,

B THRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
B2 (FARA) T A ]-4,6- = £-5,6- = S-4H-"E % FF[3,4-c] b - 1-
RIS RIVARE RK T4 02%E FhegiaR, £ XA CuKadd
HEMET 09 X S50 RAT4H(XRPDYB 9, HAFTH A 2049 4 6.8°.
8.5°. 13.9°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°.
21.8°. 22.5°. 23.5°, 24.5°, 25.7°. 26.3°. 26.8°. 27.1°. 27.8°, 28.5°

T
T
b3
e

AT R, AT S P (S)-N-[5-[1-3- L AI-4-F £
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AR BN (FARAE) T A ]-4,6- = £-5,6- = S-4H-"E % FF[3,4-c] b v&--1-
AT BAEG DR IVAARKTY 0.1%E EaEF, £ X HEHK
71 4H(XRPDYA 3 , L AFT4HA 2049 4 6.8°.8.5°, 13.9°, 14.2°, 15.5°,
16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°. 21.8°. 22.5°, 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4L LA 4F4Eik,

B THRFTEY, AT GEH(S)-N-[5-[1-(3-T & -4-F &,
R AN (FARE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] ot vE-1-
R TBAE DR IVAARKRT Y 0.1%E T EH], £ %A CuKadd
ST 6 X S0 AST4H(XRPD)B 8, 4744 204 4 6.8°.
8.5°. 13.9°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°.
21.8°. 22.5°, 23.5°, 24.5°, 25.7°. 26.3°, 26.8°. 27.1°. 27.8°, 28.5°
A B A A

B THRFTEY, AT GEH(S)-N-[5-[1-(3-TL & -4-F &,
R N2 (FARAE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b v&--1-
KT HE IVAAIRIKRT S 001% T2 egiad], £ X HED
RATH(XRPD)B %+, HAHTH A 2044 6.8°. 8.5°. 13.9°. 14.2°,
15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°. 21.8°, 22.5°, 23.5°,
24.5°. 25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4k ELA 4F4Eik,

B THRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
R N2 (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b &~ 1-
EITBAEG DA IVAARKTH 0.01%E 2 eyEH, £FA CuKa
BAT AN T W X S EH RFH(XRPD)B #F, L AEMTHA 2044
6.8°. 8.5°. 13.9°, 14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°.
19.7°. 21.8°. 22.5°. 23.5°, 24.5°, 25.7°. 26.3°. 26.8°. 27.1°. 27.8°.
28.5°4k BLAT 4 A%,

R B THRFTET, KROTF A W(S)-N-[5-[1-(3-LEI-4-F &,
R N2 (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b &~ 1-
FITBE SR IVAA TR T 0.001%E 2987, £ X HEH
KATH(XRPD)B %+, HAHTH A 2044 6.8°. 8.5°. 13.9°. 14.2°,
15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°. 21.8°. 22.5°. 23.5°.
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24.5°. 25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4k BLA 4F4Eik,

B TRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
BN 2-(FARAE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b v&-- 1-
AT SR IVAAE RK T4 0.001%F 2o #9875, £ X8 CuKa
AR T 0 X ST A RAT4(XRPD) B &, R AHTH A 2045 %
6.8°. 8.5°. 13.9°, 14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°.
19.7°. 21.8°. 22.5°, 23.5°, 24.5°. 25.7°. 26.3°. 26.8°. 27.1°. 27.8°.
28.5°4L B HFAEME,

B TRFTEY, AT H(S)-N-[5-[1-(3- L& H-4-F &,
HE N2 (FARAE) T A ]-4,6- = B-5,6- = S-4H-"E % FF[3,4-c] &~ 1-
K TB R a B IV AR AR T4 0.0001%E Freehias, £ XH&
W RATH(XRPD) A £, L AEATH A 20494 6.8°. 8.5°. 13.9°, 14.2°,
15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°. 21.8°. 22.5°. 23.5°,
24.5°. 25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4k ELA 44Tk,

B THRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
FRF)-2-(F RA) T 4 ]-4,6- = £.-5,6- = S,-4H-"E % FH[3,4-c] 7% 1-
AT BRI A IV 2R A KT 0.0001%E FegiEi, £RA
CuKo#@ 4 548 T 69 X 4 & RATH (XRPD)E ¥, HAFTAH A 2049
4 6.8°. 8.5°, 13.9°, 14.2°, 15.5°, 16.8°. 17.9°. 18.3°. 18.7°. 19.1°.
19.7°. 21.8°. 22.5°, 23.5°, 24.5°. 25.7°. 26.3°. 26.8°. 27.1°. 27.8°.
28.5°4k BLAT 4 A%,

BRI TaFTEF, REBEN A (S)-N-[5-[1-(3- T & -4-
WA KA 2-(F AR ) T A )-4,6- = £.-5,6-= A,-4H-"E % 3 [3,4-c] L%
1SR TER R A TV, E X S RATAH(XRPD) B #F, HAEATS
#2044 8.5°. 14.2°, 15.5°, 16.8°. 17.9°, 18.3°, 18.7°. 19.1°. 24.5°,
25.7°48 B HF AR,

BFEEFRFTEF, REBEN G (S)-N-[5-[1-(3- T & -4-
H A K2 F AL T ]-4,6- = £.-5,6- = A-4H-"E % 3 [3,4-c] b
-] TE A A TV, AR CuKosd i &4 T 49 X 5 &0 K74
(XRPD)YA # 7, HALTH A 20494 8.5°. 14.2°. 15.5°. 16.8°. 17.9°.

69



10

15

20

25

30

WO 2019/210869 PCT/CN2019/085360

18.3°. 18.7°. 19.1°. 24.5°. 25.7°4 LA 4F ik,

K —F &, RAFHEILRKERE KA (S)-N-[5-[1-(3- T &
H-4-F I I 2-(F AR ) T ]-4,6- = R.-5,6- = R -4H-"E%F[3,4-c]
ek 1- 3R BRI GY dh A TV, B X & RATH (XRPD)A &+, L&
FT4E A 2049 4 8.5°. 14.2°, 15.5°, 16.8°. 17.9°. 18.3°, 18.7°. 19.1°.
24.5°. 25.7°4L B A Hripik,

BEXERETETY, EARERESKGMEMH(S)-N-[5-[1-3-TEKE
-4-F E IR ) 2-(FARIL) T A )-4,6- = 8.-5,6- = R -4H-E % 3 [3,4-c]
ek 1- AR LB A R TV, ERA CuKafa 4 14 T 69 X &K
T4 (XRPD)E 3, HAELTAT A 20494 8.5°. 14.2°, 15.5°, 16.8°,
17.9°. 18.3°, 18.7°. 19.1°. 24.5°. 25.7°4L BLA 4+ 4Eik,

BERETHRFET, AT LAY (S)-N-[5-[1-3- T RIE-4-F £,
FR ) 2-(F AR T )-4,6-— 2.-5,6- = A -4H-"E % 51 [3,4-c] b 2&-1-
HITBI R IV AR TR TY 20%Z 2 egK, & X L0 KT
HH(XRPD)YA #F , L EMTH A 20494 8.5°. 14.2°, 15.5°. 16.8°. 17.9°,
18.3°. 18.7°. 19.1°. 24.5°. 25.7°4 LA 4 ik,

B THRFTEY, AT H(S)-N-[5-[1-(3-T & -4-F &,
FR ) 2-(FARE) T ]-4,6-— £.-5,6- = A -4H-"£ % 51 [3,4-c] b 2&-1-
KITBIEGHAE IVARE KT 20%E 2 eyK, £RXA CuKatd
ST 6 X S0 AST4(XRPD)B 8, B AE4T4H A 204 4 8.5°.
14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 24.5°. 25.7°4 B A
A

B THRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
FRF)-2-(F RA) T 4 ]-4,6-= 8-5,6- = S,-4H-"E % FH[3,4-c] o7& - 1-
EITBE SR IVAA TR TY 10%E 2K, & X &0 KT
HH(XRPD)B ¥, L AELTH A 20494 8.5°. 14.2°. 15.5°, 16.8°, 17.9°,
18.3°. 18.7°. 19.1°. 24.5°. 25.7°4 LA 4F ik,

BRETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FRFE)2-(F AR T ]-4,6- = 8.-5,6- = & -4H-"E % 51 [3,4-c] vk~ 1-
KT HAE VAR RKXTH 10%E EeyK, £RXA CuKotd
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ST 09 X 5480 K474 (XRPD)B 5, HAST4 A 20494 8.5°,
14.2°. 15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 24.5°, 25.7°4/ BAH
AR

BREETHRFET, AT EY(S)-N-[5-[1-3- LRI -4-F £,
FR ) 2-(F R T ]-4,6- = 8.-5,6- = & -4H-"E %> 51 [3,4-c] o v&- 1 -
HKITBEI e A IV AR AR T4 5%E K, £ X HEHRAT
SH(XRPD)A %, L AFTH A 20454 8.5°. 14.2°, 15.5°. 16.8°. 17.9°.
18.3°. 18.7°. 19.1°. 24.5°. 25.7°4 B 4%,

BEETHRFET, AT EY(S)-N-[5-[1-3- L RIE-4-F £,
FRF)-2-(F RA) T 4 ]-4,6-= B-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
HKITBEIEW B IV AH AR T S%EZ K, KA CuKofd i
£ T 69 X A& KATH(XRPD) A ¥, HAELTH A 20454 8.5°,
14.2°. 15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 24.5°, 25.7°4/ BH
AN

BERETHRFET, AT LAY (S)-N-[5-[1-3- L RIE-4-F £,
FRF)-2-(F RA) T 4 ]-4,6- = £.-5,6- = S,-4H-"E % FH[3,4-c] 7% 1-
RITBIRG SR IV AR RKTF Y 3%E FhtgK, £ XS E0 K47
SH(XRPD)E # % , HAFT4A 2045 4 8.5°, 14.2°, 15.5°. 16.8°. 17.9°,
18.3°. 18.7°. 19.1°. 24.5°. 25.7°4 B 4 4eik,

BREETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
EITBAEA A IVAAE AR TY 3%EEeiK, ERA CuKasd i
£ T 89 X &K RAT4(XRPD) A i, L EFTH A 204 4 8.5°.
14.2°. 15.5°, 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 24.5°, 25 7°4/ BH
A

ERETRFTET, RAFAGEH(S)-N-[5-[1-(3-TEI-4-F &,
FRF)-2-(F RA) T 4 ]-4,6-= 8-5,6- = S,-4H-"E % FH[3,4-c] 7% - 1-
KB A IV AR AR T 1%E 6K, £ X HEHRAT
S (XRPD)E # , L ELTH A 20494 8.5°. 14.2°, 15.5°, 16.8°, 17.9°,
18.3°. 18.7°. 19.1°. 24.5°. 25.7°4 B 44k,

71



10

15

20

25

30

WO 2019/210869 PCT/CN2019/085360

BEETHRFET, AT EY(S)-N-[5-[1-3- LRI -4-F £,
FR I 2-(F R T ]-4,6-— 2.-5,6- = A -4H-"£ % 57 [3,4-c] b 2&-1-
HKITBA G A IV 28 R R T4 1%EFeyK, ERA CuKasd i
T 8 X S 40 RATH(XRPD) B %, HAEHTH A 20494 8.5°.
14.2°. 15.5°, 16.8°. 17.9°, 18.3°, 18.7°. 19.1°. 24.5°, 25.7°4 BA
A

BEETHRFET, AT EY(S)-N-[5-[1-3- L RIE-4-F £,
FR ) 2-(F AR T ]-4,6-— £.-5,6- = A -4H-"£ % 51 [3,4-c] ot o&- 1 -
AT BAE e ah B IV 28 AR T4 05%E L agK, £ X 4 &0 RAT
HH(XRPD)A # , L AEMTH A 20494 8.5°. 14.2°, 15.5°. 16.8°. 17.9°,
18.3°. 18.7°. 19.1°, 24.5°, 25.7°4L BLA 4+ 4Eik,

BERETHRFET, AT LAY (S)-N-[5-[1-3- T RIE-4-F £,
FR ) 2-(F AR T )-4,6-— 2.-5,6- = A -4H-"E % 51 [3,4-c] b 2&-1-
HKITBRIEE A IV 20 KT 0.5%F 2 hagK, A£KA CukKaid
ST 6 X SR ASTH(XRPD)B ¥, 4744 204 4 8.5°.
14.2°, 15.5°, 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 24.5°, 25.7°K B A
AN

BEETHRFET, AT LAY (S)-N-[5-[1-3- T RIE-4-F £,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
AT B A IV 28 AR T4 02%E 2 egK, £ X 4 &0 RAT
SH(XRPD)A &, L AFTH A 20454 8.5°. 14.2°, 15.5°. 16.8°. 17.9°.
18.3°. 18.7°. 19.1°. 24.5°. 25.7°4 B 4 4eik,

B THRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
FRF)-2-(F RA) T 4 ]-4,6-= 8-5,6- = S,-4H-"E % FH[3,4-c] o7& - 1-
TG HE VAR IR TH 02%EFegK, ERA CukKaid
SEMET 09 X S50 RAT4H(XRPDYB i, HAFT4A 2049 4 8.5°,
14.2°, 15.5°, 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 24.5°, 25.7°K B A
H ALY,

B THRFTEY, AT H(S)-N-[5-[1-(3-T & -4-F &,
FRF)-2-(F RHA) T 3 ]-4,6- = 8-5,6- = S,-4H-"E % FH[3,4-c] 7 1-
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K TBEIEE A IV AR KT 01%E Z K, £ X & RA0T
SH(XRPD)A %, L AFTH A 20454 8.5°. 14.2°, 15.5°. 16.8°. 17.9°.
18.3°. 18.7°. 19.1°. 24.5°. 25.7°4 B 44k,

BREETHRFET, AT EY(S)-N-[5-[1-3- LRI -4-F £,
FR ) 2-(F R T ]-4,6- = 8.-5,6- = & -4H-"E %> 51 [3,4-c] o v&- 1 -
HKITBRIEE A IV AH AKT4 0.1%E F gk, AKA CuKaid
ST 8 X S0 R T4 (XRPD)B i, HEAEHTH A 20454 8.5,
14.2°. 15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 24.5°, 25.7°4/ BH
A

BEETHRFET, AT EY(S)-N-[5-[1-3- L RIE-4-F £,
FRFE)2-(F R T ]-4,6- = 8.-5,6- = & -4H-"E % 51 [3,4-c] o v&- 1 -
HITBIEN A IV AR AR T 001%EZeiK, £ X HEMK
FTAH(XRPD)E £ , L AELTH A 2044 8.5°. 14.2°. 15.5°. 16.8°,
17.9°. 18.3°. 18.7°. 19.1°. 24.5°. 25.7°4: BLA 45 fEsk,

BERETHRFET, AT LAY (S)-N-[5-[1-3- L RIE-4-F £,
FRF)-2-(F RA) T 4 ]-4,6- = £.-5,6- = S,-4H-"E % FH[3,4-c] 7% 1-
R BRIV AAERKTF4 0.01%E F o thK, £ 5% H CuKatd
SEMET 0 X 51480 RAT4H(XRPD)B 5, HAHT4A 20494 8.5°,
14.2°. 15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 24.5°, 25.7°4/ BAH
A

BREETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
BTG A IVARERKTH 0.001%EZegK, £ X HEHK
T4 (XRPDYA &, HAEHTH A 20494 8.5°. 14.2°. 15.5°, 16.8°,
17.9°. 18.3°. 18.7°. 19.1°. 24.5°. 25.7°4: ELA 45 4Eik,

ERETRFTET, RAFAGEH(S)-N-[5-[1-(3-TEI-4-F &,
FRF)-2-(F RA) T 4 ]-4,6-= 8-5,6- = S,-4H-"E % FH[3,4-c] 7% - 1-
BTG A IVAR AR T4 0.001%E Fbbg K, £ 5% CuKads
AR T8 X &0 RIT4H(XRPD) A #, 4T A 20494 8.5°,
14.2°. 15.5°, 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 24.5°, 25.7°4/ BH
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AR,

B TRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
BN 2-(FARAE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b v&-- 1-
HEITBIE A IV AH AR T4 0.0001%F ZedK, £ X HE&0
AATEH(XRPD)B # ¥, HAFTH A 20494 8.5°. 14.2°, 15.5°. 16.8°.
17.9°. 18.3°. 18.7°. 19.1°. 24.5°. 25.7°4 LA 4 ek,

B THRFTEY, AT GEH(S)-N-[5-[1-(3-T & -4-F &,
B N2 (FARE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] ot vE-- 1-
R TBAE A IVAA KT 0.0001%E 269K, £FRA CuKa
B AN T X A0 RFHXRPD)B#F, LAETHA 2044
8.5°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 24.5°, 25.7°
A ELAT AR

FREETHFTEF, REBEN A (S)-N-[5-[1-(3- T & -4-
WA ) 2-(F AR T ]-4,6- = &.-5,6-= S -4H-"E % F [3,4-c ]
1R LB R A TV, £ X ST RATAHH(XRPD)BE #F, HAEATS
2044 6.8°. 8.5°. 13.9°. 14.2°, 15.5°. 16.8°. 17.9°. 18.3°. 18.7°.
19.1°, 19.7°. 21.8°. 22.5°, 23.5°, 24.5°, 25.7°, 26.3°. 26.8°. 27.1°.
27.8°. 28.5°4k LA 4 4EiE,

BFEETHRFTEF, REBEN A (S)-N-[5-[1-(3- T & -4-
WA R A2 F AL TR ]-4,6- = £.-5,6- = A-4H-"E % 3 [3,4-c] b
oA B SR TV, £ RA CuKafd &0 T 69 X 3 & RAT4
(XRPD)A &+, HAEFTHA 204594 6.8°. 8.5°. 13.9°. 14.2°. 15.5°.
16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°. 21.8°. 22.5°, 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4 A 4 IEiE,

K —F &, AT HEILR ERE KA (S)-N-[5-[1-(3- T &
F-4-F B R E)-2-(F AR ) LA -4,6-— R.-5,6-— A.-4H-"E%F[3,4-]
ek 1- R SR e A IV, £ X H & RATH(XRPD)E#+, LA
T4t 20454 6.8°. 8.5°. 13.9°, 14.2°. 15.5°, 16.8°. 17.9°. 18.3°,
18.7°. 19.1°. 19.7°. 21.8°. 22.5°, 23.5°, 24.5°, 25.7°, 26.3°. 26.8°.
27.1°. 27.8°. 28.5°4L BLA 4 4EE,
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BEETEFTETY, BRKERESKGED(S)-N-[5-[1-3-T 8%
A= BB R ) 2-(F AR T 3 ]-4,6- = 8.-5,6- = S -4H-"E % F[3,4-¢]
ek 1- R LB A R TV, ERA CuKafa 4 £ T 69 X &K
T4 (XRPD)B % F , L A4TH A 20294 6.8°.8.5°.13.9°, 14.2°, 15.5°,
16.8°. 17.9°, 18.3°. 18.7°. 19.1°. 19.7°. 21.8°. 22.5°, 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4 EA 4F4EiE,

BEETHRFET, AT EY(S)-N-[5-[1-3- L RIE-4-F £,
FR ) 2-(F AR T ]-4,6-— £.-5,6- = A -4H-"£ % 51 [3,4-c] ot o&- 1 -
HITBE R IV AR TR TY 20%E 2K, & X L0 KT
HH(XRPD)A &, HAENTH A 20294 6.8°, 8.5°, 13.9°. 14.2°, 15.5°,
16.8°. 17.9°, 18.3°. 18.7°. 19.1°. 19.7°. 21.8°. 22.5°, 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4 B A 4F4EiE,

