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A ARGEAUR ZOR - 3P AL — I (0 R, s iy R 22 A et R (DSC) 2 fu sy
FE182. 3°CAbAIIR A o

5 RPN ZERAFTR ¥ L, Fory, DSCH 2 S 25 A — B

6. it FH Tl S AR AR AR R 1 -5 T — IS Tk O AR LR T 75 , Ptk Ty A

a) fEZ)100°CE£Y110°CHITEH P AL T, AT SRR P RORL e 2 i H A T
AL K

b) R AR H 2 =

T AR ZORO AR 5 ik, Horp 2P 8Ra) ££9105°CHUIR L M T

8 ARPEAUR ZER6 KTk i) 5 72, Hory, ZDERD) BBl A 7.

9. —FHZGM AT, Tk 20 A0 5 P 0 S AR ISR R L - S AT — Il iR )t R 26
7 AT AR BT

10. A6 P ARIERSIE AT (NAFLD) FR) 5 25 Hh AR AR H BOR] SR 1 - ST — iz X
HDERNEE A TE R

1L ARSEASUR] ZER10Rfr 1Y) F TPl ik P ORI JE 22 i 9B, Fovh, NAFLD QR AR A
HEMAIFEAIA PRSI HE AT 5% o

12. TGRS 7 AT AR K e B I AR UG Hh AR A 52 1 1) 5 i PR FROAR B
BURIZER -5 — T SRR e 2 i B o

13. —Fhitay T AR RS VR IRITITHA (NAFLD) (R 51 , BTk 5 i s i A s 2 sl B 4n 1
AR AR IRAUN 2R 1 - SH T — T S e 2 B o

L4 ARFEACR EOR L3R ) 5 125 , Hery NAFLD AR ARPRS AR AT A EPpRs M BRI A T

Ko
15. —Fiia 7 &b T AARLZ TR J 2 I AR L2 TR AU R (R A 52 10 1 5 72, BTk U7
TR AI TR S B 45 T A SR AR AR R 1 - 5HVE— T S h e 2= B .



CN 119301120 A W OB P 1/10 7

ffe=iEnmal

RARGUE
[0001]  ACKWIS MAJe =23 (Lanifibranor) [ 2 oA Find i 2R 1) 25 A0 S W A S e
BRRAETRTY TR

EEREA

[0002]  FijE ikl - (6- AR FHWEmE B L) -5- 50 - 1H-M5| ¢ -2- ] R g — Mz PPARIHZ
51, HRTEAS T 7 AR RS E AR T 46 (NASH) B2 & i R A& v, E B i Ao b HE 94
R

[0003]  HIJEETAAEW0 2007/026097 1) St 1 17 FR e fifik iy s, Horbr, FLDAIR B by
AR 5 RT74-80°C. W0 2022/122014.W0 2022/143479.W0 2022/258060.W0 2022/
261410F0W0 2023/016319FH N T HIJE L s i

[0004] AR BHFEME T —Pph e iR Es Y, BT iz e 2L i i s B R g MR o, 1 an
A AR AR L OB U BT/ s AR E M

REAAE

[0005]  —J5 i, AL WIEE Bt 17— M JE 223 L G i) hrfe = inro i At L
JTIEI— R Z R TRAE : (1) B RXEGT AT (PXRD) 5 (2) ZE 4t #yk (DSC) 5 (3)
NI (TGA) 5 (4) BhASZRTURBE (DVS) 5 (5) ZLAMEIE T (IR) .

[0006] 53 —J5 1M, AR ISR T — R HI Tl s e 2 i BB 5k, FIrid 5 7 G0kt
AT SRR E =T T IRCIE TN HR I A A TR e 2 =5 i

(00071 ST, AL WG T — RSl 50, Ik 25W A S o S fe 22 0a i L 2
T2y b e B AR BIRIE A -

[oo08] STy, AR BB 17— MR T 7 AR R AR R0 5k ek 5 i dh e A
i IR G T A RO IR e 24T B o

[0009]  J5—J5 1, ARSI T —Fhiay v AL T MAREITA I 2 S AR LR XU Hh f JE s
WSARE Tk, I T i 2 A8 4 T AR R e 2 1aT L B .

