JP 2022-501351 A 2022.1.6

(19) B REMSEFT (JP) EMNE 33BN 1) (1) S HEARE S
{&R2022-501351
(P2022-501351A)
43 A%kE <HA4EIAGH (2022.1.6)
(51) Int.CI. F1 F—=a—F (%)
CO7D 401/4 {2006.01) CO7D 401/04 CSP 4C063
AB61P 43/00 {2006.01) AGL1P 43/00 111 4C086
AB1P 300 {2006.01) AB61P 35/00
A 1P 29/00 (2006, 01) AB1P 29/00
A61P 37/02 {2006.01) AB1P 37/02
EEMRR RFR THREESR RBER (& 24 7 BWEREICHES
Cl HEEs #5FE2021-515106 (P2021-515106) [(71) HEEA 516095419
(86) (22) HEEHE SFI1E9A 180 (2019.9. 18) RAP AT - Tr=-TFTFH
(85) BIRASCIRIME S FI3E5A17H (2021.5.17) Yrm— ) IF9F
(86) ERFHERE T PCT/CN2019/106433 Beijing lInnoCare Ph
B7) BEAHES  w02020/057549 arma Tech Co.., Ltd.
@7 BEAMB SHI283A 268 (2020.3. 26) PEARLME, L% 102206, F
@A ELEERER 62/732,0M TrEY TAARNI B, By pI—
(32) &5l SERRI0EIA18H (2018.9.18) — S AT LA =T AT
(3 BITIETRE - s X I HRE s = - \—F - F—8, BT
HEH (US) ~F8
Bldg. 8, No. 8 Life Pa
rk Rd., ZGC Life Sci
ence Park, Changping
Dist., Beijing, PRC,
102206
MR

(54) [FEBADEB] 6 — (1 - TF7ZVOoAfAERRNVPy—4 -4 —2— (4—T7x/Fy 720 ZaAF27
I FoERE

(G7HOO0O0
D000O006-(1-00000000000-4-00)-2-@-000000000)00000
0000000000000 000000000000000000000000000
000



Doooooooao
0OoO0o00oo

00000000000 O0° +000
OoO0O0° +000° 00000
O0° 006 O00000O0O0O0OO0
00000000 -4-00)-2-(4-00
0Doo0O00oOo

00000000000 O00° +00
c gOoOoOo° +000°O000O00F°
0000000000000+ 000
00)-2-(4-000000000)310
0Doo0ooo

00000000000 O0° +000
OoO0O0° +000° 00000°
00000000000+ 00000
)-2-(4-000000000)IO000O
0Oooooo

00000000 O00O0O0° +000
OoOO0O0° +000° 00000°
000000000000+ 0000
0)-2-(4-000000000)000
0Doo0ooo

00000000 O0O00O0° +000
OoODO0O0° +000° 00000°
0000000000000+ 000
00)-2-(4-000000000)30
0Oooooo

00000000000 O00° +00
c gOoO0OO0OO0° +000° 00000
00000000000 O000+ 00
4-00)-2-(4-000000000)0

ugooodad

[ [ I b O ®>dg ° oo+ O Oooo -°
Iy |

oo ° 0O
O O ++

a
O
g
t

O

O
O
O

O

O 0Oooo
O oOooo

[ i
O Oooo
O 0Oooo

O 0Oooo

[ = o R |

o

)
O
O
O

[ i R

O e OO

O Oooo

(2)

O 0Oooo O O O
° O O 0Oooo
O 0ooo O+ O

O O

o

O ® OO O 0Oooo oo ° O

oo ° 0O oo ° 0O O oOooo

° O O 0Ooo O 0ooo [ i Ry
Iy |

O Oooo
[ |

+

g
u
O

O Oooo

+
g

6-

O

o

[}

[ i R

O Oooo

JP 2022-501351 A 2022.1.6

oooO° 00000 +x000° 0O
go°+x000°00000° =0
Oo0oooeoDOOOe6-(1-0D 00O

)oooooooooooao

c+x+000°c000D0DO° +£0000
Oo0O0o°+x000° 0060000
oe6-(x-00ooobbObO00og-4-
gadg

oooO° b0O0OO0O00° x000° 0O
oo0o°+000°c00600DOO
a-0o0oooooooboo-4-00
O

+0o00° O0o0ooooe° +£000°¢
Oo0O0o° 0000060000
6-(1-0 00000000 DO0O-4-0
00O

oo~ O0ODDOOO0OO0° +000°¢
oo0o° +x000° 0060000
6-(1-000o0oOoooooo-4-

+
O
O
ooao

o

oooO° DbO0O000° 0000
OO0° x000° 006000
6-(1-00o0o0O0oooDooog-

t
u
O
gogao

[ I R |

ooobODbOO0O00o0oooooao

0)-2-(4-000000000)10000

-2-4-0o0o0o0OoooOooH)YbooooooDOoo

O
g
g

O

oooobobOooooooooooboao
gd

goooooooooan

ooocooao

goooooao
ocoooode-(x-DOO0ODOO0OODDODO-4-0O
ugogobobooooobbooodo
gooocooao

gooooao
0e-1-00O0oooooooo-4-0
ooooobobooOooooooooooao
gobobooooobboooobboogoo
gooboobooooobboooobbooao
gogoooooooand

goooooao
gooooooobobbooobboood
gogboboooooboboooobboooad
oooobobOooooooooooboao

O

ooooODbO0O0oDOooooobooobobooogoao
OOO0ODDDOO0OOO0OO0?2015/0286620 O O O

ggag

oggag

ooooDDbD0Ooano
ooooDOD0Oano

10

20

30

40

50



OoOoooooooooooooogoooooo

cOoO oD oo oOoooOooogoao

O OO

OO oooooooooooooogooogao

°c O 40 oOooood

OOoooooooooooogogogoooao
OO0 o0DoDooggUooooogogooao
Ooooooooooooogogogoooao

Ooo0oogooodgao
OoOoo0o0odao

OoOooooooooooDooooooooo

(3) JP 2022-501351 A 2022.1.6

O
O
O

O

aggono

Ooooooooooogogogg
O
O
O

Oo0oooooooooQgdg
Oooooooooooggg

Oooo0ooodgooao
Oo0ooooQgooao
O
O
O

oooboOoood

OO0 ooooooooooQgog
OO0 oDoDoogogooooogogg
oo ooooooooooQgog
OO0 oo oogogooooogoggog
oo ooooooooooQgg
OO0 oooogogoooooggog
Oo0ooooooooooQgog
OO0 oooogogoooooggg
OoooooooooooQgog
OO0 ooooooooooggog
OooooooooooooQgog