BERETHRFET, AT LAY (S)-N-[5-[1-3- T RIE-4-F £,
R N2 (FARAE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b v&--1-
KITBIEHAE VAR RKT Y 20%EEedK, £RXA CuKatd
ST 6 X SR ASTH(XRPD)B 8, HE 4744 204 4 6.8°.
8.5°. 13.9°. 14.2°, 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°,
21.8°. 22.5°, 23.5°, 24.5°, 25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°
A ELAT A AR

BREETHRFET, AT EY(S)-N-[5-[1-3- T RIE-4-F £,
R N2 (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b &~ 1-
HITBI R IVAA K TY 10%E 2K, & X L0 KT
S (XRPD)E i+, L AEHT4 A 2044 6.8°. 8.5°. 13.9°, 14.2°, 15.5°,
16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°. 21.8°. 22.5°, 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4 EA 4F4EiE,

ERETRFTET, RAFAGEH(S)-N-[5-[1-(3-TEI-4-F &,
R N2 (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b &~ 1-
RITBIR G MA VAR RKTH 10%EFheh/K, £ KA CuKasd
HEAFT 6 X ST & RATH (XRPD)E #F, L AELTAT A 2045 6.8°.
8.5°. 13.9°. 14.2°, 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°.
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21.8°. 22.5°, 23.5°, 24.5°, 25.7°. 26.3°. 26.8°, 27.1°. 27.8°. 28.5°
2B 4 AR

e g mﬁ%ﬂ}’, AT YA (S)-N-[5-[1-(3- T & -4-F &,
FOR ) 2-(FARAL) T ]-4,6- = 8.-5,6- = SL-4H-"E % F[3,4-c] 5~ 1-
R BAEGHA VAR RKTY 5%EFedK, £ X HEH R
4H(XRPD) B # , L AEATA A 20494 6.8°, 8.5°. 13.9°, 14.2°, 15.5°,
16.8°. 17.9°. 18.3°. 18.7°. 19.1°, 19.7°. 21.8°. 22.5°. 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4: EA 4 fEi,

L TEFTEY, KAANFFGEH(S)-N-[5-[1-(3-T &AL -4-F &,
FRE)2-(FRIL) T H]-4,6- = 8-5,6- = E-4H-"E % F [3,4-c] 7% - 1-
RITBI S R IVAE RKTY S%EFLaK, £RA CuKalddt
£ T 69 X A& KATH(XRPD) A ¥, HAELTH A 20494 6.8°,
8.5°. 13.9°. 14.2°, 15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°.
21.8°. 22.5°, 23.5°. 24.5°, 25.7°. 26.3°. 26.8°, 27.1°. 27.8°. 28.5°
2 ELA 4 AR

Vi -3 MZ‘;R‘T' ANTF A A 4 (S)-N-[5-[1-(3- LR F-4-F &,
BN 2-(F AR ) T A ]-4,6- = B-5,6- = S -4H-"E % FF[3,4-c] b &~ 1-
KITBIE A IV AR TR T 3% EFGK, £ XHEWH AL
4H(XRPD) B #F , L AEATATA 20494 6.8°, 8.5°. 13.9°, 14.2°, 15.5°,
16.8°. 17.9°. 18.3°. 18.7°. 19.1°, 19.7°. 21.8°. 22.5°. 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4: ELA 45 4Eik,

BEETHRFET, KROTF LAY (S)-N-[5-[1-3- LR E-4-F &
AR E)2-(FRA) T R ]-4,6- = 8.-5,6- = & -4H-"E % H[3,4-c] % - 1-
KT A IV 2R TR TY 3%EFhegK, ERA CuKoFddt
FM T 69 X S & RATH(XRPD) A ¥, HAELTH A 20494 6.8°.
8.5°. 13.9°. 14.2°, 15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°.
21.8°. 22.5°, 23.5°, 24.5°, 25.7°. 26.3°. 26.8°, 27.1°. 27.8°. 28.5°

EAE
s A K P, AT E A (S)-N-[5-[1-(3- T A K -4-F &
ki

2-(FARI) T A -4,6- = £.-5,6- = S -4H-"E % [ 3,4-c ]t - 1-
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AITBIEN @A IV AARKT Y 1%EF K, £ X HEHRAT
SH(XRPD)A %, L AMTH A 20454 6.8°. 8.5°, 13.9°. 14.2°. 15.5°,
16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°. 21.8°. 22.5°. 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4 B A 4F4EiE,

B TRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
FR ) 2-(F AR T ]-4,6-— 2.-5,6- = A -4H-"E % 57 [3,4-c] b o&-1-
HKITBEIE A IV AR TR TY 1%E2tyK, £RA CuKatds
£ T 69 X & RATH(XRPD) A %+, HELTH A 20494 6.8°.
8.5°. 13.9°. 14.2°, 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°.
21.8°. 22.5°, 23.5°, 24.5°, 25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°
A B A A

B THRFTEY, AT GEH(S)-N-[5-[1-(3-TL & -4-F &,
FR ) 2-(F AR T )-4,6-— 2.-5,6- = A -4H-"E % 51 [3,4-c] b 2&-1-
FITBAEGGE IV AR RKTY 05%E I egK, £ X M & K47
HH(XRPDYA #F, L AEMTH A 20494 6.8°. 8.5°, 13.9°, 14.2°, 15.5°,
16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°. 21.8°. 22.5°. 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4L LA 4+ ek,

B TRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
EITBAA A IVAARKTH 05%ETFegK, EXRA CuKaid
ST 6 X S0 ASTH(XRPD)B 8, 474 A 204 4 6.8°.
8.5°. 13.9°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°.
21.8°. 22.5°, 23.5°, 24.5°. 25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°
A B A A

B THRFTEY, AT M (S)-N-[5-[1-(3- T & -4-F &,
B ) 2-(FARA) T ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] - 1-
FITBAEG A IV AR RKTY 02%E I edK, £ X 5 &0 K47
HH(XRPDYA #F , L EMTH A 20494 6.8°. 8.5°, 13.9°, 14.2°, 15.5°,
16.8°. 17.9°, 18.3°, 18.7°. 19.1°, 19.7°. 21.8°. 22.5°, 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4 A 4F4EiE,
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B TRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
FR I 2-(F R T ]-4,6-— 2.-5,6- = A -4H-"£ % 57 [3,4-c] b 2&-1-
ETBAAHE IV AARKTYH 02% T egK, EXRA CuKaid
ST 69 X SHE 0 A AT4H(XRPD)B 8, 4144 204 4 6.8°.
8.5°. 13.9°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°,
21.8°. 22.5°, 23.5°. 24.5°, 25.7°. 26.3°. 26.8°. 27.1°. 27.8°, 28.5°
A B A A

B THRFTEY, AT GEH(S)-N-[5-[1-(3- L& H-4-F &,
FRF)-2-(F RA) T 4 ]-4,6-= B-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
FITBAEG DA IVAARKTY 0.1%E I eK, £ X 4 & K47
S(XRPD)E £, L AT A 20494 6.8°. 8.5°, 13.9°. 14.2°, 15.5°,
16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°. 21.8°. 22.5°, 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4 EA 4 jEiE,

B THRFTEY, AT H(S)-N-[5-[1-(3- L& -4-F &,
R N2 (FARAE) T A ]-4,6- = B-5,6- = S-4H-"E % FF[3,4-c] b v&--1-
EITBAAGHE IVAARKRTYH 01% TR, EXRA CuKaid
SHEAE T 09 X S E RATAT(XRPD) B i, HAEHT4T A 20494 6.8°,
8.5°. 13.9°. 14.2°, 15.5°, 16.8°. 17.9°, 18.3°. 18.7°. 19.1°. 19.7°.
21.8%. 22.5°, 23.5°. 24.5°, 25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°
A B A A,

B TRFTEY, AT M (S)-N-[5-[1-(3- L& -4-F &,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] 7% - 1-
HRITBEG G IVAA TR TY 0.01%EFagK, £ XHEWEK
57 4H(XRPD) B, A AT4E A 2049 4 6.8°.8.5°. 13.9°, 14.2°, 15.5°,
16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°. 21.8°. 22.5°, 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4 EA 4B,

B THRFTEY, AT M (S)-N-[5-[1-(3- T & -4-F &,
R N2 (FARA) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b &~ 1-
ETBE R IVAA TR T 0.01%Z a9k, £RA CuKaid
ST 0 X S0 AST4H(XRPD)B ¥, 4744 204 4 6.8°.
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8.5°. 13.9°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°.
21.8°. 22.5°. 23.5°, 24.5°. 25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°
AL ELAT 45 AR

e g mﬁ%ﬂ}’, AT YA (S)-N-[5-[1-(3- T & -4-F &,
FRHO)-2-(F RAL) T3 ]-4,6- = £.-5,6- = S,-4H-"E % FH[3,4-c] o7&~ 1-
A TBe e ab B IV AH AR T4 0.001%E F 9K, £ X HEH K
714 (XRPDYE % F , A HT4T A 20494 6.8°.8.5°. 13.9°. 14.2°, 15.5°,
16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°. 21.8°. 22.5°. 23.5°. 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4 EA 4F4EiE,

L TEFTEY, KAANFFGEH(S)-N-[5-[1-(3-T &AL -4-F &,
FERH)-2-(F AR IR ) T ]-4,6- = 8.-5,6- = S,-4H-"E % 5[ 3,4-c ] 75- 1 -
R TBAEG SRR IVAA KT 0.001%F F 69K, £ %8 CuKas
HEAT 68 X 40 RITH(XRPD)A &%, L AEMTH A 20494 6.8°.
8.5°. 13.9°, 14.2°. 15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°.
21.8°. 22.5°. 23.5°, 24.5°. 25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°
A ELAT AR

B THRFTEY, AT H(S)-N-[5-[1-(3-T & -4-F &,
FRHE)2-(FARIL) T H]-4,6- = 8-5,6- = S -4H-"E % F[3,4-c] % - 1-
FEITBIE A TV AH AR T4 0.0001%F ZHehK, £ X HE&0
RATH(XRPD)B &%, EAFTHA 20494 6.8°. 8.5°. 13.9°. 14.2°,
15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°. 21.8°. 22.5°. 23.5°,
24.5°. 25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4k ELA 4Tk,

B THRFTEY, AT M (S)-N-[5-[1-(3-T & -4-F &,
B2 (FARA) T A ]-4,6- = £-5,6- = S-4H-"E % FF[3,4-c] b - 1-
KT BAEG A IV AA XK T2 0.0001%F 2 agK, £KH CuKa
BB AT X HE B RITHXRPD)B #F, LAETHA 2044
6.8°. 8.5°. 13.9°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°.
19.7°. 21.8°. 22.5°, 23.5°, 24.5°, 25.7°. 26.3°. 26.8°. 27.1°. 27.8°.
28.5°4k BLAT 4 AEME

BHETHRFTEY, TEKGLEW(S)-N-[5-[1-(3-TEH-4-F &,
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AR BN (FARAE) T A ]-4,6- = £-5,6- = S-4H-"E % FF[3,4-c] b v&--1-
AITB G ah B IV, £ X S L& K474 (XRPD)E #F , L EATH A
2045 4 8.5°. 14.2°. 15.5°, 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 24.5°,
25.7°4 B AT ¥ AEME

B THRFTEY, TEKGEY(S)-N-[5-[1-(3-TEH-4-F &,
FR ) 2-(F AR T ]-4,6-— 2.-5,6- = A -4H-"E % 57 [3,4-c] b o&-1-
AT BRI A IV, £RA CuKafdi &4 T 6 X H & K74
(XRPD)B &, HAFTH A 20494 8.5°. 14.2°. 15.5°, 16.8°. 17.9°,
18.3°. 18.7°. 19.1°. 24.5°. 25.7°4 B 4 4eik,

B THRFTEY, TEKGEW(S)-N-[5-[1-(3-TLEH-4-F &,
FRFE)2-(F R T ]-4,6- = 8.-5,6- = & -4H-"E % 51 [3,4-c] o v&- 1 -
RTBA e MA IV, £ X HEHRITAH(XRPD)E # ¥, L AELTAH A
2045 4 6.8°. 8.5°. 13.9°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°.
19.1°. 19.7°. 21.8°. 22.5°, 23.5°, 24.5°, 25.7°. 26.3°. 26.8°. 27.1°.
27.8°. 28.5°4 B 4 ik,

B THRFTEY, TEKGEY(S)-N-[5-[1-(3-TEH-4-F &,
HOR ) 2-(F AR ) T A ]-4,6- = 8.-5,6- = S,-4H-"E % F [3,4-c] 24~ 1-
EITB I SHAE TV, ERA CuKod &4 T 6 X &0 X474
(XRPD)A &, T4 A 20494 6.8°. 8.5°. 13.9°. 14.2°, 15.5°,
16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°. 21.8°. 22.5°. 23.5°. 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4L LA 4F ek,

BEERETERFET, EEARESNETGA)RTHRSMET, VA
10°C/ 4k b m ik F, RATF 45468 (S)-N-[5-[1-3- L&A -4-F &
B2 (FARA) T A ]-4,6- = £-5,6- = S-4H-"E % FF[3,4-c] b - 1-
FICBR 6 dh B TV Rk AR R TR KT 5%, WAL AT F & & AL
B HRNE, PR KT 5% & F A K RGEA] .

F—F @, AT B K 8 RN TT A4 H(S)-N-[5-[1-(3-
LA -4-F B R )-2-(F AR ) T3 ]-4,6- = £-5,6- = & -4H-"E % 5
[3,4-c]ottb-1- ) TB IR 09 ah B IV, £ X ST &0 RATAH(XRPD) A & 9,
HAMTH A 20494 8.5°. 14.2°. 15.5°, 16.8°. 17.9°. 18.3°. 18.7°.
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19.1°. 24.5°, 25.7°4k BLA 4 fEi%,

EXERETEY, KK LG RNT LS H(S)-N-[5-[1-(3-T
BB -4-F 8 KA 2 (FARL) L K ]-4,6-= £.-5,6- = & -4H-"E % 5f
[3,4-c]bed-1- R TBLM 6 dh AL 1V, 2 R A CuKodd 4t 451 T 89 X A&
B RATH (XRPD) A %, 074 A 20494 8.5°. 14.2°, 15.5°, 16.8°.
17.9°. 18.3°, 18.7°. 19.1°. 24.5°. 25.7°4 LA 4+ 4Eik,

F—F @, AT BRI K S8 RN T A4 AH(S)-N-[5-[1-(3-
LA -4-F B R R)-2-(F AR ) T B ]-4,6- = &.-5,6- = &-4H-"E % 5
[3,4-c]bob-1- 2| LB 4 b & TV, B X S &8 R AT4H(XRPD) A % F
HAEATH A 2044 6.8°. 8.5°, 13.9°, 14.2°. 15.5°., 16.8°. 17.9°,
18.3°, 18.7°. 19.1°. 19.7°, 21.8°, 22.5°, 23.5°. 24.5°, 25.7°. 26.3°.
26.8°. 27.1°. 27.8°. 28.5°4t B 4 rik,

EXEZETEY, K LG RN IS H(S)-N-[5-[1-(3-T
BB -4-F 8 R A2 (FARE) L KR ]-4,6-= £.-5,6- = & -4H-"E % 5f
[3,4-c]7bed-1- R TBLM 6 dh AL 1V, 2 R A CuKodd 4+ 454 T 49 X A&
B AATAT(XRPD) A 9, HALTH A 20494 6.8°. 8.5°. 13.9°. 14.2°,
15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°. 21.8°, 22.5°, 23.5°,
24.5°. 25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4k ELA 4F4Eik,

EXERETEY, RKEEG RN HEH(S)-N-[5-[1-(3-T
BB -4-F 8 R A2 (FARE) L K ]-4,6- = £.-5,6- = & -4H-"E % 5f
[3,4-c]obrs-1- | LBzt dn B IV 482V 45 95% Fwb. ik 20
2 98%FFb. FHBE VL O%E LA IV FNTH 5%EE
oo D TH 2% T B, EREDNTYH 1%NT TG LA L5 RN
B AL 4 (S)-N-[5-[1-(3- LR -4-F BA K HL)-2-(F AR T A ]-4.6-=
£.-5,6- = S -AH-E o FF[3,4-cHvs-1- 28 | T BL IR R F) 6910 5 45 4 0 S
e,

BEXEZETEY, RKR LG RNT HLEH(S)-N-[5-[1-(3-T
BB -A4-F 8RR A2 (FARE) L K ]-4,6- = £.-5,6- = & -4H-"E % 5f
[3,4-c]oteb-1- 2| LBt ah B IV 32V 49 95%F b, thk £
2 98%FE b, FHAEV L 9% T LA IV F T4 5%FE
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o Rk T 2% E . EREDTY 1%E TG RASTF Y
(S)-N-[5-[1-(3- T & H-4-F A FH)-2-(F ARIL) T K ]-4,6-—8.-5,6-—
S-4H-"Ewy F[3,4-c ]t nb- 1- 2 | L BRI 6 /4T Hp dh A . X Fvk B A
I 64 A 1 (S)-N-[5-[1-(3- T B H-4-F B FH)-2-(F AL ) T )-4,6-
Z8-5,6- = R -AH-"E ey [3 4-cbrh- - R TR R GG A TV 2K T
29 5%F o) L4 Fa s T 29 5% F & LA AT 4 5 X (AR
FE<AR 2 £ 1),

B—d, AT AREEN LR EKEGILEH(S)-N-[5-[1-(3-
LA 4T B R R)-2-(F AR ) T A ]-4,6- = 8.-5,6- = &-4H-"E % 5
[3.4-c]bws-1- R B B g dh AL TV, ERA CuK($4T 41 F 89 X &
W A ITH (XRPD) A 3% 7, HA4TH A 20494 8.5°. 14.2°, 15.5°, 16.8°,
17.9°. 18.3°. 18.7°. 19.1°. 24.5°, 25.7°4 LA 4FfEi%,

B—ad, KT AREEN LR EKGIED(S)-N-[5-[1-(3-
LA AT B KR )-2-(F AR ) T A ]-4,6- = £.-5,6- = & -4H-"E % 5
[3,4-c]teb-1- R LBt 6 b A IV, £ X 5 &0 K474 (XRPD) A %+,
HEAEFTH A 2044 8.5°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°.
19.1°. 24.5°. 25.7°4 BLA 4 4ei%,

BFEETEFTEY, RAENLRA KA (S)-N-[5-[1-(3-T
BB -4-F 8 R A2 (FARE) L K ]-4,6- = £.-5,6- = & -4H-"E % 5f
[3.4-c]bes-1- K BRI g dh AL 1V, £ R A CuKodd 4t 41 F 69 X A &
W AATAH(XRPD) B %  , HAATH A 20494 8.5°. 14.2°, 15.5°, 16.8°.
17.9°. 18.3°. 18.7°. 19.1°. 24.5°, 25.7°4 LA 4FfEik,

X—F &, KRAFFRGHWEEY, e s4(S)-N-[5-[1-(3-
LA -4-F B R )-2-(F AR ) T3 ]-4,6- = £-5,6- = & -4H-"E % 5
[3,4-C]otbs-1- 2 | T BRI 04 S A TV A R B 7T 45 % g Bk . FB 7 3%
KA A, HFATESA IV, £ X HE&HRITHXRPD)E#F, LA
T4t 20494 8.5°, 14.2°, 15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°.
24.5°, 25.7°4 LA 4 4EiE,

X—F &, KRAFFRGHEEY, e b4(S)-N-[5-[1-(3-
TR -4-F BRI K H)-2-(FARA) TH]-4,6- = R.-5,6- — R-4H-E 5
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[3,4-c]tbb-1- | LB B 6 b 7 IV VA B BT 45 % g AR . B A &
KA F, EPRIEGAE IV, £ X HEHEATHERPD)AEF, L E
FT4E A 2049 4 8.5°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°.
24.5°. 25.7°4 LA 45400,

