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PPARGI I BN o A —LCJ5 [T , A S BRI A PR 2527 ] 8 X2 ) £ S PPARGI X A1 B Bl 711«
LE—NJT I, “IAR DA 2 15 5 B A 85 S AR 2RSS S (BN, 2232 AR WIPPARG
ME5EALE) FHEHAEE sl A E T Bkl 30 B & R A5 5% 5 CYHAAAERD) 1
RAFARBAE M 2574

[0062]  fF—LC75 [, AT ek AL S 257 n] Besz 2k volik T FPPARGTE P S (9%
A5 Wkt K5K) ok FHRXRAIOE 2838 S BUIPPARG LD AEFRIRGE IR A o 75— 285 1, A SO %
B S PRN 2527 ] 2 I ER I IR 2 (NCOR1ZE4E) 3028 b e AT 2N HF RO PPARGH 1 7 (191
QIIRAT B BRI ) B (AR RS o XA 45 R 28 A S8R PRI Fh o B, 2 WL ST 151
E 53 E PEPEARHT 1197 FAINCOR 1 55 S PP ARG AL 1) 11 445

[0063]  fE—LCT51H] , ASCREAR R G R 2541 & W a] 17677 S5 PPARG DI REAH 94
i o A, AR TR Y7 SPPARGINBEAHSC T AE ) /7 72, Frak 7y 2 a1 A 75 2 A2k
FE AT A = W ASCArR A Sk H 227 il e ik, s e S AT e ek
W57 bl b i 2 &0

[0064] AT T ASCHAR I APk 252 T3 18R s e S Fr AT &k
252¢ AT R O 29 A0 5 W AE 185 TR T S5 PPARG I BB AR S A E I 254 vh 19 H
TR T AR I Sk 252 b T2 s B S BT A T Sk 252
AT ISR A S, IR 9T S PPARGRHSC I -

[0065]  fr—A~J5 11, G PPARGHHICIpEAE AL e o £ —2E 7 10, fhie 5 I S Vil
VRIMSE YT 24K (PPAR) 15 S5 S ARAIC AE— 125 T, L IIIPPARTE S1E e 51k
F DL R g— sk 22 FL PR i Sk BE DIAHSS : Uroplakin 1A (UPK1A) \Uroplakin IB(UPK1B) .
Uroplakin (UPK2) « fi#5 120 (KRT20) GATAZE & 25 13 (GATAS) 2 AARHHRH =471 (NCOR1)
K2 AR S Yp2 (NCOR2) < JIBITR 45 445 (1 4 (FABP4) « X k£ (Forkhead Box) Al (FOXAL) .
CD364> - (CD36) . Mk IL i A AL iE 1 (ACOX1) 3~ ¥ 5L - 3- FH Ik ok — el A 5 ki ity 2
(HMGCS2) Pl L 4hmaEA 2 I K- 50 1 ik D35 (ACSLS) b Ak DU R RS - 5 A & (ALOX5) Bk
FEEHRGA S B BE S e % 11 (ACSLL) M A% A= i 2544 (ANGPTLA)

[0066]  AE—LET51H], AT I &9 H 2527 b AT e s A2 A S Wiad T i
RE 26 USRS I DN S i A0 B B e S s DT - S AU S R I 1 s (9 4n, AL
IR R B VSR IENE PRI bR s R VR PRI Rz ) R R 2R 4
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Wdes B e e AT I AR o, (B QIR EIRE « 2 A P B R A L IMS) o A2 — 5 1, FRAS
NHTRI S H 252 B2 (N MW A & Wi Ty W IRE A PRI b B s , il and L
IR AT PR b B2 USRIV R 1 RO AR PRI 1 B e
[0067] 2 5& B e 2 AN At 38 , O B A FE B an Ao (B a & BUSRAAAE « B4
P I B PEE TR T TR PRIpS) BT B A IR 28 0 A W e A A i o
N3 IR I RAE « 2 PRI IUIE B TTBRAAE AL A S0 « 2 AEPESBR (191 4n 2 AEME B
JRI , AR Bz it RS I 1 B AR T2 T A R AR R (B Qe A1
PERHZEPENI) « H B TR AR AT (B, 25 A PRI « ] 7R 2 TR B
AR ~ OB (BN, 28 F ShIKBB AR RN Bh Ik P ZEEER) RANET RS
AIFRRA AL  CVILEFAEAE SRR U D380  JHRE s Hh RO I A MR I A5 T B, A
B -
[0068]  fF JLeL 51, A STk (1) 25 W R S s B i) T3 T T 2 2R A0 S W JE 2
N aF PNzt e ks Y/ IV E MIN 7= B NS GV SN E N E IR 7 NS IR
sl 2 AN EG St T o QAT T, ROE “Na B AN G4E B2 T Bk UL S T P i
PN JROEE PR IS PN S JHE PR S e PRURTI0 A 7 B sl BOR o A — B85 75 S vp S S IR
JIEIEE PN sl ik PR e T o ASSCRIT iR 1) 250 S5 010 TG R ST 5T DU 7K B M A 7 i
XS B PF IR AT DAARHE AR TE ) R BAR A FH 5155 1 70 BT s e S A2 77 7 SR Bl o
[0069]  fr—LC )51, 2% G4 i ] .
[0070] S TR E B W BUAT AN T /7 SCR T 2 A 2, s R R E
A PHITEVE AR AT SR B A(EEREDR 00 1 A1) VK B i FHIN [A] S HETH R SIS FH 25 DA
SR TT BRI FIWT ARG Ty I BRSBTS 41 S b 1 A s
BT 25 S PP R E S o
(00711  =JjtEfh
(00721 fk#&ak
[0073] RGN ESLHEG] 5 A B AR AT, I HAS B AN S RN BR A L
HIYE .
[0074] 4Rk K}

F O

[0075] /[j\)k
Cl NH

2

[0076]  1- (2-%43&-4-50-6- AR L8-1-Hi: [h13-%0-5- 5% (20.0g,137mmol, 1.0
) AR - ZHIZK (40, OmL) P10~ 5°C T i 282/ JIIBCL, (182, 7L, 1M, 1.33 24 51) ,
SRIGFHE G PRI 22°CHF820 . 5/NI, 7520~ 22°CHEHE 1093 1, AR5 7E25°C R AE2043 BN
NN (57.8mL,1. 1mol,8. 0 &) BVEEWH R G W1E20-22°CHE L0381, AR5
K- T HIK (44 . 8mL) TR INENTE S0« SR 5 #+A1C13 (10.3g,76.9mmol ,4 . 2mL, 0. 56 4 H) —
RYEOR IR IR AP R S WAE22°C MHEHE LN SRIGAE75-77°C MHEHEL2/NI RN
HC1 (4N, 200mL) JF4 5 R T A P80 CHit Hi4/ NN o KT A W B A /K (800mL) HiJf I LFR &
filt (1.500L) A< B KA ER /K (100mL) Peik, TIIC/KNa, SO, T4, i S Fras e 4 o K ok
Sl RE R i (50117520 LA TR : £ TR TR 4k, 15 RkrSiL &) (4. 6g,18%