Oooooooooooogooogogoo
Ooo0ooooooooooooooa.o

g
O
0
U
U
0
U
t
0
g
g
U
0
g
U
0

6-(1-0 00000000 DbO0-4-00)-2-4-000O00DOODODODHMIDODOO
gooooooobbooooboobooooboboooobbooooboboooobboo
goobobooooobooboooobobooooooooboboooooboooooan

ooao
O

OOO0000D02015/0486620 0 D 0D 0D OoDOoooDOoooooOoooooaO
ugboboboboooobboooobbooobboooobboooado
ooocooObOoOoooooooooooboao

O
OJ
O
O
O
O
O

c OO0 o oOooooo
O
O
O
O
O
O
O
O
O
O
O
O
O
D

ooooaoe
og°+xt000° 0000C0COODODOO

I+

gooe° oono

O

o
I+
O
O

ocoooooooooDooogooooooooeponogoooge
e obooobo°e+000°c000D0DO°+000° 00

I+
O
O
O

o

I+
O
O
O
O

I
g°e oooOao

o
I+
O
O
O
o
O
O
O
O
O
o
I+
O
O

+

O

O

O

10

20

30

40



ogogoano

OOo0ooooo0ooooooo0oooooogoooodg
Oo0ooooooooooooooooooooood

O Oooo
O 0O oo
O Oooo
O 0Oooo

OoooooooDooooooooogoQgoQg
OooooooooooooooooogooOgoao
OoooooooDooooooooogQgoQg
Oo0DoDoo40oDooDoDooUooooogg-g

4)

JP 2022-501351 A 2022.1.6

1
26 HE R BRFE (%)
5.39 16.41 100.00
8.41 10.51 77.19
10.11 8.75 19.53
11.06 8.00 15.79
13.23 6.69 17.33
13.64 6.49 4.27
14.29 6.20 9.80
16.08 5.51 9772
16.35 5.42 21.31
17.71 5.01 13.12
18.69 475 64.74
19.14 4.64 43.60
21.02 4.23 16.01
21.85 4.07 22.24
23.25 3.83 8.69
23.61 377 7.55
25.25 3.53 5.99
26.82 3.32 4.31
29.59 3.02 3.00
Oo0o0o0oao Oo0oaod Oo0o0oo0oooooobooooaoao
Ooo0o0oo0oao Oo0o0ao Ooo0ooooooooonOooooaono
Oooao
Oooooao Ooood DoooDooooooboooooao
Oo0oooOoao Ooo0oao Ooo0oao
Oo00o0o0oao Oo0oaod Oo00o00oooooobooooaoano
Ooo0oo0oao Ooo0oao Ooo0oooooooooonOoooaono
Oo00oao
O00o0oo0oao Oo0o0a0o Ooo0oooooooooonOooooaono
Ooo0oooao
Ooooao Oo0ood Oo0oo0D0ooooooboooooao
Oo00o0o0oao Oo0oaod Oo00o00oooooobooooaoano
Oo00o0ao Oo0oaod Oo0oo0oo0oooooobooooaoan

10

20

30

40

50



R s [ s [ s Y i R

OooooooooooQgoogao

O Ooogoo

Ooooooooooogogdg
OoooooooooooQgdg

Ooo0oooooooooooggog

OO0 oooooooao

Oo0oooogogQgooao
OooO0OoO0oooQgoOooao
Oo0oooogoQgooao

O

O
O
O

R I [ [ R R

R i [ [ s o Y i R |
OO o oDoogo++oo0ogoogo

O Ooo0oooao

O 0O0ooood

O

)

JP 2022-501351 A 2022.1.6

oooooboooooao

Ooo0oOo0Oo0OoOooooao O ooo00Ooao oooao
Ooo0oo0O0Oo0ooooao O O
Ooo0o0o0oOooOooooao O ogOoe oo Oogd° +000¢°0
goo° +£+000¢° O Ooo0o00Ooao
Ooo0o0OoOoQoonoao ] Oooonoao goeooooaQge
gooO0o0° OOoOooao + OooO° O0Od
Oo0oo0OooOooOoonoao O Ooo0do0onoao Ooooe ooonoao
°c +000° 000 O + 0d000° 00
Oo0o0OoO0oQgogoao ] ]
=2

20 mfEiE S5 E (%)

8.83 10.01 45.83

13.57 6.53 36.35

14.51 6.10 20.80

15.03 5.89 10.88

16.06 5.52 100.00

17.69 5.01 6.28

20.99 4.23 20.08

21.58 412 47.22

22.06 4.03 72.29

23.17 3.84 26.40

23.51 3.78 8.45

24.50 3.63 9.17

26.75 3.33 5.00

28.16 317 8.63

31.00 2.88 8.41

33.20 2°70 8.08
ooooao

I+

I+

I+

oogobooooobboooooboobooooobboooooboboooooboboooao

oono

gogobooooboboooooboooobboooboboooobbogao

ooobObbOo0oooooooobbboooooooobbobooooooboao

10

20

30

40

50



cOo o ooooQgooao

[ B R |

R [ [ |

Oo0oooooooooogoQgog
OO0 Do oogogooooogogg
OO0 oooooooooogogQgg

Ooo0Ooooodgao

°c OO o oooaog
I+

O O0Oo0oooao

o

I+

I+

o

I+

o

I+

(6

oono
oo

o

O O

D

JP 2022-501351 A 2022.

gboooooobboad

goooooao

gooe

goao

gooooaoge

6 0000Q0n

O

I+

O

I+

O

1.