B—d, KAOTTHAREER LR EKGILEH(S)-N-[5-[1-(3-
LAA-A-F EE A2 (FARAL) T A ]-4,6- = 8.-5,6- = A -4H-"E% 7
[3,4-c]otbei-1- R | BRI 6 dh A TV, f2 R CuK($8 4+ 451 T 89 X S &
W RATH(XRPD) A £, L AEATH A 20494 6.8°. 8.5°, 13.9°, 14.2°,
15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°. 21.8°. 22.5°. 23.5°,
24.5°. 25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4 BLA HiEiE,

B—F &, KT AREEN LR EKGILED(S)-N-[5-[1-(3-
R -4-F BRI 2-(F IR ) T AR ]-4,6- = &.-5,6- = S -4H-E % 5
[3,4-c]bob-1- 2| LB 6 S A IV, 2 X S &8 R AT4(XRPD) A % F
HEAEATH A 2044 6.8°. 8.5°, 13.9°, 14.2°. 15.5°, 16.8°. 17.9°,
18.3°. 18.7°. 19.1°. 19.7°. 21.8°. 22.5°. 23.5°. 24.5°. 25.7°. 26.3°.
26.8°. 27.1°. 27.8°. 28.5°4t B 4 pik,

AFE TR FES, REEN B REKHLED(S)-N-[5-[1-(3-T
BB -A4-F 8 R A2 (FARE) L K ]-4,6- = £.-5,6- = & -4H-"E % 5f
[3,4-c]beb-1- R LB 69 dh AL TV, £ R A CuKodd 4t 451 T 49 X A &
B AATAT(XRPD) A 9, HAELTH A 20494 6.8°. 8.5°. 13.9°. 14.2°,
15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°. 21.8°. 22.5°. 23.5°,
24.5°. 25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4 BLA HiEiE,

KX—F @, KAFFRGHEeY, K ase4(S)-N-[5-[1-3-
LA -4-F B R )-2-(F AR ) T3 ]-4,6- = £-5,6- = & -4H-"E % 5
[3,4-C]otbs-1- 2 | T BRI 04 S A TV A R B 7T 45 % g Bk . FB 7 3%
WA, HPAHraESA 1V, £ XHEHRTHXRPD)A#EY, LA
FT4E A 20494 6.8°. 8.5°. 13.9°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°.
18.7°. 19.1°, 19.7°. 21.8°. 22.5°, 23.5°, 24.5°, 25.7°. 26.3°. 26.8°.
27.1°. 27.8°. 28.5°4 BA 4F4Eik,

R—F &, KRAFFRBGHEEY, L e E4(S)-N-[5-[1-(3-
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LRA-A-F RE A 2-(FARAL) T A -4,6- = 8.-5,6- = A -4H-"E% F
[3,4-c]othe&-1- 2L | T BeA 6 dh A IV VAR B 7T 3% 69 BAR . B 7 &,
KA, HPATESE IV, £ X & RITHXRPD)E#Y, HA
TEHA 204 4 6.8°. 8.5°. 13.9°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°.
18.7°. 19.1°. 19.7°. 21.8°. 22.5°, 23.5°, 24.5°, 25.7°, 26.3°. 26.8°.
27.1°. 27.8°. 28.5°4k LA 4k f4Ei%

FEXBEHETET, RAOTHHMLEMBEEH B B,
MRE. B, OB ETREUAAAGA A ERA . BOEA . EA .

FAL BB A AFA SARA.

B
BERTRFTET, HWEEHOERNTHILEY e HE 11,
VA B P Wy v 45 0 AR AR ) SR A

PR T R, KT egieegan® 11 A T497 Ry 5
PDE4 &40 X %9, #i.i& PDE4 B/~ 8 5= R4 TR FLsh it 69 45 25 12 42
TVA A B AR e,

BHEETHRFTEY, AT e es R A T6575 MG 5
PDE4 548 X %9, #h.i% PDE4 B/~ 89 5= R 4 TR FLash it 69 45 2h i 42
VA A O ARIEFR .,

PR TR, R agaegan® LA Ta77 R 5
PDE4 548 X %9, #h.i% PDE4 B/~ 89 5= R 4 TR FLash it 69 45 2h 12 12
VA A 2R IR AR,

FREETHRFTET, BHPEEHOLERANTHED G HE TV,
VAR 2 M v 3% 6 BAR . HEE R SO A

FERERE TSR, KaFethesa R IV A TETRTE S
PDE4 BgA8 % 49, #iik PDE4 BE/~-F 69 R R ATl SLsh it 69 - 2h R 12
VA B RAERIEMN G &R,

FERERE TSR, KaFethesa R IV A TETRTE S
PDE4 B&#R % 49, 4Kk PDE4 B& /569 9 98 4T vf FLsh i i 49 48 2h i 42
VA A O ARIEFR .,
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&SR, KaFibethtsa s IV A TETRTE S
PDE4 &8 % %9, #h.i& PDE4 B&/~-F 49 5= R 4T vh SLash # if 69 45 2h 12 42
ST VA A 2R IR AR,

STAMEAT A0 Xdo kAl IREF . BF . v RSk, &%
B BER L B BIRA . RAFH F R AN F TR e,
Tk ey h e =Bl Lo Qe RTE2h. BRAFREERA.

B4 B T ARNTT 69 B M 4R T 6 B M YT A % 6 AR G 2 ) L
fERRFLEHERLEL S RTEEATHHT A FALRDS G
EATAER] . BAR. BB A . BUARA . #okA . WEA . BB . Y
R ARERA . REERA . EERAN. %A, BERH. BE
Al FHEEA . ER RIUCH) FFxF R S R &I A 6 E-FF
T RO BAR. T 0697 B 18 6 T 3% BAR AR 2 25 W AR L Sm
49, J+H 44w Remington’s Pharmaceutical Sciences (& B #1424 &),
18th Ed., Mack Publishing Co., Easton, PA (1990))%F F #%i£, KX HE
o DA EAPNC T =

R TF ¥ 44 2 464 T vA B AT 52 I AL TR B 64 64 F ik Ak sk
. Blde, saBTABETIR. G, BIF. A IR, LA,
BN B XTA. BAEA. 2RF. 2R KT BEA. 2K
OASRZRRAT, SAHRBETAHEMHTEREZE. FRERAREMA
WA, PR e R R BOE TR . RERALAIRE, R
HHATIET, LB T IFATE TGO BT AOME, ABATERR
o

SEHFE OEERRTREN . FA. A, #E4H (dragee)-
FEARFIA . A BUEA . AR REAL SLFA L R EAF.
EHA . RBA . BRA . WA (tape). ARA . ERA . BEA. A
FA. AN FUA, T DRSS KA Ok 8 T ik 4]

HAESORERN G AZLTBRAN(FR). BRI, BERA. L
ALOREA . A FAEA . BEF . TRGuice) AR, EAAM
e RAF], LY
MAERE, INEAH R

W 91 36 ) 6 R TR A, AT AR T ey IR
BA). LA SN, AR R
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Flo SLE AR . AT 8 E BT AT, AR AETHA
T hlde bl G2 4 A . Pres 69 ) A T VA R B Fa/ & & 5 B A
(assistant), 4=iEE A . BFE A A2 A A/ BGEEA] . SURA . AT
THEEREGE . ZAMIT. £ R F /B % 7 I EE RS
Bldo—Fr RS FH AL A

BREFHRFTEF, AT P LM AEDWE G E RIS &

B . B v, ETREOEAGAR . BERA . BAER . M
AL EA L RER . AFH ARAEA .

BB AN T T ARG R F . AR A Fpt. FHokH
Al B, Flde, ThANAEAGEAGRT B, SR 0B BT

ZARFERGES., B, TOAMER BT FREF,

BRI ERFES, B, O, ARBILIEREST ARG ENR
F; BAE. FEAE. LB . £ad%E . HER. BRAKE
BRI . 4BBR4E. 4R W AR AL BR4E . S AEER 4. ARERAG . AKBR 245 .
BEREAS. BT AL ESETRAERE A, RISEME. BB, B
AT R AR R A BRFh. BOHL . BRb. fEAW. KETANER
B BGRIFR;, A WA EERABEFELGTED B BRT 44 .
&Wﬁ%&%%mi%%&@?@ o+ TR B 2 R =T AAERAR;
VA B o BR R BE 5 64 38 98 50 5T AR R A .

SENL L IRARTT AR AL IE O RA . AN, EREA .
M 8 S it . BRALH. BILHRMNLD, M E M LFEILA
EAT. R TIES. HROES. A EAARS N ES. ABESENE
H BERGES . BRI RBRA RS, LAY A AR
24t (depot injections). FHER. A A, ER(LFEERIB)ER FEN
Wy ERERIZBAFI R P OATRE A 201k R ATIE K A/ TR L AR 4
%,

$&%¢%%%ﬁA%7é&p%ﬁ£ HATAE T, Hlde, @BitF
HLEG R B kAL, R . BB, Sk, k. BREREAR
FEBRAE T EHRATA T,

B SLARIE R H,  PTAL R 69 25 4 4064 T 48 F) —FF 3 % AT L4 T
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T 7| e 5 B 7] 04 £ FL 5] B2 G BARVA T AL A R B H), R IR F) A4l B
IR AT E HA S 4L 2B AR A 2 5 5T R 69607 . A& 64 7 Buk T
BTt 6 4525 1842, 5T VA o RARUIR P 38 8- 04 I 32 18 04 AR ARAL ) 47T oS
AR EARFIRT .

B EH A SR T FAL X EAHERRIRER, EEH
AT A H] R R SR AR BARA A, RAEAHIA . SEHRE AL,
ek, K. FEE. HEEE. UE. IS, %4, SARM.
LBRFHEARE. H9, wREE, EHNAULEHTASH V&
LAY, B4R AR pHE ) F. A RELSHE A7) 015
A& T Hank & . Ringer MR XA L KE R, wREE, T
R SR8 5% 4] 70 (9] ke I AR,

shF 0 ke 2, B ad A A PTiE E AL G RKAIR - Fn 0 25 40 5T
BB, BB A DR T ITEALS Y. A TIHESET B ORI
IR, ARG BAR B R E AL AR ECE R ). LA A IRE.
AR, BRI, BER. FA. RER. BR. BAE. Y Ed TR
HERAFA T o R HE F . FERILESD S BARIRE A RS, £F
AR RA M F LA e TH A RAY, wREZ, AhAbiENEE
Bh R G #AT e TAGRAF R R RAE A AL, S E KT A 45 71 2 8 o dE 5
AR, IS, B, HEBALAE,; F4EEHH, fle i
Kiggr. NEER. K. 545D, IR, BEER. TAH
R, BRATRS %L, RTRAEE A/ IR THEER(PVP),
Ao B E BT AR BR, Bl XA R LA, RS EER
R AR BN ERR Y, SRANAZBITEEG O, B TiZA M,
TG R AR R, BRRIRRTT R ARSI AK. Fae. RT
Yotk &S BR . ok B AR (carbopol gel). K T B fu/R Z BALEK. B
BRI G B VA B A SE B AU T R IEF et . A T RS R ERAEE AL
ST O RE L, TEh A RREANORF AL REE. BT
Z B8, AR IRG GREIRE, EERARTIEROSFEMR. F
G BUHAEIRER . FIRE B, R B /R R4k RIS
R VAR TE M AEF) RIE T Re .

87



10

15

20

25

30

WO 2019/210869 PCT/CN2019/085360

AR T U R R LA IR ERAIEANTLS IR E, AR
Jo i 2oL BLEF G B IR Fe G TR R Rl ER G . FEAIRE . IEANRLS
IRE RS 25 IR G AR AR 0 R R Fe/ R I B
ARG BRAE 04 TR T F) VA BAL GG A8 R R E R BRI E T,
E VR T R R AT EAENRART, BlaelE . RORE BRI
KR ZBE, RN, ThAFEA ., FIA QRS 26 HH iz ik 3)E
FXATL B H E.

B THFTET, AT WL YT VA 84 0.1%-95%4] A
T E A i dn A T

BEXEREFTEY, RATFAEHEEDT A LE 1%-70%H) A
AT E A A i da A T,

AT ILT, 5368 a0 F N H2H — 2 e AT
fob- by s B I, H B 5T A 208 57 %06 97 o9 2 X xR 9a /9% I,

BB THRFTET, KA HD LW VA4 0.1%-95%8 K
TR e ag s R TV,

BEXREREFTEY, RATFHHHEEDT A LE 1%-70%H) A
TR e e s R TV,

AT ILT, 5368 0 E6H X F N H2H8 — 2 e KT
bt e B 1V, HETH G ST X067 092K xt Sk L.

F—F &, KT B G (S)-N-[5-[1-(3-T B -4-F 84
FH)-2-(F A T H]-4,6-= 8.-5,6- = & -4H-"E£ % 51 [3,4-c] s -1- 4 ]
LltAE ey ah B 1L 897 ik, H 48 H(S)-N-[5-[1-3-T A H-4-F AL
FR)-2-(FARE) T H]-4,6-= £.-5,6- = A -4H-"E% 5 [3,4-c]b & -1- 4 ]
LBl A FEEp 4 8L, M fFR LA I, PR SR I A X
H R RIT4H(XRPD) B # 5, HALTAHA 20494 6.5°. 7.1°. 7.4°,
19.2°. 19.6. 25.8°. 26.5°4: B A 4F fEi%

F—F &, RKAT I BA S (S)-N-[5-[1-(3-T B -4-F 84
FH)-2-(F A T A ]-4,6-= 8.-5,6- = & -4H-"E % 51 [3,4-c] s -1- A ]
BRI ey A 1L 67 ik, H s 34 (S)-N-[5-[1-(3-T A -4-F AL
FH)-2-(F A T H]-4,6-= 8.-5,6- = & -4H-"E % 5 [3,4-c] s -1- 2 ]
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LB A FEE P& dh, MR A SA I, PG I £ X
SR AATH (XRPD)E # %, HAELTAA 20494 6.5°. 7.1°. 7.4°,
10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°.
23.7°. 25.7°. 26.5°. 26.9°4 BLA #fEik

B FEFTET, F(S)-N-[5-[1-(3- T AK-4-F AL FIH)-2-(F
I LI ]-4,6- = 8-5,6- = 2 -4H-"E% F [3,4-c| - 1- K | T Bt e s T
FEEF 2R EEM, AARTIEFKIERAEZE 40-60°C, A7 &
(S)-N-[5-[1-(3- T & -4-F E A K IK)-2-(FRIL) T A )-4,6- = #.-5,6- =
F-4H-"E 5 FF[3,4-c b eb-1- | T BR Az 6 A 110,

BEREETHFTEF, F(S)-N-[5-[1-3- LRI -4-F BAKHE)-2-(F
M) T A ]-4,6- = £.-5,6- = Z-4H-"E% 7 [3,4-c|bws-1- K | L BE A s T
VEYTEZZAEMR, AATEFKERABE 50°C, #H
(S)-N-[5-[1-(3- T & -4-F B A F ) 2-(F AR T K ]-4,6-— £.-5,6-—
F-AH-E % 313, 4-cot b 1- R | LB B 9 dh A 11

BT FTEY, H(S)-N-[5-[1-(3-TEL-4-F LK HE)-2-(F
ML) T )-4,6- = £.-5,6- = A-4H-"E % 5T [3,4-c]e-1- K | TBEAR A T
WEL P 2 X AEM,; TIEFHIERARE 50°C, A dhAR; VAR
R NFAGAKA, LRI AE TR, F2(S)-N-[5-[1-3-TRHK-4-F &,
FRH)-2-(F RA) T 4 ]-4,6-= 8.-5,6- = SA,-4H-"E % FH[3,4-c] o7& - 1-
I TRy d A 11

BEETRFTET, H(S)-N-[5-[1-3-TERE-4-F ALK H)-2-(F
RIL) T I ]-4,6- = £-5,6- = A -4H-"E % F[3,4-c|He-1- K| LB s T
WEEF, AR E S0°C, HfFLE, ALEE, ERARE S50°C, ¥
RFRAL, MR MAR, SEFAETR, FRlaéEnk, kadch
KA AEMAKF, FHRE 37°C, FRBH; D ASEFATTIRIFE
(S)-N-[5-[1-(3- T &Ik -4-F B K IK)-2-(FARIL) T A |-4,6- = £.-5,6- =
A -AH-E % FF[3,4-c b we-1- 2R | L B AR 44 dh A 11

B —F @, RAT B EAAE(S)-N-[5-[1-(3-T 8 A -4-F B4
FR)-2-(FARE) T H]-4,6-= £.-5,6- = & -4H-"E% 5 [3,4-c]br&-1- 4 ]
BRIV # ik, e #(S)-N-[5-[1-3-TRAL-4-F AL
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FH)2-(F ) T H]-4,6-= 8.-5,6- = & -4H-"E % 51 [3,4-c] s - 1- A4 ]
BRI CRABT P 8 EBLH AL, MmAFR Prid dh Al IV, Hf Frid dh
IV E X HEH RATH(XRPD)B #+, H AEATH A 20454 8.5°.