12
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W) | Ak ga A . LCMS [M+1] =188.0/190.0.'"H NMR (5% -d, 400MHz) 86.31-6.52 (m,
4H) ,2.58 (d,J=8.4Hz,3H) .
0

[0077] Cl)kj{j/ &N
MeS

e
[0078]  5-75dE-2- (L) KHE G
[0079] DY, 2- G-5- T - K HER FHR : 112~ S - 5- 1503 - K FHR (10g,55. Ommol, 1.0
D IR INIS0CT, (82.0g,689. 2mmol, 50mL, 12. 52 1) oK S M TR S0 E80 °CHEFE 1 /)N
N o R SN TR IR 1 4 AR 1A 791 o B e s 1 THE (50mL) FRIH-ZR %= MeOH (50mLL)
KR Y T AINaHCO, /KA (100mL) MBI SRR i (3 X 50mL) A5 HY - K5 I F 1A
MLZHER 7K (100mL) Pei% , £6Na, S0, T4, L 38, Ik e i 4 , 15 258U 5 (9g, 84 % i
) ,j’f}El@foiolH NMR (4OOMHZ,CDC13) 58.15(d,J=2.0Hz,1H) ,7.70(dd,J=2.0,8.4Hz,
1H) ,7.60(d,J=8.4Hz,1H) ,3.98(s,3H) -
[0080] U2 5-F{Jk-2- LRG3k - R HHER : £E0°C ) NaSMe (35.83g,51 1mmol , 2. 54 &)
FEDMF (400mL) H ) IA TR R N2 - 52 - 5 - TS - R FHR FH R (40g, 205mmol , 1. 024 #) £-DMF
(400mL) IR o AR R A AR 0 C R HE 3 /NI o FTHCT (IM) 5 SN 7 5 Wi pH R 5 25 pH
= 1. W JERGYIRIE D2 T B RE 51 (308,76 % U3 |, o I A fi] {4 . LCMS
M-1]1=192.1.'"H NMR (400MHz ,DMSO-d6) §13.53 (br s,1H) ,8.21(d,J=2.0Hz,1H) ,7.92
(dd,J=2.0,8.4Hz,1H) ,7.51(d,J=8.6Hz,1H) ,2.46 (s, 3H) »
[0081] PR3, 5- k-2 - (H A dd) R G K5 - Ak - 2 - (HH A 2) K HIR (4. 2g,
22.0mmol,1.045) [FJSOCL 2 (56mL) VA RAL80°CHiF: 1/ NI o KT S iU e i , 13 2 PRl
AW (4.68,99%UCRK) |, Aaatalblpk. M crmit—2 el B nl i .

F (@]

[0082] O |
F N O 5

H

cl

[0083]  4-54-3- (5,7- g -4-SA4K-1,4- k- 2-35) IR HI

[0084]  Jy5E1. 2-5-5- A TPIBESA -

[0085]  Kp2- G- 5- Ak - K HIER (2.5g,13.8mmol) 7ESOCL, (25mL) FH PR R AEB0 CHiFH: 1 /)N
I o SRR SRR AP F1 2 == TR Rk 4 , 13 B bR 9 (2. 8g ML), B el ik,
ZWEENT N2

[0086]  JPERL. 1- (2-%2E-4,6- 5K Ji:

[0087]  {r0°C[A]3,5- 5 Ak (8.9g,68.9mmol, 1.0 ) [fJCH,CN (85mL) IA TR HAS JIBCL,
(IM,72.4mL,1.054#) ARJFKALCL, (10.1g,75.8mmol ,4. ImL, 1. 124 5%) 43 =355 I &)
IRAEIR SR RHR S PE80 CHi HH 16/ NI o RHE A58 HIZE0°C , JRIF AN IIHC LRI (4M,
80mL) JFREE S VIS0 CHiFE2/ NI RF TR A0 V2 ==l I FHE0Ae (2 X 150mL) 25 B o K55
FHATHLZ I AINaHCO, /KA R (2 X 50mL) Pl , £8Na, S0, T4, st JEIF IR Hs ik , 152 bt
AW (8.0g,68 % IR | it ¢ il fAc . LOMS « 1) [MHH] ™ (CHLFNO) f) 15 B Rkm /2 =

13
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172.0,5%m/2=172.1.'H NMR (400MHz,CDC1,) ,86.5 (br s,2H) ,6.0-6.2(m,2H) ,2.6(d,]
=8.4Hz,3H) »

[o088]  UPR2.N- (2- LWEHE-3,5- R -2- G- 5- TR I -

[0089]  fr0°Clajl- (2-%43k-4,6- g -KEL) O (2g, 11 . Tmmol, 1.045) ZETHF (20mL) Hp
7 P AR DINaH (46 7mg , 11. Tmmo1, 60 % 73 HICAE I, 1. 024 1) SRR AW HE30 0 B, 28
JE N2 5 -5- T2 A (2. 6g,12.8mmol, 1. 1244 AETHF (10mL) HH IV RHE G )
P N EEL6 /NN o a7 15°CT N PR IO AN, CL/K VAR (15mL) K K R R &, 7K
(20mL) #HFE, FFid 3 K IR O HIEL0AC (20mL) WHEIF T 38, 13 BIbRBUL 54 (2. 42,61 % X
), ON A R LCMS : 1 [IM+H] T (€ HyF,N,0,) (T 3 okm /2 =335.0, 50 lim/z =
335.0."H NMR (400MHz,DMSO-d,) 811.2 (s, 1H) ,8.1(d,J=2.0Hz,1H) ,8.0(dd,J=8.4,
2.20z,1H) ,7.8(d,J=8.4Hz,1H) ,7.5-7.5(m,1H) ,7.3(ddd,J=11.2,8.8,2.2Hz,1H) ,2.5-
2.6(m,3H) .

[0090] PR3, 4-0-3- (5,7 " Ji-4-%AfK-1,4- SN -2-50) IR .