[oo10]  F—J5 1, ARSI T HI TR 7 RS TR RS R 0 5 R L e 22 3 et
Bo

[oot1] Sy—J5 i, AR T HITFR 7 AL T MR IR B S AR L U Hh f JET-AE
(G Y Y RPN ARSI EALTC S

Ff$ &35 BB

[0012] P 1RH T HLJE 22110 B I PXRDIE 1
[0013] 27~ THIJE LA AL HIBRIDSCHIZR -
[0014] B3R THIJE LA AL HIBAI TGA R 2% .
[0015] 4/~ T HiJe SiEr R BIIDVS i 281 o
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[0016]  ESAFIEIGB R 1 Hirfe 21 i R BI IR GG DA K T IR AT RS 1 22 5 o
[0017] 6 rH THrJE L1aNCERIER OCERIIZR) 2B (FRTRIHRZR) A Mo (50 Hh
£8) [IPXRDE XS o

[0018] 7T rH T HJe4iE R 2o IDSCHE 28 -

[0019]  E8/RH THrJE LN ERIERA OCERIIZR) i 2B (FRTAIHRZR) Ak Mo (A0 HH
£%) IDSCHIZRITATTE -

[0020] 9% [E 14 - H T e i s o R B I TR S W B P T E AN RV 7 R PXRD
B IR (K19) 21 (B10) LR 2T (RI11) 2 (J12) H 2 (& 13) TSR T 3L
il (B 14) AR, TR Hh 22 b Je 2218 i I PXRD % 5 T/ Hh (1] il 2802 B - mrE
TOFS R PXRDE 3 5 Hh A /i s i 2% S L V7 IRUAE TO+24h I [ PXRD A3 5 JEe BBl 2% 24 JE 22430 5
UBIFIPXRDIE I .

[0021]  E[157~H T hrJe 2 i Mot i 4 i (R Hh £8%) A4 i ORGHsii28) iUPXRDA]
W

[0022]  [E16EE1T/R~H TWO 2022/122014H iR fFEATE R CSTHIPXRDIE I (RS 3B L)
SEFTRIHLE 2215 B PXRDIE 1 (THSHhZR) (1S

[0023]  [E1I8EE19/RH TWO 2022/122014 3R (1) [E A A .CSTIHPXRDIE 3 (s #s
£) SE LRI e 41 B PXRDE i (T Hh£R) (S,

[0024]  [E207~H WO 2022/1220 14 iR (1A ATE 2CCSTVIFPXRDIE i (FCEBHIZR) 51
BT R JE 2418 i R BIYPXRD I (IWTERHIER) (198 1.

[0025]  [E217~H WO 2022/143479F R 1[I AT 2 PXRDIE i S5 L Al s [ hir e 4 1
BB PXRDIE FE 1) & il e M F 21 N s DL R IEC hrJE 2 im i B s h7 e 241 Pl At
f s L JE S IERT ORI L I s R e 22 = R LS el s b Je 218 B (A

[0026]  [E227xH TWO 2022/143479h AR 1IE CAPXRDIE 1 (RCHSHh£%) SR
FrJE 251 Mo PXRDIA 1 (TTGEBIIZR) 192 .

[0027]  [K|237xH) TWO 2022/258060 R4 [ [l {4 JE 2.CM- A . CM- BFICM - FI{JPXRDIX| 1 51&]
VAT 7RI B 22 15 S R B I PXRD I3 1) & o A E 32 R R DL R IE R hr e i i B s FTE A
CM-A; JEA.CM-B; IE=CM-F,

[0028]  [E|24 < TWO 2022/258060H ik 1] 44 JE A CM-C. CM-D . CM-E . CM- GFICM- T [
PXRDIE 5 B L T 7 JE 24 1 R BT PXRD B 112 o M1 21 N R DL N B dr e
B JE O -C; JEZUCM-D; CM-E 5 JEACM-G 5 JEACM-T.

[0029]  [&[25 ~H TWO 2022/261410 iR i A A E A LN-1.LN- 2 LN- 3F/ILN- 4/ PXRDI]
WS E LRI e 2208 S B PXRDIE B Y & Mo M2 N 2oL M B R e 21 i
B; JEZULN-1;JEULN-2; JESLN-3; JEALN-4,

[0030]  [F267~H WO 2022/261410 A1) JE LN - 1PXRDE i (RS HhZR) SR
(T JE 243 i oI PXRD I 1% (TREBIIZR) 192 .

