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BAF312 (Siponimod)

RS - MB3825

REHRE : >98%,BR

BEEMHE - 5SMG;25MG;100MG
=R : solid

BEXER
SFR C29H35F3N203
DTE 516.60
CAS No. 1230487-00-9 7
R 20°C | BT i %@voww .
DMSO 100 mg/mL warmed (193.57 mM) | i e
BREMH25°C) Water Insoluble
Ethanol 44 mg/mL warmed (85.17 mM)
TEEN | ARUEREEENUEN  MREESR , vTeeamELAMRT.
HBiRA | ATENZSMRE  BFELRRAE RIEFERE.

7T FKERE Siponimod (BAF-312)28% , IEHEMRY $HFs-1-85E (S1P) SZAATH. ©XF S1P1
0 S1P5 ZARVIEEM ST S1P2, SIP3 #1S1P4,

B8 : BAF-312 ; 3-Azetidinecarboxylic acid, 1-[[4-[(1E)-1-[[[4-cyclohexyl-3-
(trifluoromethyl)phenyllmethoxylimino]ethyl]-2-ethylphenyllmethyl]-

IR :
AN 5 e BeEXEEER
BERME DMSO 100 mg/mL warmed (193.57 mM) ; Water Insoluble ; Ethanol 44 mg/mL
warmed (85.17 mM)
BE s >98%
EESRM - -20°C , EBLREEATIE
EYEHE
BAF312 (Siponimod)2—Fh =% S1P ST JEiRE(ERT S1P1 #0 S1P5 4k EC50
= it 25079 0.39 nM 1 0.98 nM , EKERTF S1P2 , S1P3 #1 S1P4 SZ{ijiki¥iERE 1000 FLA L.
Phase 3,

S1P1 receptor SI1P5 receptor

0.39 nM(EC50) 0.98 nM(EC50)

BAF312 (Siponimod)2BXRVIEEE S1P ZUREENR , 3F S1P: 0 S1Ps Z{ARI EC50 7y
{BHMERTT 0.39 nM # 0.98 nM FRIUHET S1P, S1P; F1 S1P,3Z{Ak 1000 S{EAUIEE M. L BAF312
(1 uM T 1B R 91%S1P1 SZAMBZE N,

BAF312 BIdA{L S1P1 24k , EEXIMEBLERIH OESAEUR , NTEXIHARREEER

(SRR . N - SRR
(EAE). BAF312 LAFBAEiafT & 0.3 Zre/F e/ BN BERHRIRRITS.
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X CHXFRiEEF ESHEXEMERIEFHIEMNER)

MB3755 SKI1I
MB3757 JTE-013
MB3756 Ponesimod(ACT-128800)

BER R Rl TENATOFEYE  HEFFHRMASE  mFEATAK. BAR3L2
(Siponimod)@—#Zf S1P ZRETSHI , EFMAERT SIPL# S1P5 (K , ARBTATHEX AR

=cie.
figiREeE
" S " 1 5 10
| m m m
W Ui 9 9 g
1mM 19357 mL 9.6787 mL 19.3573 mL
5mM 0.3871 mL 1.9357 mL 3.8715 mL
10 mM 0.1936 mL 0.9679 mL 1.9357 mL
50 mM 0.0387 mL 0.1936 mL 0.3871 mL

SHSTINRE (KSF)

GTPy[35S] A&

RIS, FLL 26900 x g £ 4°C TEL 30 o0, HARKRERFT 20 mM HEPES
(pH 7.4) , 100 mM NaCl , 10 mM MgCI2 ,1 mM EDTA #1 & 0.1% Bifi§ BSAfY2-3 =
REHR/ZEFARF. GTPY[35S|1E&IHN  BEHEE7S EREREKR/ZEH)E 50 mM

