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6.85(d, J=8.4Hz, 1H), 3.88 (s, 3H), 3.77 (s, 3H), 3.08 (s, 2H), 2.40 (s, 3H).
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IHNMR (400 MHz, CDClg) & : 7.98 (dd, J = 7.6, 1.6 Hz, 2H), 7.44-7.39 (
m, 3H), 3.89 (t, J = 6.8 Hz, 2H), 2.71 (t, J = 6.8 Hz, 2H), 0.87 (s, 9H),
0.00 (s, 6H).
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LC-MS (ESI*): 321.2 ([M+H]").
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IHNMR (400 MHz, CDCl3) & : 10.06 (s, 1H), 8.00-7.97 (m, 2H), 7.81 (d,
J =8.0 Hz, 1H), 7.56 (s, 2H), 7.46-7.40 (m, 3H), 6.95 (d, J = 8.0 Hz, 1
H), 4.53 (t, J = 6.4 Hz, 2H), 3.13 (t, J = 6.4 Hz, 2H).
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LC-MS (ESI*): 367.0 ([M+H]").
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400 MHz, DMSO-dg) & : 8.03 (d, J = 8.4 Hz, 1H), 7.92-7.89 (m,
2H), 7.70 (d, J = 5.6 Hz, 1H), 7.52-7.46 (m, 3H), 7.43 (d, J = 5.6 Hz, 1
H), 7.06 (d, J = 8.4 Hz, 1H), 7.00 (s, 1H), 4.43 (t, J = 6.4 Hz, 2H), 3.81
(s, 3H), 3.72 (s, 3H), 3.04 (t, J = 6.4Hz, 2H).
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IHNMR (400 MHz, CDCl3) & : 8.10 (d, J = 8.4 Hz, 1H), 8.00-7.98 (m, 2H
), 7.47 (d, J = 5.6 Hz, 1H), 7.46-7.41 (m, 3H), 7.36-7.34 (m, 2H), 6.87
(d, J = 8.4 Hz, 1H), 4.47 (t, J = 6.4 Hz, 2H), 3.79 (s, 3H), 3.11 (t, J = 6

4 Hz, 2H).
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(m, 1H), 3.36-3.32 (m, 4H), 3.24-3.18 (m, 1H), 3.06 (t, J = 6.4 Hz, 2H).

oooooad
OLC-MS (ESI*): 441.1 ([M+H]Y).
oooooao
go0ooooooooooooooaodad Ooo00a0o Ooo0oo0ooooobooodao Ou o
0000000000 oDoo0oDoo0ooDoDOoo0oDoDOoo0DoDOoo0oDoOooDooOoDoDoOoooOoan
oo
Ooo0o0oooaod
pooooooooooodd
oooooad
ooooaod
b o o o
Bs i \\EJ\NHZ \(Uv& o P oo
b AN T IJ\\H \\\)L _LAH.ELO D@Nlﬂm MsCl, TEA, DCM
D =
g o
H B o 7
D /D o0 —>K2C03'3MF > / [N(/& /O\/JJ\O/ D ,&/D o /(/j/{go
| 78 p o~ TiCly, THF, DIEA, DCM \ = | ] o
D.j: N]\/A\OMS HO‘@‘(O & J < | o’ ; NLO L 8
J o \ =~/
/[ /‘/ Hy, MeOH, THF D O/<
b 9N D O™\ - J\\N\}—\_
AN TS b AN N = I QA
H,SO,/DMF D;&/ . Qs KOH, MeOH DLJ)//\D @Zj - Dis 5 //j:s
%
° ’Z ’ /\lr@
? O/\';O & O T\DTBb o;fgo

10

20

30

40

50



(42) JP 2024-532807 A 2024.9.10

Dooo0oo

oooo0o0oao

000000000000 0000O0O00O00O0O0O0O0O0D0O0OO0O0O0O0pgD0O0O0OO0Oan
000000000000 0000D0D00000O0O00000000000000000
000000000000 0000O0O000D0O0O0O0O00NO0OOoOO0O0O0ONDoooOoOooan
000000000000 0000O000000O0O0O000000O0O00O0OoOoOOo0oan
000000000000 0000D000000000000000000000000
0000000000000 000O0O00000O0O000000O0O00O0ooooooan
0000000000000 000D000000000000000000000000
0000000000 pg0O00000O0O000D0O0OOO0O00NDO0O0oOO0O0OoNoDoooOooan
0000000