[0031]  [E277~H TWO 2023/016319 AR [EATEACSV (S 51 2 A0 5L it 5 3) ANCSTIT
(IPXRDIE i 51 1T 117 Je 43 i R B PXRDIE 2 i M E B R &R DL R IER  h e
2L TEACSV (SiE112) ; L ACSV (S2Efdl3) 5 ECSTIT.

[0032]  Yi Rt T PXRDEE IR A, ik brge n2Theta (°) , AL FRRomom s (HHED o
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= JUNSL S
[0033] QR SCRIT AL IR , ARG “hrJe 23" PR Aorh e =i ssi , BN Utk &9

T -

[0034] \S&C’

SOh

[0035]  — 5, AR BB T —Fhhr e 2180 i (R 2Rp) o

[0036]  GUACCRTIAR , fr e 21 (R IUR) al sk LA B 5 i —Fhak 22 Fdb T 241 - (1) By AR X G
LEAT L (PXRD) 5 (2) ZE gtk (DSC) 5 (3) #AFE /3 #Tik (TGA) o M 28 B AT DL ik H
fth B RE—2B AL, 140 : (4 2R TE OVS) 5 DL (6) 218G (IR) .

[0037]  FEACK BN T TR —2e 506 77 2, e 214 il R Ba i HPXRDIE i 1 T3
AIE o AT AR DU T, O T X LRAT N L (20) , b iy 5 25 B s H— 23R {k,
2R E0.2° B0 1° JbAh, ARG RN S PRE R AT , AR 180 i 25 1o s H ik
S IAIRE Y DA R T 85 i B T S B0 A e, BN ASCRE AR & PR

[0038] 1Ak BH &N 5 TR Hofth 5 2, frJe 2238 (R 2ER) ail s HDSCH 2kt 173
AE o FEA R AT TR HA 356 /7 2 b Je 220 (5 79B) 1l H-TGARN 260 T 4A1E
[00391 S/ M PRAZRISE , FTLASK TR =Rl PU AR R 1) 25 B2 S A SCA TR e 24
i (TR PEAT AR H SR AT o

[0040]  fr— sy =rh, hrJe 221 (R 2LB) AUPXRDIE (0 ik H AR L IEE ) — A
PRAS =S PO A B /i (PA20 0. 2°F0R) »

[0041]  ZE— S5 Ao, QM A 1.5406 A FOXET 2RI K Al 1, e 20 (2e)
B DL 205 A 19—k Z2ANEPXRDIA . 16.0°£0.2°.18.7° +0.2°F124.6°
+0.2° A2y U, Qs FH1.5406 A X S 2RI ATl g, S B B it — 2P
{EE H DA R 208 AL 1y 2 /D — NI PXRDE] 1 : 11.4° +£0.2°.18.0°£0.2°.21.2°%£0.2°,
22.8°40.2°.23.5°+0.2°.26.1°%0.2°H126.7°+0.2°,

[0042]  fp b 5 7y sUH, PXRDIEE 20 A 8 70 vk F R 1 g 20 (AR 1 — A
NG o

[0043] 1
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0008 | MHwEE W 20008 | HVEE
(°) (°)
9.3 4.6% 28.2 20.5%
10.5 2.5% 28.6 3.3%
11.1 21.2% 28.7 1.7%
11.4 60.4% 29.0 1.0%
12.0 40.0% 29.2 3.0%
12.6 5.7% 29.4 3.1%
13.2 5.3% 30.0 23.2%
13.4 2.8% 30.3 9.6%
14.3 24.2% 30.5 8.1%
15.0 21.4% 30.7 5.5%
16.0 100.0% 31.7 4.5%
16.4 6.5% 32.1 8.9%
18.0 55.4% 32.3 13.6%
18.3 41.4% 32.7 5.5%
18.7 91.5% 32.9 9.1%
18.9 20.0% 33.2 14.0%
19.9 39.1% 33.3 9.9%
[0044] 20.2 42.3% 33.6 1.8%
20.6 36.8% 34.4 4.3%
21.2 47.4% 34.5 3.4%
22.1 12.2% 34.8 8.0%
2.2 10.4% 35.0 9.6%
22.5 7.8% 35.4 1.5%
22.8 77.1% 36.2 14.6%
23.3 3.9% 36.3 11.2%
23.5 50.9% 36.5 1.5%
23.9 8.3% 37.0 10.0%
24.0 31.2% 37.2 7.3%
24.6 91.7% 38.0 1.7%
24.8 39.5% 38.1 1.0%
25.1 3.8% 38.4 3.9%
25.2 7.8% 38.5 8.7%
25.5 7.9% 38.6 5.2%
26.1 46.6% 39.1 1.5%
26.7 64.6% 39.4 1.8%
27.3 18.8% 39.8 4.3%
27.7 2.2%