14.2°. 15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 24.5°. 25.7°4 B A
AR

Bk EETREF, FF(S)-N-[5-[1-(3- T AI-4-F BAFKI)-2-(F
RIL) T ]-4,6- = £-5,6- = A -4H-"E % F [3,4-c|H%-1- K| LB A T
FRET LA, HATIEE IR E 50-70°C F AR L, AR iFE
i gg B IV, Pk ah & IV & X H & A4 (XRPD)E &+, 1
FEFTH A 2044 8.5°. 14.2°, 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°.
24.5°, 25.7°4 B H Ak,

BB EHETREF, F(S)-N-[5-[1-(3- T AI-4-F BAFKI)-2-(F
RIL) T I ]-4,6- = £-5,6- = A -4H-"E % F [3,4-c|HE-1- K| LB A T
BRBF P HLPRE MR, AALIEE IR E 60°C, wAEMERL, NmiFE AT
Ean B IV, HPArddh® IV £ X HEATHXRPD)A#Y, L&
P4 2049 4 8.5°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°.
24.5°, 25.7°4 LA 4 AEiE,

F—F &, KT B G (S)-N-[5-[1-(3-T B -4-F 84
FH)-2-(F ) T A ]-4,6-= 8.-5,6- = & -4H-"E£ % 51 [3,4-c] s -1- A4 ]
Ll ah B IV 897 ik, Ha4E: H(S)-N-[5-[1-3-T AL -4-F AL
FH)-2-(F A T H]-4,6-= 8.-5,6- = & -4H-"E£ % 51 [3,4-c] s -1- 4 ]
LBERE e CRABE P F BB R L, MmIFR AR SR IV, HFAriEd
IV A X S &0 RAT4HXRPD)E & F , L A4TH A 20294 6.8°.8.5°,
13.9°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°. 21.8°.
22.5°. 23.5°, 24.5°. 25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4 B A
HE AR,

BEREETRFEF, F(S)-N-[5-[1-C3- LRI -4-F BIKH)-2-(F
MIL) T I ]-4,6- = £-5,6- = A -4H-"E % F [3,4-c|He-1- K| LB E T
BABT P ML IA MR, ALIEB AR ZE 50-70°C ® AR L, MmiTE
Frif b B IV, EFAFEGE IV A X SE0 RIT4H(XRPD)E #+,
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FEFTET A 20494 6.8°, 8.5°, 13.9°. 14.2°, 15.5°. 16.8°. 17.9°. 18.3°.
18.7°. 19.1°. 19.7°. 21.8°. 22.5°, 23.5°, 24.5°, 25.7°. 26.3°. 26.8°.
27.1°. 27.8°. 28.5°4k LA 4k 4Ei%,

BB EETREF, FF(S)-N-[5-[1-(3- T AI-4-F BAFKI)-2-(F
WA T I ]-4,6- = R.-5,6- = A -4H-"Ewy 3 4-c|obeb-1- K | LB £ T
BREF P HLAIAM, MLEEIIRE 60°C, FAMERL, AMmIFE AT
Ean B IV, HPrddh & IV £ X HE AT (XRPD)A#Y, L&
4t 20494 6.8°. 8.5°. 13.9°. 14.2°, 15.5°. 16.8°. 17.9°. 18.3°.
18.7°. 19.1°. 19.7°. 21.8°. 22.5°, 23.5°. 24.5°, 25.7°. 26.3°. 26.8°.
27.1°. 27.8°. 28.5°4k LA 4 fEi%,

B—F &, KA EETT X5 PDE4 Ba4R x ¢4, #£i4 PDE4
Ba 69 kA BOR AR SN 5k, R OEwEZIE S E RS T
76 97 A BE 9 A4 (S)-N-[5-[1-(3- T &I -4- F A K H)-2-(F R A)
L H]-4,6- = 8.-5,6- = F.-4H-"E % [3,4-c]tb b - 1- 2L | T B 69 ah &Y 11T
K & B M (S)N-[5-[1-3- T R A 4-F BA K HK)-2-(F AK) T
H)-4,6- = R.-5,6- = A -4H-"E F[3,4-c]otb - 1- R | T BE A 6 db AL TT1 49
BIT R B EW Ae, P PR dh A 1T A X & RAT AT (XRPD)
Wk, AT A 20494 6.5°. 7.1°. 7.4°, 19.2°. 19.6. 25.8°. 26.5°
A B A A,

B—7 @, KR EET X5 PDE4 Ba4R < ¢4, L% PDE4
BEN-F YRR R ARE N %, LOEaEEMAE ST EHNMRLT
8 I5 A B E AW (S)-N-[5-[1-(3- T Bk -4- F B A K H)-2-(F AL
L ]-4,6-—&.-5,6- = A -4H-"E % 5 [3.4-c]otbné-1- 2 | Bk e 4% a2 11T
K QB A M (S)N-[5-[1-3- T R A 4-F BA R K)-2-(F AK) T
H)-4,6- = R.-5,6- = A -4H-"E o F[3,4-c]otb - 1- AR | T BE A 6 db A TTT 49
BT A E A, L PTE dh A 1R XA &M RATAH(XRPD)
Wit , EAEFTAA 20494 6.5°. 7.1°. 7.4°. 10.3°. 13.0°. 15.0°.
16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°. 25.7°. 26.5°.
26.9°48 B HFAEME,

B—7 @, KR EET X5 PDE4 Ba4R X 49, .4 PDE4
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Ba 69 kA BOR RS 7 ik, R OEaE ZIE S E RS T
76 TR BE AL (S)-N-[5-[1-(3- T AF-4-F I K I)-2-(F &)
L H)-4,6-— 8.-5,6- = F-4H-"E% F[3.4-c]bes-1- R | LB S A TV
R LA A W (S)-N-[5-[1-3- T A K -4-F B AKX E)2-(FRHK) T
K ]-4,6- = 8-5,6- = S -4H-Ew 51 [3,4-c]heb-1- R | T B 69 A TV 89
B AR ENGHMAS, L F ARG IV E XS & RAT4HXRPD)
Wit , EHAHTSA 20494 8.5°. 14.2°, 15.5°, 16.8°. 17.9°. 18.3°,
18.7°. 19.1°. 24.5°, 25.7°4k BA 4 fEik,

B—F &, KA EETT X5 PDE4 Ba4R X #9, L4 PDE4
BEN-F YRR AR ARES N7 %, LG EEMAEF L NMRST
G K F AL A (S)-N-[5-[1-(3- T B -4-F B8 KA )-2-(F A AL)
L H]-4,6- = 8.-5,6- = F.-4H-"E % F[3,4-c]bve-1- R | TBE I dg b 2 TV
R & A A A D (S)N-[5-[1-3- T A A -4-F RA K KL)2-(FRE) T
H]-4,6- = 8.-5,6-— A-4H-"E 51 [3,4-c]thb-1- R | LB A 6 dh B TV 64
B A M ENGHMALS, L F TR GE IV E XS & RAT4HXRPD)
Bk, HAEATE A 20494 6.8°. 8.5°. 13.9°. 14.2°. 15.5°. 16.8°.
17.9°. 18.3°, 18.7°. 19.1°. 19.7°. 21.8°. 22.5°, 23.5°, 24.5°, 25.7°.
26.3°. 26.8°. 27.1°. 27.8°. 28.5°4 EA H ek,

BERETRFTEY, FTEAANKRAHEILNS.

EREZETRF, TERMRAANL,
e R T TR, BT ANTT 8 R IR B IRES 0 B

KY| LI T KRR ARERRES. BEEERIAARE.
R B R IRBIETRREVANBRTEEREFERRFERRE.

FEREE T EY, RBA T RN R BRI AIRE G T H
EH OFEETIRTRHE. FREE. E. RE. RKRE. 9 EE.
EMERE . BB, MR, BR. k. BB, MR, WK, TR
SR, B, B, aIRE. SRR, PERE. BR. FE.
PRARE . B, . SRR, B ERE. R THALE. HELE.
GEB. THAALRERE. HIV. X, RAFREALZLE. TR
BB, R EMA R, B R, B, RBEBR. 4F3HE X,
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EHT R T M, MbEMEARL . RE. AFAMARL. miRs) it
I RERGAIE. B h s BREEZHRG . BEX. Kb m. ¢
KRR, BRA. BHEYILE ThROBEEF. BF AR,
KPR MHMER, XV XRERERNERLETERET X L), BR
BANE . TERMBEDMH A, JHBEMEX. MR, ZABELK. 24
ML BORA . R P AR R 48 T ML B (ENL). 885545 478,
GBI ARG . KA R R RSP A,
FEEEZEFTET, BT RFF S PED4 8540 X 49, 4Li% PED4
B0 R R b 7 ik, QAEMTE BPTR G ik /MRS T 1mg-10g 89 K
OTFegALE bl A T S & 1V,
FEEEEEFTET, B RFG S PED4 8540 % 49, 4Ri% PED4
BEN-F W R IR 7 ik, QIENE BT R F A6 ANARSF 10mg-3000mg
89 KT a4 b dh AL TIT Sah B 1V,
FEEEZEFTET, BTG S PED4 8540 X 49, 4Li% PED4
Be-5-00 R Jm b 77 ik, QLAExTE ZPTIE 7 ik 09 AMR4TF 1mg-200mg
AT e dn 7 T Roaq 2 TV,
FEEEZEFTET, BTG S5 PED4 8540 % 49, 4Ri% PED4
Ba 500k R 7y ik, OAESTE BT A &6/ MRS T lmg. Smg.
10mg. 30mg. 40mg. 50mg. 60mg. 70mg. 90mg. 100mg. 120mg.
150mg. 2K 200mg & ALTF e 1ea-4h 64 A 11T R & 1V,

TRANTFHE Y —FL ooy B I Ran B IV REOASE ) —
TR T G-t g e 2 1L Rap B IV 8 M en oM A EATIE T & %
) Fa ) 2R By BB B iR AN T A AR A A b L T T SR e R TV 64154 7 ik i

ey 7y kst B A MATL S, 42 77 ik a9 AR IR X 6] @48 ()18 1L 7 R
BRSY, ZHHOEUIRE. AR BEA. FEAN. BRARE

CX AW X#FL %, (bl RieRL S, sl Mm. MiE. &k
A, RA. FARFAR, FrES ais o REF R, Bk 5 F
RAFER . RER . AR BE. REFFHZRABTLY,;, OFKTE
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S5, BUEAES. HARAES. ILAES. R AESH. ERES. £
WA, FRARES. BAERERSFHTALY, OEHEARKEE; (d)
e BB BIE ROR SO0 B X 3% P S AT 449 B R (locally) 424, 4 4e
8 a4 B A AN VAR (e)B B (topically)4-2h; 4o RASR P H AR AR AT
INA OIS 022 7 XL ANTT R e e dp oy i A T A h A TV
LiEMBER., Bl KL, ZAHAEAKRERN. LEA. BR
Fo AFER . BREA. AKX CXEMBA#TLE, RESEBEZR
ETFHETBRARENHRE P TR, KUBBEAAR LR H T
Hoik(UE. BRA. BN KT AME). A, 28 EHRK
MA GG D MAEE ERE RN 2R XL EFR,

EFLHNHMBEDOLIEL T SRR AT FERGSALE| A
FREARC R GG LR, AT P AR B ia T A X ETE W
FEBORTAHEEZE. QIEALN WIS T o) KRBT JE& )
MR ENHEH R, TARERNETALE A BOR, (22X KR
IEFTTHEE: RE. KRR, BRI EME7 AR EFARGIE
RAARNAGECR L, AR, BRAKXTHAKLLE, RiZEXK
BRERAER, REREZETANRFPHLESHG BT, KA
BRILARA R G FIREE N TTIRIF R 67 A 3 F, A BRI
BT 3R A% 04 1 4 - FF

EAe AARBBARAR BT R m e, B TN L2 a5 =ik
052 7 Koy LA BOR T F85 . IR EFaprig o7 69 B FLahdh e At 3
I 4 ) 64 B AR AL B4 04 dih B A B I A ) 04 3K 6 4B 4 ) o B 4 ELAR )
B, ARAUBRIEARA R AR F AL 530 3 5 ok 7T A ) A R A 3 KR
BB, BPRR| SR TR LEAR ERTHE M, BF, UK
KA B ARKF AT FHOARGERER, MEH EKFHEMEALE
KRBT MR RR. RE, RACHLWYHEE T L, BB ERATHE
LRI R I S R RS A 0 AR A iR AR,

FAEANSIHAR Y, BEFSWAG R GHEKF T4, ME
FMEORVAETFH RN HEHHRIAE FRIERA L, BAT
IR R A T L L, MERETREZ., 8%, MNETHY 10

94



10

15

20

25

30

WO 2019/210869 PCT/CN2019/085360

ng/kg A€ £ 1000 mg/kg W&, 3k ﬁ%?ﬁ%l%u%g@?
Z 300 mg/kg AE. KA, EdRARFEAARNFEME, HETHE
F B E KRR ORI ARt E

Xiﬁﬁ%ﬁ%$%%&%%@%$&%¢% 64 Bh A 4 A Y
HypHI 7). B EZEFFE, , G EHLB LS F EEE
Wuﬁ%05mﬂg§mmmwg%%%§ REELETH, HET
E—RIBRBE) LA — R T RARKE RET. ElLEHae R
MARFERZ Yy RSO I lEILT, KA 4L AR LA F
HE, RFNZTELE ALY 0.1%E 500% HZHARAF T, Lk x
HFEFINFLEAD 25%F 250%E 5 AT R T, LIEH H T
ARFNEGHELT, M ZAAG G ERL, ETNARFNE
Bo A A FBOH 2L E R ) F P AL, Bk AARIN AR TR A
oA AT, Ee B P HFERM R RITEE
18y,

HMEdgd, THERARBEARER, 15 EITKEIoE dofT BAT
Bl P RTRIAEL . AR, R ERE RS (HERER),
WESEELKFER BT ALEZRGKF., B RERENETT
BHFEHRDBEEFST RRREN S ERAL B2 TR
T, BlhodR B ARG TS M F TR NPT R A = E
PE, BbOl, BT A0 5T 4849 ) B IR R ALK ARIE AR BB 0 R IR
T, UARREG T TN, S ERFEFEMENFTETHTELE
FH,

u}u

& ”’\T%fk"éﬁ 2 41 4 #7 (drug-by-drug) =T & 2 # i eh 7 &, 12
RERKZHEFELT, BB HHITLEHmIE. RAEHF WAL S S
%4, i(UUlei FIE# 0.1 mg £ 2000 mg A& MRS, £ KEH
TP A1 mg £ 2000 mg &F MRS, #l4e 5 mg £ 1500 mg &7& MR
. BHEECREFTEF, PIEBGEZER,SGFHRA . K TRIA
¥4 0.0l mg £ 1000 mg, AXEFZHEFETH 0.1 mg £ 1000 mg,
W%lmgimm% BELTHHTHEZRGELT, TEBIHB R
R FAZT., AXEERATREY, H0 1 £ 4REFTARAESHRATS
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%

&% ARTF P BT R 64 2064 7T 18 jﬁ%%%£k?%~
?mﬁm¢wﬁﬂmgﬂWMg%% W R At 7 B AT
%, iﬁﬁ%ﬁ&*km%£MM Jo YR ﬁTﬁAﬂkﬁ
Wit B R FRRRRELE, BT RAAE T FARFERLEG S
BT AT R TR LS R By, EEEEETEY, KA
AL LG T R BATA G, Bl — B REB) . AP RELSF.

BT VAN B 3 2 ) B Fo ) 25 18] [ A 3R R VA 4 B R EEOR R IK
H HOR L (MEC)#) 7& V38 o ot KT . HA A4 49 MEC R F], 12
R RIS BB 4E MEC. 3£ 3] MEC 8 A1 & 7 £ BUE TAMRAFAE
Fath thig 42, R, #8918 8 HPLC(E RURAR &18)m 2 3 A M &k
o IR,

1% J]] MEC 1BiL 4895 M) 2 ) 25 18] i . A% R 72 10-90% 44 i 18] A
B e 5 P AR 30-90% 0 BT E) . AR E R B RE ST R P A
50-90% &4 B 8] 9 o ofn K P 2 35 2 MEC VA L4976 57 77 S xf 206 dp it
52,

T By 3R P A F MBI IL T, St 25 R E S d R
KRBT X,

BIK, WA B ML SMHEIRETHEIT AR, BOET A
AR E . B M. 4235 XLRITA 77 BT 6 5 87,

1% ) Eado ) 75 ik GRS AT RNTT F BT E 910G 64 2 A8 Fo e AT
WA, Blde, BIEERIN T MR FENRTEIHF TS HREE
E WAL F IS G S YT EYFERSE, FAmitZ 54 dilah
JLETHEERS TR FEF HhAY@ILE ., XEARGLERB T T
W iAol LB M F A SR N B Ak, BB AR, T RN AR A
FMH., XA, A LFETUNIHI NS EEL IR KA. K
RAMEF AR P oG, A ET AT &, BlheRkib ik,
AR RAARNE RIKIE, 7T #2452 uodhegsist. ILPst&£k
R EFRA A F NG IRINER, ZRBRES ORI TRE. S
A IR R A S A B B AUREE RE, KA M, ST WS AER T A T A
Fs T X R BRI F M e R, MR AR W F AR, FX

hY)

#?*&
B

96



10

15

20

25

30

WO 2019/210869 PCT/CN2019/085360

ARAR % ERARBRINA BAGIEF TRESGENHEL. HEESH
BRBATIEFHFE. HRK, AR RKIEELS A FRZ A EA
AR &0

WwREZ, THHARAGNET ORI RAET, ZOEID
R BT QA —F RS EH EM RS EEAN R, PTE EKT
Hlde QAEE B REAME, FlwlF R, HMALRISRRETHAH
LHBAH. FFRCERSRRELTAFAH LHAREEAKIZE
EFR, ZERERAL BT LG YA T LR A E S HFIMILE 49,
ZEEFRARRT FTAGHH X CEhZAMIMER TALRELL
%, TEEZEER, o, TURHERRRHRUEFERLEARNE
B R enfe 2 B S 6G R) T AL 2 64T, BB R T SRt
B, ETAELIEN TR T L. KE LAY EMA T L5 0
BeANT ety R RFMARL G THLHEENGES
M, FHaF ATV TR R AR BREN BT,

X —7 &, AnJ i ALK PDE4 B4 4) & e L&
(S)-N-[5-[1-(3- T &3 -4-F A K H)-2-(F AL L K ]-4,6-—8.-5,6-—
- AH-"E 7 FF[3,4-c]H k- 1- 2 | T BuAE 04 b A 11, /2 %8 CuKotg 4 &
T 8 X S & RATH(XRPD)E # ¥ , 2 EATH A 204924 6.5°.7.1°.
7.4°, 19.2°, 19.6. 25.8°. 26.5°4k BA # ek,

X —7 &, AnJp ALK PDE4 B4 4) % ey & M
(S)-N-[5-[1-(3- T & 3 -4-F A K H)-2-(F AL L K ]-4,6-—8.-5.6-—
S-4H-"Ewy F[3,4-c]hnb-1- R | LB 6 dh & TTT, 2 R CuKoafd 4 &
P T8 X A ASTH(XRPD)B i+, HEAHTS A 20494 6.5£0.2°,
7.140.2°. 7.4+0.2°. 19.2£0.2°. 19.6+0.2°. 25.8+0.2°. 26.5+0.2°4: £
H AR

X—F &, Ao ALK PDE4 Be v 4] F M ek &
(S)-N-[5-[1-(3- T & -4-F A K H)-2-(F AL L K ]-4,6-—R.-5.6-—
S -AH-"E % [3,4-c]tb b -1- L | T BB 04 b &Y 111, 78R8 CuKadd 44
BT 8 X LD RSTH(XRPD)B i, L4744 2049 4 6.5°.7.1°,
7.4°, 10.3°. 13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°.
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20.9°. 23.7°. 25.7°. 26.5°. 26.9°4 B H ek,

A —F @, Ko ALK PDE4 Bed7 4 & M ey L&
(S)-N-[5-[1-(3- T &S -4-F B K H)-2-(FARI) T A ]-4,6- = 8.-5,6-=
E-AH-"Ew FF[3,4-c]teb-1- L | L B 6 S & 11, 2 R CuKodg 4+ &
T8 X A& RATAHH(XRPD)E 6 F , L A4TA A 204 6.5+0.2°,
7.1+0.2°. 7.440.2°. 10.3£0.2°. 13.0+0.2°. 15.0+0.2°. 16.1+0.2°.
16.5+0.2°. 17.4+0.2°. 18.7+0.2°. 19.2+0.2°. 19.6+0.2°. 20.9+0.2°.
23.740.2°. 25.7+0.2°. 26.5+£0.2°. 26.9+0.2°4t B A 45 4pik,

BH—F @, KA H ALK PDE4 Be 37 4] & M ey L&
(S)-N-[5-[1-(3- T & -4-F B A K H)2-(F AR L K ]-4,6-—8.-5.6-=
S -AH-"Ew F[3.4-c]ihri-1- R | LB A 64 dh 2 11, & X S &0 R AT4F
(XRPDYA %%, HAT4 A 20, &b @ EIJE d. ATAPEAT IR E 4 4

20 (°) @ 36 d (A) BE (%)
6.5 13.6 100.0
7.1 12.4 37.7
7.4 11.9 45.5
19.2 4.6 61.0
19.6 45 31.2
25.8 3.5 64.4
26.5 3.4 41.1

FEE® TG EF, LA PDE4 Bgiv 4 F M ) 1Lb
(S)-N-[5-[1-(3- T &I -4-F I K IK)-2-(F oI ) LK ]-4,6- = £.-5,6-=
S-AH-"E FF[3,4-c]trb-1- L | T BB 4 S & 11, 2 R CuKodd 4+ &
BT 8 X HEHAATH (XRPD)E &, HA4745/4 20, sy @8 B d. 47
SHEFA AT IR E 2 A

20 (°) & 36 d (A) B (%)
6.5 13.6 100.0
7.1 12.4 37.7
7.4 11.9 45.5
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19.2 4.6 61.0
19.6 4.5 31.2
25.8 3.5 64.4
26.5 3.4 41.1