Ooooo0oo

IHNMR (400 MHz, CDCl3) & : 3.73 (s, 3H), 3.57 (s, 2H), 2.36 (s, 3H).
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HNMR (400 MHz, CDCI3) & : 3.93 (t, J = 5.6 Hz, 2H), 2.72 (t, J = 5.6 H
z, 2H), 2.34 (s, 3H).
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IHNMR (400 MHz, CDCl3) & : 4.52 (t, J = 6.6 Hz, 2H), 2.94 (t, J = 6.6Hz,
5H), 2.36 (s, 3H).
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(400 MHz, CDCl3) & : 10.05 (s, 1H), 7.80 (d, J = 8.0 Hz, 1H), 7.
53 (s, 2H), 6.94 (d, J = 8.0 Hz, 1H), 4.53 (t, J = 6.0 Hz, 2H), 3.12 (t, J
= 6.6 Hz, 2H), 2.42 (s, 3H).
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OLC-MS (ESI*): 472.9([M+H]*).

oooooo

0000000000000 000000000000000000000000000
0000000000000 0DO0DODODODO0O0O0Op00000000000000000
0000000000000 000000000000000000000000000
p00p0O0O0O0O0O0O0O0O0O00000000O0O0O0O0O0O0O0O00000O0O0O0O0O0O0O0
0000000000000 D000000000000000000000000000
Ox 0000000000000 00000000O0xO0000000000000x0O
0000000000000 000000000000000000000000000
0000000000000 0O0O0000000000000000000000000
0000000000000 0D0DDODO0O0ONO0O0O0O0O0pg000000000000O0
0000000000000 000000000000000000000000000
0000000000

oooooo

1

HNMR (400 MHz, CDCl3) & : 8.10 (d, J = 8.4 Hz, 1H), 7.48 (d, J = 5.6 H
z, 1H), 7.34 (d, J = 5.6 Hz, 1H), 7.21 (s, 1H), 6.86 (d, J = 8.4 Hz, 1H),
4.47 (t, J = 6.6 Hz, 2H), 3.88 (s, 3H), 3.77 (s, 3H) , 3.10 (t, J = 6.4 Hz,
2H), 2.41 (s, 3H).
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OLC-MS (ESI*): 455.1([M+H]*).
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HNMR (400 MHz, CDCl3) & : 8.11 (d, J = 8.4 Hz, 1H), 7.49 (
z, 1H), 7.38-7.34 (m, 2H), 6.88 (d, J =8.4 Hz, 1H), 4.47 (t, J = 8.0 Hz,
2H), 3.79 (s, 3H), 3.12 (t, J =6.6 Hz, 2H), 2.42 (s, 3H).
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HNMR (400 MHz, CDCI3) & : 7.48 (d, J = 5.6 Hz, 1H), 7.32 (d, J =5.6 H
z, 1H), 7.15 (d, J =8.0 Hz, 1H), 3.34 (t, J = 6.4 Hz, 2H), 4.19 (dd, J = 7
.6, 4.8 Hz, 1H), 3.36-3.32 (m, 4H), 3.24-3.18 (m, 1H), 3.06 (t, J

Hz, 2H), 2.40 (s, 3H).
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OLC-MS (ESI*): 443.1 ([M+H]*).

