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PRX-08066 Maleic acid ; PRX-08066
FmmS : MB3806
[FREIRAE : >98%,BR
BEEME : SMG;25MG

A : solid

HEFER
oF C19H17CIFN5S.C4H404
PTE 517.96 ol " 0
CAS No 866206-55-5 % = |
: - ‘ m| S N P
st -20°C , BERRTEETTIR . 7 O OH
api DMSO : 104 mg/mL (200.78 mM) 0
(25°C) Water : 104 mg/mL (200.78 mM)
Ethanol : 98 mg/mL (189.2 mM)
IEEN | ARMEERETUEN  MREEIE , TaeamEARME,
Hitiee | ATENREMER  BELRRHE REFERE.

Y : PRX-08066 I 5-HT2B SEFAL , 1C50 %9 3.4 nM , FTFREH MCT XESHEIBEE
Gl 2

78 : Benzonitrile, 5-[[4-[(6-chlorothieno[2,3-d]pyrimidin-4-yl)amino]-1-piperidinylimethyl]-2-
fluoro-, (2Z)-2-butenedioate (1:1)

YIIBIEIRRIEHR :
AN ¢ . HeZEXAEER
B DMSO : 104 mg/mL (200.78 mM);Water : 104 mg/mL (200.78 mM);Ethanol : 98

mg/mL (189.2 mM)

BE o, >98%

RETZSRM < -20°C | BT TIR

EYiEE
o PRX-08066 Maleic acid 2—HmEiEMEAY 5-HT2B SHAdE4H7 , IC50 5 3.4 nM |, {EEBF MCT
TS | kmem |, RS ENTE . Phase 2,
- RX-08066 ZiEiE M 5-HT2BR #EH15 , LUIERTRZEIERAT 5-HT2A § 5-HT2C SHAFIEA
SZERIEEMERE.
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£ 5-HT2B 3.4 nM

PRX-08066 #i#l 5-HT ESHBE LS REEHERBEEE | IC50 5 12 nM , {ERTFHREA
3% 5-HT2BR WHECRINEMIR , BEFEIEIBA |, IC50 78 3 nM, i85 PRX-08066 BT
FRER 5-HT E SRRk S EEX MM EM AL, PRX-08066 YEFAFZRIX 5-HT(2B)H SI-
NET 48R, KRJ-1, M4I4RBEIESE , 1C50 /9 0.46 nM , BRAH&LA 20% , 34 5-HT 455 ,
IC50 79 6.9 nM , S A3D4IIX 30%, PRX-08066 YEFETF NCI-H720 4Hpt , iD4ISAES LR
ZRIAY 5-HT B#i% , 1C50 9 1.25 nM , HAHDHIX 60%. PRX-08066(0.5 nMMERTF KRJ-I
4nRE , BEHDF) ERK B5BR1L. PRX-08066 EFSTF KR)-14HHE , 0% TGFR1, CTGF #1 FGF2 %
FH0o . PRX-08066 YEFT KRI-14HHE , &I Ki67(84%) 3&RF1 Ki67 FH(36.8%)7K ¥,
125 caspase 3 #£57KF, PRX-08066 YEFST KRJ-14HE , B#E TGFRL, FGF2 ] TPH1 #£%
X3, PRX-08066 {EFETF KRIJ-14HHE , SRLMBAIFTRBAEMELL , BEIGINFETHHEEN(34%).
PRX-08066 EFSF HEK293 /Afg , B&EIES dead/caspase 3 [RILEAARE (76%) F1 caspase 3
EE(52%),

FIMERT

PRX-08066 (100 mg/kg)iMEAE, , 5 Monocrotaline {MEBEISIEREAELY , Z0=ABAFIE
[EIFREIREE, PRX-08066 1% 50 mg/kg #1 100 mg/kg FIBLMEAE, , 5 Monocrotaline
QIRRIRTERLEAELY , BEMMEAEIIKEIEE, PRX-08066 S , 5 MCT {MBRONTRRAAME
tb , tBBEREAOE (RV ) /AKER RV/EDLE+EERR. PRX-08066 BEMEARIBKES
FHEF0 RV B , F4EOBEDIRE. PRX-08066 {MEXEAVNG, . BEREEREIKEHEAIAL
EWFEEFRS AN S FI95KE, PRX-08066 (100 mg/kg) &MEKE , BEHH
BLEREENGLOE/LOE+EERFAS. PRX-08066 (30 mg/kg)ERFEANKEAHER
5%, IEIAOZEYSEE , #1 Monocrotaline iESHY ERK BER (L,

SRR

X CHEXFRIEFESHEXEMERIEFHTEMNER)

MB3676 BRL-54443
MB3673 LY310762
MB3737 WAY-100635 Maleate

MBigREid - RmAR  ZNAToFEYSE  HEFERMOE  FERTAK. M PRX-08066
R MR 5-HT2B Z{MENF . AT AT RXSURAIRHASLIC.