X —F &, Ao R EA PDE4 B a7 4] & e 1L &4
(S)-N-[5-[1-(3- T &8I -4-F B FKIK)-2-(F R ) LK ]-4,6- = &.-5,6-=
S-4H-E o F[3,4-c]oh b - 1- R | T BB 6§ 2 TIT, 8 X 5 & R AT 4
(XRPD)B #F, HATH A 20, dh @ HFE d. ATADEARAT SR 24 2%

20 (°) @ 36 d (A) BE (%)
6.5 13.6 100.0
7.1 12.4 37.7
7.4 11.9 45.5
10.3 8.5 26.0
13.0 6.8 23.4
15.0 5.9 18.2
16.1 5.5 19.5
16.5 5.4 24.7
17.4 5.1 19.5
18.7 47 22.1
19.2 4.6 61.0
19.6 45 31.2
20.9 43 20.8
23.7 3.8 15.6
25.7 3.5 64.4
26.5 3.4 41.1
26.9 33 27.8

E X dgikekrz P, LA PDEA B 4 E 91L& W
(S)-N-[5-[1-(3- T &Sk -4-F E K HK)-2-(FRIL) T K )-4,6- = #.-5,6-—
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S -AH-E o I [3,4-cHeb- 1- R SR A dh 2 T, 28R CuKouka At A
T 8 X A & RATAH(XRPD) A # &, 4740 A 20, dh @ FISE d. 47
HPEARXT 3R 2

20 (°) @ A 36 d (A) B (%)
6.5 13.6 100.0
7.1 12.4 37.7
7.4 11.9 45.5
10.3 8.5 26.0
13.0 6.8 23.4
15.0 5.9 18.2
16.1 5.5 19.5
16.5 5.4 24.7
17.4 5.1 19.5
18.7 47 22.1
19.2 4.6 61.0
19.6 45 31.2
20.9 43 20.8
23.7 3.8 15.6
25.7 3.5 64.4
26.5 3.4 41.1
26.9 33 27.8

B —F FE, Kot b A EH PDE4 B 47 %) & M 9L & W
(S)-N-[5-[1-(3- T & 2 -4-F f A K H)-2-(F AL L K )-4,6-—8.-5.6-—
S -AH-E - [3,4-c]tbeb-1- R T Bl ey dh 2 T, HE A A K E4wl 1
B 7 69 X At &4 RAT4T(XRPD) B 4%

R ® Ty EF, LA PDE4 B i7 4 & Mo bb W
(S)-N-[5-[1-(3- T S -4-F I K IK)-2-(F R ) LK ]-4,6- = £.-5,6-=
S -AH-E w1 [3,4-c]tbrb-1- R | T Bl ey dh 2 T, HE A A K E4w@ 1
B 64 R ) CuKok@ 4t 451 T 89 X A &l RAT4H(XRPD) B 4.,
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B—F @, AN AMKEIKPDEA BEE e ik, RoEaE R
B3R 75 ik 09 R P A B E #9186 4 (S)-N-[5-[1-(3- TR -4-F &L
FH)-2-(F ) T H]-4,6-= 8.-5,6- = & -4H-"E % 51 [3,4-c] s -1- A ]
mE A 0 dh A TIT 3% & A4 & 4 (S)-N-[5-[1-(3- T & K -4-F &AL K
H)-2-(FARIA) T A ]-4,6- = 8,-5,6- = SA,-4H-"E % H [3,4-c]H - 1- £ | T
BRAz ey an A 111 690 SLE e il odh, P ATk dh A 111 £ X 5 &8
FAETH(XRPD)E & , HAELTH A 2044 6.5°. 7.1°, 7.4°. 19.2°,
19.6. 25.8°. 26.5°4k LA 4 4Ei,

B—F @, AN AMKIKPDEA BEE ey ik, RoEaE R
B iE 77 ik 09 NS T 3 E 0940640 (S)-N-[5-[1-(3- T A& -4-F &3k
FR)-2-(FARE) T H]-4,6-= &.-5,6- = & -4H-"E% 5 [3,4-c]b & -1- 4 ]
TBE A 0 & A TIT 3% & A4 & 4 (S)-N-[5-[1-(3- T & L -4-F &L K
F)-2-(FARA) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BRAz ey an 2 111 690 L E e Bl odh, L PPk dh A 111 £ X 5 &
FATH(XRPD)B %, HAEMTHA 2044 6.5°, 7.1°, 7.4°, 10.3°,
13.0°. 15.0°. 16.1°. 16.5°. 17.4°. 18.7°. 19.2°. 19.6°. 20.9°. 23.7°.
25.7°. 26.5°. 26.9°4 A 4F ik,

X —F &, ARoHFBEAESY(S)-N-[5-[1-(3-TARI-4-F 8L K
FO)-2-(FARE) T A )-4,6- = £.-5,6- = S-4H-"E % F [3,4-c]H - 1- £ ] T
BEiERg a2 1V, X S A ALTH(XRPD)B # ¥, L AELTH A 204
4 8.5°. 14.2°. 15.5°, 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 24.5°, 25.7°
A B A A,

BEETHFTER, S (S)N-[5-[1-3-T A AL -4-F ALK
F)-2-(FARA) T A )-4,6- = £.-5,6- = G -4H-"E % F [3,4-c]H - 1- £ ] T
Bl ey dn A IV, ZRA CuKoafd i &4 T 69 X 3 &40 R 4745 (XRPD)
B, HAEFTHA 20494 8.5° 14.2°, 15.5°. 16.8°. 17.9°. 18.3°.
18.7°. 19.1°, 24.5°. 25 7°4 B A 4 4ehe, 5 —o &, RAOFH A
S (S)-N-[5-[1-(3- T B -4-F B I K ) 2-(F AR ) T K ]-4,6-— &
-5,6- = S -4H-"E % F[3,4-c]oteb-1- R | LB i ey S 2 TV, £ X HEH
RATAH(XRPD)E 9 , H EATH A 2029 8.5£0.2°.14.2+0.2°.15.5+0.2°.
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16.8+0.2°. 17.9+0.2°. 18.3+0.2°. 18.7+0.2°. 19.1+0.2°. 24.5+0.2°.
25.7+0.2°4k BLA 4 4E0%,

BB TRFTER, EW(S)-N-[5-[1-3- TR F-4-F 8 4L K
FO)-2-(FARA) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BEAE A ah B IV, £ RA CuKofd it &4 T 89 X 4 &8 R AT4(XRPD)
Bk, L AATAA 204 8.5£0.2°, 14.2+0.2°. 15.540.2°, 16.8+0.2°.
17.9+0.2°. 18.3+0.2°. 18.7+0.2°. 19.1+0.2°. 24.5+0.2°. 25.7+0.2°4:
LV ESFI2

K —F &, Ko FBEAEY(S)-N-[5-[1-(3-TARI-4-F 2 ALK
FO)-2-(FARA) T A ]-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BrAz 6y b IV, £ X & K4T4H(XRPD)B b, L AT A 204
4 6.8°. 8.5°, 13.9°, 14.2°, 15.5°, 16.8°. 17.9°. 18.3°. 18.7°. 19.1°.
19.7°. 21.8°. 22.5°. 23.5°, 24.5°, 25.7°. 26.3°. 26.8°, 27.1°. 27.8°.
28.5°4k BLAT 4 AEME,

BEEETRFTEF, EW(S)N-[5-[1-3- TR & -4-F 8 ALK
F)-2-(FARE) T A ]-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BEAE 6 e B IV, £ RA CuKoafa it &4 T 89 X 4 &8 RAT4(XRPD)
B, ELASTE A 20494 6.8°. 8.5°. 13.9°, 14.2°, 15.5°. 16.8°.
17.9°. 18.3°. 18.7°. 19.1°. 19.7°. 21.8°. 22.5°. 23.5°, 24.5°, 25.7°.
26.3°. 26.8°. 27.1°. 27.8°. 28.5°4 B # ek,

B —F &, KoH i BEAE W (S)-N-[5-[1-3-T A -4-F AKX
F)-2-(FARE) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BRAE6g b IV, £ X HEH RITH(XRPD)E #F, L AHTSA 204
6.8+0.2°. 8.5+0.2°. 13.9£0.2°. 14.240.2°. 15.5+0.2°. 16.8+0.2°.
17.9+0.2°, 18.3+0.2°. 18.7+0.2°. 19.1+0.2°. 19.7+0.2°. 21.8+0.2°.
22.5+0.2°. 23.5+0.2°. 24.5+0.2°. 25.7+0.2°. 26.3+0.2°. 26.8+0.2°.
27.1+0.2°, 27.8+0.2°, 28.5+0.204t B A 4 fEME

FEERZEFEF, LS (S)-N-[5-[1-3-T E I -4-F &I K
H)-2-(FARI) T A -4,6- = £-5,6- = S,-4H-"E % H [3,4-c]H - 1- £ | T
Bt ey dh A IV, ZRA CuKoafdat &4 T 69 X 3 &40 R 4745 (XRPD)
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Bk, HAGTH A 204 6.8:0.2°, 8.5+0.2°, 13.940.2°. 14.2+0.2°,
15.540.2°. 16.8+0.2°. 17.9+0.2°. 18.3£0.2°. 18.7+0.2°. 19.1+0.2°.
19.740.2°, 21.8+0.2°. 22.5+0.2°. 23.5£0.2°. 24.5+0.2°. 25.7+0.2°.
26.3+0.2°. 26.8+0.2°, 27.1x0.2°. 27.8+0.2°. 28.5+0.2°4L ELA 45 fE i,

F— &, AT EAEY(S)-N-[5-[1-(3- L RI-4-F 2AK
F)-2-(FARA) T A ]-4,6- = 8.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BEiEag an B 1V, £ X S & ALTH(XRPD)E # ¥, HLATH A 20, &
& A 3E d. ATATEARRT IR R 24

20 (°) & 36 d (A) BE (%)
6.8 13.0 25.7
8.5 10.4 60.5
13.9 6.4 31.6
14.2 6.2 93.4
15.5 5.7 62.6
16.8 53 86.5
17.9 5.0 76.5
18.3 4.8 77.1
18.7 47 62.9
19.1 47 515
19.7 45 15.8
21.8 4.1 24.6
225 4.0 443
23.5 3.8 30.4
24.5 3.6 91.4
25.7 3.5 100.0
26.3 3.4 26.2
26.8 33 19.1
27.1 33 28.2
27.8 32 26.3
28.5 3.1 19.9
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BEETRFTET, LEM(S)-N-[5-[1-B- TR FE-4-F 8 A K
F)-2-(F ARA) T A ]-4,6-= R.-5,6- = A-4H-"E 7 57 [3,4-c]H&-1- K] T
Briz e dh B IV, 2R CuKodd 4 &1 T 09 X 4t &8 R 4741 (XRPD)
Bk, HATHA 20, @ EISE d. ATAEARRT IR E A A

20 (°) @ 36 d (A) BE (%)
6.8 13.0 25.7
8.5 10.4 60.5
13.9 6.4 31.6
14.2 6.2 93.4
15.5 5.7 62.6
16.8 53 86.5
17.9 5.0 76.5
18.3 4.8 77.1
18.7 47 62.9
19.1 47 515
19.7 45 15.8
21.8 4.1 24.6
225 4.0 443
23.5 3.8 30.4
24.5 3.6 91.4
25.7 3.5 100.0
26.3 3.4 26.2
26.8 33 19.1
27.1 33 28.2
27.8 32 26.3
28.5 3.1 19.9

2
’
A

EREFEFTET, BECHSH XK, AaFaied
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(S)-N-[5-[1-(3- T & H-4-F A FH)-2-(FARIL) T K ]-4,6-—8.-5,6-—
Z-4H-"E o [3,4-ctes-1- R | T B e B IV AL T 2 —F A
FIMER: b g, bk, BME. BRiEE, BAXRLE, BE
Mo 5 iR AL . Ak AA T . RBRAR T M. FBAAE M. EAFE
M. CEERRFEAA TN, KRR EN, KRAGENESE,
BARE BB NE VA B A 04 e T Fa &b 3245 P ) do /R 48 P Fe EAR SR E
il

F—F @, KRAF AT AT PDE4 8540 X 9, % PDE4
BEN-F YRR AR ARES N7 %, LG EEMAEF L NMRST
76 TR AE WAL A (S)-N-[5-[1-(3- TR H-4-F I K IL)-2-(F )
T H]-4,6- = R.-5,6-= A -4H-"Eu FH[3.4-c]|nbeb-1- R | T B A6 B A TV
KA MWES W (S)-N-[5-[1-3- T A K -4-F B ALK E)-2-(FARK) T
3 ]-4,6-—8.-5,6- = 2 -4H-"E%5F[3,4-c|b b 1- R | LB A G b B TV 89
B A EN A S, L F TR &E TV E X4 & RAT4H(XRPD)
Wik, EAFSHA 2044 8.5°. 14.2°. 15.5°. 16.8°. 17.9°. 18.3°.
18.7°. 19.1°. 24.5°, 25.7°4k BA 4 fEdk,

F—F @, KRAFHEEIT AT L5 PDE4 Bs4R % 9, % PDE4
BEN-F YRR R ARE N %, LOEaEEMAE ST EHNMRLT
6 I A AE A (S)-N-[5-[1-(3- T B -4-F B A K H)-2-(F L)
L H]-4,6-— 8.-5,6-— A -4H-"E F[3.4-c]beb-1- K| LB A A B A TV
K QB M (S)N-[5-[1-3- T R A 4-F BA R K)-2-(FAK) T
H]-4,6- = R.-5,6- = S -AH-"E% 5 [3,4-c]otbvb-1- 2R | LB A 69 S & TV 49
BT AR BN MM EY, L PTE S A IV E X5 & KET4 (XRPD)
BiEd, HEAFTAA 2044 6.8°. 8.5°. 13.9°. 14.2°, 15.5°. 16.8°.
17.9°. 18.3°, 18.7°. 19.1°. 19.7°. 21.8°. 22.5°. 23.5°. 24.5°. 25.7°.
26.3°. 26.8°. 27.1°. 27.8°, 28.5°4 LA 4Ff0iE,

X —7 &, AnJiy ALK PDE4 B v 4] & W a L&
(S)-N-[5-[1-(3- T &8I -4-F B K IK)-2-(F oK) LK ]-4,6- = £.-5,6-=
S -4H-E o F[3 4-c]ubeb-1- A T BB db B TV, B X S & R AT4
(XRPD)YA # 7, HALTH A 20494 8.5°. 14.2°. 15.5°. 16.8°. 17.9°.

il
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18.3°. 18.7°. 19.1°. 24.5°. 25.7°4L BA 4 fEik,

X —7 &, AT ALK PDE4 B4 4) & oL & M
(S)-N-[5-[1-(3- T & -4-F B A K H)-2-(F AL L K )-4,6-—8.-5,6-—
S-AH-"E 9 5T [3,4-c]otb e 1- R | T BR B 6 Sh B IV, & X H & R 474
(XRPD)B#F, HAELTHA 20254 6.8°. 8.5° 13.9°. 14.2°, 15.5°,
16.8°. 17.9°. 18.3°. 18.7°. 19.1°, 19.7°. 21.8°. 22.5°. 23.5°, 24.5°,
25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4L ELA H4EiE,

FEE® T FEF, LK PDE4 B v 4l F M o)k oW
(S)-N-[5-[1-(3- T & -4-F B A K H)2-(F AR L K ]-4,6-—8.-5.6-=
S -AH-"E % FF [3,4-c|Hvk-1- 2 | LB 49 6 R TV, 2R CuKotddt &
T 4 X S0 R AT4T(XRPD) B %, 2 A 4741 2044 4 8.5°.14.2°,
15.5°, 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 24.5°. 25.7°4L BA #4Ei%k,

X ® LT EF, LA PDE4 Beiv #l F 91L& 4
(S)-N-[5-[1-(3- T &Sk -4-F B A K IK)-2-(F R ) T K )-4,6- = £.-5,6- =
S -AH-"E % FF[3,4-c|Hvk-1- 2 | T BRI 49 6 R TV, 2R A CuKodddt &
T 8 X S & RATH(XRPD)E # ¥ , 2L EATH A 20494 6.8°. 8.5°.
13.9°. 14.2°. 15.5°, 16.8°, 17.9°, 18.3°, 18.7°. 19.1°, 19.7°, 21.8°,
22.5°, 23.5°, 24.5°, 25.7°. 26.3°. 26.8°, 27.1°. 27.8°. 28.5°4 B A
A

A —F @, KoJ ALK PDE4 By 4] & M ey &
(S)-N-[5-[1-(3- T & 3 -4-F A K H)-2-(F AL L K ]-4,6-—8.-5.6-—
S-AH-"Ew 5T [3,4-c]tb e 1- R | T BR B G Fh B IV, & X H & K474
(XRPD)A i, HAFTH A 204 8.5£02°, 14.2+0.2°, 15.5+0.2°,
16.8+0.2°. 17.9+0.2°. 18.3+0.2°. 18.7+0.2°. 19.1+0.2°. 24.5+0.2°.
25.7+0.2°40 B 4425,

XL FTEF, LA PDE4 B v 4l F W o9 1L & 4
(S)-N-[5-[1-(3- T & -4-F A K H)-2-(F AL L K ]-4,6-—R.-5.6-—
S -AH-"E 9 FF [3,4-c|H k- 1- 2 | LB 49 dh R TV, 2% CuKodddt &
T 8 X S & R ATH (XRPD)A %, L AEHTH A 204 8.5£0.2°,
14.240.2°, 15.5+0.2°, 16.8+0.2°. 17.9+0.2°. 18.3+0.2°. 18.7+0.2°.
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19.1+0.2°, 24.5+£0.2°, 25.7+0.204t B A 4 fE%

A —F @, Ko ALK PDE4 Bed7 4 & M ey L&
(S)-N-[5-[1-(3- T &S -4-F B K H)-2-(FARI) T A ]-4,6- = 8.-5,6-=
S-AH-"E 9 5T [3,4-c]otb e 1- R | T BR B 6 Sh B IV, & X H & R 474
(XRPD)H %, HAEFT4/4 204 6.8+0.2°, 8.5+0.2°. 13.9+0.2°,
14.2+0.2°, 15.5+0.2°. 16.8+0.2°. 17.9+0.2°. 18.3+0.2°. 18.7+0.2°.
19.1+0.2°. 19.7+0.2°. 21.8+0.2°. 22.5+0.2°. 23.5+0.2°. 24.5+0.2°.
25.7+0.2°. 26.3+0.2°. 26.8+0.2°. 27.1+0.2°. 27.8+0.2°. 28.5+0.2°4:
B 4 AR

X% ks £F, LA PDE4 87 4 F otk o
(S)-N-[5-[1-(3- T B3 -4-F B & K- 2-(FARE) T K ]-4,6- = A.-5,6-=
S -AH-"E% H [3,4-c[ri-1- L | LB AR 64§ A 1V, AR CuKadd st
T 69 X A& RATAT(XRPD)E #F , H EATA A 204 6.8+0.2°,
8.5+0.2°. 13.9+0.2°. 14.2+0.2°. 15.5£0.2°. 16.8+0.2°. 17.9+0.2°.
18.3+0.2°, 18.7+0.2°. 19.1+0.2°. 19.7+0.2°. 21.840.2°. 22.5+0.2°.
23.5+0.2°. 24.5+0.2°. 25.7+0.2°. 26.3+0.2°. 26.8+0.2°. 27.1+0.2°.
27.840.2°, 28.5+0.204k LA 4¥ fEME

H—7 @, KA H ALK PDE4 Be 37 4] & M ey L &9
(S)-N-[5-[1-(3- T A& -4-F B K IK)-2-(F oK) LK ]-4,6- = £.-5,6-=
S-AH-"Ew 5T [3.4-c]tb e 1- R | T BRI G h B IV, & X H & R 474
(XRPDYA 3%, HAT4 A 20, &b @ EIJE d. FTAPEAT IR 4 4

