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SB-408124 ; SB408124

GRS  MB4203
EEHRE - >98%,BR
IS - SMG;25MG
R : solid
BXER
SF C19H18F2N40O |
DFE 356.37 a M.
CAS No. 288150-92-5 Ve o J\NU
EFEs -20°C , BB EEA TR || H
-
N DMSO : 36 mg/mL (101.01 mM) = . |
R Water : Insoluble M
(25°Q) F
Ethanol : Insoluble
IEED | ARMEEEEETNUEN  IREBERE , TS InEIARIE.
Hitinel | ATENREEE | SELRRHE—RMEFERIE.

fEeT : SB408124 ZAFRASE OX1 ZAREHRY , EE3F OX2 ZRRUIHEIES 50 f&.

7 : Urea, N-(6,8-difluoro-2-methyl-4-quinolinyl)-N'-[4-(dimethylamino)phenyl]-

YIRS
N 2 e HeEXEAEEK
BN DMSO : 36 mg/mL (101.01 mM) ; Water : Insoluble ; Ethanol : Insoluble
BE e >98%
EESRM : -20°C , BHBhE=ZTIE
EiEtE
pamp— SB408124 E—#ERKSE OX1 receptor #5151 , fEFT2MFIAR , KiH3BI/9 57 nM #0
THEE 127 nM |, HefERRT OX2 SN 50 2,
OX1 (membrane) OX1 (whole cell)
=
27 nM(Ki) 57 nM(Ki)
oMRSS | SB-408124 HEABITEMWER 1 BIZ(R(HcrtR1) , KiJy 7.57 nM. {SHRFAFER SB-

408124 2 OX1 Z{ARITHREEETF . BEISFFENA , ERETHERAESI+HIE SB-
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408124 {EFATF OX1 SRHIEIRMLLIERRTF Orexin-2 S4iE 50 {2, SARERER
SB-401824 st IBRAIEFI AR 2R RERMIE , JASER Orexin A 4012 |, BEFHE
Orexin A XITEZARF] forskolin EER cAMP F=E2/9%IMITA.

{BHEAT

30pg/10uL SB-408124 FZELAZHRME Wistar AER, P& Orexin-A ESHIKIEBEN.
Orexin-A (30 ug/10 pL)BXNZERLLZLE |, BRKTZERREY 2.5% NaCl SMEFESAIINESR(VP)IXK
FFE. R SB-408124 TRt ER BT &5 XA RERTER. SB-408124((50 mM, 5 ul/h) Rz
L8254012 |, [BYF Bicuculline(BIC)ESHIRNIRMEEEE 2 (EGP)IES.

EOHEXFRIEEF (ESEXEIHREFDEMER)

MB4206 Almorexant HCI
MB3773 MK4305
MB3774 SB-334867

BigRiER - RRA , OEZNATOFEYS  AEFERMAE  FERTAK, 2Nm SB408124

RIFRASE OX1 ZAFETA |, BJTAERTURAIRIASEIC.

figiREcE
(S & E |1mg 5mg 10 mg
RE = |
1mM 2.8061 mL 14.0304 mL 28.0607 mL
5 mM 0.5612 mL 2.8061 mL 56121 mL
10 mM 0.2806 mL 1.4030 mL 2.8061 mL
50 mM 0.0561 mL 0.2806 mL 0.5612 mL

SHTINRE (UHSF)

Animal Models: 74 Wistar A&
#higscig | Formulation: SB-408124 AT #K
Dosages: 30 ug/10 uL
Administration: [RERL75%
GEE]

KA MM R  ERTHRES , FRAMIE , RERNRAER  SUSSERE.

oSO MIEENEERMAOER | HEAMREAMRESREENE | LU EERNHSERARZ .

A S YIREEERIR
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1 FRa%E  BUREIEMERIFAEBCHTOE  BADERE. BRHERETESH S R~
MR ; EREHREEER , BEITMIHRSHRNZRCKER , SANMEMELER. MTHESE |
KEARERN | BEUERELLE , @ Parafilm O , FHREBENAEFRMER. NRMERIED
K, BT mEH  @EEHRET , LIRnsEiRE.,

2 (EERHIE - ABOHFBRTIVRERRE | BISCRAUANENSN. NEHSEEER 1B
EAGIERT  HIBEFRSIE DMSO |, ERHIETHEBTE | 80 BEREMT , —RIULIRER
£3-6 MRLAE. MR BXMERHTHRE. BREERREFR.

3 HRIEATERHE | BIRENAFTELHITERE  REESRSEERANAREETFER. BTX
BOUEYEISBMR | FRLAERZKIEST (40 PBS ) FAfRRY , AIRERITHINE | vIBd A EEIRER
B, ARYTRFERNE. WA DMSO {EAiERI | BHR DMSO SREERIRE <0.3%, LARAIRES

.

KREFS , FATENET 0.22UM RERTIESIURE | BZRBRS , FEARESEXESN , Bl
TR EWEYE | EERIAEEESEHIRELE.

4 BANMSEIRMA - ATREWSMREAMEN , TR TIEREHLE | TREFEMA LA
WREENER , WMHE , CMC-NA |, HilE | BRFEESFERBXXEVAE. WEER DMSO | iS55
R DMSO RIEIRE < 5% LABRBIEER. LRFIERITIHE , JUSE TR

SR RETRSRGHERE R

Wy (KE(KG) (AEERM2) |Km RE
e 12 0.6 20

3] 10 0.5 20

£[E3 3 0.24 12

2 1.8 0.15 12

[5G, 0.4 0.05 8

KRB, 0.15 0.025 6

(15 0.08 0.02 5

/INES, 0.02 0.007 3

1 A(mg/kg) =514 B(mg/kg) X s5# B B9 Km RKE/z04 A B9 Km FRE
5 XFF-mEI S IR 38U

BEIFmE | ERERmAVERTTEN | FRIER TN XNTRSMEN M, HERT
500MG B9 , FfIH) R RRIEERSERRN. BT~ nEXTRECIIRETEE  NNSE~m
MEEEERESFL  XIMRERESITHSET  FIEAUMERRERIT | Er-RinfERlER. XTRE
7o, FJLAME 200 #AGRHIERLD , ERKEERIK , NERIRK.

RS EERE—EIRE A NEEERNYETREESTE , 2B
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(AN =k= et R B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALERFGFRETH  MREWLAmAVEIFRE /), BRAL - RAEF T BT EEE
LHREEN—E | TTREMEARFmAFE. ETLUINEEER ( SRIBEFM ) FRIEESES
Ezeeing.

T EEREGERRR - REENEMRECNRE | BBV ECREEEIEHEREHZEY TR
BRGEMRNEY  FEESSPIRBUKS |, EVREHR , S REEREE RSP RE.
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