Do0oooao

000000000000 O0OO0O0O0OO0O0 0000 00000000000 OpO0
000000000000 O0OC0OO0O0OOO0DOO0ODOO0ODOO0ODOOOOoOoOooOooooan
00

D0oOooo0ao

0000000000000

Dooooao

10

20

30

40

50



(45) JP 2024-532807 A 2024.9.10

Ooooaoao
D D b P v/
Db{iﬂﬂ(}/ LAD, Et,0 D@iﬁ»ﬁ;& MsCl, TEA, DCM J\C\(ﬁ/\?\‘UgMS %
J o 4 b J b HO@(O
i)
NS .
L o <
‘\Qﬁ I o TiCl,, THF, DIEA, DCM =
]
P =0
O‘\
5 O\J\}h\ Ha, MeOH, THF . ] D Ok\fF
D~ N X0 “ — = J
Koh, MeoH, Djl\;ﬁ D D%:@ @ij . DI?[D D
B T NET
7 Sl
/O{:o %rmsp
HO DTEP "
oooooao
OooooooOoa
1 I I 1 1 6 1 0 B O B e B R B R A B A N A N A e B N AN A
00000000 ooo0oooo0DU0ooo0o0DU0o0oo0D0DU0Do0Do0o0DU0Do0ooOo0DoOo0OoOoo0DoOooOoOoOO0Oan
1 I o I 1 o A 0 A 0 R A e B R B A e e N N N N N N N
00000000 ooDoUoooDUUo0O0DU0Uoo0D0DU0DU0oo0O0DUDUo0OOoOo0DUOoOOoOOoDOooOOoOOOan
1 1 I I I I A 0 O B A I A B R B A O N N N e B N RN |
0o0oUdo0ooU0oUdooDU0UUoOoDUUO0OO0DU0UO0D0DU0DU0DO0O0DUUOO0OpgDODUOpUOUOUOOOOaO
goboodoooooooooooooooobD oo b oo b Uoo0oo0Do oo ooOoonoo
1 I I e I 1 0 B A B O O B R A B A N A N A e B N AN A
oo
oooooao
IHNMR (400 MHz, CDCIl3g) 8 : 2.71 (s, 2H), 2.33 (s, 3H).
ooooodd
OLC-MS (ESIT): 211.0 ([M+H]Y).
oooood
oo0ooooooofboooooooooo0oob oo b oo b0 O OoOoobOoOooOonn
goboooooootooobopgoooob oo b oo oo oooboono
000000000000 ooDU0ooo0b0OU0o0oo0D0DU0Do0oo0o0DU0DooOoOo0DoOo0OOoOo0DOooOoOO00Oan
I 1 I e I I 1 I I A B A B O B e O e B A N e B N R |
00000000000 UoooDUUo0O0DU0U0UO0D0DU0DU0Do0O0DUDUO0OOoOo0DUOoOOoOOoDOooOOoOOOan
gobododououodpgUdpgUooboo0boDo0b0Do0bODb oo Uooo0DbUooooOoao
000Ud0O00pgQ0U0U0DO0O0DU0DUODO0OU0DUUOO0ODUODUOODODUODUOODODUODUOpgUOODUOUOOOOOOO
goooooooooooboboooob oo oo b oo ooooOoob
oooOoooao
OLC-MS (ES1%):288.9 ([M+H]").
ooooodd
000000000000 ooDUoUOoo0DU0UoO0D0DU0DU0oo0O0DUDU0OOoOo0DUOO0OOoOOoDOooOoOOOan
I 1 I N I o I R R A e B R N A e N N N N N N N
o000 oUoUdooDU0oUoo0DUUO0OO0DU0UO0D0DU0DU0UU0DO0DUDUOO0DO0DUUOUO0OUODUOOOoODOOOn
goboodooooooooooooooooob oo b oo b0 Uoo0ooDU0ogoboooonoo
1 I I I 1 I I 0 R B A e B B R N A B N N A e B N AN
oooo0ooooooooobo0o0oobooo0oooDoooboDoDooDb oo oooDooOooOonodo



(46)

0000000000000 D0D0O000O0O00xO
O0D0DDO0OxO00000D00000000x000
0000000000000 D0D0O000OD0O0ODOO
0000000000000 O0O0gO0D0O0O0O000
0000000000000 D0DO0O0O0OD0O0ODOO
00000000000 D00D0O0O00O0O0OO0OD0O0OO
Oooooao

IHNMR (400 MHz, CDCl3) & :
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8.4 Hz, 1H), 7.48 (d, J = 5.6 H
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2.41 (s, 3H).
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5.2 Hz, 1H), 7.31 (d, J = 5.2 H

z, 1H), 7.15 (d, J = 8.0 Hz, 1H), 6.72 (d, J = 8.0 Hz, 1H), 4.21-4.17 (m,
1H), 3.36-3.31 (m, 4H), 3.23-3.18 (m, 1H), 3.07 (s, 2H), 2.41 (s, 3H).
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2H), 7.49 (d, J = 5.6 Hz, 1H), 7.46-7.41 (m, 3H), 7.36-7.34 (m, 2H),

7 (d, J = 8.4 Hz, 1H), 3.79 (s, 3H), 3.10 (s, 2H).