20 (°) @ 36 d (A) BE (%)
6.8 13.0 25.7
8.5 10.4 60.5
13.9 6.4 31.6
14.2 6.2 93.4
15.5 5.7 62.6
16.8 53 86.5
17.9 5.0 76.5
18.3 4.8 77.1
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18.7 4.7 62.9
19.1 4.7 51.5
19.7 4.5 15.8
21.8 4.1 24.6
22.5 4.0 44.3
23.5 3.8 30.4
24.5 3.6 91.4
25.7 3.5 100.0
26.3 3.4 26.2
26.8 3.3 19.1
27.1 3.3 28.2
27.8 3.2 26.3
28.5 3.1 19.9

X B xHkTEF, B PDE4 B v %) F M oy L&
(S)-N-[5-[1-(3- T B A -4-F B A KA 2-(F A ) T A ]-4,6-= A.-5,6-=
S -4H-"E % H[3,4-c]b-1- R | T B o B A TV, AR A CuKofddt &
T8 X & K74 (XRPDYA &, 47454 20, db @ 8 JE d. 47
SRR 5% B 2

20 (°) @ A 36 d (A) BE (%)
6.8 13.0 25.7
8.5 10.4 60.5
13.9 6.4 31.6
14.2 6.2 93.4
15.5 5.7 62.6
16.8 53 86.5
17.9 5.0 76.5
18.3 4.8 77.1
18.7 47 62.9
19.1 47 515
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19.7 4.5 15.8
21.8 4.1 24.6
22.5 4.0 44.3
23.5 3.8 30.4
24.5 3.6 91.4
25.7 3.5 100.0
26.3 3.4 26.2
26.8 3.3 19.1
27.1 3.3 28.2
27.8 3.2 26.3
28.5 3.1 19.9

h—F @, AKoJ i ALK PDE4 B ap H) E M LS D
(S)-N-[5-[1-(3- T & -4-F A F ) 2-(F AR T I ]-4,6-—&.-5,6-—
S -4H-"E e H[3,4-c]b-1- A | B AES BE IV, R EFREKEWH S
FIr 7 49 X 4t & RAT4T(XRPD) B %

EEE®TEFEF, BLKH PDE4 B 47 45 F M 9L & W
(S)-N-[5-[1-(3- T & H-4-F A FI)-2-(F ARIL) T I ]-4,6-— &.-5,6-—
S -AH-EF[3 4-c]tbtb-1- R | T Bl ey A TV, R EA R K E4eR S
FIr = 69 R F) CuKok@ 4t 41 T 69 X 4T &4 RAT4 (XRPD) A 3%,

B—F &, KANTFHRIEILPDEA BEE ik, Loz E R
BTk 7 ik 69 AR A 2 691854 (S)-N-[5-[1-(3- T &L -4-F AL
FHR)-2-(FARE) T ]-4,6-= £.-5,6- = S -4H-"E% 5 [3,4-c]t s -1- 4 ]
LB Bt ah B TV 38 A A4 (S)-N-[5-[1-3- T A A -4-F AR A K
FO)-2-(FARA) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BEAce dh B IV B L E N hapinodh, ¥ i a1V & X S &
RATHH(XRPD)E &9, HAELTH A 2049 % 8.5°. 14.2°. 15.5°. 16.8°.
17.9°. 18.3°, 18.7°. 19.1°. 24.5°. 25.7°4 BLA 4F feik,

B—F &, KN AMEIKPDEA BEEW 7%, Laledm R
B ik 7 ik B AR T 2 094864 (S)-N-[5-[1-(3- T R A -4-F B

109



10

15

20

25

30

WO 2019/210869 PCT/CN2019/085360

FH)2-(F ) T H]-4,6-= 8.-5,6- = & -4H-"E % 51 [3,4-c] s - 1- A4 ]
TBE Ao dh B TV 3R &AL A 4 (S)-N-[5-[1-(3- T & L -4-F & LK
FO)-2-(FARA) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
Bz e ah B IV A R E e odh, PR A IV E X S 45
AATEH(XRPD)B # ¥, L ALT4 A 20494 6.8°. 8.5°, 13.9°, 14.2°,
15.5°. 16.8°. 17.9°. 18.3°, 18.7°. 19.1°. 19.7°. 21.8°. 22.5°. 23.5°,
24.5°, 25.7°. 26.3°. 26.8°. 27.1°. 27.8°. 28.5°4 FLA 4 jEME,

Tb, KAF R i 4o T L6 AT 0 BB VAR B 45 W, 38 7
RNEFHEATEAILMKE, Riv, HEHEM, AT EEGZIER
MG BLASUR T8l R if e L s b 5 £,

] - 5% 56 61
(S)-N-[5-[1-(3- L&A -4-F B K K)-2-(F R T K ]-4,6- —5.-5,6- =
S-4H-E o 53, 4-c | e5-1- 35 ] T BE e 44 1 &

45 5 35

CDI: 1,1’-3 4 —=kvk; DCM: — R ¥ )%; THF: W& kvh; TFA:
Z A LE; DMAP: 4-(NN-— 9 3 )teg; TEA: = L%; DMF:
NN-—F A FELh; DMSO: —F A TR, HOBt: 1-Z K5 = A=,
DCC: N,N-—3f & 2 8% — I fi; TBFA: v T A #ib4k; EDC-HCI: 1-(3-
ZWARARE)-3-CHER R Fmoc: 9-% F &34 ; MOM:
FEFHEA, MEM: FRIAEZAATFTHE;, MTM: FHATFTHE;, SEM:
2A(EFEAAL)TEAT A, TMSE: 2-(ZF A K)T 4, DIC: NN’-
TSR ARBAL B, HOAL: 1-53-7-1% 8K = fk; BOP: 4%
AR (RHF oo 1- - R-=-(= F R8-S AUBE L 2L); CI-HOBt: 6-
A-1-F A K H = /4, DEPBT: 3-(= LERAFBLAL)-1,2,3-KH =%
-4-F; HATU: (= F AR T L- =4 [4,5-B]tra-3- 844 55 25k
BR#h; HBTU: FRH = 8-NNN N-v9 F R A48 ; HCTU:
6-A K = f-1,1,3,3-m9 F LS AR ES; HOOBt: 3-%%-1,2.3-
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K H ="A-4(3H)-7; PyBOP: -~ ABEBR R 5F = v 1- A - A =tk hr
B, TATU: O-(7-4% 8K Z74-1-2)-N,N N> N°-v9 F I i v9 540 B4 B ;
TBTU: O-(RH# =Z»-1-2£)-NNN° N°-v9 ¥ K ik vg 2 4084 B5; OMS:
WAERERER AL, OTS: 7 RAAEREs K,

et 1
4-F 8K 3-TEAERTEE

T FH HIRIE P Ao M M AR5 49 500ml = 2 H#RF Am A 30.5 5%
A2 FE, 552 FARBR4F, 49.9 £ LI%, 140ml DMF, T&#t kiR,
MBI 1400ml K, A B B IR 2 R, K 600ml. &H LB T
s B, J4iAe NanCOs 2% 3 &, &k 200ml, 200ml 7Kk, 200ml 484=
NaCl #&, 7K MgSO, FHe, i, AZFEA, RAEFERK, AT
BROEE: AWEt=1: 4 8REGENNEL N, H8 E4KMIK 329 4.
MS (m/z): 181 [M+1]",

b4 2
1-(3- LRI -4-F B K F)-2-(FARA)-N-(Z F A T

FE R B ) WA Fe i M RARFE 49 500ml = 9 #RF AN 3.7 L=
WA, 160ml THF, »#p£-78°C, i&4r 22ml iE T AA4Z(2.2M £ THRIE
), TG RIF-T8C WEHE 30 54, I A, EFR B WA R A
R 89 250ml Z T AR e\ 7.1 ALE ) 1, k5430, iE e 43ml
= F R B IEAZ(1.06M THF 3R ), i %5 L4 15 404F, i e 10ml
ZRMAN B, BRI S 4, B, B BEBAAYT, #
BIEHRIRETIR 1.5 ), A 200ml 1.6N KoCOs & # R
B, B3 30 4P e ik, KEFRR TR LEsF I 3k, #K 200ml,
A FFTA A AL, 200ml 4842 NaCl %6, KK MgSO, T, itiE, %
FEA, AFHEE ERARREIR 10 &,

a4 3
1-(3- T AIA-4-F BAFH)-2-(F AR ) TR
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JE XA B A BEAE R 500ml 3 2 HL P A A 10 24644 2, 100ml &
B%, 100ml 4N HCl, ZEHEH 30 547, 9, AHUER AN HCl F I
3K, #AK100ml, &FFKE, Ki&TFJH 4ANNaOH AT pH=12, A T
BR LB F I 3K, 4K 200ml, & FFHALE, 200ml 4842 NaCl 2, £
K MgSO, Tk, ik, RFEM, REHEEREGERK 1S 1,
IH NMR (CDCls): § 6.93-6.84 (m, 3H), 4.60 (d, 1H, J-8Hz), 4.12 (q, 2H,
J-4Hz), 3.87 (s, 3H), 3.37-3.21 (m, 2H), 2.92 (s, 3H), 1.86 (s, 2H), 1.48
(t, 3H, J=4Hz); MS (m/z): 274 [M+1]"; F 4 HPLC (% B B3 /E %/
Z LM =35/65/0.1, chiralcel( OJ-H 4%, 250x4.6 mm, 1.0 mL/min, @234
nm): 15.2 min (R-isomer, 49.8%), 17.3 min (S-isomer, 50.2%).

e 4a
(S)-1-(3- LRI -4-F 8 FH)-2-(FARIL) Tl N-TBEA-L- AR &
FEEA AR R E A EAARFE 49 100ml 5 2 5]
T AN 6.920 L ALE 4 3, 2.418 i N-TELA L-B &, S0ml /KT
B2, A EA 1A, RIEHH 3D, ik, FaEEK, FLE
B AAT KT E 25ml @ 1 e, 83 e, ik, 546
B4R 6.752 %,.

&40 4b
(S)-1-(3- LRI -4-F BILFK ) 2-(FARHK)- Tz
FE XA R A BEAE 69 250ml £ 1 R F Ae N 6.752 S LA 4a, 150ml
;%L‘?ifgﬁr‘n 150ml 7K, 75 TF i#Ae 5% NaOH Kizi&, A% pH=11,
Sk, KEF A 150ml — 2 ¥l FBR—kK, /\ﬂ-,—%h‘?bu}?: 100ml
t8%= NaCl #&, KKk MgSOs, T, ik, RTFEAN, 4 & B4k 2.855
5(99.0% ee). MS (m/z): 274 [M+1]"; F M HPLC (5 R85/ Ok/ =
LFz =35/65/0.1, chiralcel( OJ-H 4£, 250x4.6 mm, 1.0 mL/min, @234
nm): 15.2 min (R-isomer, 0.5%), 17.3 min (S-isomer, 99.5%).

a5
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3,4- =& E

FEFH HRIE = 74 B R E Aot M AAR-F8 49 2000ml = & 58,
F AN 96.8 %, 3,4-—i2"Ewr. 104 £ FALE4RF= 100ml T B4 DMF,
IR ER A NG, AFHEER, GRLRFT MmN 400 5L FeCls-6H0
*ﬁ7mm1nw%%¢%ﬁﬁ,%%%ﬁﬁmm%&ﬁeoA#,ﬁ
2P )5 Ar N 500ml DCM. 3 PP A5 BB iBaa- 4 4 A%, 300ml — 45, )
[mww%waﬁm,éﬁ%ﬁD@w% ¥ FEBOR £ A% 600ml — 4,
RK ) 50mix2 6N #9 3 BR . K. 4872 NayCO; 7KIE R BAGFa £ 3 KR
Bk, KK MgSO, T, iE, RFTEANFHERIKR, F LB TE:
A B =11 8 RE R ik, L8178 & B 4K 21g. '"H NMR (CDCls):
§ 8.07 (s, 2H).

e 6
Er-3 4- R ER

R BB m R AR E B4 500ml B R, A
15.978 £.4b&-% 5. 43.997 % KOH % 174ml T =B, Wik 4 o, 7%
IS, © B ELRA Y F e 350ml K, B ZEL(100mIx2)E B, FE T
Bx B, BEARGLITEHKERATESHRERADN LG &R, T
96 JE F B R T LB P (K 2% & 2000ml), I8 R L& (300mlx3)
FI, &R CEE, LK MgSO, TR, ik, RF&EAN, Faé
B4R 15 &, AKEZ L. 'THNMR (DMSO-ds): & 10.35(brs, 2H), 8.17
(s, 2H); MS (m/z): 171 [M-1]".

tath 7
K [3,4-c]"k wh-1,3- = BF)
FEFR WL BRABRE AT IRE 69 250ml B R BEAR T,
AN 15 A 6 F2 120ml TERET, BIAR 3 B, ATER, FHE
ER 13 A,

a4 8
2-FHF -3 4- R
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BB RN AT IR ¢4 250ml B R AR F Ar A 40ml & 0E
FA(2F 95%), A ki LAH ZE 0-5°C, od(FR 1 5u)de N 10 Ltk
ST, RIS, FESLIBE TR 30 44 (CH & & BRI ). R
A MBI 80 L:J«yk/ﬁg/\&qﬂ A LBA LB (100mlx3) 3 B, A FFFF
A LB TE &, RRA S0mIx2 KA AR 3 K&k, K MgSOy
TR, ik, AFEA, 587 EFK 10g. MS (miz): 216 [M-1]°,

a4 9
4-FH S B [3 4=k -1, 3-BF)
B W RSB B AT IRE 69 250ml B R F An
A 10 FA6A4 8 F= 100ml TELEF, WA 3 B, AFEA, 138 H
R 9 F.

e 10
(S)-1-Fl H-5-(1-(3- T B -4-F BIR ) 2-(F AUK) LK )-SH-E 7%
[3,4-c]7"5-4,6- = FF)

JEBAT b B e TR 64 250ml B ROEFR T A A 1.99 #, 4-F £
S [3,4-c]rk -1, 3- FR(1La4 9), 2.73 £.(S)-1-3- LR H-4-F Ak
FH)2-(FE)- TR (1 44 4b), 100ml THF, EE#FHITE, A
1.944 %, CDI, &= A2 M., IKREER, JmA 200ml T8 LB f=
150ml 7K, IR, 4%, AHEA 100ml 0.5 N HCI #, 100ml 4&4= NaCl
o, LK MgSOs T HE, ik, ARFER, £EELENEFEETERK
3.485 %,, MS (m/z): 453 [M-1]".

e 11
(S)-1-FF-5-(1-(3- T Ak -4-F B K I)-2-(F AL ) T )-SH-E %
[3,4-c]vitv&-4,6- — B
FERA WAL, WAL B E AT IR 09 250ml B JR R Ao
AN 227 E(S)-1-FE B -5-(1-3- L& B -4-F B K E)2-(FARL) T
H)-SH-"E % [3,4-c]ot "% -4,6- — B #= 100ml THF, Ao ® &, Aea 1.4
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FLAE e akAy, BR 2 . FRIE, JERAT, AN 200ml LER LEE AR
150ml 7K, I, 5%k, HHEA 100ml Kk, 100ml 4842 NaCl %%,

K MgSOs T, Wi, RTIER, HEEEEFEREEK 1.53
%. MS (m/z): 425 [M+1]".

b-4h 12
(S)-N-(5-(1-(3- T 84 -4-F BI K I)-2-(FaRAL) T A )-4,6- —&.-5,6-—
A-4H-"E%0[3,4-c]obrb-1- 21 ) LBk A

ik ERA MG, RSB B Ao TIRE 49 S0ml B RS
FF AN 0.1 S5 (S)-1-2I-5-(1-(3- LRI -4-F BAFKI)-2-(FARI) T
F)-5H-"E%[3,4-c]H74-4,6- —FR 4= 0.005 % DMAP, 10ml ZERBEF, #n
AE 60 BKE, B 6 I, AT, 2 & kbLEiFmAaied
0.022 &..

Tk ERA WP, RS BRRE T RE 49 S0ml B R
FF AN 0.1 JL(S)-1-2H-5-(1-(3- L AIR-4-F BAFKIK)-2-(FARI) T
H)-5H-"E%r[3,4-c]to5-4,6- — B F= Sml w72, sKA FidAe 0.2ml LEL
2, FTELFE1 DN, RFEA, A S0ml TER TE A2 20ml K,
B, 4k, A ALE A 20ml 2N HCI %, 20ml 464= NaCl %, %7K MgSO4
FHg, i, R FIEA, A &L E 1FAF LA 0.083 £ . MS (m/z):
465 [M-1]+; F ¥ HPLC (AL /K TEE/IE T4/ = T B = 40/60/0.1,
chiralcel( OJ-H 4%, 250x4.6 mm, 1.0 mL/min, @230 nm): 9.8 min
(R-isomer, 1.2%), 13.8 min (S-isomer, 98.8%). 1H NMR (CDCI13): 6 9.27
(s, 1H), 7.30 (s, 1H), 7.07 (s, 1H), 7.05 (s, 1H), 6.81 (d, 1H, J=6Hz),
5.81 (dd, 1H, J=3Hz, J=7Hz), 4.54 (dd, 1H, J=8Hz, J=11Hz), 4.08 (q, 2H,
J=3Hz), 3.84 (s, 3H), 3.73 (dd, 1H, J=8Hz, J=11Hz), 2.86 (s, 3H), 2.27
(s,3H), 1.45(t,3H, J=5Hz ).

e 1
AR IR S

¥ 0.495g (S)-N-[5-[1-(3- T A A -4- F A KA )-2-(FARE) T
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H]-4,6-=8-5,6-= & -4H-"E% F[3,4-c]b - 1- 2L | L BB A M T 90mL
FEEd, IR E SOBREMHARE., HidEE, ERAREZE S0BK
R REEBRALER LR RIS, k. AETFRFS 4 EBK
WAL Hd e EARS R 50mL Ak, B E 37 EBKEF B
P 8hnt, Wik, AEFIRFR G E B KR 0.337g(0F 68%), B
H(S)-N-[5-[1-(3- T A -4-F I FH)-2-(FAIL) LA ]-4.6- = £A.-5,6-
Z A -AH-E o [3.4-c |- 1- 3R | T BR A 49 an A 1.