[0091]  JAIN- (2- £ Ak -3, 5- - R 5D -2- -5 iU - K Ik (2.5¢,7.5mmol, 1.0
B 19 RS (40mL) P DIANaOH (3. 0g, 74 Tmmo1, 10, 024 1) o K7R S HIAE110°CHig
1.5/ o FIHC /KR (M) R SRR A0 pHIF 9 225, SR80 HIZK (30mL) A HIEt0AC (3
X 100mL) A o A I ERIATHUZ FIER 7K (2 X 100mL) e , £8Na, SO, T4, i I, HFERE ik
4, 3 BPHER A, Hoam i i) & TUHPLCAAY (f34E - Welch Xtimate C18 250x 70mm x
10um; i 204 : 15-45% LM /KIAR (10mM NH,HCO,) ) o il H k45 I 159 21 (A 6 [ APk 75
Py (570mg , 24 % W5, 98 % 4l E) (LOMS : £HAf [M+H] " (C, H.C1F,N,0) (155 5km/z=317.0,
S2lim/z=317.0."H NMR (400MHz ,DMSO-d,) 89.2-10.3 (m, 1H) ,8.2(d,J=2.0Hz, 1H) ,8.0
(dd,J=8.4,2.0Hz,1H) ,7.9(d,J=8.4Hz,1H) ,7.0-7.2(m,2H) ,6.1(s,1H) .

[0092]  SCjstafhil

[0093]

[0094]  3- (5- (4-SURSIL) -7- 36 -4- %401, 4- — S0 -2-50) -4 - (HIILfBEAL) 2RI
[0095] PR, 2-JR-1- (4-ZORAID) -5-5-3- At oK.

[0096]  FE=ilh N, NIAJ2-7R-1,5- 5 -3-AifEE -8 (20.0g,84. Ommol, 1.0 &) M4 -G
My (10.8g,84.0mmol, 8. 2mL, 1. 024 ) ZEDMAH (50mL) PRI A H— K I Cs,CO, (30. 1g,
92.4mmol, 1. 14%) o RITE S HIAE65° CHEFED 73 B o Ko S NTR S MBI AVKIK (500mL) HrI 43 #
1043 HIMTBE (3x  350mL) 22 HUKAH K5 I F A HUZ IR /K (50mL) i , H1JC/KNa,S0, 1
M, ot BT IR R 4 o R TR AR B I AR ST i i (100 96 A= i) 2fifb , 75 2Ihnsl b & A
2-1R-5- (4- UKD -1-90-3- L -RITR &9 (15.8¢,45. 6mmol) , Jy il (& IR o R IX
AR IR SN N —2E . 'H NMR (400MHz , 5015 -d) 88.01-7.93m, 1H) ,7.77 (dd,J=
2.4,7.7THz,1H) ,7.47 (t,J=1.9Hz,1H) ,7.43-7.42 (m, 1H) ,7.44-7.40 (m,3H) ,7.35-7.27
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(m,2H) ,7.08-6.99 (m,4H) ,6.93(d,J=8.9Hz, 1H) ,6.76 (dd,]=2.8,9.0Hz, 1H) .

[0097]  3PR2,2-7R-3- (4-GURFAID) -5- 5 - Rl

[0098] {12 NAEN, FIA2-P-5- (4- GRS -1-91 - 3- A2 - R 2- 1R - 1- (4- SR
B -5--3- i3 - AR AW (14.8g,42. Tumol , 1. 024 +) Ak (0) (11.9g,213.5mmol,5.024
) AF B (300mL) HR s iR rh — R MEZR IINHACT (11 .4g,213. 5mmol , 5. 024 ) £r/K (100mL)
FH TR SRR G AE80° C it L/ INI o K57 A Wi it Akl = G AR Rl B e 2 i dh
PRAR1/3 6 17K (200mL) FOREFT AR R TR (2 X 200mL) 25 BUKAH K5 I 1B 1L
J2 IERK (2 X 20mL) e, TIAC/KNa, SO, T4, il JE R4 o il RE A (i ik (5011881 1A
Ik : SR T 2hifb ik, 13 28] 2 3 iR IbnEU L 59 (7.0, 52 % %) | AT
(1 20T RPN DX 3 A R 2 - -5 - (4- GRS -3- 360 K% (3.3g, 24 % W% . LOMS [M-
11=314.1/315.9."H NMR (400MHz , %({}5-d) 6=7.34-7.28 (m,2H) ,6.98-6.91 (m,2H) ,6.29
(dd,J=2.5,10.0Hz,1H) ,6.03(dd,J=1.5,2.5Hz,1H) ,3.81 (br s,2H) .

[0099] PR3, 1- (2-2d5L-6- (4-GRAID) -4- AT Lhe-1-F:

[0100]  FEZRAEN2 M A)2- -3 (4- SR -5- 7K (1g, 3. 16mmol, 1.0 5) F1="]
B - EOIERD Bk (586ul, 1. 74mmol,0. 554 7 FHIZE (10mL) F 7R S inpd
(PPh,) , (365mg, 316umol, 0. 14 5) KR SWIAEN, N T-120°CHHEA/ NI o SRR SR v H1 =
I R AR IR I = T A (- SRR I ED) Bk (586.4pL, 1. T4mmol,0.55Y
) RHE A AE120°CHEPEL2/IN o F S N TR S EINKE /KRR (20mL) FRIER 27N ]
LR TG (2 X 100mL) AHUKAH S IAHLUZ T #E 7K (50mL) Feik, HIC/KNa, S0, T4, 1t
U, IR SE 15503 - @4-20REIL) -2- (- CEIFEOHED) -5- RN 2. 1g M) |, iz
Ry, et b el Bl -~ —2.

[0101]  H£3- (4-SURHEID) -2- (1- AR ML) -5- 7K (970mg , K ih) /£ L2 (18mL)
FIK (2mL) FRPTATRAE 00 N R4/ NI o 6 SON TR A Wi s e 4 L SR A £E20°C B TR AN
NaHCO, /K7 (T0mL) ALHE . FH] £ R £ (4 X 50mL) ZEIBOK)E , 1 FHER /K (20mL) Yok &R0
MUZ , £4Na, S0, T , 1 S8 I IR e 4 « TRl hE AT (i ik (100156 LAThEk: 2R
fi8) Zlifk,, 15 BIbRAUL 54 (530mg , 60 9% YE2) , gt il 4. 'H NMR (400MHz , 52175 -d) 87 .40~
7.33(m,2H) ,7.04-6.99 (m,2H) ,6.52-6.11 (m,2H) ,6.08(dd,J=2.4,10.4Hz,1H) ,5.76 (dd,
J=2.4,10.0Hz,1H) ,2.59 (s, 3H) .