Dooooao

OLC-MS (ESI+): 441.2 ([M+H]*).

Dooooao

000000000000 O0OO0O0O0OO0O0OO0OO0ODODO0OO0ODOO0ODOO0OOO0OOoOoOoooan
000000pO00000O00O0O0D0O0O0DOO0OOOOOOOOO0OOO0OOO0OQOO
000000000000 O0OO0O0O0O0OO0O0OO0O0O0DO0OO0ODOO0OOO0OOO0OoOoOooooan
000000000000 O0OO0O0O0OO0O0O0OO0O0O0O0O0O0OO0O0O0OOO0O0OOOOOoO0Ooooan
000000000000 O0OC0OO0O0OO0O0DOONODOO0ODOO0ODOOODOoOoOooOOooooan
000000000000 O0OO0O0O0OO0O0O0O0O0O0OO0O0O0OO0O0OOOOOOOOOOoooan
000000000000 O0O0O0O0O0O0O00O000O0O00O0O00O0O0O0O000O000O0an
000000000000 O0OO0O0O0OO0O0D0OO0O0D0OO0O0OO0OOO0O0OOO0OOOOOOoOOoGooO
000000000000 0O0O0O00O0O0O0OpO0O0p000000O000O000O000
000000000000 O0OO0O0O0OO0O0OO0OO0ODD0OO0O0ODOO0DODOOOOO0OOoOoOoooan
000000000000 O0O0O0O0O0O0O0O0O00O0O0O0OO0O0O0OOO0OO0OOO0O0OOoO0Ooooan
0000000000000 0O000000

Dooooao

IHNMR (400 MHz, CDCI3) & : 7.97 (dd, J = 8.0, 2.8 Hz, 1H), 7.48-7.40 (
m, 4H), 7.31 (d, J = 5.6 Hz, 1H), 7.15 (d, J = 8.0 Hz, 1H), 6.72 (d, J = 8
.0 Hz, 1H), 4.21-4.18 (m, 1H), 3.33-3.31 (m, 4H), 3.24-3.18 (m, 1H),
05 (s, 2H).

Dooooao

OLC-MS (ESI+): 443.2 ([M+H]*").

Dooooao

ooooooooooooooo boboobob ocoooooooooo g OO
ooooooooouoooooooooooooooobobbDbODbODbOOODODODnn

O

O

O

O
oooo
ooooooooood
O
O

e e |
e Y I |

onoad

0o

29 PhMe 0 CD& LAH, ELO FE))/{D g \/CDJ MsCl, TEA, DCM %? ° 14CD3
DSC\I/UKO/ ' ]jik 0 ‘\/“’\MNIV‘OH = =P \\NL\OMS

Br g D p D

H,SO4/DMF

o o P
N—"
K:CO3, DMF _ﬁ j/\1 ,o\)Lo/ B /1 o
” 0~ cp,
@o Yoo, | o TiCly, THF, DIEA DCM g D
= o
Ho—( %
\_ 7/ H H

D, cD;

Ha, MeOH, THF
5 OL\\/\"\«O - + B (L/g’\,o
{ §,-8 _ KOH.MeOH _ D AN ) \\/1 b A~/ N /S
® s
\g\\/ D 4 | o _/ QA \\ D\S\\}D Q

/] 0" L J 3\ |r7\ BARF L y
o o .