10



ogogoano

Oooooooooooaog
OOoo0ooooooooa-o

Oo0oooogogQgooao

Ooooooogoodg

OoOoo0oooao

O
O

O
O

OO0Oo0oooog

P

JP 2022-501351 A 2022.1.6

=3
20 R R E (%)

5.40 16.37 57.16

8.37 10.56 100.00

9.04 9.79 4.48

11.08 7.98 5.22

13.26 6.68 11.05

13.67 6.48 2.01

14.32 6.18 11.76

16.08 5.51 26.99

16.27 5.45 30.98

17.26 5.14 9.00

17.66 5.02 12.67

18.10 4.90 7.36

18.65 476 24.56

19.08 4.65 22.51

19.83 4.48 4.25

20.58 4.32 3.32

20.95 4.24 4.56

21.34 4.16 14.04

21.75 4.09 22.38

22.35 3.98 3.19

23.08 3.85 2,37

23.62 3.77 5.59

24.15 3.69 1.98

24.54 3.63 3 37

24.81 3.59 2.46

25.20 3.53 5.64

26.87 550 2.24

27.35 3.26 2.70

29.89 2.99 2.50

32.74 274 1.23
Oo0oo0ooooooooooooooboooooooobooooaoano
Oo0oooooa
Oo0oo0oo0ooo0oooooooooooooooooobooooaoano
Oo0oo0O0oo0ooo0ooobooooooobo0 oo ooooobooooaoao
o000 0o0o0oobooo0oo0oo0ooobo0boo0oooooobooooaonano
goobooooooboooooobo0 0o fo0ooooooboooooao

10

20

30

40

50



R s [ s [ s Y i R

OooooooooooQgoogao

O Ooogoo

OooooooooooogQgog

Ooooooo0oooQgoooQgao

°c OO oo Qg

OO0 oooooooooogoogao

OooooooooQgog

OoDoooooooooogQgog

Ooooooo0oooQgoooQgao

OooooooooooooogoQgdg

OooooooooooogQgog

°c O QO o oo
I+

O Oo0Ooooo

OO0 oDooogoooodg

o

I+

C))

JP 2022-501351 A 2022.

Ooooooao gooooaod Oooao

oooooao ogooe o g° +£+000°¢

+ 000° 0 ooooaog

oo0ooOoogao Ooo0o0oo ooge

O°c O0o00oag + 000° O

Ooo0oogao OooO00o0oao O0ono

gooe° 00agd ° + 000 00

Ooo0oogao [

x4
26 Gl TEIE (%)
2.96 29.80 52.55
5.25 16.84 100.00
6.78 13.04 11.85
10.52 8.41 19.75
11.67 7.58 9.85
12.19 7.26 14.47
12.61 7.02 24.19
15.02 5.90 94.65
15.81 5.61 31.14
18.18 4.88 30.09
18.89 4.70 42 .66
20.27 4.38 22.09
20.90 4.25 18.75
25.16 3.54 7.42
30.31 2.95 6.91

Ooooooao

Ooo0ooogoooodg

ooooooao

oooobooogoao

oooooboao

ooooooao

goooooao

oon

oooooaor-

I+

e oooooo-e

I+

I+

1.

gooooooobbooooobooooobooboao
ooocooooooao

gooooooobboooobooooboboo

goocoobboboooooooooboboobooood

gooooooobbooooobooooobooboao

6

10

20

30

40

50



[ i Ry |

OO0 oooooogoog

Ooo0o0oooQgdg
Oo0Oo0oooOoadg
OoO0ooooQgodg
OoO0Oo0oooOod
OoO0ooooQodg

Ooooooooooogooogao
Oooooooooogoooogoao
Ooooooooooogoooogao

A R

Oo0oooQgooo

€))

JP 2022-501351 A 2022.1.6

+000° 0000o-

oobeOoODOoOOO° 00O

oooooe° +£000°¢

Ooo0oooad

O

00000 oOO0ooOobooOoooobooOoe oad ooaoe

Oo0O0oO0O0° +000° 000000000 Oo0o0a0o

O

Oo00oo0oooooooooooobooao

c+000° 00000° +£000° 00 0

O

O Oo0O0oo0ooooobooooooonOoao ooaoe

c+xz000° OD00O0O0O0O° x000° 00 O

O

Oo0O0oo0oooooooooaoano

O

&5

20 mfEbE T E (%)
3.51 25.18 54.63
5.06 17.45 37.86
7.00 12.63 15.73
7.47 11.83 14.79
10.15 8.72 40.13
10.68 8.29 22.10
12.44 72 24.11
14.10 6.28 39.63
15.03 5.89 89.81
16.13 5.50 58.50
16.27 5.45 64.29
17.69 5.01 91.92
18.41 4.82 45.67
19.69 4.51 93.87
20.66 4.30 96.16
21.42 4.15 100.00
22.18 4.00 61.56
23.67 3.76 36.26
24.89 3.58 30.86
25.65 3.47 19.45
27.50 3.24 13.61
30.19 2.96 19.71
32.86 2.73 5.63

O

Ooo0ooOooa

O

godoodooo0ooooooooooboooDooooooDooDoooboooooddg

goooooooboooooooob0 oo o0ooooobo oo ooooobooaa

10

20

30

40

50



c oo oOooo+ oo
Ooooooooogooogao
OoooooooOooooOooabo
Ooooooooogooogao

[ i R |

O O

o

Oooooogogogoo

°c O QO o oo
I+

O 0Ooo0oooo

o

I+

o

o

I+

o

o

o

o

I+

I+

(10)

O O
O O

O O
O O

O O
O O

D
O
O

O

O O

O O

JP 2022-501351 A 2022.1.6

goo-e

ooe O

oooe

+

O

O

gooe° oo

gooao-

I+

oooooe

I+

10



1)