[0102]  2PER4 N- (2- LAt -3- (4-FURMAID) -5- R0 -5- 1Ak -2- (Fmidd) R L «
[0103]  [A]1- (2-243&-6- (4-QURHEEL -4- A L5i-1-F (200mg, 715umol , 1.0 &)
[ LR N TR (3mL) AR PR S ING - UL - 2 - FR R A e 2 - R e S (151mg, 715pmol, 1.0
) o RHE S PILES0°CHEHE 16/NN o i JETR AW RO SMTBEAE S0 TS LN, 13 2R
B (200mg, 62 % WCR) |, M [E K. 'H NMR (400MHz , 55({}j-d) §12.04 (s, 1H) ,8.35
(dd,J=2.4,11.1Hz,1H) ,7.90(d,J=1.6Hz,1H) ,7.72(dd,J=1.8,8.4Hz,1H) ,7.45-7.39
(m,3H) ,7.04(d,J=8.8Hz,2H) ,6.32(dd,J=2.4,9.4Hz,1H) ,2.69 (s, 3H) ,2.54 (s, 3H) .
[0104]  LPE5,3- (5- (4-GUFESID) -7- -4 840 1,4- —AMk-2-35) -4- (P &
I :

[0105]  [AIN- (2- O W Bk -3- (4- RS -5- 3R AL -5- Ak - 2- (Mt 2L) A FH Bt Jie
(200mg , 440pmol,1.0Y44) [)2-MeTHF (5mL) A& - JILiOH (11.6mg, 484umol, 1.1%44) .
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KR A CHIFE L4/ NI o FITIM HCL /KPR T I pHIA Y 2 pH=1 . J& IR P Ul
(R A, A= F F SRR | 15 BUbR UL 4 (200mg L) L O Bt fE & 'H NMR
(400MHz , HfiZ-d,) 87.94-7.86 (m,2H) ,7.65(d, J=8.2Hz,1H) ,7.45(d,J=8.8Hz,2H) ,7.23
(br d,J=8.8Hz,1H),7.11(d,J=8.6Hz,2H) ,6.79-6.69 (m,2H) ,2.60 (s, 3H)

[0106]  2P8K6,3- (5- (4-GURSHED -7- 58 -4-FAN-1,4- " 5mk-2-50) -4- (PERREBEED)
2R -

[0107]  JA3- (5- (4-UASAIL) -7 -4- %A -1, 4- 250k -2-50) -4- (MR dd) 2RI
(110mg, 252umol, 124 &) £F A (2. 8mL) 7K (1.6mL)  THF (2mL) FIMeOH (2mL) HH VAR A
Oxone (774mg, 1.26mmol, 5 5t) o K S MR G40 CHEFE L. 57N o 1 k£ 2= 7 RN
Na, S0, (800mg) 717K (10mL) HA FRITATROR IR K SN TR 770 FHDCM (2 X 10mL) A HUKZE TR
HHANLZEZNa, S0, T4, 1 318, H s 4 o 1k 1) 25 ZUHPLC (BT : Phenomenex Luna C18
75x 30mm x 3um;JEhAH: 1-50% SRR HHR) ) At skt , 15 Bl bRd i & 1)
(49. Img, 42 % %) , Jy € A . LCMS [M+1]1=469.0. 'H NMR (400MHz , {5 -d,) §8.37(d, J
=8.0Hz, 1H) ,8.20 (br d,J=8.4Hz,1H) ,8.13(s,1H) ,7.41(d,J=8.8Hz,2H) ,7.06(d,J=
8.8Hz,2H) ,7.00 (br d,J=8.4Hz,1H) ,6.55 (br d,J=9.4Hz,1H),6.32-6.22m,1H) ,3.20
(s,3H) »

[0108]  sjEhi2

[0109]
O | CN

cl
[0110]  4-5-3- (5- (4- RS -7- R -4- UK -1, 4- Mk -2- 30 R HIS

01111 PPR1 N- (2- OPidk-3- (4-SUREED) -5- KAL) -2- - 5- U R UL «

[0112]  [Aj1- (-3 2E-6- (4-GEUREIL) -4-FORIE) L (100mg, 358umol , 1.0 ) 7E LR
ST (2. 0mL) FRPATR AN N2 - - 5 - SR HE S (78 6mg, 393umol , 1. 1 48) SRJEH
TR G IAEBO CHE T L 2/ NI o o S B TR 5 v A1 2 S0 IR e i o K s 5 S —
FOHITIEE 1 BIbRARAL ¥ (85mg, 51 % IR , B (Al fc. 'H NMR (400MHz , 5415 -d) 811.89-
11.79 (m,1H) ,8.33(dd,J=2.4,10.8Hz,1H) ,7.93(d,J=1.8Hz,1H) ,7.73-7.71 (dd,J=
2.0,8.0Hz,1H) ,7.64-7.62(d,J=8.4Hz,1H) ,7.44-7.41 (m,2H) ,7.06-7.03 (m, 2H) ,6.36-
6.33(dd,J=2.4,9.4Hz,1H) ,2.68(s,3H) .

[0113]  2PUE2,4-5(-3- (5- (4-GUREEL) -7T-5-4- 14K -1,4- Sk -2- 5 RIS
[0114]  [AIN- (2- £ MBE2E-3- (4- GRS -5- 3R AD) -2- (- 5- UK e (80mg, 181
mol,1.044) 1J2-MeTHF (1.0mL) 757 -7 JNLiOH (8. 64mg, 36 1umol , 2. 024 17) B VIR &
PIAEN2 N AE80°CHEF 16/ N o FIIM HCLZKIA MR SN T A P pH s 2 pH= 3 o 1l il 1 g i
AP H T R IE S DTTE YD R T 5 OIS — 2, 15 2IFR8U L 5 (36mg , 46 %
W) |, Sl E R LCMS [M+1] =424.9.'"H NMR (400MHz , iz -d4) §8.07-8.04 (m, 1H) ,
7.95-7.91 (m,1H) ,7.85-7.81 (m,1H) ,7.42-7.37 (m,2H) ,7.07-7.02 (m,3H) ,6.59-6.54 (m,
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1H) ,6.21(br s,1H) .
(01151 S fA3

JN"""
—~N__
(0] (0]

[0116]

[0117]  3- (7-5-5- ((1-FH3L- 1H-NEme -4 -30) SH30) -4 -1,4- —50mEmk-2-35) -4- (H
SLD) KIS

[0118]  ZPER1 N- (2-4AE-3,5- G- AL -5- Ak - 2- A mibe i - R e

[0119]  |A)1- (2-%3E-4,6- % - 2K 5E) £ (400mg, 2. 34mmol, 1.0 &) 7F L SH N g
(10mL) HH R PR S N6 - f 3k - 2- R A e 2 - R S (544mg, 2. 57mmol, 1. 1245) 4R
EAES0CH T L6/ NI o K SN TR S s ik 4 , 13- 2 ndlb 59 (540mg , 67 % W) , A H
[ . "H NMR (400MHz , DMSO-d6) §11.19 (s, 1H) ,8.03 (m, 1H) ,7.96 (m, 1H) ,7.58-7.54 (m,
2H) ,7.27 (m, 1H) ,2.50 (s, 3H) ,2.49 (s, 3H) .