7 o I o ) DTBP 7 %S;o
\ HO | HO

DTBP

gooooaon
ugoboooboad
goooooboogoobogobogooboogoobooobooboobobooboobbooboobobooon



(52) JP 2024-532807 A 2024.9.10

00p000000000O000D0O00O0D0O0O0O0OO0O0O0OOODO0DOO0O0OOODOOOOGOoaO
000000000000 O0O0O0O00O0O0O0O0O00O0O0QpO0O000O0000000000
000000000000 0DO0O0O0O0OO0DO0OO0DO0OONODOO0O0DOO0ODOoOoOoOoOooooan
000000000000 O0OO0O0O0OO0O0O0OO0O0D0OO0O0O0OO0O0OOOOOOOOO0Ooooan
0000000000000 0OO0DOO0DOONODOO0DOO0DOOODOoOoOooOOooooan
00000O0pO0000O00D0O0O0D0O0p00O000O0O0D0O0O0DOCOO0OO0O0OOOO00O
00000000000 O0000

Dooooao
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Hz, 1H), 7.43 (q, J = 4.1 Hz, 3H), 7.35 (d, J = 5.6 Hz, 2H), 6.88 (d, J =
8.5 Hz, 1H), 4.48 (t, J = 6.5 Hz, 2H), 3.79 (s, 3H), 3.12 (t, J = 6.5 Hz,
2H), 2.42 (s, 3H).
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IHNMR (400 MHz, CDCI3) & : 7.49-4.47 (m, 1H), 7.43-7.41 (m, 3H), 7.32
(d, J = 5.2 Hz, 1H), 7.15 (d, J = 7.6 Hz, 1H), 6.73 (d, J = 8.0 Hz, 1H), 4
34 (t, J = 6.4 Hz, 2H), 4.20-4.18 (m, 1H), 3.37-3.32 (m, 4H), 3.24-3.18
(m, 1H), 3.06 (t, J = 6.4 Hz, 2H), 2.40 (s, 3H).
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IHNMR (400 MHz, CDCI3) & : 7.45-7.41 (m, 3H), 2.71 (s, 2H), 2.34 (s, 3H).
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0LC-MS (ESI+): 208.1 ([M+H]*").

Ooooo0oo

0000000000000 0O0O0O0O00DO0O0OOO0O0O0DOOO0ODONONDOoOOOpgO0O0n
000000000000 0000O000p0O00O0D0O00O000O0O00000O0D000
000000000000 0000D0000000D00000000000000000
000000000000 0000O0O00000O0O0O00O00O0O0O00ONoooOonoan
000000000000 0000D000000000000000000000000
000000000000 0000000000p00g00000000000ooaO
00000000000 00000D000000D0000p0000000000000
000000000 gO0O0O00000O0O00000O0O0O00NDO0OOoOoOoO0ONoDoooooan
0000000000000 000

oooo0oo

OLC-MS (ESI+): 286.0 ([M+H]*").

Oooo0o0o

0000000000000 000O0O00000O0O0000000O000ooooooan
000000000000 0000D0000000D000000000000p00QgO0
000000000000 0O000O0O0000O0OO0O0O00O0OOoO0OO0O0O0ONDOoooOoOooan
000000000000 0000D000000O0000000000000O0g000
000000000000 0D0O0OO0O0O00p0O0O0OO0O0O0O0DOOOO0O0O0DOOOODOn



Ooo0ooooooo

N
(

w I

O

e [ e e [ [ e s Y B © o [ [ Y i [
Oooo0oo oooooooroooDooooooooooao

oo
oad
oo
uo
oo
ao
oad
oad
MR
S,

O

?DDDDDDDDDDDDDD

ODooloooo oo o

O

O

OO0 0Oooofb0ooofioooooooooooooog

O

oobobooboooooobao
oooooooooooooag
Ubo0o0x oooboobooobd
uogbouobooobooaoobad
oooboobogoboobooobao
poboooboboooboghb
oooooooooooooad

O

O

(400 MHz, CDCIg) 6 : 10.

wI:IEID Oooooooooogoogoogoog

oDoolooobl ooao
oOooDoUooobooao

O

—~

O

UOooooooo oo oo
O U0Doooxoolloooao
oODopoooooUdoooo

m OO
[9p]

ODoobODooob oo
oooUdooot oo
oooUdooot oo
oooUdooot oo
oooUdooot oo
oOoooUdoooboao
oOoooUdoooboao
oOoooUdooob oo
oOoooUdooob oo
oooUdooob oo
oOoooUdooob oo
oooUdooot oo
ODoo0Ox oo Oo g

HNMR (400

+
~

1H), 7.45-7.41 (m, 3H), 6.
(s, 3H).
00000
LC-MS (ESI+): 368.0 ([M+H]").