JP 2022-501351 A 2022.1.6

googao
=6

26 el b AR (%)
6.18 14.30 47.96
11.20 7.90 6.61
11.85 7.47 33.51
12.38 7.15 77.36
12.88 6.87 3.98
13.43 6.59 16.62
14.25 6.22 20.00
14.64 6.05 {5 B
15.03 5.89 6.50
16.05 5.52 15.91
17.89 4.96 30.09
18.75 4.73 100.00
18.96 4.68 35.16
19.48 4.56 7.84
19.75 4.50 15.42
20,12 4.41 43.61
2116 4.20 6.47
21.52 4.13 bl
2181 4.07 9.82
22.03 4.04 15.23
22.81 3.90 47.92
23.61 i 20.50
23.86 3.73 20.57
24.74 3.60 6.37
25.94 3.43 4.67
26.38 3.38 3.62
26.87 3.32 13.70
2122 3.28 5.36
27.65 3.23 11.63
29.22 3.06 4.23
29.66 3.01 6.86
31.28 2.86 8.5
32.54 2.5 2.45
34.24 21092 0.99
35.03 2.56 1.43
37.95 200 2.10

goooon

gobooooooood

goooooao

ooocoobobooooooooobbbooooooooobobbobbooooooooboao

gooooooobooogao

10

20

30

40

50



e e e Y Iy
e s e e s e e e e ) e ) e e e e s e s Y Y Y
v e Y Iy
e s e R e e ) e ) e e e s e s Y Y Y
e ey I

e s s e e ) e ) e e e e A

O 0O0o0ooooaog

O

OoOoooooooooooo0DoDoDooooooooogogog
Oo0oooo0oUoooDooUg4doDoDooUoUogooooggg
OoOoooooooooooo0oDoDooooooooogogoQg
Oo0ooooUoooDooUogUDoDoDooUogUggoooogogg
OoOoooooooooooo0oDoDooooooooogogaoQg
Oo0ooooo4ooooooo4DoDoDoooUogoooogogog
OoOoooooooooooo0oDoDooooooooogogoQg
Oooooo4oooooo4o0oDoDooogoooooogogog
Oooooooooooooo0ooooooooooogogogao-g

Oooooogodgdg

OOoooooggdg

Ooo0ooogoQgdg

OOoooooggdg

OoooooogoQgodg

OOoooooggdg

Oooo0oooQgQg

OOoooooggdg

I [y |

OOo0oooDooo0ooooooooooDoooogoooooodg
Oooooooooooooooooooooooofdg
OOoooooo0oooooooooDooooooooog
Ooooooo0oooooooooDooooooooood
OOoooooo0oooooooooDooooooooog
OooooooooooooooDooooooooood
OOoooooo0oooooooooDooooooooog
Ooooooooooooooooooooooood
OOoooooo0ooooooooDooooooooodg
Oo0oooooooooooooooooooooood
Ooooooo0ooooooooDooooooooodg
OO0 O0oDood0dUooDoDoodUooDoDoogogoooood
OOoooooo0oooooooooDooooooooodg
OO0 o0DoDooddUooDoooUdUooDoDoogogooooodg
Ooooooo0ooooooooDoDooooooooog
OO0 oDoo4dUooDoDooUdUoooDoDoogogooooodg
OoooooooooooooDoDooooooooog
OO0o0DoDooo0dUoooDooo4ggUoooDoDooogogooood
OooooooooooooooDooooooooogdg
OO0 Oo0ooDoo4o0gooooogogooDooogogogoooodg
OooooooooooooooDooooooooogdg
OO0 o0oDooo0ooooooooooDooooogooood
Oooooooooooooooooooooooogdg
OO0 ooDooo0ooooooooooDoooogoooooodg
Oooooooooooooooooooooooogdg

OooooogQgdg

OoOoo0ooodgdg

OooooogQgdg

OoOoo0oooodgdg

(12)

Oooooogogdg
OoOoo0oooodgdg
OOooooodg
OOoo0ooood
OoOoooood
OOoo0ooooad
OoOooooodg
O 0O0oOooood
OoOooooodg
O 0O0oOoooodg
OoOoooood
O 0OooOooood
OoOoooood
O OooOooood
Oooooood
O Ooo0ooood
Oooooood
O Ooo0ooood
OoOoo0ooood
O Ooo0ooood
OoOoo0ooood

JP 2022-501351 A 2022.

1.

10

20

30

40

50



OooooooooooooooOoooOoooOoooOhoooDoDoooOooooooDoooooooooooOoooOod
e ) e A A

OoooooooooogQgoo

OoOOoooooo0ooooooo0 oo oooo0D oo ooooooDoDoooooooaog

OO0 oDoDooogoggogooooogogdg
Ooo0ooooooooooogoQgdg
OO0 oDoDooogog4goooooogogdg

OO0 OoDooDo40doooogogUooooogoogdg
Ooooooo0oooooooooogogQgdg
OO0 o0DooDo40oooo4oggogoooogoggg

o000 Q@O0 o0o0o0odgooogg
OoooooooooogogQgoao
OO0 oooodogoao
Ooo0oooogoooao
Oo0OO0OO0Oee oOoOgaoag

[ o R

OOoo0ooooo
O 0O0ooooaog
OOo0o0ooooao
O O0oooooaog
OOoo0ooooao
O Oooooaog
OOoo0ooooao
O Oo0ooooaog
O Ooo0ooooao
O Ooo0ooooaog
OOoo0ooooao
O Ooooooaog
O Ooo0oo0oooao
OOoo0ooooaog
O Ooo0ooooao
O Ooooooaog
O Ooo0ooooao
OOoooooao
O O0Ooo0ooOoooao
OOoo0ooooaog
O 0O0oOooooaog
OOoooooao
O 0O0o0ooooaog
OOoo0ooooao