[0045]  fE— Aty 2H, B 223 (B ZEIB) [IPXRDIA 15 ] 1 A — 3K

[0046]  {E—A5E 5 2, B JE 243 (R ZEB) FIDSCHI 2640 5 7E 182 . 3°CALITIN FhlEe .
[0047]  Fr—ANszjie )y 2o, BB 243 (RB) [DSCHlZk SR 2 R A5

[0048]  FF— A3ty s, A JE 223 (F2RUB) I TGA RN £% 7 25°C %5 200 °C [ L VE IR P 7%
A9 WA i 2 A E A o 7E250°C LA L, WHZ R F b F51 2 T AR I TP

[0049]  FF—A5i 5 2, i JE 240 (Sh7RB) I TGARN 28 S5 R 3 A 5.

[0050]  E—A~5jits /5 s H, R e 240 (S ZUR) A THIDVS /3 AT (e AT e A I AL 1
JEFEI A I B AN 0% RHZE95%  RHITIE R P W2 2 (g d Ko B g+
0.1%.

[0051]  fE—ANszht s A, BB 220 (B 7RP) (TIDVS SRR 26 1K 5 AR — 3K

[0052]  fE—ANSziE s 2o, B e 243 (RAIB) TR 5 R 5 R AR —3K

[0053]  L— 5, A SR T —Fh FHF-H 8 hr Je 223 (RAB) 1572, Firik 5 7 4a)
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FEZJ100°C EZJ110°CHITEE N FILEE N , XL T R h O h e i FOTARaaE A g, DA

b) Y FTAFA RS 2 ==

[0054]  fE—AN5E )y A, 2P Ra) AEZ9105°CHOTLE P E T

[0055]  fE—ANsjiti /g 2, 4 BRI X2 Ba) FI2EBRD) B4 &/ D—klan, Tl

Prje 2z (RZUB) 15 1k Al Al LA T 2B

[0056]  -7F£5100°CEZJ110°CITE RN ILE N, MHALT ZER A IR JE 25 i iRt T

Ik,

[0057]  -fyR iR E 2 =0,

[0058]  -7F£y100°C A ZJ110°CHITERIN LR I, W Ab T CERA =9 O\ Hiam =]

WCHT) TR A T InA

[0059] KA A1 2 %

[0060]  RTLAANZIZAWO 2007/026097 iR sk anlh T S ol iR ¥, SRAFh e 41

TR o

[0061]  frif i e =1 I EHATE U, AR BIATARE Tz G 3, — 2

AFE , U EAEAC R/ N T B S0 5 — Mg 2 XA E e A ibnic il 2

o, T BEASE FOTE s bl “ER BT 183k 75 T e IBIE . R Bz e e B R B ARG

i N g ok B 28 B, T i B Ty ik CRUrp (T S RRIEA T 55

) BRI R — A T A PR, DR Rk 29 150kg AL A

[0062] i Je i b BB ] IV E 25 AL A M TE R o

[0063] I, BT, AR R T — R S, Frik 9 A S e S hi e 48
(FHB) FIZh2y: b P 2 AR BRI 1) o Fid “ 2527 b T sz R sl B A 4816 A

FEN WA G H S HE W HA R S A A O AR BRI R, B A & B

o FEAE A RE NS S IETE MR S 0 (RO 85 BRAFANZS T o JEE 2SR AT RN A A SR AR ST AR B

BRI, R T 1A B 2588 (French Pharmacopoeia) FI/ sk BRI 258 (European

Pharmacopoeia) H1 o 259 AR 1 S5 G FEAHASIR TAEA S 18 B9 0 B0 BT B 2 P

FUAIETE R FILA S 555, ib AT DAE g il 70 % 43 BB 77U S B B 8 38 750 R 75 751 S

R RN 751 o

[0064]  Fj— 5], AR ISR T —FhiG T ARG YENE G- (NAFLD) 1753, Finik 75 748

A T B2 IS 6 T A0 h e 221 (W) .

