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ACT078573 HCI

FFRmS : MB4206
REFME : >98%,0rexin receptor FHiX
BEENE - 10MG;50MG
R : solid
HAER
ST C29H31F3N203.HCl F F F
DTE 549.02
CAS No. 913358-93-7 #=*
EEEH -20°C , BBEpEEAT IR ) ey
DMSO : 72 mg/mL (131.14 mM) = H
7‘;‘: | __,.O : - Nm
ﬁﬁ%& Water : Insoluble M
(25°C) - 0
Ethanol : 51 mg/mL (92.89 mM) o
TESEI | ARMEREEETUEN , MREEIRE , s mEAEMT.
Hithidel | ATENREMERE | SFLNRFEIRMEFERE.

A7 : Almorexant(ACT078573)EhEsEh 2 OX1 #1 OX2 SR,

78 : ACT-078573 hydrochloride ; 2(1H)-Isoquinolineacetamide, 3,4-dihydro-6,7-dimethoxy-N-

methyl-a-phenyl-1-[2-[4- (trifluoromethyl)phenyl]ethyl]-, hydrochloride (1:1), (aR,1S)-

YIEBTEAR AT :
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BN DMSO : 72 mg/mL (131.14 mM) ; Water : Insoluble ; Ethanol : 51 mg/mL
(92.89 mM)
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Almorexant HCl 2 OREXIAIIEE orexin receptor £ , EEBETF 4K OX1 1 OX2
B9 IC50 5804 6.6 nM 1 3.4 nM,

At

BRI F BRI R ARBAZ ST T [ BBIGARIES | FBT A7 RERAE.
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OX2 receptor OX1 receptor

3.4 nM 6.6 nM
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Almorexant #0%) 10 nM ABAREL-A ESAOMIBA Ca2+R0IENN , EHECRIPEMES |
(FIMAT (X9 OX1 =AY IC50 316 nM (CKER) F113 nM (A) , X3 OX2 =ZR[9IC50 73 15 nM (CKE)
F18 nM (A).

Almorexant (300 Z53/F 52 , R)BERMEM Wistar KERAIEES , FZINEIE REM #1 REM
FEARAARVEB RIS R, KM , Almorexant (100 Z52/F5e , HAR)S [#2EREE , F1EN
REM EEERIIBAIRE. Almorexant FESaBAHIENE/ERFIIRS . FHE(ER S EIEXE
T ECANERPERIRES. ItEHh , Almorexant tBEEIEZEEES4AZS , ERIXFNAEIIEE S,

(EAERT

ECHEXFRIEF ESHEXEEIEREHIEMNER)

MB4203 SB408124
MB3773 MK4305
MB3774 SB-334867

ABigRfER | Rt , ZNATAFEYS | AEFERALE  FERTAK,
Almorexant(ACT078573)EhERELE OX1 # OX2 ZHRFEHF. AReI AT EXGURAIRHALR,

figiREE
L = g 1mg 5mg 10 mg
{u]
RE - |

1mM 1.8214 mL 9.1071 mL 18.2143 mL
5 mM 0.3643 mL 1.8214 mL 3.6429 mL
10 mM 0.1821 mL 0.9107 mL 1.8214 mL
50 mM 0.0364 mL 0.1821 mL 0.3643 mL

SHTINRE (UHSF)

Animal Models: Wistar X,

#ipscie | Formulation: BRZ ”F2(PEG) 400 =% 0.25% FELAFHERKER
Dosages: ~300 Z53/F52

Administration: [1fR45%4

CEE]
oK AT mAILERE  ERTARES  BRAMIE , RERRAE , SNSSEEYE.

oER T M ENNEEIRMEIDER | BENMREATRAERAIMNENE | U EEIRNESEZTRARZA.
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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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