O
O
O

O
O
O

O
O
O

Ooo0oooQgogoo

Ooooo-gogaog

OoooooQogogoao

c OO0 ooOooOooaag

O

(13) JP 2022-501351 A 2022.1.6

1,3-
g D-
oad
oo
oad
oad

O0Oo0oooog
O0Ooo0oooo
OOoo0oooog
Oo0Ooo0oooao
OOoo0oooaog
I B
OOooooaog
O0Ooo0oooao

(]
O
O
O
O
(]
O
O
O
O
O
O
O
O
O
O
O
OJ
O
]
O
[
O
O
O
O
O
O
O
O
(]

O
O
O
O
O
O
O
(]
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
(]
O
(]

20

O d
[ |
O d
[ |
O d
[ |
O d
[ |
O d
[ |
O O
[ |
O Od
0O O
[ |
[ |
[ |
O d
[ |
O d
[ |
O
O
O
O
O
O
O
(]
O
(]

o0 30

Ooooogogaog
OoooooOoogoao
Ooooogogaog
Ooo0ooooOoogoao
Ooooogogao
OoooooOoogoao
OooooogogaoQg
OoooooOoogoao
Oooooogogao
OooooocOoogao
Oooooogogoao
OooooocOoogao
Oooooogogoao
OooOoooocOooOgoao
OoOoooood
O0Ooo0Ooood
OOoooood
O0Ooo0oooogod
OoOoooood
O0Oooooogod
OOoooood
OOooooogod
OoOoo0ooood
O0Ooo0oooogod
OoOoo0oood
OOoo0oooogod
OoOoo0oood
OOooooogod
OoOoo0oood
O
O

40

Panalytical Empyrean 0 0 00000 O0O0DO0ODO0OOOO0OOOOOO
Oooooooooao

O OO

uoobobooobbe0oooboboooobobOOOO
oooooooao

goooooe
gooooOTAQooOO D D ObOODODOOODOOOooOooOooOoODODOO 50



OooooooooooooooOoooOoooOoooOhoooDoDoooOooooooDoooooooooooOoooOod
e ) e A A

OoooO0o0oo0oooOod
Oooo0ogoood

W)
(0]

e e ey . I [ e Y Iy

OoooooooOoooOooooooooooboOoooooooooooooooooooOoQgoao
I e e [y o

\

OOooooogoogdg

° O

e s e e e e e ) s e e e ) e [ Y I O

(14)

JP 2022-501351 A 2022.1.6

gooboboogTAQooo Db oooobbooooobooobbDboao

00000000 D0O00O0OO0da0O0O0sSMsO Surface Measurement SystemsO

oooao
oooao
00
0ooo
oooao
oooao
00
Oooao
ins

O

O

gogoboooooobod
ooobDDbDOoOO0ood
ooooboooooobao

ooo

O

ic00o0o0oooooooogobooooooobooboooooooooao

201570486620 0 D D OO ODODODDODODODOODOODODODODDDOODOOOOO
uooobooooobobobooooobooooobobobooooobobooooooboboooao
ooocobObOO0OO0oDooooooooboboooooooooan

O O
O O
O O

O Oooo
O Oooo
O Oooo

O
O
O

goooboooobbooooooooobobooooobooooboboboao
gboboooobbooooboooagdo

O O

ud
oo
ogd

O Oooo

O

oo
goo

oon
goao
uoao

goo
oono

ogoaon
oono

O N,N-

goao

oon
gon

uooobobobooobobboooobboooooboooobbooooodan
ooooODbOOO0oooooooooboobooooao

uo-coooboooobboooobbooooboooobobooao

uogboboooouobboouoouoboouoooboboooouobbooadd
ooao

O

O
O

O
O

O

O

O
O

O
O

O
O

O
O

oo

O

O

O

O
O

O
O

ooobObooOooooooooboao
OO0

ooooOboOoOoooooooobooao
oooDDDboOaOo

v/vOoOO0OOoOooooooooooo

gooboooobooooboboboo

gadg

ooobOboOooooooooobooao

v/vOoOO0OoOoooooooooDoo

goooooooao

ooooOboOOooooooooooao
oono

oooobooOoooooobooobooao
ooooOboOoOoooooooobooao

10

20

30

40



[ s e e ey e e s [ [ |
s e e e e e ) e e [
Ooooooooooooo0oo0ooDooUo oo oDoooo oo oDoDoo0oooDoDooo0oooDooogogQgog

OO0 ooo0oU0ooDooUgUdoDoDooUgUoooDoDooggooao
Ooooooo0ooooooo0Dooooooooooogogoooao
OO0 ooo0oU0ooDooUogUoDoDooUgUoooDoDoogogooao

OO0 oo ooggogoooodg
oo oooooooooodg
OO0 oDooogoggogoooodg

O
O
O
O

O
O
O
O

O 0o oo

O
O
O
O

O
O
O
O

O
O
O
O

O
O
O
O
O
O
O

O o0Oooo

O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O Oooo
O 0Oooo

O
O
O
O
O
O
O

I Y o [

O 0Oooo

O 0o oo

O 0Oooo

O O oo

O oOooo

O
O
O

O oo s

O oOooo

O o0Oooo

(15) JP 2022-501351 A 2022.1.6

goooooobobooobbooobbooobbooo
gooboooooobooogoban

gboobooboooobboooobobooooboooobboooao
ooocooooboobooooooocoobboboooooooao
goooao

goocooboobooboooooooobobboboooooooao
insitwd 0000000 O0DO0ODOOODOOODOooODOooODO

O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O

O 0Oooo
O 0Oooo
O oOooo
O o0Oooo
O oOooo
O o0Oooo
O oOooo
O 0Oooo
O oOooo
O o0Ooo
O o0Oooo
O 0Ooo
O oOooo
O 0Oooo
O o0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O o0Oooo

O

O

O

O

O

O

O

O

O Oooo
[ |
O d
[ |
O d
[ |
O O
[ |
O d
[ |
O d
O O
O O
O d
[ |
O d
[ |
O d
[ |
O d
[ |
O d
[ |
O d
[ |
O d
O O

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

10

20

30

40



(16)

