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Azilsartan ; f5FiiB
YRS : MB5457
REIME 1 >99%,BR

BRI : 200MG;1G

R : solid

HAXEE

DF C25H20N405
DFE 456.45

CAS No. 147403-03-0 - OH 04"
e s 2-8°C , BIEEATIR # N ‘ My M
N“’J\O O
N

DMSO : 91 mg/mL (199.36 mM) £
AR Water Insoluble
(25°C)

Ethanol Insoluble

IREW | ARMEAEE TUERN  MREESR  JSRmEERL.

HfthinBa | ATENREMEER | BFLRRAREFERE.

&t : fEbE Azilsartan(TAK-536) 245 R EEEMRIMERKF I 1 BT,

78 : TAK-536 ; 1H-Benzimidazole-7-carboxylic acid, 1-[[2'-(2,5-dihydro-5-ox0-1,2,4-oxadiazol-
3-yl)[1,1'-biphenyl]-4- ylImethyl]-2-ethoxy

PIEREAR BB

AN ¢ e SN S ST

BN DMSO : 91 mg/mL (199.36 mM) ; Water Insoluble ; Ethanol Insoluble
BE >99%

R - 2-8°C , BOLDFEIATIR

SV
. Azilsartan ;2 angiotensin Il type 1 (AT1) (MEEKEF T 1 & ) SZEHHFI , 1IC50 5 2.6
ik
nM,
i —MERR  OREGEEASERME Al ZMETF.
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L

AT1 receptor

2.6 nM

{EIMERTE

Azilsartan #) 1251-Sarl-Tles-All X AME H3KEK 1 SRS HMES. Mgl
Azilsartan DI All ESANNES 1 BEERE(IP1)ROFRER | IC50 {89 9.2 nM, EBRANRF
sBkEEH | Azilsartan EZXS All RO KUZENAR. , pD'2 {879 9.9, iRl |
Azilsartan X All I SEGER R RIS ERIRATE. DIREEHET &N (OGTT) ,
Azilsartan DI MR EEHRKFRIGIN , MASEENTHEERRETIESHRD RGBT, &
BRI , 0.001%FIEAY Azilsartan JFiZ> TNF-a FRIX. 7ERERRZELRS | Azilsartan jFiZ>
TNF-a FRiX , (B21ENASEtE , PPARy , C/EBa , #1 aP2 H9FRIA, 7EREFERY 3T3-L1 ASAARTIR
4l |, Azilsartan ¥E$3EAERRZAL . (FRTFRISERE SXIBAGEYRIERIZR-a
(PPARa) , PPARD , 835 , AEARES , FIBSEXERAYRIL | tL valsartan B3, SNRMHEHMNOME
HKE N AFET |, Azilsartan tESEENE] M EREEIEA,

SRR

£ Koletsky XEAR , DIREEFEMIENINF , Azilsartan jafrFEILE , EALMKRS R
ERS RMIZ SRRV | FHPHIMAEFRS RRERISEEM. Azilsartan T
11p-REERER S 1 BUA95RIX.

X CHEXFRIEEFESHEXEMERIEHIENNER)

MB5457-S F>FDIB (FREERR)
MB10723 AT1A |, IMIEEKETZK (225-237)

iRk - RmER  TZNATO FEYSE  SEFERMAOE  FERTAMR. Azilsartan(TAK-
536) 25 FEEEMHRMERKET 1 BIRRENRN , AR BT ARRAIRHATE.

figikfcE

=

= 2 |1mg 5mg 10 mg

u]
WE = q

1mM 2.1908 mL 10.9541 mL 21.9082 mL
5mM 0.4382 mL 2.1908 mL 4.3816 mL
10 mM 0.2191 mL 1.0954 mL 2.1908 mL
50 mM 0.0438 mL 0.2191 mL 0.4382 mL

MR ((ULSF)

b [

A AT ZRRECRE SRR

SR ESRIGERA ATL ZRBIEE 4.4 ) 6.2 fmol 24K/, (10 ug MIREEER/
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FLRRFRE T, ARERBRIFALSEEARREIKRE Azilsartan Y 45 pLif3eE &R (50 mM
Tris-HCl , 5 mM MgCI2 , 1 mM EDTA , #10.005% CHAPS , pH 7.4)fE =8 Fif715E. 90
DS , 5 uL 1251-Sarl-lle8-All (EiRE 0.6 MBI RRREMR , FIMAFLF | BiRiE
B 5/, 8 ERHB , ek LEREMER. ERiisiesd MRS Azilsartan
158 90 ¢, AASRIZENA 200 pL/FLRIREIRRIER 2 RUBRERGEHRNEN  FFH—2E5
1251-Sarl-lle8-All 157 5 /\it, ‘AHBRELEAHETEEFT TopCount BRI EIEEHIZENY
THEESITEL. TG Azilsartan M\ AT1 324K FRURESSESCIO |, 4BAERRS 30 nM Azilsartan
158 90 £, Azilsartan 3D%IAZ] 90%H9 1251-Sarl-lle8-All SA ATL fUESMHES. RS
FSHRREIRSZRD A 200 pl/FURIREITRIER 2 IR, Fhitt—£5 1251-Sarl-lle8-All 155 240 73
#h, MR SHIRETIEEER TopCount MFMRIIIGSEEIHESEHE 30 £ , 60 £5¢f , 120
S8, 150 £5%h , 180 £ , & 240 £, 1251-Sarl-lle8-All FIRERMLESTE 10 uM Kix
10 Al FZ7E FRHTIRME, FIMCH ALl FERBSEREERINN. BRME AR AREERZETE
SRS

“AR.