[0120]  2PYE2,3- (5,7- 5 -4 - SAA - 1H-WERbk-2- ) -4 - H e Bk - R RS

[0121]  [AIN- (2- WAL -3, 5- G- KAL) -5- Uk -2- AL b ik - R FH % (100mg , 288.7
pmol, 1.0 5 9Pk (2mL) AR INL10H (6. 9mg , 289umol , 1. 02418 R SWI{E110
CHi 12/ NI o M HCLZKIR MR SN T A P pHR 1 2 pH= 1o pH 1y i FEFTE BITIE o I8
HITEYIH AR s T 13 2R 8UL 54 (80mg, 84 % %) , hve fa 4.

[0122]  2PUE3,3- (7-98-5- ((1-FP 3 - 1H-NHmg -4 - ) 50D -4-5K-1,4- S0k -2-
) -4- (i sh) K -

[0123] A 1-HHEL-1H- N -4 - (300mg, 3. 06mmol, 1.0 &) £ETHF (2. 0mL) H ORI P s
JINaH (122mg,3.06mmol , 1.0 & ; /£ {HHI60 % 3 i) KR SYIES0 P L/ NS 65
I RGP e , 15 21 - FRESIE e - 4- 50) S AN (368mg FHLA) L il k.

[0124]  []3- (5, 7- 5 -4- 51, 4- ZMEMR-2-2) -4- (F ) ZKH i (400mg,
1.22mmol, 1.0 ) FJDMF (2.0mL) JA R H DN (1- 3Lk e - 4 - 55) 5S4 3580 (365, Tmg,,
3.05mmol,2.5 &) o K S W TR S WIAE100°CHEHE 16N o M HCL/KVE TR SO TR A1
pHIF ™5 2= pH= 1 . ALY 1 pHIHHE B ITTE , 3 HE HH o 1 il 5 ZHPLC (£ : Phenomenex Luna
C18 75x 30mm x 3um;ifizhAH: 10-40 % JNE/KyETR HHER) ) alifk e A3 2 hndle 549
(65.0mg, 13% %) , Jy A€l . 'H NMR (400MHz , I -d,) §7.85(dd,J=1.6,8.4Hz, 111) ,
7.81(d,J=1.6Hz,1H) ,7.67(s,1H) ,7.59(d,J=8.4Hz,1H) ,7.44(s,1H) ,6.90(dd,J=1.8,
9.2Hz,1H) ,6.59 (dd,J=2.2,10.8Hz, 1H) ,6.25 (br s,1H),3.92(s,3H) ,2.64-2.49 (m,3H) .
[0125]  PUE4,3- (7T-38-5- ((1-FIE-1H-ME e -4 - ) 500 -4-54K-1,4- —S0Ek-2-
50 -4- (PREBERED K .

[0126] |3~ (7-5-5- ((1-FHAE-TH-MpmE -4 - 3) S00) -4-54K-1,4- A mEmk-2-50) -4-
(F L) K (50mg, 123umol, 1.02Y4 &) A4 P (3.5mL) 7K (2.0mL) MeOH (2. 5mL) AITHF
(2.5mL) FRRIAE HR 8 Ill0xone (378mg, 615pmol , 5. 024 1) J HAF SN T A5 P A1 30°CHit
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P35/ o 1l 3 £ 20°C N R NNa,, SO, (9mg) £E7K (1. 0mL) FR R TR/ K YA KA KRNI &
Yo FHDCM (2 X 5mL) A2 UK E , HEE I A NUZE2ENa, S0, T8, 1L 8, M4 KR
S s S RFREUL A (14 3mg, 26 % UCK) |, A A E A LCMS [M+1] =439.1.'H
NMR (400MHz , 1 -d,) 88.37 (d,J=8.2Hz, 1H) ,8.20 (dd,J=1.4,8.2Hz, 1H) ,8.14(d,J=
1.2Hz,1H) ,7.68(s,1H) ,7.46(s,1H) ,6.87 (br d,J=7.0Hz,1H) ,6.60(dd,J=1.8,10.8Hz,
1H) ,6.30 (br s,1H) ,3.92(s,3H) ,3.24-3.18 (m,3H) .

[0127]  SjEfhi4

:N"""'
L
O O
CN
I
Me0,S

[0129]  3- (7-5(-5- ((1-FJE-TH-MEme -4- ) S 0E) -4-5840-1.4- " SEmk-2-20) -4- (I
Bl s 2K IS

[0130]  DLSGEFAT3- (7-36-5- ((1-FH 3L - TH-mme -4 - 5) 5850 -4-5A48-1,4- " Z(EEmk-2-
B -4- (L L) KRR (LT 3) pira 200 75 2 IN- (2- SR EE-5- - 3- K
3 -5- (AL - 2- (AL 28 AT L 0B R B) #ARBL A  LOMS [M+1] =455.0. '
NMR (4OOMHZ,EE@§-d4) 88.37(d,J=8.2Hz,1H) ,8.20 (br d,J=8.2Hz,1H) ,8.15(s,1H),
7.68(s,1H) ,7.45(s,1H) ,7.20(br s,1H) ,6.77(s,1H),6.31 (br s,1H),3.93(s,3H),3.21
(br s,3H) .

[0131] S5

L
(0] (o]

[0132] O |
F N EN
H |O
Cl

[0133]  4-5-3- (5- ((6-MLRE -3-50) SadL) -7- - 4- AR -1,4- k- 2- 5 R .
[0134]  FEO°C T, [r)6- S IE -3-JiF (105mg, 810. 5umol, 1.0 1) [ THF (2mL) I3 9% s N
NaH (32.4mg,811umol, 1.0+ ; £EJHHRIN60 9% 484 | SR e KR S s A 20 °CHid #1271
N o R SRR 4 , 15 2 F AR (6-50-3-Mbre L) 558N (123mg  FHAR) o