JP 2022-501351 A 2022.1.6

O O

[ |

[ i Ry |

ogoon

=7

80°c/1H 25°C/60%RH/ 18R 40°C/75%RH/ 138

miﬁé *ﬂw?ﬁf R/ | &R =it =2
oG | (EHR% G (%) | RO U/ RVARBER (%) | g LR/ FFABEEE (%) | 1o
A 99.5 100.0 A 100.0 A 100.1 A
goooon
gpooboobobobobonn
ooooooooboobooogobboogobobooooboogoobboooobooooo
goooooooboboogooboboogoobobobooobobooooobbooobboooo
gobobobobuobuobuobuobooboao
ooooog
goooooooboogooboboogooboooobooooboboooobooooo
goodboobobobobgobobobobUobUobUobobobobuobuobuobuo
goooboobobobobobobobobobobobobobo
oooooad
goooooooboboogoobobooooboboooboboooobboooboboooo
goooboobobobgobgobobobobobobobobobobobono
oooooag
ooono

&8

80°C/1H 25°C/60%RH/ 13 40°C/75%RH/ 18

R | IR = = -
g | i) | BUE/OV) AL T o aamse o0 | i | SO/ 0MIE O0) | PR
B 99.9 99.7 B 99.5 B 99.7 B
oooood
goooooooboboooono
goodboobobobobgobobobobUobUobUobobobobuobuobuobuo
gooooobootbootbotbgobobobgobobobobobobobobuobobao
goooooooboobooogoboboooobooooboooobboooobooooo
gooboooobbooobboo
goooon
gooooooooboobooobboogobobooUoob oo +stbb00ooobooooo
gogao
gbobobobobuobuoboboboo
goobooooobooogoboooogao
goooooooobooooboooooobono
gbobobuobuobuobuobuoboboboboo
gbobobobobobobobobonn
oooooag
gooooooobbooooobno
gooobobobobgobobgobobobobobobUobUobUobUobuoboboo
goooooooboobooogoboboogobbooUooboooobbooUooboooooboo
gooooooao
gboooon
gooboooogooboobooogotoboboogbobooUoUob oo b oo bboooooboo

10

20

30

40

50



Oooooogg
OooooooQgoadg
Oooooogg
OO0 oooogoogdg

oo oooooooooogdg

OoooooooooogooQgg
OooooooooooOgodg
OoooooooooooQgg

OO0 ooooooooooogd

o

Wit
©

an

O OO

oooooboboooooao

OOoo0ooooaoo
O O

O 0O0o0ooooaog

oooooboboooooobooboboo
oooooboboooooooooboao

oooocoobobooooooooooboao
oooocobobooooooooobooao

JP 2022-501351 A 2022.

ooooobDDbOOoO0ooooooan
ooocoobOoOO0oO0oooooan

ooocooDobooooooooan
ooao

#1#

LGS

o

25°C/60%RH/ 138

40°C/75%RH/ 18R

RN
;:mr

T (EH%) | ghpE/ AR (%) | BAET

A
B
R

FORE/WVARBERE (%) | RIEHRE

o

99.7 99.9

D

99.9 D

oo oooooooooogdg
O ODooooooooooood

OO0 oDoDoo4gogooooogd
O O Oooo
O O Oooo
O O Oooo
O O Oooo
O O O0ooo
O O Oooo
(] O 0Oooo
O O Oooo
(] O O0ooo
O
O
O
O
O
O
O

oo oooooooooogdg

ooocooDobooooooooan
ooocooObOoO0ooooooan

O
O
O
O
O
O
O
O
O
O
O

ogon
ogoao

O
O
O
O
O
O
O
O
O
O
O

¥

o -]
V3715

25°C/60%RH/ 1:EfH]

40°C/75%RH/ 18

e 80°C/1H
(EFoe) | FUE/ B

FHRE (%)

T

& Ho

73

FRE/F AL (%)

B | e i (o) | B0

/-h
S RE S RE

n

-

100.0 100.0 100.0

F 100.0 F

OO0 ooooogogogogoao
oo ooooogooQgooao
OO0 ooooogogogooao

O Ooooo
O Ooogoao
O Ooooo
O Ooogoo
O 0Ooo0ooo
O Ooogoo
O Ooo0ooo
O Ooooao
O Ooo0ooo
O Ooogooao
O Ooo0ooao
O Ooooo
O 0Ooo0ooo
O Ooooo
O 0Ooo0ooo
O Oooo
O 0ooo
O Oooo
O 0ooo
O Oooo
O 0ooo
O Oooo
O 0Oooo
O Oooo
O Oooo
O Oooo
O Oooo
O Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo

O 0Oooo
O 0Oooo
O 0Oooo
O Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O O
[ |
O O
[ |
O O
[ |
[ |

O
O
O
O
O
O
O

O
O
O

O
O
O
O
O
O
O
O
O
O
O
O
O
O

1.

6

10

20

30

40



(18)