Cell lines: Fix A AT1 S{4f9 COS-7 4Rk

Concentrations: 0 yM -1 yM

Incubation Time: 2 /\§F

Method: #3424 /\i3f5 , X AT1 3Z4KH COS-7 MR ISHE s E B LHE Pk (1
mM CaCl2, 0.5 mM MgCI2 , 4.2 mM KCl , 146 mM NaCl , 5.5 mM #&# , 110 mM
HEPES , pH 7.3)# TR, AT, EYVRE TRAEERY 5 uL/fL Azilsartan LUERIRE
IINGERES |, FEHEHLMSRAEITANE, JUHE 2 /NS , All 10 nM ZESAFET |, &
LiCl LA 50 mM BYEREION |, 4REEH—S7E 37°C TIEFRIBERIAY A, E%iRsCied |, HiEm
100 pL/FLYUEERRITE—IR |, LIBRERGESH Azilsartan , AR AL RIE. ANES-1-B5ER
(PLRYEFAfER IP-One Th iFIENE, KEEEHRERESHEBIMULNE,

Animal Models: it Wistar-Kyoto (WKY)XE, , BERERY Koletsky (fak/fak) AER
Formulation: &7t 5% Gum Arabic #

Dosages: 1 mg/kg , 2 mg/kg % 3 mg/kg

Administration: OfR3EE

CxxE]

oK ETMAIEEERE , ERTHRES  BRAMINME , RERRAE , SNSSEEYE.

oERD T I ENNEEIRMEIDER | BB NMRIEFTRAERAMNENE | L EEIRNESEZTRARZA.

A SR EEEFEIR

1 FRa%E  BUREIEMERIFAEBCHTOE  BADERE. BRHEFRETESH D 81~
mER ; NEERHREREK , BETWIRSHIIZRAKRER , DANMESMEZFE, WTHERE .,
KEBRGERR , BSUERELY , X Parafilm HOMR , FHREBBEMNAEZSRMAER., MNRMER BT
K, BEFmE8E  @NEERWL , LR nKiRRE.,

2 (EERHIE - ABOHFIRERTIVRERRE | BISCRANANERNS. NEHSEEER 1B
EREEER  MIREFRESIEE DMSO |, ERHIETAEIFTE T 80 BREMT , —RIULIRER
f£3-6 MRLALE. EERRT  BXMERHTHRE. BREERREFRHM.
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3 REFTIERGE | BRENAZELHHERE  HRESANEERANAREET/FR. BTX
D UEYRASTEMERY , ATLAERZKMESH (40 PBS ) #5REAT , AIRESITHIE , AlBIT A (EEIARETT
B, ARITRFERNE. WA DMSO {EAiERI | BHR DMSO SREERIRE <0.3%, LA RIS

.

KREHT  BATENEN 0.22UM REEISIEATRE |, B2XRABRI , SHEEESEREL s
FLEEYE | EERMEEHESERIRKE.

4 (FAREHISEIENA - BTRSUSYIRIEREN  sMSLR TIEREHIKE  TRSFEMA—ERA
WRWEENER , WNIHE , CMC-NA |, Bl , BRFESFERBXEVRAE. WNEER DMSO | iS5
R DMSO BILIRE < 5% LIBRSBIEER. LATIERIHER  AJUSETE

ARSI BIRER

R IAEKKG) (AFRERM2) [Km &
LpikEd 12 0.6 20

¢ 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

FKE. 0.4 0.05 8

KB 0.15 0.025 6

=i 0.08 0.02 5

/NS, 0.02 0.007 3

&) A(mg/kg) =54 B(mg/kg) X 5041 B B9 Km RE/F0H A BY Km ZRE
5 XFF-mBI L IERIE

BWEIFRE | BERERmAVESTENY  FAER TN, NTRSMEN M  HERT
500MG R, FfiIH) BIFBRMRIEIERAERRN. BT~ mEKkItEEnIETRE  NmSE~ &R
METEESEST L  XIMREAESTIHET , FIEURERREHT | £ milFEIER. TRk
PR, AILAE 200 #EARIFBELD , EREERIK , NTBRIRK.

RS EERE—EIRE A NEEERNYETREESTE , 2B

(aNAN==k=p{elE RECE
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG
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AT ASEEREERRET  MREMIN-mAVEIEE) , BB R AT aNIRE M EEE
LHREEN—E | ATREMERARFmAFE. BILUINEEER ( SRIBMEFM ) FRiEEE=%
Ezeeinmg.

SHFEEREGERIN T RRENEMRECNRE | FIENVERSENEHERARZEY TR
BGEMRNEY  BEATSSTRREUKS , EIREN | XM REEREE RSP RE.
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