Ooooooooooao
UOoooooooooao
UOoooooooooao
UOoooooooooao
UOoooooooooao
UOooooootoooao
Uoooooooooao
Uooooootboooao
Uopooooogbooo O
Uoooooogtootao

472.0 ([M+H]").

(63)

g
O
g
u
g
t
O

OO0 oox oo
OoDbDo ooog
O
O
obO0Oogox g

06 (s, 1H),
94 (d, J =

UOoooooot ootao
Uooooooootao
UOo oooooootao
Ob0Dpopoo oo oot ao
Ob0Dopoboobootao
Ob0Dopoboobootdao
OO g

OoobOoobfbdao
oooUdoodt g
ooodootb O00Qg
oo oOootoono
oO0oOooltoono
OO0 oOootoono
OO0 oOootoono
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z, 1H), 7.43 - 7.40 (m, 3H), 7.34 (d, J = 5.5 Hz, 1H), 3.88 (s, 3H), 3.77
(s, 3H), 3.07 (s, 2H), 2.40 (s, 3H).
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IHNMR (400 MHz, CDCl3) & : 8.09 (d, J = 8.3 Hz, 1H), 7.48 (d, J = 5.5 H
z, 1H), 7.44 - 7.41 (m, 3H), 7.34 - 7.32 (m, 2H), 6.85 (d, J = 8.3 Hz, 1H
), 3.78 (s, 3H), 3.08 (s, 2H), 2.40 (s, 3H).
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IHNMR (400 MHz, CDClg) & : 7.48-4.47 (m, 1H), 7.43-7.42 (m, 3H), 7.31

(d, J = 5.2 Hz, 1H), 7.15 (d, J = 7.6 Hz, 1H), 6.72 (d, J = 8.0 Hz, 1H), 4
.21-4.18 (m, 1H), 3.34-3.33 (m, 4H), 3.24-3.18 (m, 1H), 3.04 (s, 2H), 2

.40 (s, 3H).
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O0LC-MS (ESI+): 442.1 ([M+H]*).
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LC-MS (ESI+): 223 ([M+H]*).
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1H NMR (400 MHz, 0O0OOO0O-d) &: 8.38 (d, J = 7.5 Hz, 2H), 7.68 - 7.
58 (m, 3H), 7.40 (d, J = 5.5 Hz, 1H), 7.34 (d, J = 5.4 Hz, 1H), 7.23 (m,
1H), 7.15 (d, J = 7.8 Hz, 1H), 6.81 (d, J = 7.9 Hz, 1H), 4.58 (s, 2H), 4.1
8 (dd, J = 8.1, 4.3 Hz, 1H), 3.35 (dd, J = 14.6, 4.2 Hz, 1H), 3.32 (s, 3H)
, 3.18 (dd, J = 14.7, 8.1 Hz, 1H), 2.53 (s, 3H).
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14 NMR (400 MHz, CDCl3) 6 : 8.06 (d, J = 5.7 Hz, 2H), 7.53 - 7.44 (m,
4H), 7.35 (d, J = 5.5 Hz, 1H), 7.17 (d, J = 7.9 Hz, 1H), 6.78 (d, J = 8.0
Hz, 1H), 4.22 (dd, J = 8.0, 4.4 Hz, 1H), 3.43 - 3.35 (m, 1H), 3.36 (s, 3H

), 3.22 (dd, J = 14.7, 8.0 Hz, 1H), 2.45 (s, 3H).