[0135]  [A]4-5(-3- (5,7- g -4-AA%-1,4- A Emk-2- 30 K (100mg, 235umol,1.0
M%) [FIDMF (1. 5mL) FEIR RN (6- 5~ 3-MEE HL) 240 (61 . 4mg, 474pmol, 1. 045 KR
FILE100°CHEHE20/ NN o FTRAINH, CUKIE TR KR 1, I 4 ks 22 i £5 UHPLC
2lifk, (Ff : Phenomenex Luna C18 75x 30mm x 3um;77izhAH:20-50% OJ7KiEmw FHER) ) ,
SRBRBUL A9 (16 9mg, 722210 %) |, B o [E K . LOMS [M+1] =426.0. 'H NMR (400MHz,
DMSO‘d6)512.15-12.08 (m,1H) ,8.22(d,J=1.3Hz,1H) ,8.10-8.04 (m,2H) ,7.91(d,J=
8.4Hz,1H) ,7.49-7.39m,1H) ,7.37-7.31 (m,1H) ,7.28-7.17 (m,1H) ,7.03 (br d,J=9.7Hz,
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1H) ,5.96 (s, 1H) »
[0136] 5K {6

oy
01377 O O |
F N U
H |e
cl

[0138]  4-5(-3- (5- ((4-GF2L) A -7-J-4- K- 1,4 - ek -2- 50 RIS .
(01391  [1)4-51-3- (5,7- g -4-"A4%-1,4- —&Emk-2- 5 JKHE (500mg, 1.58mmol, 1.0
M) IDMF (7mL) F 7R R DI (4- SUREL) FHEE (270mg, 1.89mmol , 1.2 2448 AL - | B4
(532mg,4.74mmol, 3.0 5) KRG WILEL00°CHEFEL6 /NI o HIZKFN IR CFEMAE SN T &
Yo 53 B AN, HiNa,SO, 1M, 1ol S8 I e 4 « PPl i A (i (5 LAk : ZFR &
Fig) 4ii4Y, o SR 1B 1 ) 25 BIHPLC (FE . Phenomenex Luna C18 75x 30mmx 3um;izhAH:45-
75% CIEKIETR (HHTR) ) itz B AR 2IAR8UL 51 (22.0mg, 3. 2% W) |,y 1 o fit]
K. LCMS[M+1]=438.9."'H NMR (400MHz , 555 -d) 9.96-9.15 (m, 1H) ,7.97 (d,J=1.8Hz,
M) ,7.67-7.63 (m,1H) ,7.63-7.60 (m,1H) ,7.49-7.44 (m,4H) ,7.40 (dd,J=1.8,10.1Hz,
1H) ,7.04(s,1H) ,6.79(dd,J=2.0,10.0Hz,1H) ,5.30(s,2H) »
[0140] 5757

cl

[0141]

MeO,S
[0142]  3- (5- (4-SUF3D) -7-5-4- -1, 4- MK -2-300-4- (FEERRAINEED) RIS
[0143] P91, 1-JR-5- G -2-fl-3- ALK .

[0144]  YEN2 R J0°C FIA12- 7R -4- 58 -6 - AL AL (2. 0g, 8. 5mmol, 1.0 5) 1EH,S0,
(25.8mL,50 % 2 ) A1H,0 (6. 5mL) HIR G rh 43 LS JIINaNo, (769mg, 1. 2mmol, 1. 324
B R AWIHE0CHEE30 5, ARIF KT (3.7¢,22. 3mmo], 2. 624 5H) PR AR S Wb I3
IR 5 IAE 0 CHE 4053 3 o R SRR A 0B N KK (200mL) FRIFHHE 1053 8 R &
fit (2 X 100mL) ZE BUKAH ST AHUZ HIHIAHINaHCO, /KA (200mL) F1ER /K (50mL) Pk,
FI7C7KNa, SO, T8, o B Mk S i ek iR (i 7k (1001 1220 LAk : SRR
2k, 13 BIbSEUE 5 (25,50 % WeR) |, BTl 4. 'H NMR (400MHz, ({5 -d) §7.66 (dd, J
=2.8,7.4Hz,1H) ,7.36(dd,J=2.8,7.3Hz, 1H) .

[0145] DI, 3-JR -5- 36 -2- MR .

[0146]  120°C.N, FIAJ1-75%-5-5-2-ffl-3- fif - K (2.5g,6. 5mmol, 4l 90.0% ,1.0Y
1) FINH,C1 (1.74g,32.52mmol , 5.0 1) £E L fiF (30mL) FIH20 (10mL) HHJIA IR - — PN
NFe (1.8g,32.5mmol,5. 04 ) « KRS WIES0 CHEFE2/ NN o RHR S £tflse T # T I8, I
W BEIR LA e AL B AR VKK (200mL) H1 o FHZER T (2 X 150mL) ZEEBUKAH . #5457
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ARUZEHIER 7K (2 20mL) Pk, HIJG/KNa, SO, T4, sl T I iR 4 o 35 2 Pl e ek
sk (5001210 Ak : ZFR AR 2t 1S 2IFRE L A5 (2.0g,97 % ER) |, ik v o]
R LOMS [M+1]=2315.8."H NMR (400MHz , 5{/5-d) 86.84 (dd,J=2.6,8.2Hz,1H) ,6.41 (dd, ]
=2.6,10.2Hz,1H) ,4.48 (br s,2H) .

[0147]  PER3,3-1R-2- (- ZFEIE LMD -5-9 - K%

[0148] f20°c N, &, )3 - PR -5 -2l 2K 1% (7.0g,22. 2mmol, 1. 04 ) FI=T 3 (1-£&
HIEEOMED) Bkt (8.8g,24 . 4mmol , 1. 1) /£ K (100mL) H TR G — R PR npd
(PPh,) , (2.6g,2.2mmol,0. 1 °450) KHEAPIEN, N T 120°CHEFEL6/N R S8 H1 2220
°C, %Fﬂ?mmwﬁ/ﬁz(loomu TR S 20°CHE 4/ N « TR C T (3 X 100mL) A< HY
TKAH S RIANLUE I ER /K (2 X 20mL) P, TJC7KNa, SO, T4, il JE I H U e 4 - Be vt
T A it i (1000122200 LA THhEE : AR ORR) 2tk , 15 28U 59 (4. 28, 3% UK
)y e [ A . LCMS [M-1] =258.0. '"H NMR (400MHz , Z({}5-d) 86.71 (dd,J=2.4,8.3Hz,
1H) ,6.35(dd,J=2.4,10.4Hz,1H) ,4.56 (d,J=2.2Hz,1H) ,4.29(d,J=2.2Hz, 1H) ,4.18 (br
s,2H) ,3.91(q,J=7.2Hz,2H) ,1.38(t,J=7.0Hz,3H) »

[0149]  2PYR4,1- (2-%0E-6-75R-4- 565 - AL L

[0150]  #20°C.N, T, mg—i,%—z—(l—zﬁﬁm%ﬁ)—5—?@@—2;&5;‘? (4.2g,16.2mmol,1.0°Y4
) AELTR (72mL) HRTE S — R IIH,0 (8mL) o KR SR 20°CHEHELO/NN KR &
Il AARE NI L@mNchogﬂwﬁmz (200mL) o JI 2 2. (2 X 100mL) #=EUKA &
FERANUE FIERK (20mL) Pai, FIJCoKNa, S0, T8, i eI B s ik 4 o Sk Rl i €2
T (99011220 LATHEK: AR TR 2ifl, A3 2R8G9 (1.9g,51 %R |, il bl {4
LCMS[M-11=229.9."H NMR (400MHz , 5{{/5-d) 86.71 (dd,J=2.4,8.2Hz,1H) ,6.34 (dd,J=
2.4,10.4Hz,1H) ,4.89 (br s,2H),2.66(s,3H) .