3

%At 2
an 2 IV

¥ 0.141g (S)-N-[5-[1-3- T & -4-F &AL X F)2«(FARIL) T
H]-4,6-—8.-5,6-— F-4H-"E"% F[3,4-c]?toE-1- L | LB E T 20mL T
BRETT, IRESOBRAHFLE. HT)EES, EAEAIRE 60 FEK
B EH AL ERAEGER AN S, TR, AR TREGFE EBK
R 0.116g( B & 82%), BF 4 (S)-N-[5-[1-3- T & A -4-F A A K
F)-2-(FARA) T A ]-4,6- = £.-5,6- = &-4H-"E % F [3,4-c]H - 1- £ ] T
BEie oy ah A 1V,

pusf

3t 3
X S+ &4 RATH(XRPD)

X A &b RATHH(XRPD) M X A4 F: & A B E T Cu Fa4%(40mA,
45kV). A& % D8 Advance X AF & A RATH BUIRAF X 4 & RATH
(XRPD)B . 324475 B 4 2-Theta = 2-40°, F ¥ 4 0.02°, 1asik % 8°/
5%F

AR F ] 1 PTiE F ik 4 & 09 (S)-N-[5-[1-(3- T AL -4-FRAK
FO-2-(F L) T )-4,6- = R-5,6- = S -4H-"E %57 | 3,4-c|l%-1- 25| T
BRAZ Ay an A 111, 3 X A& RAT4(XRPD)E 40 B 1 BT &,

(S)-N-[5-[1-(3- T & & -4-F A K I)-2-(F RIL) T H-4,6- — &,
-5,6- = Z-4H-"E 7 51 [3,4-c|r-1- K LB IR dg ah B TIT 49 X &8 R
#1 44 (XRPD) B 1% £ 20-6.5+0.2°. 7.1+0.2°. 7.440.2°. 10.3+0.2°.
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13.0+0.2°. 15.0+0.2°. 16.1+0.2°. 16.5+0.2°. 17.4+0.2°. 18.7+0.2°.
19.2+0.2°. 19.6+0.2°. 20.9+0.2°. 23.7+0.2°. 25.7+0.2°. 26.5+0.2°.
26.9£0 2° L4 H AR, E AL B BATANE,

AR E ] 2 PF iR 5 ik 4 & 09 (S)-N-[5-[1-(3- T AL -4-F ALK
H)-2-(FARIA) T A ]-4,6- = 8,-5,6- = SA,-4H-"E % H [3,4-c]H - 1- £ | T
BRiz ey ab 2 IV, H X SE0 RAT45(XRPD) A #40 B 5 BT,

(S)-N-[5-[1-(3- T A H-4-F B A K I)-2-(F AR ) T ]-4,6- — &
-5,6- = A -4H-"E % 31 [3,4-c |- 1- N | LB I 0 ah B TV 89 X A & R
574+ (XRPD) B 4 /£ 20-6.8+0.2°. 8.5+0.2°. 13.9+0.2°. 14.2+0.2°.
15.5+0.2°. 16.8+0.2°. 17.9+0.2°. 18.3+0.2°. 18.7+0.2°. 19.1+0.2°.
19.7+0.2°. 21.8+0.2°. 22.5+0.2°. 23.5+0.2°. 24.5+0.2°. 25.7+0.2°.
26.3+0.2°. 26.840.2°. 27.1+0.2°. 27.8+0.2°. 28.5+0.2°E A 4 frik,
TE H At BB RATAPE

45 4
Z TR F #E(DSC)R K

£ T AFE R EDSCMNK AL T 448 B A4, SII6220 £
TR EAMNDSOKF A B ITEFRRRRIEZ L., FEEEH
10°C/min, R AR .

AR E ] 1 PFiE 5 ik 41 & 09(S)-N-[5-[1-(3- T AL -4-F RAK
F)-2-(FARE) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BEA e fh A 111, H DSC W& 4= 2 Fi .

dh B 1M1 A2 FiR i A2 b 8 14526°COEMAIE &) B A — AN A 05 Ak
i

AAE F ] 2 PF iR F ik A& 09 (S)-N-[5-[1-(3-T AL -4-FRAK
HO)-2-(F AR T A |-4,6- = B-5,6- = A -4H-E % FF[3,4-c | E-1- 2 | T
BEAE ey A IV, H DSC W&k 4B 6 B %,

s IV AR A2 P A 180.8£6°COFA I B B A — AR s
AR,

o
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F 4 5
PE T R (TGA)R K

HE M E(TGA)YR X A d 40 F 2 428 B A4 T, SI6200 AT
MB(TG)FRAFA BT AR F1E 8. FREEH 10°C/min, AR
.

AR ] 1 PTiE F ik H& 09 (S)-N-[5-[1-(3- T AL -4-F A AKX
F)-2-(FARA) T A ]-4,6- = 8.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BEAEd a0 11, H TGA & 4B 3 B &,

Sh R II Andh ZHE Rk & 0.9%. HEALET 5 R b IAEAT R AR Aok,
B 0.9%89 k. F AR M KR EA . and 1T BR3EKE 4, FAFERF L
.

4 6
219 #E(IR)

LN MK A d 4o T MIRAX S 4 PerkinElmer, Spectrum 65,

AR E ] 1 PTiE F ik 4 & 09 (S)-N-[5-[1-(3- T AL -4-F AAK
H)-2-(F AR ) T A -4,6- = £-5,6- = S,-4H-"E % H [3,4-c]H - 1- £ | T
BhA 6y dh A I, H4rsbAEIR) WA 4 v,

AR E ] 1 PFiE 5 ik 41 & 09(S)-N-[5-[1-(3- T AL -4-F RAK
F)-2-(FARE) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BEAEf dn B 11T, R 4rdM BB (IR)F, BME(L B feiR E 49 4

FOROEAL B (em!) | RS IR (%)
3438.68 50.99
3269.83 47.15
3083.23 64.74
2978.8 54.6
2930.97 54.46
2840.22 65.86
1756.64 27.82
1701.56 6.76
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FOHOEAL B (em) | RS IR (%)
1640.14 57.36
1590.07 22.04
1556.53 33.47
1516.98 25.12
1444.77 50.77
1427.06 48.08
1393.66 40.19
1371.58 35.75
1334.05 23.59
1294.85 12.52
1267.82 18.35
1238.14 19.02
1202.22 54.7
1185.81 61.82
1138.18 18.61
1092.22 31.54
1024.47 45.11

968.8 56.09
948.32 64.79
882 .85 59.92
849 .85 70.81
813.02 67.24
766.79 60.19
733.72 48.87
697.07 66.48
641.87 62.48
605.18 63.14
581.86 66.77
532.48 56.84
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FOHOEAL B (em) | RS IR (%)
505.55 61.44
485.04 59.79
455.79 64.11
404.51 74.33

) 7
bR E
1% ) AR A% 5K 56 4) 1 BT £ 75 ik %) &89 (S)-N-[5-[1-3- T & -4- F &
AR H)2-(FARA) T A ]-4,6- = R.-5,6- = A -4H-E % I [3,4-c] -1 -
KT B 0 b 2 1T AT K.,
¥ #5 25mg (S)-N-[5-[1-3- T E A -4-F B A K E)2-(FHRL) T
3 ]-4,6-=&.-5,6- = A-4H-"E % F[3.4-c]rtbné-1- 2 | T BR A 64 d B 11 Ae
A 900mL K ¥, FF-F 37°C FHEBILEE 90 o4F, 451k 100 45/54F,
Bk LR AR, BRI UL B M AR S IR IR E (a
mg/mL). B R 900a/25%100% i Hia b ik &,
(S)-N-[5-[1-(3- T B I -4- F B K I)-2-(F I ) T A )-4.6- = £,
-5,6- = Z-4H-"E % F[3,4-c]P b - 1- AR | L Be e 6 dh B TIT 8908 i i B e
& 1Bw,

&1 FEh#EFMNTLER

B+ 18] (min) b iR (%)
0 0
15 32.2
30 46.3
45 55.1
60 61.8
75 66.5
90 71.5
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F 4] 8
B RAL

K AR A6 5) 1 Pt 6 7 ik 4] & 49 (S)-N-[5-[1-(3- L & -4-F &,
FR ) 2-(F R T ]-4,6- = 8.-5,6- = & -4H-"E %> 51 [3,4-c] o v&- 1 -
AITBE 6 dh A T 2 T 40°C FRIBAE A, 14 A BB 3H47AR &4
5 DSCHK., AXMEERALR R 2T+, HiXBRLERT 4,
(S)-N-[5-[1-(3- T & -4-F B A K IK)-2-(FRIL) T A )-4,6- = #.-5,6- =
S -AH-"E % FF[3,4-c]b k- 1- A | T BR R 69 A 11 B A B4Fe) 5B 8%
.

& 2.40°C #a 2 MR 4 R

0 KA XM I NAF B | 1A-ARGE
g | O ST gy | TR LA
T E(%) 2E(%) an %!
11 0.07 40°C 0.09 00|
%A 9
Amig AL M

PR I8 ] 1 PTiR & 7 ik 5 A 41 & 49 (S)-N-[5-[1-(3- T & Hk -4-
A F ) 2-(F AR ) T ]-4,6- = 8-5,6-= A -4H-"E % 5 [3,4-c k%
- TBEE SR T E T 40°C, RH=75%#48 8 HiXIEMA A, 14
R BOh 3t ATRAR &85 DSC MK, A XM E AL R R 3w,
WK g R 40, (S)-N-[5-[1-(3-2 Ak -4-F EAFH)-2-(FaRK) T
H]-4,6- = £-5,6- = A -4H-"E% 3, 4-c & 1- A | T Bl b A 11T B
H RAFH &8 5 IR,

R 3. Ak AR IR R

0 RA XWMR I NAREME | 1L ANAKREGE
% 5 A YTy,
s e | TOE ’ A% (%) a5

111 0.07 40°C 0.09 111
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0 RA MR LAAA£BE | | AR ARG
g | gy | VAR T AARE
SF (%) 2% (%) an 2
RH=75%

341 10
KB B A

Bty 050 RIEFe6) 1 FT A6 7 k4] & 69 (S)-N-[5-[1-(3- T AL
A R RO 2-(FRA) T A ]-4,6- = B.-5,6- = £ -4H-"E % FF[3,4-¢]
hed-1- R ) BB A db A TIT e\ 40mL K ¥, FHF 37°C FHFRHtH
24 i, BRERZRLIE, BEARTHREER XRPD AR KA., dhA
SRk 4P, WK R AW, (S)-N-[5-[1-G3-TAK-4-F ALK
F)-2-(FARA) T A )-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T

B b4 ab 20 TI1 27K F B RAF GGG M,

R4 KR SR AL R
B&A | FHEBACC) | FHEEMN) | FH
I 37 o .

a5
on
o
=2

4 11
RO

SF(S)-N-[5-[1-(3- T B I -4-F BIH K I)-2-(F RHK) T A ]-4,6-— 2,
-5,6- = S -4H-E % FF [ 3,4-ct s - 1- R | T Bb e o dh A 11T AT R IR M AR
. fE B A0 RALAR KIS R (RH=80%) ¥ TR BT REE T T 46
M ZBRIEE.

1% ) AR & F564) 1 BT 77 3% H) %69 (S)-N-[5-[1-3- L & H-4-F &,
FRF)-2-(F RHA) T 3 ]-4,6- = £.-5,6- = S,-4H-"E % F[3,4-c] 7% 1-
) TRz o ah B T BEAT MK,

el I 695 BHE KL R R S, BRELERT4, KA
I 8B RE A 1.17%.
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£ 5 5B MRIES R
e | mAPI(g) | EZ(g) | KIZE(%)
111 0.511 0.006 1.17

BEANTTF, Hofh—Fof ZF LG X R ABA LK —A
KRRABREE N FHRIABER ST R, AT ERIA BT
X ST AR R BRAE X8 A A ATAT XA IR0 X R B H T

JNFTIR P T AR, R AT mOIM3LaA e B B3R T ANTF 8
FAR T T L, 122 E T B RAT g Fast B e 50T, KA
B R AR AR ST AR b &FP B it X 88 T S B R B A
TE BT B AR SR ST
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A E R P
1. 4 &# (S)-N-[5-[1-(3- T B -4-F B A K ) 2-(F AR K) &
3K]-4,6- = R.-5,6- = A-4H-"E % F[3,4-c]ré-1- L LB IR0 £ A 4,
e X M & RAT4H(XRPD)B 7 , L AEMTH A 20494 19.2°. 25.8°
ZAR s Y

2. AL (S)N-[5-[1-3- T &I -4-F AL R A)2-(FARA) T
3K]-4,6- = R.-5,6- = A-4H-"E 7 F[3,4-c]Hrs-1- L TBL IR0 £ A 4,
B X ST & 8 AATH (XRPD) B - , K EATH A 204 19.2£0.2°.
25.8+0.2°040 AL A 4 4Ei%,

3. AW (S)-N-[5-[1-3- T A I -4-F A A KK ) 2-(FARA) T
H]-4,6- = 8-5,6-= E-4H-"E% 5 [3,4-c|Hbrd-1- R | T BRI 09 % SR 4,
B X HEA AT (XRPD)A &+, HAEMTHA 20294 6.5°. 14.3°,
18.7°. 19.2°. 19.6°. 23.7°. 25.8°. 26.5°. 26.9°4k ELA 45 4ri%,

4. 1A (S)-N-[5-[1-3- T A K -4-F A A K E)-2-(FARL) T
H1-4,6- = 8-5,6-= S -4H-"E% 51 [3,4-c|teb-1- L | T BB 69 % Sh A 4,
B X HEAWARTAXRPD)E # +, L EATAA 204 6.5+£0.2°.
14.3+0.2°. 18.7+0.2°. 19.240.2°. 19.6+0.2°. 23.7+0.2°. 25.8+0.2°.
26.5+0.2°, 26.9+0.2°4k ELA 4 4EME,

5. A (S)-N-[5-[1-(3- T &R H-4-F B A K H)-2-(FARIL) T
H]-4,6-=R.-5,6- = £ -4H-"E% F[3,4-c] b 1- K | LB 6 S A 110,
B X A KA RATH(XRPD)E & , L EATAT A 20294 6.5°.7.1°.7.4°,
19.2°. 19.6. 25.8°. 26.5°4t BA ¥ 4Ed%,

6. L& 4 (S)-N-[5-[1-(3- T & & -4- F AL K E)-2-(F RHK) T
£ 1-4,6- = £.-5,6-= A-4H-"E % 5 [3,4-c]h b -1- 2 | T BR AR 69 &4 A 111,
T X S & K74 (XRPD)A & , L EATH A 204 6.5+0.2°.7.1+0.2°.
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7.4£0.2°, 19.2+0.2°, 19.6£0.2°, 25.8+0.2°, 26.5+0.2°4 B A 45 f00%,

7. AL (S)-N-[5-[1-(3- T A -4-F AL R )2-(FARAL) T
H]-4,6-—R.-5,6- = £ -4H-"E % F[3,4-c] bk 1- K | LB 6 S A 110,
B X A & RATH (XRPD) B #  , L ALTA A 20494 6.5°.7.1°.7.4°,
10.3°. 13.0°. 15.0°. 16.1°. 16.5°, 17.4°, 18.7°. 19.2°, 19.6°. 20.9°.
23.7°. 25.7°. 26.5°. 26.9°4t BLA 4 ek,

8. &M (S)-N-[5-[1-3- T R -4-F A ALK ) 2-(F AL ) T
H]-4,6-=R.-5,6- = £ -4H-"E % F[3,4-c] bk 1- K | LB 6 S A 110,
F X A &8 RATAH(XRPD) B & , L ALTAT A 204 6.5+0.2°.7.1+0.2°,
7.4+0.2°. 10.3+0.2°. 13.0+0.2°. 15.0+0.2°. 16.1+0.2°. 16.5+0.2°.
17.4+0.2°. 18.7+0.2°. 19.2+0.2°. 19.6+0.2°. 20.9+0.2°. 23.7+0.2°.
25.7+0.2°, 26.5+0.2°. 26.9+0.2°4k B A 4F fEis

9. A4 (S)-N-[5-[1-(3- TR A& -4-F B AKX HK)2-(FARIKL) T
H]-4,6- = 8.-5,6-= A,-4H-"E% H[3,4-c]oh b - 1- L | T BB 64 5 A 110,
B X A& AATHN(XRPD)E - , HATA A 20, ah @ E2E d. T4
AT IR E A

20 (°) @ A 36 d (A) BE (%)
6.5 13.6 100.0
7.1 12.4 37.7
7.4 11.9 45.5
19.2 4.6 61.0
19.6 45 31.2
25.8 3.5 64.4
26.5 3.4 41.1

10. 4644 (S)-N-[5-[1-(3- T A -4-F R A& K B2 (FAL) T
H]-4,6- = B-5,6- = S.-4H-"E % F[3,4-c] k- 1- 2k | T 8RB 0 o B 111,
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B X A& AFTA(XRPD)E # F , L4744 20, dh @ ) JE d. #7405
ST R E L

20 (°) @ A 36 d (A) BE (%)
6.5 13.6 100.0
7.1 12.4 37.7
7.4 11.9 45.5
10.3 8.5 26.0
13.0 6.8 23.4
15.0 5.9 18.2
16.1 5.5 19.5
16.5 5.4 24.7
17.4 5.1 19.5
18.7 47 22.1
19.2 4.6 61.0
19.6 45 31.2
20.9 43 20.8
23.7 3.8 15.6
25.7 3.5 64.4
26.5 3.4 41.1
26.9 33 27.8

11. A& (S)-N-[5-[1-(3- T A A -4-F A KK 2-(FARE) T
5 A )-4,6-=R.-5,6- = R -AH-"E % FF[3,4-c]heb-1- R T B AR 6 f A T,
EEAF AR 4B 176 X 540 K474 (XRPD)A 3%,

12. e BRAZRK1E 1l PIE—RANBZRIFEGLAEY

(S)-N-[5-[1-(3- T B -4-F 8 R H)-2-(FRAL) LA ]-4.6- = 8.-5,6-=

10 S-4H-"Ew 31 [3.4-c]be-1- A | LB 6 S & 111, 188 £ a3 4
E(DSC) AT AT, H A2 144.9°C LB A R ME,
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13, 4o A1 Z R 1 £ 12 PE—ARF)FZLATE G TR LS
(S)-N-[5-[1-(3- T & H-4-F A FH)-2-(F ARIL) T K ]-4,6-—8.-5,6-—
S -AH-E o [3 4-c]tbtb-1- R | BB ¢ dh 2 111, 18R £ 712k
H(DSCO)HAT RSB, HAE 144.926°C & B A & #uk,

14, e A1 F K 1 £ 13 P12 —AA) K 7L 64 FT iR 694064
(S)-N-[5-[1-(3- T & -4-F B A F ) 2-(F AR T K ]-4,6-—R.-5,6-—
S -AH-EwF[3,4-c]tbb-1- R | BB 6 dh 2 111, 18R £ 712k &
% (DSC AT #eoHrd, HEA A K B4l 2 Brad) DSC 4.

15, 4o A1 2R 1 £ 14 F1E—ARA)Z R ATE 6 BT iR 69406
(S)-N-[5-[1-(3- T & -4-F B A F ) 2-(F AR T K ]-4,6-— £.-5,6-—
S -AH-"E % FF[3,4-c]oteb-1- R | T B o S A 1L, A4 A #hE 47k
(TGA)RAT#H AT, HEA KK LB 3 7785 TGA W&,

16 e R AN ZK 1215 PHE—RANZRIFZEGLEY
(S)-N-[5-[1-(3- T & A -4-F B KA 2-(FARL) T A ]-4.6- = &.-5,6-=
S -4H-"E 251 [3,4-c]h s 1- R | LB At an 2 11, 9B 3E(IR) P,
HRPIEAL E Fa iR 2 A

FOHOEAL B (em!) | RS IR (%)
3438.68 50.99
3269.83 47.15
3083.23 64.74
2978.8 54.6
2930.97 54.46
2840.22 65.86
1756.64 27.82
1701.56 6.76
1640.14 57.36
1590.07 22.04
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FOHOEAL B (em) | RS IR (%)
1556.53 33.47
1516.98 25.12
1444.77 50.77
1427.06 48.08
1393.66 40.19
1371.58 35.75
1334.05 23.59
1294.85 12.52
1267.82 18.35
1238.14 19.02
1202.22 54.7
1185.81 61.82
1138.18 18.61
1092.22 31.54
1024.47 45.11

968.8 56.09
948.32 64.79
882 .85 59.92
849 .85 70.81
813.02 67.24
766.79 60.19
733.72 48.87
697.07 66.48
641.87 62.48
605.18 63.14
581.86 66.77
532.48 56.84
505.55 61.44
485.04 59.79
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FOHOEAL B (em) | RS IR (%)
455.79 64.11
404.51 74.33

17 e R A F K12 16 PIE—RANZRIFEHILEY
(S)-N-[5-[1-(3- T & -4-F f A FH)-2-(F AL L K ]-4,6-—8.-5,6-=
S-4H-"Ew FF[3,4-c]bob-1- L | L BR B 6y S A T, A 4ndh RiE(IR) P,
EEAEAR 4B 4 FF Rty B E(IR).

