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Bepotastine besilate ; FEENIEE)T

SRS . MB2065
REMNE : >98.5%
BN . 100MG;1G;5G
R BEEREEERMNMR
HFEE
PFR C21H25CIN203.C6H603S
DFE 547.07
Cl
CAS No. 190786-44-8 & o /@
. ———— Yy o5
gzt -20°C , BHEpmEE AR Vo TG H HO™%,
4]
DMSO : 109 mg/mL (199.24 mM) U\/\J\OH
R Water Insoluble
(25°C)
Ethanol Insoluble
FREI | ARMEAERETNEN  REBEIE , oJRes AR,
HithikBl | ATENZ2IEE | BELRAFS—RMEFERE.

&Y : FrEEIUIEELT Bepotastine Beslilate (Bepreve) 2Rk H1 SAEHIF,
AR : KIEENIEE)T; 1-Piperidinebutanoic acid, 4-[(S)-(4-chlorophenyl)-2-pyridinylmethoxy]-,

benzenesulfonate (1:1)

PIBTEIRIRIER

] BeEREAEREMENE

SAERME ¢ e, DMSO : 109 mg/mL (199.24 mM) ; Water Insoluble ; Ethanol Insoluble

THRELE © oo 1.0%

BE e, >98.5%

BUBE & o XIRR, SRRk

EFSRM - -20°C , BEHE=ATIE

EYiEE

=iz Bepotastine Besilate @—FIFEEHEMAR JEZEMAVER 1 (H1)Z #5157 pIC50 5 5.7,
Histamine H1 receptor

8=
5.7(pIC50)
[14C]Bepotastine (5 uM)#E LLC-GA5-COL150 g+t RESTE LLC-PK1 RJEE , &
BH LLC-GA5-COL150 4fg B-Z|-A BEBT 5 —\/5H., Bepotastine R P-HEEANS

. A9 ATP 7Kf# , Km , Vmax , 1 Vmax/Km £3579 1.25 mM , 108 nmol/min/mg EH& ,

M5 #10.087 mL/min/mg ZBRR. EEFNSRGAEHHETTIEFRPIERARS |

Bepotastine besilate (100 mM)iD4] Leukotriene B(4)iESHY Ca(2+)ikE. Bepotastine
(100 uM)FIEMREREHDE LTB4 ES AR ISIEIERRMIRAUAEZ5ME, Bepotastine (1
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mM)EZ R IEFRIRRIREIEAAIEH A23187 ESAIAIRRERL.

Bepotastine (0.8 mg/kg)xd WT #1 P-#EEEH KO /N\FRLAZS 6 D5 , MRFPIRES BN
580 ng/mL #1467 ng/mL , MMIKESERSHI/ 41.1%F1 45.9%., Verapamil FFEHAF
AT | [14C]Bepotastine MITimXKIHAIRKISD B/ 63.0%F] 72.4% , Nizim X IAIIR LS Bl
7310.9% #062.7%., Bepotastine besilate (10 mg/kg)i44BZEZ MiE5+(100 nmol/site)
FESREE  BEXMIBEZR(100 nmol/site) Io3. Bepotastine besilate (1 mg/kg-10

(SATARE X . e
mg/kg , ORR)FIEMKEMEHD P #3100 nmol/site) 1B =% B(4) (0.03 nmol/site) FAHIE
FE. Bepotastine besilate FIEKiittEEMNHIEREMEBEMHES , EHRRIT SRR
ERIh R AVER N 1.5%, Bepotastine (3 mg/kg #1 10 mg/kg)RRAZS 1 /N\ifig , BRED
# BALB/c /NEKRRKEY) 48/80 ESAIEE. IHIMEREKX NC/Nga /NEEEAH ,
Bepotastine (10 mg/kg)thaBEMHIEREE , FHDHIME LTB(4)7KFE,
XX mIEEF
MB1710 ‘AR EhEAEL
MB1710-S HiR— R FRER )
MB4276 JNJ-7777120
BigFdEid : RtF |, STZNBETAFEYSE  AEFERASE . EERTAR.
RS
1 om
e A 1 mg 5 mg 10 mg
1 mM 1.8280 mL 9.1398 mL 18.2795 mL
5mM 0.3656 mL 1.8280 mL 3.6559 mL
10 mM 0.1828 mL 0.9140 mL 1.8280 mL
50 mM 0.0366 mL 0.1828 mL 0.3656 mL
(=]

oA RAIFEERL  ERTAIRES  BRAMIUNE , RERARAE , SNSSEEE.

oD T RN O ESE |

HEMREFTRAMERAINEN | DL ESURNSETRIARZ A.
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1 Fmp%E  BRIEERFFAEECHITOE  RADERE. SFMHERRTESE S B8R m3E
R AEERARERER  BEITWRHRSHRNEZRCKRER , SANMEMELRE. MTHER  KEK
(e, TS LEHTEYF , i Parafilm HOMR , FARBENMEEREER. REENEEK , B m
B, EWEEHBE , LIRFMLiaRE.

2 fESIRHIE | ABDRAERARELERE | BUSRANARENSR. NEHSHETR  BERE
&R HRIEFRESIEE DMSO |, B RHETAEITTE T 80 BRKEMT , —RIULISERE 3-6 NA
AL, TEEFRT , BXIESREITHRE. BRfEERRERR.

3 MREFIEREIE | BIRENAFEERERE  BRESRNEEEAHREETFER. BTARNS
WEMEIEAMRY , FILAERZKIESR (40 PBS ) #RRT , AIgEStTHIE | ETEAEERENA® &
SXILRFAERE. WA DMSO 1E/9ia7 |, 58tk DMSO REEERIRE <0.3% LIB R MIESt.

KREHD  FABEGET 0.22UM RERTIEHGURE  BOXRARSI  SHERESEXRE LS  USIBL
aiEtt | EERIAHEESERELE.

4 (FREINA - BTRSUCSYIRIEAEN WL TIFRECHIRE | TReRBEMA—LZ5 AR
fERBNAER , WNILE , CMC-NA |, Hili% | BRFEZFERBXNEVRE. WER DMSO , i5tfifR DMSO
HILEIRE <5% LUBRSIHER, SHFIERITENE , TLISE TR

ARSI RIRER

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) =a# B(mg/kg) X a4 B BY Km EEY/ZM A B9 Km EE

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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