[0151]  PUE5,1-[2-%AFE-6- [ (4- SRR ] -4- 5 - K] 0 .

[0152] f20°CTN Nral- (2-243E-6-PR-4-9 -85 4% (1.0g,4.3mmol, 1.0 45 |
K,P0, (1.8g,8.6mmol,2. 04 H) Fl2- [ (4-52K%E) L] -4,4,5,5-PUFASE-1,3,2- — S /iliZe
EBBF (1.3g,5.2mmol, 1.2 44#) fE L7 (8mL) /H,0 (2mL) TR AYIFERIN[2- (2- 205D
IRIE] - LR A R - A RT3 [2- (2,4, 6- = SN O ED) AL B ke (342mg, 431
mol,0. 1Y) KHEGMEN, N T-80°CH £ 16/NN KRG W13 E1 2 20 °C a1 Akl 120
B8 FFIEIRARI K (200mL) 1, I TR L (2 X 100mL) Z<IUKAR S AHLE T ER
7K (25mL) Peik , 207 KNa, SO, 1M, L S8R I 4 o F sl i ta ik (50:1%201 1
ik CER TR Aifb, B BIFREUL A (274mg , 23 % IER) |, e iR . LOMS [M+1] =
278.0."H NMR (400MHz , 5{{/5-d) 67.29-7.24 (m,2H) ,7.05(d,J=8.4Hz,2H) ,6.30 (dd,J=
2.4,10.2Hz,1H) ,6.20(dd,J=2.4,9.6Hz,1H) ,4.59 (br s,2H),3.98(s,2H),2.40(s,3H) .
[0153]  2PIE6 N-[2- £ FidE-3- [ (4-S0KEL) L] -5-40 - oK L] -5- (L -2 - FEL B be ik -
IR -

[0154]  f1-[2-205E-6- [ (4- SR L] -4- 5K B ] £ (220mg, 792umol , 1.0 &) Al
5- Ak - 2- AL IR e 3 - K FHBE S (184mg, 87 1umol, 1. 1 5) AE LR iR (1mL) HTR A
PIAE80°CHi 16/ NI o R A v A1 20°C , SR Dl Hs 4 o 1,0 (10mL) ﬁbnﬂ%éﬁ%ﬁh
TR S 20°CHEFE L0 Bl LS I8 TTHED KA 5 LS 1E20°C M EE3095 81, 15
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BFRSU LA (260mg, 73 %K) |, Sk I (6 [E 4 LCMS [M+1] =453 . 1. "H NMR (400MHz , 5175 -
d) 89.29(s,1H) ,8.02(dd,J=2.4,10.4Hz,1H) ,7.82(d,J=1.8Hz,1H) ,7.70(dd,J=1.8,
8.4Hz,1H) ,7.39(d,J=8.4Hz,1H) ,7.33-7.28 (m,2H) ,7.05(d,J=8.4Hz,2H) ,6.70(dd, J=
2.4,8.8Hz,1H) ,4.09(s,2H) ,2.55(s,3H) ,2.48 (s, 3H)

[0155]  2PUE7,3-[5- [ (4- UKD FHEE] - 7- G -4 - S - TH-PEmbk- 2- 3] -4 - AL b 2L - K
G

[0156]  7£20°C NAEN, FIAIN-[2- £ E3E-3- [ (4-SURED) L] -5- G R3] -5- (2L -2-Ff
Fefmbe £ - Rz (250mg , 552umol, 1.0 &) £ —IEHT (3mL) HJTE S I \Li0H
(14.5mg,607umol, 1. 14 5) KR A YILE110°CHEHER /NN TR S v H1 52 20°C, 2R
H,0 (20mL) # o FTINHCT /KR 13 TR 5 0 X pHEL %2 pH=4 - 5 . RHTE B DT TE I HH O FHZK
Yok o Ref A AR S SIS — @S LN, 15 21 FREUE 59 (200mg , 83 % U)o I Ealil {4 .
LCMS [M+1] =435.1."'H NMR (400MHz , {1 -d,) §7.83 (dd,J=1.6,8.4Hz,1H) ,7.77 (d,J=
1.8Hz,1H) ,7.57(d,J=8.4Hz,1H) ,7.27-7.22 (m,2H) ,7.22-7.17 (m,2H) ,7.14(dd,J=2.6,
9.2Hz,1H) ,6.92(dd,J=2.4,9.8Hz,1H) ,6.18(s, 1H) ,4.80(s,2H) ,2.54 (s, 3H) .

[0157] P8, 3- [5- [ (4- UKD HHEE] - 7- G -4 - S - TH-PEmbk- 2- 3] -4 - PR AL - O
G

[0158] {12 MAEN, FIAI3- [5- [ (4- SR FHIE] -7- 560 -4 - 540 - TH-WEmbk - 2- 3] -4 - H
SERSERE 2R H (100mg, 230umol , 1. 024 5) 7EANH (1. 4mL) /H,0 (0. 8mL) /THF (1mL) /MeOH
(1mL) TR S P I\ Oxone (424mg ,690umol , 3. 024 1) BHR S WIAES0°CHi £ 167N o K
ISP HIZ 2=, RIS TN HIANa, SO, /KR (Bul) o R E S¥fE =i MHE105 8.
FARAAT LR R (50mL) 22 H . FHIER/K (5uL) Feik A=, HIJC/KNa,SO, T4, il €A
Nuk4s B i ) 2 WHPLCAlY, (FE : Phenomenex Luna C18 75x 30mm x 3um;i7izhiAH:
[35-65% ORISR (HHIER) 13 2IFR8UL. &4 (28mg, 26 % %) |, o0 (a4

[0159]  LCMS[M+1]=467.0."H NMR (400MHz, Ff%-d,) 88.36 (d,J=8.2Hz,1H) ,8.19(dd, ]
=1.6,8.2Hz,1H) ,8.14-8.08 (m, 1H) ,7.28-7.23 (m,2H) ,7.23-7.17 (m,2H) ,7.09(dd,J=
2.4,9.2Hz,1H) ,6.92(dd,J=2.0,9.6Hz,1H) ,6.21 (s,1H) ,4.81(s,2H) ,3.17(s,3H) »
[0160]  AEAL R4l E