BBEE || EbEs | 100 mM NaCl, 10 mM MgCl2 , 20 f65/EEFH S0 0.1%K85 BSA (pH 74) , 5
En/EFHVNERFRERRENFRIED IR F ,LAK 10 uM GDP figFwi#{T 10-15 55
o, GTPY[35SI&ARALEBINA 200 pM GTPy[35S]E5, EEIRFHT 120 S5 , &
LA 300 x g B0 10 4, Fit#h.
Cell lines: CHO
Concentrations: ~1 yM
Incubation Time: 1 /\gd
Method: BzEhFINT S8 S1IP1 3ATE CHO HiE-RRIRLIER BT mR=4iEAR Myc
{RBRSELS : #RICRY hS1P1 4l SEahR | PBS iBtia A EEAES T 37°C TIEE 1 /M TH,
EHRFEK RT3 /i, 5—FD I 37°C TEEFERSEEhA)HE 3 (3 12)
BT, BEEHIES 4 Gise/EFERIER ST C-myc IgG1 HFiiAsiEIENG /NG IgG1 £ 4°C T
125 60 4 , BE/EA 1 145a/=7t Alexa488 tRCHILLFEFVNE DRESYIES. MigEis
R |, S MEREER 10000 SEIEHITE.
Animal Models: X&8E% (EAE) KSR
e Formulation: BiFE 1% 7K REFHEES
RSN : Dosages: 0.03, 0.3 70 3 Z%/F5%
Administration: CfRES
EE]

KA MmNIFEEEL  ERTARES  FRAMIUMNE , RENRAER  SUSSERE.
oEBD TR ENNEERMEDER | A MREFTRAEEAMURNE | U EBIRESEZRARZ A,
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B SRMEEEEIR

1 FRS%  CUEIENESIFFAEACHTIE , RADENE, SEHNESRETHESHS AN
R, EERHEEER , BEITEMRSRIIERAREN , SANESMELEE, WTASE .
KHERSR{EFANY |, ES U ERELNT , BIY Parafilm B0 , FHERIERIEZRAER. MRMERETK |
BT RENE , ENEEHGT , IRHNTRRE.

2 SRS A ENISR R IREIRE | ENERANANENSR. WRHESEEER , Bk
BIEEH MIEIEFESIEE DMSO MEERHIETREETET 80 BREME —RATLISERE 3-6
ANBUL. fEEFRT, BHERHTHE. MRS RRE AR,

3 MRIER TR  EREMATELIRITERE  FREESRNEEEANREE TIFR. BTX
EOUAYIRISAMR , FTLMER/KMESR) (40 PBS ) BEAT , AIRRSTHIE , ENEITE A EEAEN
BB RASISCIFEAESAN. fNF DMSO YE/9EH]  iEHR DMSO SEFERIRE <0.3% LIk miasts,
KREF, , BATEENET 0.22UM MESTES S | E2RMAE , SIEREmEREs  BUSH
IEIEYE | BRSNS EHRE.

4 FPEYEISRA : BT RSUSMEREMN TR TIPREHSTE | TR EMA—L%5H
IEWERBMERI , WIIHE , CMC-NA , Bih% , BEARREEEFEMRAHURE. ER DMSO , 5
{R DMSO RIZERE <5% LUBRBILIER, ABRIERITIHE  TUSETER

RIS BIREE

bt (KE(KG) [AEERM2) |Km &
i 12 0.6 20
ia] 10 0.5 20
£ 3 0.24 12
i) 1.8 0.15 12
iz 0.4 0.05 8
KRR 0.15 0.025 6
&1 0.08 0.02 5
s 0.02 0.007 3
Z) A(ma/kg)=E11 B(ma/kg) X F B I Km REUZ A B9 Km ZRE
5 XFERIEGERI

BEIFRE ERNERFmIERTEN FAYHEHRTIA. W TREMEN R HEXT 500MG
8, FelIH At ERIEERRESSEN. BT nERUsEEnIiETRE NS~ niEEE
EyEsTL  XREFAESIIHST  FEUMERRRT , £ RinFEER. YTRE~m, J
LATE 200 HAEARERLD |, ERWEERIN , NTERIRE.

FmirS T EESE—EiRE £ NI EEMETHREIESTE , EFAM

e i D RZ6E
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ASEBEFREFBETH , MREWINFRIEIFE/) RS RERTII R EE
FEREEN—E | JREMRAZFmAvEE. EILUNNEESR ( SREEFM ) FHRiEERES
EzTEiBk.

ST EERECHPRRIRY T RRERHTRE ENIREER | BBV ERSENBHERAMZLEY TR
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