[0065] Y& —A~5iti /5 UHE , NAFLD B FE AR RS E IS A T (NAFL) FOAEEAS PE R IG IH 2¢
(NASH) »

[0066]  Lj— 5T, AR BHHRAE T —FhiG T 40 T AR T A& i 2 S AR I AU g AR

A T s, Bk 5 i s R 2 S 46 T A S0 b e 241 (W2Ep) .

[0067]  Fy—J5Tal, AR IHER A 1T F TR ARERS e IR I 1 5 kv b Je 2405 TR
[0068] 55—yl AL IHERHE T TR 7 AL T AR I & Fe B A AR AU Hh g st

A T b e 2L R 2B .

[0069] 55— 5T, AL IHERAE 1 40 b AT e SR hrJe i s T BAE il 25 F TR 7 3RS 14
SR (NAFLD) [ 258 vh 19 FHis o AE — 25 5006 75 20, NAFLD G B A 14 s I RN

FEVENRIAIT 4 -
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[0070] 55— J5 1], AL HHER L 1 40 b A S b Je 24 v i R B A il 25 T T iar AR EE U
A R T IO FF A AR P 25 e a2

[0071]  yf L A T ST A A B2 T -

[0072]  =JjtEfh)

[0073] 455

[0074]  MeTHF=2- FI L PU S

[0075]  MTBE=FHILEC ] FEfk

[0076]  NAC=N-Fk-L-¥htadfie

[0077]  PdC1, (PPh,) ,= S (Z2REJEE) —SUEH (1)

[0078]  THF=PUZ{ N

[0079]  PXRD

[0080] i FHFiC 25 A7 CuE 515 ( Cu 3 K-=1.5406A ) [fJPanalytical Empyrean S3ATHMY
TR AKX AT AT o AT AR S T 20T (R i e K apton®F1IZR P IE T 2 7)) |, 17y
BEYE I H20=2°-50°, K- 20.026° , FF AL IR 520 45D .

[0081] DSC

[0082] frMettler Toledo DSC3+#Et 1t FHEITDSCHT AT o £EH0mL/minf EUIPHE T, %40
UL R I ATRT AT ) W) LR e R T 20 M o F ML S VB 9 20°C 2£300°C , 33
“A10°C/min.

[0083] TGA

[0084]  YEMettler Toledo TGA/DSC3+H R4 HTAN b I TTGAS T o 7E50mL/minfl &M
P N R 100uL B R (BT ar a4 T F0) W) L= sa et T A SR Y D 25°C &
300°C, 1% #10°C/min.

[0085] DVS

[0086]  {1SMS DVS IntrinsicR&% FilEATDVS/AT - E25°CHUT TR O T L v i
AT AT AP BIIRRE HEARIE N 553 BN AR T-0. 002 % o BN P BRIVI TRIFR I
10053 Bh CEERE G RFEI TR 104381 «ARX IR AE0% RHZE95% RHZ [RIZEATHHY, 2P
KM10% RH(40-0-95-0-95) »

[0087] IR

[0088] Ll AAATR iDTHLEINicolet MiSEIERE(Y 4T IR HT « ST 7E4000em ' 5
525cm U P DAATRIE SHE T (0 FE g dem ) it S A 2R T 320 413

[0089] St < i JE LT R

[0090]  BEi A — L (200mL) JHNFEIN- (4-56-2- - 2R3L) -1, 3- 2R FFIEm - 6 - i e
THFHR (R Bt JS INPdCL, (PPh,) , (1.17g) Cul (0.85g) Fl5- CUHfR (CAS[53293-00-
81) (14.3g) - {£40°C MRS N IR S WHLFES /N o RS WIAE40°C MR A4 , B 2IARXS T
P faciEe R IR S H R TR s A5 AR FR IR IINIK BFREARAR) |, 11 2% Tl A% B O THF o 1%
TR A FHIMTBE (265 4F7) Peis 37k o KA FMe THRFIHCT (37 %) TR & WAL BE  Me THF YA T ]
6 % NACTKIATRIEH (PIIR) o Peifkaml £60°C M RAT AR 520 % w/witINACHEFE 1/ N 1T o 28
JE B ARG ST, FENACHE I, FHSl/KPesk (k) « ATk, ikl /E60°C M
NACAHH 57K B 1N A T JMe THR VA IRAE60°C I N#A, I \Shirasagi A Charcoal (0.5%)