AR E
& = E 1mg 5mg 10 mg
|
REE :
1mM 1.9307 mL 9.6533 mL 19.3065 mL
5 mM 0.3861 mL 1.9307 mL 3.8613 mL
10 mM 0.1931 mL 0.9653 mL 1.9307 mL
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50 mM 0.0386 mL 0.1931 mL 0.3861 mL

SHTINRE (UKHSF)

Cell lines: KRJ-1 4Hi8Z
Concentrations: ~1 uM
HBSCIS Incubation Time: 24 /\d¢

Method: 4% 51034/ mL $EM7E 96 FLAk , A PRX-08066 (0.1 uM Z|
100 nM)RIER. 24 /MBSO MTT 3/Ne | UELAIINENME.  (ERAESHR(YAE 595 nm &k
FOENEEBCERE. SRIA—WANREA (RRUSNER ) | HEFEERRE.

Animal Models: #4 Sprague-Dawley K5

Formulation: 0.5% FRELF4EZR (W/V)
EhSELS :
Dosages: 100 mg/kg

Administration: [IfR4ME

CEE]

oHETRAIFRERR  ERTHIEES BRI , RENFER , SUSSEERE.

oERD T I EHNEERMRDER | HEMRIEFTRAEEAMURIME | U EBIRESETRAT A,
A SR EEEER

1 F@RA%  BUEIRYRRIFAEECHITOE , BADEME. SFEMHFRRTESHD 8ER
BER ; WEERIHREREK  BEIWIHRSRNZROEFEE , SANBSMESER. NTHE
& KEARERN , BEUERELNT , Y Parafilm O , FHZBERNIEFREER. NRMER
B, BT mENE  EINEEREL , IR mstaRE.

2 (EERHIE | ABOHFRBRTIVRERRE | BICRANANERNS. NERSEEER 18
ERGIEST  MIEEFRZIE DMSO , EERHETHREBTE T 80 BREME | —RAULISER
f£3-6 MRLLE. fEEMRRT  BXMERHTHRE. BREERREFH.

3 HRIESRTERHIE | BIRECAFTELHITERE  FEESASEERRNAREETFER. BT
O UEYRASTEMERY , FTLAERZKMEAR (40 PBS ) #HREAT , AIRESATHINE , AlBIT A (EEARERT
B, ARXISLIFERN. WA DMSO {E9iaR | iBH#iR DMSO REERKRE <0.3%, LUESRMIES

.

KREHT  BAENEN 0.22UM FERTIRSTRE | B2XRARS , BEEESERELT Al
P EWEYE | EERMEEHRSERIREKE.

4 FANSEIMA - BTREWSMREAEN , TR TIEREHLE | TREFEMA LA
HRWERENER  SIER , CMC-NA |, Hifi% , BAFEZFERERSEIRE. 06ER DMSO |, 5
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R DMSO RYEIREE < 5%, LABRSIEER. AIFIBRIHHE , ATlSE TR
SHWIRRERRSRGERER

by (KE(KG)  (ARERM2) [Km R
e 12 0.6 20

P 10 0.5 20

Pz 3 0.24 12

1) 1.8 0.15 12

[ B8 0.4 0.05 8

KBS, 0.15 0.025 6

(S5, 0.08 0.02 5

NS, 0.02 0.007 3

=) A(mg/kg) =a# B(mg/kg) X 14 B B9 Km ZE/z0H A B Km FEL
5 XFFmEI L ERISIT

BWEIFmE | ERERSmAVERTEN  FRIER TN, NTRSMEN M HERT
500MG B9 , EfIH BIPRRIEERSEERN. AT nERUREERERETHE  NmSE~m
METEESESTL  XMREAESIASET  FEUNERREHT | £ milFEIER. TRk
o, AJLAME 200 #AARIERL , ERKEERIK , NERIRK.

rRirErrEERE—EiRE A NEEENYETREESTE , 2EM

(A=K plelEe R 6 E
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALERFEFRETH  NREWLRmAVEIFRE /) , BREL - REF TR R EEE
tEREEN—E , JEMEARERINEE. EULUINEEER ( SRIEEFM ) FHRIEERES
EzeeiBk.

T EEREGRRRIRI iR TR E I INRE | TR ERSENEHERAMZIEY  WTR
BGEMRNEY  BEATSSPRREUKS , 2EIRER , XM REEREETESRPRE.
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