DO0oo0Q0aOo

0000000000000 O000DO0ODO0ODO0DODODODO0OD0eO0O00O00y OO0
000000000

0000000000000 O0D0OO0DO0ODODODOODO0DODODODODOoDOOoOnn
0000000000000 O0x00P0000000000000000000000O0
00000000 pgO000D00D00D0O0D0O0D0O0D0O0ODODO0OO0OO0O0O00O0OO0O0OOQ0aO
0000000000000 00O00O0DO0DO0ODO0DO0DO0DO0DOoOoDOooOooOoooaon
000000000 0000000000000 000O00O00eOO0OD0ODOOOO
000000 0000000000000 0O0OO0ODOOOODOODOODODOO 0000
0000000000000 000e00D0O0DO0D0OO0DO0DO0DODOyDODODOD0OO
0000000000000 O00O000DO0ODO0DO0DOgDO0O0O00O00OO0O0OO0OOOO0aO
0000000000000 00O0D0ODO0DODODNO0DO0DO0DO0ODODOODOOoOn
Dp000000D0O0D0O0ODO0ODO0DO0ODODODODODOOOOOOOOOOOOaO
oooooPY pOooDOODO0OO0O0O0O0 0OO0O0O00 O00O00O00O00O0O0O00O000
0000000000000 O00O000000O0DO0OO0DOO0DOODOODOODOOOoOOoGO OO0
0000000000000 0O0O0DO0ODO0ODOODO0ODO0DODO0DOODOoOoOoDOoOooOan
0000000000000 00OD0D0OODO0OODODODO0DO0DO0DO0DODODOODOn
00000000000 O0pggO00O00O00O0C0O00O0 0OO00O0C0OC0O0OO0OO0aOy
000000000000 0O0O0O0C0O000O000O0O00O00C0aO00O000O00yY 00
0000000000000 O0y O0ppQ0O00O00Oa OOgpgOOOCOOO
Dooooao

10

20

30

40

50



Ooooad
# 1.PPARa/y 7 3= PR B D KE R

(71)

JP 2024-532807 A 2024.9.10

{E&EW 1D PPAR « ECso (nM) | PPARy ECso (nM) | B4R PE*
TLZUZYPF— |3.14 3.36 1.07

a=xZR! 2.56 2.27 0.89

L& 2 2.52 3.81 1.51

L& 3 2.24 2.64 1.18

1E&W) 4 2.72 2.94 1.08

L& s 7.36 2.17 0.29

EaW) 6 4,98 1.41 0.28

=R/ 6.02 1.89 0.31

fEEW 8 6.62 1.91 0.29

L& 9 6.83 2.16 0.32

&% 10 7.83 2.71 0.35

L& 11 7.72 4.26 0.55

fE&W 12 8.34 5.56 0.67

*E = PPARy ECso (nM) / PPAR o ECso (nM)
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F2 EBRBHMORTTE LIRS

" - me | P | ms | oms | o
N (mg/kg) T BT DK
(mL/kg)
1 ‘mjr?;;»”ﬁ - 5 ®n | QDX7H | 6
Bl ATa— L/ .
2 |y sl | 02 5 %1 | QDX7 A 6
%:II/X'}:EI‘—/]/:@
3 ST UL B 0.6 5 % QD X7 H 6
=nls 7 — )b
4 | ™ i;;;%zjﬁ 0.2 5 &0 | QDX7H 6
] L —
5 | ™ ifgggzﬂ/ﬁ 0.6 5 %0 | QDX7 H 6
g o —
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F 3. ENEFNOREDIMTE TG O AL (CFE = R 72=)

y - TG(mmol/L)

it B 55t S ER -

1 BIVATR—ARBR+EE 7 4.00+1.75 4.63+£2.02
2 MALVATR—LB+T LT U X —) |424+1.18| 2.86%0.86%
3 BMIALVATR—LRB+T L7 U ZHF = 4092217 | 1.4710.46%%%x*
4 ML A7Fa—gHbAEY 2! 427+1.61| 1.7110.72%%%*
5 malA7Ta—LBHEAEY 2 411%+1.10 | 1.861+0.99%%*
6 Bl AT a—EBHLEY 4 422+1.71| 2.46+1.18%*
7 EalLx5Fa—LBHtaEW 4 4.00+£1.71 | 1.93£0.58%%*

Ei: 2N FNOEOT — %X GraphPad 8.0 ¥ 7 U = 7 X w Fr—I2 X 0 5 #7
i, WEH Bl One-way ANOVA ThH D, ] DR & b T* p<0.05, **
p<0.01, *** p<0.001, **** p<0.0001 TH 5,

LEE2(7 V7 U ¥ — )b, 02mglkg) & lb_7=84E6, B 4(6E® 2, 0.2 mg/kg) D
TG (X HE sl B A Z IV (p<0.05),
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F A4 FNFNOREDIMIE NEFA O 28k () + 1 72)