[0161]  PPAR y -NCOR1GEEEE

[0162] 3 P A9 22 /ENCORT TD2JIK (A=) 2 - GHSFADPASNLGLEDT TRKALMG - i %) 5
PPARG/RXRA LBD S SRR [IZH [N TR-FRETSS S K v Ak S8 T (BC, ) FINCOR14H 5
Z PPARGI e KR BE « FLACK I, 2070+ TR-FRET VR 59 (FH VA M4 8 : 2nM WT PPARG LBD
(K JHFF R 75  His-TEV-Q203-Y477; Uniprot ID P37231-2) .2nM WT RXRA LBDuk %A% ik
S427F RXRA LBD (KJIgFT R #ik , Flag-TEV-E228-T462;P19793-1) .50nM NCOR1.80nMZ#%
A 25nMBE RS 3% A1 2% -d2 (Cisbio) F10. 3nMPTZA & BLTh (Cisbio) (£E25mM MOPS pH 7.4.
25mM KC1.1mM EDTA.0.01%BSA.0.01% Tween-20411mM TCEPH1) Zs HNZEI384 LR, 1ZAR 25
A — AP AE60nL DMSOHF) 10 15 771 8 S N i 8 B A &5 (0.3 % £ . ¢ .DMSO (v/v) ) o K47
G B 3/ N AR &S Ex/Em 615/665[MEnVisiontiiisiias (Perkin Elmer) AL A T
WAERL T (BC, ) FINCORIZEEE LT, 7ECDD Vault o TR-FRETEL 242 DMSOXS FH ALY F-#)kL
F(0%) FFATES IR AP0 i R EE 2R (T0070907 (250 -5- Al e -N-4 - IH g B - R P ik
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J1%) 5 7€ X H100%) JH—1kFH-fii fflLevenberg-Marquard t 5 kdH 743 #7

[0163]  PPAR vy -MED1FHM il AE :

[0164] @I IR ZAUMED] LxxLLJIK (A28 25 - VSSMAGNTKNHPMLMNLLKDNPAQ - Fie i) 55
PPARG/RXRA LBD BRI 415 IO TR-FRET 45 5 E K pF Al Ak 5 s /g (IC, ) AIMED 1S
PPARGIV e KHE AR o FLACK I, 20130+ TR-FRET £ VR 549 (FH LA M 415k : 2nMWT PPARG LBD
(KB 55k His-TEV-Q203-Y477;Uniprot ID P37231-2) .2nM WT RXRA LBD CKJIZ
751k ,Flag-TEV-E228-T462;P19793-1) .350nM NCOR1.80nMZ ¥ A 175nMEE 25 3% A1 25 -d2
(Cisbio) F10. 3nMHT4H Z#L b (Cisbio) (fE25mM MOPS pH 7.4.25mM KC1.1mM EDTA.0.01%
BSA.0.01 % Tween-20F11mM TCEPH) 78 INEI384FLAR T, 12 & — UM A5 £E60nL. DMSOH!
(10 5 50 SN T A A &7 (0.3 % DMSOf . ¢ (v/v)) RS & 3/ NN AR £ Ex/
Em 615/665[%EnVisiontiziizs (Perkin Elmer) Hi5:8%. 8 T #HER N (IC50> FIMED1HE &=
HOFEEE  ZECDD VaultHUEFTR-FRETEE 2Z242DMSOS HAFLIK S 4L 22 (0 %) FIFAVES RIS
- )i /N 3 (GW9662 (2-0-5- B R FHBE R Z) 5 .8 X100 %) A —16 , 8 ]
Levenberg-MarquardtiiEH- 7947 -

[0165] H%H%E%&&%/Jﬂl

[0166] 5637 (PPARGYH H4) FIHT1197 (RXRA S427FZ3A%) 4l F 11 i B PCRPEAH PPARGHT
BRI A HTFABP4 (IDT, H 3% %5 : Hs . PT58.20106818) FIIANGPTL4 (IDT, 55 :Hs .PT
58.25480012) ik 2 [, FHPPARG S A1 sl /b FRAN 024/ NN, Forb (i FH G < ZL I TBP (IDT,
H %5 :Hs.PT 58v.39858774) M3k H— L EEFE 0351k o i FHABIQuantStudio 7Flex
Reaction R ZeiEA T/ HPCR (i FHELEICt /57 (A A Ct) 2 AR S A T-DMS O IR 450
[0167] 31

[0168] %t T-PPARG-NCORZEEEINIE , Ecmi%/ﬂzuT A:<10nM,B:10-100nM,C:100-1,000nM,
D:1,000-10,000nM,E:>10,000nM. % NCORGEEE K 1~ N,A:>100% OX ME{L&,T907) ,B:
<100% (CHHFBLAH),T907) &

[0169] X[ F-PPARG-MEDIZEEENIE , BC, FE~U I,A: <10nM,B: 10-100nM,C: 100-1,000nM,
D:1,000-10,000nM,E:>10,000nMs % MEDIBHIT /=40 I, A:>100% OXS {54, GW9662)
B:<100% (CHHRILAH, GW9662) »

[0170] X FHT L1974 IIAE ,EC, # R 1 I, A: <10nM,B: 10-100nM,C:100-1,000nM,D: 1,
000-10,000nM,E:>10,000nM,ND: A E - ANGPTL4 (— FHPPARGHEIL X)) £E 100nM{Y & ik &
IR 9% 3R 2R DSOS FR S8 1) 1 45 E
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L

B B

CN 118984823 A 18/18 7T
N PPAR;'Q%OR %\ e ﬁg;fgﬁj 'V Hr1197 sz
*ﬁf J ECso — ECs - ECs-
i Aa2FF 1907 ¢4 | 787 T GW9662 49 ANGP;%;@?;‘?O i
9%NCOR K £ % MEDI [% #f
1 = A C- A 0.80nM - 85%
[0171] 2 C- A C- B NA - 91%
3 D- A D- A NA - 82%
4 C- A C- A 0.35nM - 86%
5 L= A C- A NA - 77%
6 C- A C- A NA - 25%
7 B- A C- A NA - 90%
[0172]  EARFRATIC AR T2 900675 € A0 AR vT LA FA I EE A St 151 ASE )

A B A SR EE R A ST ¢ - IR, B S B , AR TR L F I B AR R
PIRAE , A Hl s R IRy AR R AR S 7 SR E -

[0173]

ACHRIE S5 FARRTA 222 Sk (AR SIS 25 SR ESAU 2 A E AU %

A FRF RIAE R AR % A ) 9N B Rr i 51 R SO T 4 SO ANACSCBRAE T390
SE S, T AT FR S T PIrA BORRIRL 7 AGE ) 5 ARG T B DI R 35
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