18. AR ERABEABRAIEZR 1 £ 17 FIE—BF)|ZRKPTE 1L
&M (S)-N-[5-[1-(3- T B -4-F B A K IE)-2-(FARE) TR ]-4,6- = &
-5,6- = & -AH-"E % F[3,4-c]tb b~ 1- 2 | L Bl 6 S A 111

19. 2 A ERESKGBRAIEZR 1 £ 18 PE—RAZ R GLE
H1(S)-N-[5-[1-(3- T R A -4- F B FF)-2-(F A T A ]-4,6- = &.-5,6-
A -4H-"E 2 H[3,4-c [P A 1- 2K | T BE AR 49 dh A 11

20 AR EHHBFIER 1 £ 19 PE—RF)|ZRITE YIS D
(S)-N-[5-[1-(3- T Ik -4-F B K AR)-2-(F AL ) T ]-4,6-— £.-5,6-=
F-AH-"E %33, 4-c b - 1- K | LBk B ¢ ah A 1.

21, REAHEF RS KGRAEZR 1 £ 20 FAE—RA|ZRPTEH
B4 (S)-N-[5-[1-(3- LRI -4-F EH K I)-2-(FARL) LK ]-4,6- = &
-5,6- = & -AH-"E % F[3,4-c]tbob-1- 2 | L Be i 6 S A 111

22, A4 (S)-N-[5-[1-(3- T & A -4-F f A K IK)-2-(FARK) T
H]-4,6-—R.-5.6- = R -4H-"Eo F[3,4-c| b 1- K | T BE AR 69 4 2 TV,
B X A& RATHH(XRPD) B % , L AELTH A 20294 8.5°. 14.2°.
15.5°. 16.8°, 17.9°. 18.3°. 18.7°. 19.1°. 24.5°. 25.7°4 LA #fei%,
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23, WA (S)-N-[5-[1-(3- T & A -4-F 2 A KK 2-(FARK) T
H]-4,6-—R.-5,6- — £ -4H-"E 5 [3,4-c]beb-1- K| B s B TV,
B X A& RAT4H(XRPD) B # %, HALTAH A 204 8.5+0.2°.
14.2+40.2°. 15.5+0.2°. 16.8+0.2°. 17.9+0.2°. 18.3+0.2°. 18.7+0.2°.
19.1£0.2°, 24.5+0.2°, 25.7+0.2°04L B A 4 400%,

24. AP (S)-N-[5-[1-3-T 8 A& -4-F 8 A KK 2-(FARIKL) T
H)-4,6- = 8.-5,6- = A-4H-"Eop F[3,4-c]obvs-1- K | T BRI 6 S &Y TV,
X G & AT 4T (XRPD) B # 9 , 2474 A 2029 4 6.8°.8.5°.13.9°,
14.2°. 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 19.7°. 21.8°. 22.5°.
23.5°, 24.5°, 25.7°, 26.3°. 26.8°. 27.1°. 27.8°, 28.5°4 B A 4Ffeik,

25. 4 & # (S)-N-[5-[1-(3- T A& -4-F A AR K)-2-(FRE)T
JK]-4,6- —R.-5,6- = A.-4H-"E % 5 [3,4-c]Hb-1- R T BRI 6 dh B TV,
B X A& A RATHH(XRPD) B # F , L ALT4 A 204 6.8+40.2°.8.5+0.2°,
13.940.2°. 14.2+0.2°. 15.5£0.2°. 16.8+0.2°. 17.9+0.2°. 18.3+0.2°.
18.740.2°. 19.1+0.2°, 19.7+0.2°. 21.8+0.2°. 22.5+0.2°, 23.5+0.2°.
24.5+0.2°, 25.7+0.2°, 26.3+0.2°. 26.8+0.2°. 27.1+0.2°, 27.8+0.2°.
28.5+0.204L AL A 4 1E0%,

26. AL A4 (S)-N-[5-[1-(3- T & A -4-F B K FE)-2-(FARE) T
H)-4,6- = R-5,6- = A -4H-"E% F[3,4-c]ob-1- R | B Bty S A TV,
B X A& KT (XRPD)E 9 , HATAT A 20, 4 & € JE d. AT4E
AT IR E LA

20 (°) @ 36 d (A) BE (%)
6.8 13.0 25.7
8.5 10.4 60.5
13.9 6.4 31.6
14.2 6.2 93.4
15.5 5.7 62.6

130



10

WO 2019/210869 PCT/CN2019/085360

16.8 53 86.5
17.9 5.0 76.5
18.3 4.8 77.1
18.7 4.7 62.9
19.1 4.7 51.5
19.7 4.5 15.8
21.8 4.1 24.6
22.5 4.0 44.3
23.5 3.8 30.4
24.5 3.6 91.4
25.7 3.5 100.0
26.3 3.4 26.2
26.8 3.3 19.1
27.1 3.3 28.2
27.8 3.2 26.3
28.5 3.1 19.9

27. A (S)-N-[5-[1-(3- T A A -4-F A KK 2-(FARE) T
H]-4,6-=8.-5,6- = & -4H-"Ew FF[3,4-c]eb-1- A | LB 6 S A TV,
EEAF IR Aol 5 oy X 4 & RAT4HXRPD) A 4%

28 e R A B R 22 2 27T FIE—RA ZRIFAGILE D
(S)-N-[5-[1-(3- T &S -4-F B K H)-2-(FARI) T A ]-4,6- = 8.-5,6-=
S-4H-"E v F[3,4-c]oh b - 1- R | T BB 6 A IV, A48 8 £ TR R
B (DSC)BAT AT, 3229 180.8°C AL BLA R #A%,

29. de A A E R 22 £ 28 FAE—MA) B KT R M PTR G A M
(S)-N-[5-[1-(3- T &I -4-F I K IK)-2-(F oI ) LK ]-4,6- = £.-5,6-=
S -AH-E % F[3,4-c]h b - 1- R | T BB 6 A IV, A48 £ TR A
B (DSC)HEAT AT, 72 180.8+6°C &b LA R ik
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30. 4o A E R 22 B 29 FAE—ARF| B R PTE 6 BT R Yo
(S)-N-[5-[1-(3- T &S -4-F B K H)-2-(FARI) T A ]-4,6- = 8.-5,6-=
S -AH-E o [3 4-c]tbtb-1- R | LB B 6y dh B TV, B R £ 71k
% (DSC AT #eoHrnd, HEA A K B4 6 Frad) DSC 4.

31, AR ERAEAN A ZR 22 £ 30 PAE—RAZRITA 49
P4 (S)-N-[5-[1-(3- T RH-4-F BIHFIN)-2-(F RHK) T A ]-4,6- = &,
-5,6- = & -AH-"E % F[3,4-c]tbob-1- R | LBl 6 A 1V,

32, AAERA RGP ER 22 F 31 PAL—HF) B R BT G40
&1 (S)-N-[5-[1-(3- T R -4-F BA R )2 (FAK) T H]-4,6-— &
-5,6- = S -4H-"E - [3 4-c b -1- R | T B 6 S A TV,

33. AR ES4GAER 22 £ 32 PIAE—BA|ZRKITL YLD
(S)-N-[5-[1-(3- T &Sk -4-F B A K IK)-2-(F R ) T K )-4,6- = #.-5,6- =
- AH-"E o F[3.4-c]Pbrs-1- AR | LB A A s B TV,

34, REBEF AL KGR F|ERK 22 £ 33 PIE—RF|ERKTE
B A4 (S)-N-[5-[1-(3- LR -4-F BA K HL)-2-(F AR T A ]-4.6-=
H.-5,6- = S -AH-"E % FF [3,4-c [ ek-1- 2 | T BR A 69 4 A TV,

35. hhedh, ROSRAER 1 E24 FE—RAZRTEL
A4 (S)-N-[5-[1-(3- LA -4-F AR IH)-2-(FAREK) LK ]-4,6-— &
-5,6- = A -4H-"E 7 3 [3,4-cH - 1- | B 0 % Al 4. AR S
£ 21 PAE—RF)F R FTE A (S)-N-[5-[1-(3- CAI-4-F RAK
F)-2-(FARA) T A ]-4,6- = £.-5,6- = G-4H-"E % F [3,4-c]H - 1- £ ] T
BE A6 g A L. R A Z K 22 £ 34 £ — A 2K T &
(S)-N-[5-[1-(3- T &tk -4-F B K ) 2-(F ALY L K ]-4,6- = £.-5,6-=
S -AH-"E o F[3,4-c]l b -1- R | LB I 69 S A IV SRS MA R Y
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A B BT IR A

36. oA AR 35 PRy iy, RARE & A F M. L.
FRE. B, vH. TTRBOERG R F . EERF . BEA . TEA .

]
TR BRI IREA . AF R RAA

37 FlERFANEZRSE2D PHE—RAZRFEHHE D
(S)-N-[5-[1-(3- T & -4-F B A F ) 2-(F AR T K ]-4,6-—R.-5,6-—
S -AH-E o 1 [3.4-c]bob-1- R | L BB ey dh A T 89 5 ok, H i ¥
(S)-N-[5-[1-(3- T & -4-F B A K H)2-(F AR L K ]-4,6-—8.-5.6-=
S-AH-Ewp - [3.4-c]tbb-1- R | LB e £ FBE P 45 4L, AW iF 3 Pk &
7 111,

38. 4w F| B R 37 BTk ey 7 ik, H&45:

H(S)-N-[5-[1-(3- L RI-4-F BI K I 2-(FAREL) T K ]-4,6- =&,
-5,6- = A -4H-"E % FF[3,4-c] b 1- A | LA T F 82 F £ 7 A%,
VAR

1Tk FF B R SR E 40-60°C, A7 AR S A I,

39, B ERAER 22 Z M FPE—RANZRFARGLES D
(S)-N-[5-[1-(3- T & 3 -4-F A K H)-2-(F AL L K ]-4,6-—8.-5.6-—
S -AH-"E o F[3,4-c]lb-1- R | LB I 6y R IV 8950k, Hads: ¥
(S)-N-[5-[1-(3- T Btk -4-F B K ) 2-(F ALY L K ]-4,6- = 8.-5,6-=
S -AH-"E% H [3,4-c]Hrb-1- L | L BRI 2 LB BT P RS R L, Ad
FE| PR A TV,

40. 2R B R 39 Bk e 7 ik, H s

H(S)-N-[5-[1-(3- L RIA-4-F BI K I 2-(FTARL) T ]-4,6- =&
-5,6- — S -4H-"Ew F [3,4-c]tb b -1- R | TR E T LREF P 2 4%
fif, VABATIE TR IR 60°C W EPLEE AL, M TR SA IV,
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41. 7655 A5 5 PDE4 BaAR % 9, 4514 PDE4 B/~ 44 J& Jd R &
FIREW 7k, L OIEGE ZATE T R AMRE T 6 57 A B E HRA]
FR1E 4 PE—RANFZRIT LA H(S)-N-[5-[1-3- T RI-4-F &
FR ) 2-(F R T ]-4,6- = 8.-5,6- = & -4H-"E %> 51 [3,4-c] o v&- 1 -
KT S SR, BRAER S £ 21 PAE—RA)ZRITEG10E
#1(S)-N-[5-[1-(3- L AF-4-F 8K I)-2-(F AR )T K ]-4,6-—%.-5,6-
Z A -AHE Y [3,4-c]rth - - A | LA 4G R 1T, ARA) R 22 £ 34
B AE — AR F) F R PTE 49 (S)-N-[5-[1-(3- T B -4- F B A K H)-2-(F AR
)L IH]-4,6- = 8.-5,6- = R -4H-"E % FF[3,4-c]h w5 1- 2K | T B Az o by 2
IV R REWEIETTH A ZHRA R 33 X 34 Fride) e,

42, B A 2R A TR F ik, EPITRAMMRAFIL S, ik
Ak,

43, do B AR 41 R A2 BT R 5 k, HP PR R R AR SRR S
% A RIEHR IR KRR Bt R m R RRRE . RIR LRI
I R S VA B IE R IR IR R IR TR .

44, de A H|FRK N 2 B FE—RFANERFEGH %, LFArid
Sk3IE. FRIRE. BUE. REB. ABE. OE. ARE. REE.
M. B, k. BHE. WE. £0E. CREWME. AW,
BE. 7R E. SLRE. PEE. B&. FE. REBE. FE. B
. SRR, BFLEBRE. R TASE. AELE. &58. THAEALR
IR . HIV. AR, RAFRFALZAE. BRIAE. ZHEEMR
Bl PR £ KL RBEEB. FFBEEX. EBFLETMHE,
W fnJE AR E, . IRFEE. A FEEMBAL. RS HBKE. KRERE
SR BEEedn s BIEEMG . REX. BB R. FHETHARR. B
AT FGH LTS E R BARHEF . B & SR ERUR R K
KRR (Fe R RGR MR T RERE XD K) BMAAE. TERMEE

1)
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Mk, EBEEE. R, SEBRBIE. RAMIRIRE. K
P A R4 T A (ENL). 52404045 . g, g [ IRAS
A R R AL R R 8

45. B PDE4 Beiv %)% M 69454 (S)-N-[5-[1-3- LR H-4-F &
FORE)-2-(FRA) T A ]-4,6- = 8.-5,6- = &,-4H-"E % F[3,4-c] - 1-
AT B B I, e X S RATAH(XRPD) B # %, EALTH A
20454 6.5°. 7.1°. 7.4°. 19.2°. 19.6. 25.8°. 26.5°4 B A 4 fEik,

46. E-A PDE4 Bgdm 4| 7& M 691064 (S)-N-[5-[1-(3- T R I -4-F &,
FRFE)2-(F R T ]-4,6- = 8.-5,6- = & -4H-"E % 51 [3,4-c] o v&- 1 -
KBy s A 10, £RA CuKoafd 4 &8 T o) X H &0 K474
(XRPD)A # F , L AEFTH A 204 6.5£02°, 7.1£0.2°. 7.4+0.2°.
19.240.2°. 19.6+0.2°. 25.8+0.2°. 26.5+0.2°4k B A 4 42k,

47. B PDE4 Bady 4] 7% M 6918641 (S)-N-[5-[1-(3- LRI -4-F &,
FRFE)2-(F R T ]-4,6- = 8.-5,6- = & -4H-"E % 51 [3,4-c] o v&- 1 -
K TEB e A I, £ X H &0 RAT4HXRPD)E &+, £474 A 20.
dh ) B BB d. AT AP AR IR 4G

20 (°) @ A 36 d (A) BE (%)
6.5 13.6 100.0
7.1 12.4 37.7
7.4 11.9 45.5
19.2 4.6 61.0
19.6 45 31.2
25.8 3.5 64.4
26.5 3.4 41.1

48 B PDE4 Bgiv & 7% M 6910841 (S)-N-[5-[1-(3- LA A -4-F &
FORH)-2-(F A ) T ]-4,6- = 8.-5,6- = &,-4H-"E % F[3,4-c] " - 1-
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) TBE G A T, £ X H L RATH(XRPDYE # %, E474 A 20.
an B B d. ATAPEARNT IR B 29 h

20 (°) @ A 36 d (A) BE (%)
6.5 13.6 100.0
7.1 12.4 37.7
7.4 11.9 45.5
10.3 8.5 26.0
13.0 6.8 23.4
15.0 5.9 18.2
16.1 5.5 19.5
16.5 5.4 24.7
17.4 5.1 19.5
18.7 47 22.1
19.2 4.6 61.0
19.6 45 31.2
20.9 43 20.8
23.7 3.8 15.6
25.7 3.5 64.4
26.5 3.4 41.1
26.9 33 27.8

49. EA PDE4 Bgip 4| 7& M 691064 (S)-N-[5-[1-(3- T A I -4-F &,

5 R F)-2-(FARAR) T AR ]-4,6- = £0-5,6- = 2 -4H-"E % 5F [3,4-c] "t %%~ 1-

HlTB a2 I, HEAEAKRKEAR 176 X &0 K470
(XRPD)H .

50. %1% PDE4 @Ec‘}%'iéﬁff‘}i— H o6 E ZPTE 5 ik N RS

0 PHEXEORNEZRS 221 PE—RANBRFAGLEY
(S)-N-[5-[1-(3- T S -4-F I K IK)-2-(F R ) LK ]-4,6- = £.-5,6-=

S -4H-"E 7 [3,4-c]Hh b~ 1- B | L BRAR 64 5 A 111 A 2 B e ) B K
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35 2 36 FTiE b 2hdpin oM,

51. B PDE4 B3y 4] /& t 691684 (S)-N-[5-[1-(3- T EIK-4-F &
BN 2-(FARAE) T A ]-4,6- = 8-5,6- = S-4H-"E % FF[3,4-c] b v&-- 1-
AR TEee ey an B IV, A X A& RAT4H(XRPD) B, HELTH A
20454 8.5°. 14.2°, 15.5°. 16.8°. 17.9°. 18.3°. 18.7°. 19.1°. 24.5°,
25.7°4 LA ¥ AEME

52. B PDE4 Ba iy 4] 7% M 09084 (S)-N-[5-[1-(3- L AIL-4-F &,
HE N2 (FARAE) T A ]-4,6- = B-5,6- = S-4H-"E % FF[3,4-c] &~ 1-
AR TEeie ey an B IV, A X 4 & RAT4H(XRPD) B &, HELTH A
20 8.5+0.2°, 14.2+0.2°. 15.5+0.2°. 16.8+0.2°. 17.9+0.2°. 18.3+0.2°.
18.740.2°, 19.1+0.2°. 24.5+0.2°, 25.7+0.2°4L LAy 4k 42 ik,

53. B4 PDE4 Bgd 4% M 691044 (S)-N-[5-[1-3- T &K -4-F &,
FR ) 2-(F AR T ]-4,6-— R-5,6- = A -4H-"£ % 51 [3,4-c] b 2&-1-
HITBIE SBE TV, £ X S8 RAT4(XRPD)E #+ , L4745 A 20,
dh ) B BB d. AT AP AR IR 2 Y

20 (°) @ A 36 d (A) BE (%)
6.8 13.0 25.7
8.5 10.4 60.5
13.9 6.4 31.6
14.2 6.2 93.4
15.5 5.7 62.6
16.8 53 86.5
17.9 5.0 76.5
18.3 4.8 77.1
18.7 47 62.9
19.1 47 515
19.7 45 15.8
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21.8 4.1 24.6
22.5 4.0 44.3
23.5 3.8 30.4
24.5 3.6 91.4
25.7 3.5 100.0
26.3 3.4 26.2
26.8 3.3 19.1
27.1 3.3 28.2
27.8 3.2 26.3
28.5 3.1 19.9

54. B PDE4 B3 4% M 691054 (S)-N-[5-[1-3- T A A -4-F &,
HRIH)-2-(F AR ) T -4,6- = 8-5,6- = f-4H-"E % F[3,4-c] - 1-
AT Bty dh B IV, HEFAEAKELB 5 TR0 X H 40 RAT4t
(XRPD) B .

55. 51K PDE4 B87& ey 7 ik, H @368 F ik 7 ik o) MR%
FTHAEORAEZR 2 E234 FHE—RAZRAAEGILED
(S)-N-[5-[1-(3- T & -4-F B K IK)-2-(FRIL) T K )-4,6- = £.-5,6-—
S -AH-E % I [3,4-c]Hrb- 1- R LB 6 dh A TV A 2 F AR A & K
35 2 36 BTk eg hipin .
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