- By 3 NEFA(umol/L)
8 HH
1 ML AFa— LB+ R 7L 1753.50+472.12
2 | @a AT r—B+T LU ZF—I | 706.00FE190.15%%*%*
3 Bl ATa—IB+7 L 7Y 2F— 1 327.83 90, 73 %%*x*
4 Hal X5 ua—LEHEEY 2! 431.50F151.63****
5 BoalLATu—LEHEEW 2 44433119, 12%%**
6 maLVAT7ra—LREHEEY 4! 490.33+113.61*%*x*
7 BalATu—LEgHLEY 4 347.83 1+ 113.61%%**

ER:ENEFNOHOT — XX GraphPad 8.0 Y 7 b U =7 Ry r—I2 X 0 5¥7
S, MEHA 1L One-way ANOVA TH 5, A DORE & b TH*** p<0.0001
TH 5D,

LRE2(T V27 U —)b, 02 mg/kg) &l =84 B 4({EE W 2, 0.2 meg/kg) B
L OB 6(fb&W 4, 0.2 mg/kg)D NEFA (E# it B2 A B 12KV (p<0.05),
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5 ,

e Al B B gy | BE BB

meg/k B mg/mL D

(mg/kg) e ke (mg/mL)
1 e e 0 QD X7 H 10 0 10
2 | TV T U EF— 0.2 QD X7 H 10 0.02 10
3 | TV EF— 1 QD X7 H 10 0.1 10
4 t&w 2 0.2 QD X7 H 10 0.02 10
5 ft&w 2 1 QD X7 H 10 0.1 10
6 & 4 1 QD X7 H 10 0.1 10
7 ¥ 10 1 QD X7 H 10 0.1 10
a: 0.5% WA AF I AF bl —2F U 7 AKEIK
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FZO6OHBALIEREEZENFNDOREOENWY O KER IO AL
REHM(g) n=10

k&% 1D 1HA 2 HE 3HH 4 HA SHHA 6 HEH 7HH

Bk 7 0.51+0.14 1.61+0.2 2.44+0.24 3.04+0.31 3.4 +0.33 4.4+0.38 5.0 =0.43
TVvIYEH

—1(0.2 mg/kg)0.48+0.27 1.66+0.39 2.62+0.42 3.50+0.42% 3.92+0.4 * 4.81+0.37 5.3940.56
7Ly FAF

— (1 mg/kg) 0.5.£0.2 1.64+0.26 2.61+0.51 3.33:0.54 3.86t0.49 4.98+0.52 * 5.34:0.50
L& 2

(0.2 mg/kg) 0.45+0.28 1.42+0.22 2.5610.23 2.96+0.23 3.73+0.34 4.66+0.39 5.081+0.42
L& 2

(1 mg/kg) 0.4+0.17 1.57%0.26 2.71%0.19 3.61£0.19%*  3.960.29 * 4.84+0.4 5.44+0.36
L&t 4

(1 mg/kg) 0.35+10.24 1.45+0.34 2.75+0.41 3.71+0.46%%  4.26C0.47%%%% 536+0.54%%%% 59]1+(.56%**
&% 10

(1 mg/kg) 0.34+0.17 1.63+0.41 2.96+0.37* 3.85+0.38%%%% 4,50+ 39%%%% 5 75+(.39%%%% ¢ ]+ 53%%%*

HER:ZENENOHDOT — XX GraphPad 8.0 Y 7 bV =7 Ry r—I2 X 0 450
a1, BEHH FIEIX One-way ANOVA TH D, Bk 7L L& T* p<0.05, **
p<0.01, ¥*¥* p<0.001, ¥*** p<0.0001 T 5,
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INTERNATIONAL SEARCH REPORT

JP 2024-532807 A 2024.9.10

Tnternational application No.
PCT/CN2022/11108%

A, CLASSIFICATION OF SUBJECT MATTER

CO7TD 263/22(2006.01)i; COTD 413/12(2006.01)}; AG1K 31/421(2006.01); AG1K 31/422(2006.01)i; A6LP
3/10(2006.01)i; AG1P 3/00(2006.01)i; AG61P 9/00(2006.01)%

According to International Parent Classification (IPC) or to hoth national classification and IPC

B. FIELDS SEARCHED

CO07D, AG6l1K, A61P

Minimum documentation searched (classification system followed by classification symbols)
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