JP 2022-501351 A 2022.1.6

Ooo000ao
=11
" SRR "
i3 i il pH S ANk
AR 0.013 7.4 5.B%
Bz 0.006 13
D 0.018 8.0 =
Ffz 0.004 6.9 =
goooO00o0oo
Ofd0do0oooooouogooouoouoooodg
go0o0Q0O00Ooooooouooooooooao
OoooO00Ooaod
oooO0oaod
*12
% HEEL (TGA) W& (DSC) e
4 (%) (B4R, °C) &
AW 18 62.7*, 96.6 K
B 1.9 161.6 =K
CHs 11.0 127.1 ity
D 3.7 52.3,115.6* y) &ty
EW# NA NA ;K
FRz 15 161.2 ;K
" E—UBRE. NA RE,
oooooOoaod
goo0oo0o0oO0o00ooooooooooooao
gfdooo0ooouougggoooooyggpoouoyoyUoopoDoUygg Db ooy oDoggao
go0ooooooouogoooouogopoouootoopoDoUooyoo Do tooogooao
gooo0oo0Q0ooooooOoooooooUooooopoDoooooooooao
goooo00oooooooouoooooooooooDoooooooooao
gooooboboooodyoobboboooooooobobbd0y0oo0oooao
goo0oo0O0o0Q0ooooo0oOoouooo0oooUooooooDoUooooooooao
goo0oo0oo00ooooooooooooooouooooDoooooooooao
gfodooogooouogoggogobouUooyggtoouoyggyUoopoDoyUyg Db ooy oDoggo
goo0o0O0o0Q0ooooo0oououoooooDUoUooooOooD oo oooooao
goo0o0O0o00ooooooOoooooooDUooUooooDoooooooooao
O
Ooo0o0o0ogad
o000 Q0ooooo0ooouooo0ooDUoUoUooopoDoUooooooooao
goooo0oooooooooooooooooooDoooooooooao
godooooooouogo0oouoogoopoouoootoooDoooyoo oo uooDogoao
goo0o0O0o0Q0ooooo0oououoooooDUoUooooOooD oo oooooao
gooo0oo00oooooooouoooooooooooDoooooooooao
gfdooo0ooouougggoooooyggpoouoyoyUoopoDoUygg Db ooy oDoggao

+ O 0O O

OooooooQgogooao

OOoo0oooaog

O Oooogoao
O oOoooo
O oOoooo

Oo0oooodgogoao

10

20

30

OooOoo0ooood
OOoo0oooao
Oooo0ooood

v/vO 40
O0a0o
O0o0oao

ooao
ooao
ooao
ooao
ooao

50



(19) JP 2022-501351 A 2022.1.6

ogoogo ooono
106
%’: ' 251°C
& 2000 1004 * "
-] ] 2.82%
E el [ il 250.0°C
1OMMJI‘ ‘ M %90
| - -l
20 \

& 10 15
28"} 804
FIG. |
75 e . ; . . . g
50 100 150 200 250 300 350 400
ogoogao BE(C)
FIG. 3
0.6+
0.4
3 021 89.0°C
E
E 0.04
-0.2
0.4+
105.7°C
0.6
50 100 150 200 250
Exo Up - 1i o]
FIG. 2
0Oooao O0o0oaod
110
T
2 e
R 4000 - 100]
P 3.03%
# 1500°C
=W
g
o
|
80
70
& 10 15 20 25 an
28{"}
e 50 100 1 200 250 350 400
R4 2ECC)
FIG. 6
0O0oao
! Ooo0ooao
0‘ ‘
s 183.7°C
4 34.4501g #0001
z 7
“ Fil
& 1-‘; 3000
<24 i
# 2000 —
34
166.4°C 1000 ILV lul
4 £ 100 150 200 250 00 o " . b i etk b i e
Exo Up BECC) 5 10 15 20 25 3 35

FIG.5 FIG 7



(20) JP 2022-501351 A 2022.1.6
0O0oao Oo000oao
12
100- b 11.‘5% L
mpe ke T £
a5 \ 830% Lo %
2 Lo ‘ J; , = g 108.8°C
sl P g 30997
. o N Twere——— o ﬁ = 74.5°C :
- nase |\ s ® el Sianlo
— | e .
8/ A |! r B ; 115.8°C
| ¥ -3 92.6°C
: 1216C
o 50 150 200 250 206" .
Exo Up amre) 0 50 100 150 200
—_— Exo Up BE(C)
FIG. 10
Ooooao
£ 1200
o«
£ |
H 1000
i
BOO <
]
400 ‘
200 - UMMM
T3 % % % % % :
28 (")
FIG 9
Oo00o0oao Oo00o0oao
21.9°C
100+
00 I
A
: |
0 i
# HIOAY
-~ 80
& T
=
= 4 by /L\/
1000
= |
0 T T T T T T T
5 10 15 20 25 30
20()
FIG 12
o3 50 1000 150 200 250 300 350 400
BE(C) Ooooao
FIG 11
z
©
£ 3000 o
o
&
2000 —

I
WL_JUJJMB L.'f’wulﬁwaww

20 a5
28 (*)

FIG 13



(21) JP 2022-501351 A 2022.1.6

ooooao ooooao
105
4
100 : {1.47%
326'C
2000°C
2 . 95 N\
g
1612°C | =
0 48.12)ig L] o]
= |
=
]
& ! 85
4 & 50 100 150 200 250 300 350
BE(C)
1624°C
6 . FIG 15
1] 50 100 150 200 250
Exa Up BECC)
FIG. 14
ooooao
EtOH/HzOlay=0~1),
N THRIEEL | meerm MeOH/Ha0lay~0. 5} p@
105°CIZHom 3 A=
EtOH/Hz0
(aw=0~1)ha)
A=
ACN, Hp0. DMF R EtOH. ACN, Hz0.
AR A3U— 38M Bt MeOH/Hz0{1:1, w/v) & Fié
A=
HaOBRDAS—
s0°C
* -
HHAEN DDA cis

() wkn @ s () suan

*OEMIE TR 14D R, EtOAc, MTBE. IPAc, n-~TRHEST

FIG. 16



(22)

gooooooanb

INTERNATIONAL SEARCH REPORT

JP 2022-501351 A 2022.1.6

Tnternational application No.
PCT/CN2019/106433

A, CLASSIFICATION OF SUBJECT MATTER

COTD 401/04(2006.01); AG1K 31/4545(2006.01%

According to Tnternational Patent Classification (TPC) or to both national classification and IPC

B. FIELDS SEARCHED

CO7D,ABIK

Minimum documentation searched (classification system followed by classification symbols)

Diocumentation searched other than minirmim documentation to the extent that such documents are included in the fields searched

Electronic data base consulted during the intemnational search (name of data base and, where practicable, search terms nsed)

CNABS(CN),DWPLSIPOABS, CNTXT, EPTXT,USTXT,WOTXT,CNKI(CN),Chinese Pharmacentical Abstract (CN),
CHEMICAL ABSTRACTS(US), EMBASE, Baidu scholar, ISFWEB OF SCIENCE,STN:1655504-04-3,nicotinamide,crystal+

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Category*

Citation of document, with indication, where appropriate, of the relevant passages

Relevant to claim No.

