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S1RA ; S1IRA HCI

RS . MB2639
RENME : >98%,BR
BEEME © 5MG; 25MG
R BEeEXEEEK

BEXER
PFR C 2 oH24CIN3O:2
DFE 373.88
0
74 NN
878141-96-9 ( base o ~r
CAS No. ( ) - N/}

/
-N
1265917-14-3(HCl) 9 N K/o
fEtrRtt -20°C , BB HEIATIR = ‘

SRR DMSO : > 57 mg/mL (152.46 mM)
(25°C) Water : insoluble

RS | ARMEREAEERE NUER  REEIR , TRa AR,

HftbinBl | ATIENOREMEE  BFELRRAR—XMEFERF.

faift : SIRA(E-52862)thERih B & B AR sigma-1 34K ( o1R ) % , Kih 17nM , R 02R B9
Ki =7 1000nM,

7] : E-52862 hydrochloride; SIRA HCI ; Morpholine,
4-[2-[[5-methyl-1-(2-naphthalenyl)-1H-pyrazol-3-ylloxy]ethyl]-, hydrochloride (1:1)

PRI IR IEHT

AN 2 e HeEXAEEER

RN DMSO: > 57 mg/mL (152.46 mM) ; Water : insoluble

BE o >98%

fEFESM - -20°C , BEhEEATIE

EVENE

S1RA Hcl(E-52862 Hcl)@—FhEzadkE M 1 ZR(1R Ki=17nM)#E#i5, 33 2R(Ki>1000nM) BB RIFAIIERE
4, IC501F : 17 nm (KI) #Bs3 : &5 SGR 1R 517 : SIRA RIASEIEEMAY 1 BB, 2 K

S AKi=17nM)FIEKER(Ki=23.5nM)1 ZREIFFI NS, TIXSEKEFIAER 2 ZRISFRFDAREZ(Ki>1000nM),
5-HT2B Z{AEBHEFFEII(Ki=328nM)FIRIE{T (IC50=4700nM)afEFLEME. SIRA JFEE 170 MES
(A, Feialh, BFEEMNEE)REHEAFAKI> 1M B 1uM <50%), (AR : 3IRRE (IFFA ) MHER
NEIEZRE—HES (BRPR , 154212 X ) B4 F S1RA 25 mg-kg. BHAIRIE AT SNSRI H
RPEUTAHBERL. RNEH 12 RTatbiaT  FEFALRFFRRERHRT SIRA JafT |, ST AR, B
WD ERHARTRAMEE LT S1IRA RI2BHUGEIFA , 3REF SIRA BHUAE(FRRE T S#Eo2- B LIRE=ZRE
s, MBaiEa2- 8 LIREZARX A LIS SRR EME SRS RERRIAIDE . EERLLZIRT , $HRiEST SIRA
(RIMHIRSE T , MR 5T EEI RIS tRiRSS T Ik /MR T /9.
ECHEXFRiEE

MB2636 AVex-73 hydrochloride
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MB2637 Siramesine
BigRkimA : BaRdR  TZNBATOTEYE  AEFERSE  FERTAR. AREEEAERY

B sigma-1 34K ( olR) AR, ATRTHEXTUSRHALIE,

figiRAcE
& pmso & & 1mg 5mg 10 mg
itz R
1 mM 2.6747 mL 13.3733 mL 26.7465 mL
5mM 0.5349 mL 2.6747 mL 5.3493 mL
10 mM 0.2675 mL 1.3373 mL 2.6747 mL

(8]
HAFRAIAEDE  SRTARES  FRATRUE , AR , BURSHE.

oD T MIEHNEERMEDER | HEAMREFMRAEREEM | A LIRS ETRAR A,
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A SR TSN

1 Fmp%E  BURIEERFFAEEBCHITOE A SRR, 8FMHERRTESE S 8B m3E
R AEERARERER  BEITWRHERSHRNEZRCKER , SANMEMELRE. MTHER  KEX
(e BB LEHTEYF , i Parafilm HOMR , FARBENMEEREER. REENEEK , Bdm
B, EWEEHBE , LIRFLiaRE.

2 (EERHE | ABOIFIRERT I RERRE | B RBIAINENSN. NFHEMEER  BEAG
&R HIIEFRESIEE DMSO |, B RHETAEIFETET 80 BXEMT , —RIULISERE 3-6 NA
AL, TEEFRT , BXItESREITHRE. BRfEERR SRR,

3 MREFIEREE | BIRENAFTELHERE  BRESRNEEEAHAREETFR. BTARNS
WEMEIRAMRY , FILAMERZKIESR (40 PBS ) #iRT , AIRESTHINE | BTEAEEAENA® &
SXILFAERE. WA DMSO 1E/9iE7 | 58tk DMSO REERIRE <0.3% LIs MRS,

KREHD  FABRGET 0.22UM REETIESURE  BOXRARI  SIERESEXRE L  SUSFBL
aiEt | EERIAEEESEHRLE.

4 (FRIEENA - BTRSUSYIRIEAEN , WL TIFRECHIRE | TReRFTEMA—LZ5 AR
fEJBNER , ANILE , CMC-NA |, HilE , ERFEESFERBXEVRE. WEER DMSO , iEf#fR DMSO
HILEIRE <5% LUBRSIHER, SHFIERITENE , TS E TR

SWRREIRRSIEIRER

byt (KE(KG)  (ARERM2)  |Km &2
s 12 0.6 20

P 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

liZss 0.4 0.05 8

KER 0.15 0.025 6

&= 0.08 0.02 5

INES 0.02 0.007 3

= A(mg/kg) =a1# B(mg/kg) X a4 B B9 Km EEY/ZMHD A B9 Km &

5 XFFmEl R ER IR

TR mE | EREERFmIERTEN  FANEERTA. YTREMEN ™R , HERT 500MG
8, el R E2RIEERSELEN. BT -nEETEEndETEE  NSEmHETEE
EET L XINRBEAESITHSET  SEVNERRRIT  Er-RinEAER. XNTRE=mE , ATLAE 200
REAHFBELD  BEIERE , NTTERRK.

FRirSiEESE—EN JIRE | £ NI CERNETRIEIESTEE  EEMN

(A= k== piencs =26
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M ALBREFEFRETH  WREMIN~RNEIRE/) , ARNEEREATHESETHMEEEE L
BB —R | AIRENRAR R, SILNIANBESR (SRIBMEF ) FiRlesiERESE T
B,

XFEERECHRRIR - RREEHTRE B IRRE | BN NERSEIEHERERzLEe | W TEER
EMRNEY  ZEEETSSTRREUKS | ETRER | XM RREREETERPRE.
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