8
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(w/w, A TR AR I ) |, HFAE60°C MR 3070 Bl o SR 5 KR S s ik
PRI, I M THE 7873 B « KA I B A e A1 i e 1 N — A5 .

[0091]  SZEBI2. hiJe 41 (F2UB)

[0092] Ry S L FRARAT I VA TR 4 - M ER B IIN R , IR Ok 4 o R 2 17 A
105°C NI, D N CIR B2 SE VA R o SR RHA TR AE105°C R He L/ NI, JFHAE i HE B
MBS H R R BRI I B R T i e S5 I G At e 8, I T CRRPEH IR, 135
41.63g77 W) (77286 3%) ,HPLCAE }999.8% o441 . 3gr M ETT T LR rh , R B 77l AT
105°C MEHELN  SE IR MR IG  IRE W B B A1 2 =0, il e a5 s G4 JE a8,
T CRR B B FTU SR £ 60°C | FL23 115/ NN, 15 238 . 6 g PR UL A (773
93.5%) o

[0093]  APCI MS m/z 435[M+H]+;UPLC-MS (210-260nm) 2§ :99.9% .

[0094]  'H NMR (500MHz DMSO-d6) :81.86-2.01 (2H,quint,J=7.5Hz) ;2.36 (2H,t,]=
7.5Hz) ;3.09 (2H,t,J=7.5Hz) ;6.62 (1H,s) ;7.32(1H,dd,J=2.0Hz et J=8.5Hz) ;7.57
(1H,d,J=2.5Hz) ;7.85(1H,dd,J=2.0 et J=8.5Hz) ;8.09(1H,d,J=8.5Hz) ;8.20(1H,d,
J=8.5Hz) ;8.97(1H,d,J=2.0Hz) ;9.67 (1H,s) ;12.14 (1H,s) .

[0095] e =i i BT 1 PXRD (1) WDSC (E12) <TGA (K(3) <DVS (&]4) FITR (EI5AFE
BB) MEATHRAE . MEIZRT UG Y, hrJE 240 (B 2EB) UDSCHIZR £ 75 71182 . 3°CAL MK A
[0096]  SZEBI3 hJe 41t (e

[0097] i EAE98°C N KF LB HI2 R I R e 2215 I AL B (10g) 1A R T~ IR (7. 5154k
B i S B S SRIG AR5 °C Nl BRI G , (ARt v 1), B I00E A4 - il
TR , Sk B 20°CHT , 115 n ° 3B 45 B B 1 S ws ok R [ AR [P IR o F4F [RTUA 1
PRAE60°C LS T4, R R %00

[0098] i/ JE 2L I8 Mo 5t PXRD (FE21&16) DA M DSC (7)) $E4TRAE  METRI DG H,
i o FIDSCHI 2% (U 75 71180 . 8CAL I ARl .

[0099] &2
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2000 ¥ A EE 2000 Vihcg i
(%) {2
7.8 79.6% 27.5 8.1%
8.4 4.7% 27.7 8.1%
10.9 37.7% 28.2 18.8%
1.9 1.9% 28.9 7.6%
125 5.9% 29.2 6.9%
12.7 7.1% 29.5 1.4%
13.7 5.8% 29.8 11.5%
14.0 27.1% 30.0 4.1%
15.6 28.3% 30.2 2.2%
16.5 71.0% 30.5 9.1%
16.8 10.9% 30.8 3.9%
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17.9 53.0% 323 5.5%
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19.9 9.8% 33.1 8.6%
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21.6 1.6% 34.1 2.8%
21.9 3.0% 34.5 1.3%
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26.0 14.1% 38.4 2.2%
26.4 23.0% 38.5 1.5%
26.8 4.8%
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