A
February 2015 (2015-02-11}
the whole document, especially example 10

CN 104341388 A (SHANGHAI RUNNUQ BIOLOGICAL TECHNOLOGY CO LTD) 11

1-7

D Further documents are listed in the continnation of Box C.

See patent family annex.

China
Facsimile No. (86-10)62019451

*  Special categories of cited documents: “T* later document published after the international filing date or priority
“p”  document defining the general state of the art which is not considered date and not in conflict with the application but cited to understand the
to be of particular relevance principle or theory underlying the invention
“0* document cited by the applicant in the international application “X" document of particular relevance; the claimed invention cannot be
g earlier application er patent but published on o after the internaticnal considered novel or cannot be considered te involve an inventive step
filing date when the document is taken alone
“L” document which may throw doubts on priority claim(s) or which is “Y” decument of particular relevance; the claimed invention cannot be
cited (o establish the publication date of another citation or cther considered to involve an inventive step when the document is
special reason (as specified) combined with one or more other such documents, such combination
“0” document referring to an oral disclesure, use, exhibidon or other being obvious to a person skilled in the art
means «%” document member of the same patent family
P~ document published prior to the international filing date but later than
the priority date claimed
Date of the actual completion of the international search Date of mailing of the international search report
27 November 2019 13 December 2019
Name and mailing address of the ISA/CN Authorized officer
National Intellectual Property Administration, PRC
%] DX;tsléchmg Rd., Jimen Bridge, Haidian District, Beijing LV Qing

Telephone No. 62411198

Form PCT/ISA210 (second sheet) (Jamary 2015)




(23) JP 2022-501351 A 2022.1.6

INTERNATIONAL SEARCH REPORT TInternational application No.
Information on patent family members PCT/CN2019/106433
ciiﬁfﬁﬁfﬁ;ﬁ (1;:;;:;22;?/;:;) Patent family member(s) (E:;l'ifl?)t:t‘];lf;::j)

CN 104341388 A 11 February 2015 RU 2677884 C2 22 Janumary 2019
us 20182272807 Al 09 August 2018
5G 11201602070T A 28 April 2016
EP 3052476 A2 10 August 2016
AlJ 2014324595 Al 07 April 2016
RU 2016115803 A3 16 May 2018
MX 2016004030 A 26 October 2016
KR 20160058188 A 24 May 2016
CA 2925624 Al 02 April 2015
us 10301297 B2 28 May 2019
HK 1207063 Al 22 Janmary 2016
us 9551056 B2 24 April 2018
CN 104341388 B 22 March 2017
AU 2014324595 B2 20 December 2018
wo 2015048662 A3 U7 May 2015
EP 3052476 A4 29 March 2017
JP 2016531893 A 13 October 2016
us 2016237075 Al 18 August 2016
RU 2016115803 A 09 November 2017
w0 2015048662 A2 02 April 2015

Form PCT/ISA/210 (patent family annex) (January 2015)



(24) JP 2022-501351 A 2022.1.6

gooooooaoo

(51)Int.Cl. oo gooooboooood
ooOoOo 31/4545  (2006.01) O0O0O0 314545 0O0OOO goooo

(enHooooooo  ApP(BW,GH,GM,KE,LR,LS,MW,MZ,NA,RW,SD, SL,ST,SZ,TZ,UG,ZM,ZW) ,EA(AM,AZ,BY ,KG,KZ,RU, T
J,™),EP(AL,AT,BE,BG,CH,CY,CZ,DE,DK,EE,ES,FI,FR,GB,GR,HR,HU, IE, IS, IT,LT, LU, LV,MC,MK,MT,NL,NO,PL,PT,R
0,RS,SE,SI,SK,SM,TR) ,0A(BF,BJ,CF,CG,CI,CM,GA,GN, GQ, GW, KM, ML ,MR,NE, SN, TD, TG) , AE,AG, AL ,AM,AO0,AT,AU,AZ,
BA,BB,BG,BH,BN,BR,BW,BY,BZ,CA,CH,CL,CN,CO,CR,CU,CZ,DE,DJ,DK,DM,D0,DZ,EC, EE,EG,ES,FI,GB,GD, GE,GH,GM, G
T,HN,HR,HU, ID, IL, IN, IR, 1S,30,JP,KE,KG,KH,KN,KP,KR,KW,KZ, LA, LC, LK, LR, LS, LU, LY,MA,MD,ME, MG, MK, MN , MW, MX
,MY,MZ ,NA,NG,NI,NO,NZ,OM,PA,PE,PG,PH,PL,PT,QA,RO,RS,RU,RW,SA,SC,SD, SE, SG, SK, SL,SM, ST, SV, SY, TH, TJ, TM,
N, TR, TT

(7H000 100108855
0Doooooooo

(7H000 100103034
ooooooooo

HO000 100179062
0ooooooo

(7H000 100199565
oooooooo

HO000 100219542
0D0oooo0ooo

(7H000 100153051
0Doooooooo

HO000 100162570
ooooooooo

(72000 000000000
00000000000000000000000000000000000000000000
00000000000000000000000000000000000000000000
0000000000000 0000000000000000000000000000000
ooooo

(72000 0000000
000000000000 00000000000000000000000000000000
00000000000000000000000000000000000000000000
00000000000000000000000000000000000000000000
ooooo

(72000 0000000
00000000000000000000000000000000000000000000
00000000000000000000000000000000000000000000
0000000000000 0000000000000000000000000000000
ooooo

0000 (0D0) 4C063 AAOL BBO1 CC12 DDI0 EEOL

0000 OO 4C086 AAOL AAO2 AAO3 BC21 GAOS GA12 GA15 MAOL MAO4 NAl4

oDooo 00 ZB07 ZB11 Z7B26 ZC20



	biblio-graphic-data
	abstract
	claims
	description
	drawings
	search-report
	overflow

