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RS MB4322
REVE : >98%,BR
BEENE - 10MG;50MG
R : solid
HFEE
ST C22H21CI2N305
DTE 47833 0
CAS No. 1144035-53-9 7 0l K\N
EEEH -20°C , BBEpEEAT IR ) ] N\,J
N DMSO : 95 mg/mL (198.6 mM) = 0 O,_{JH
R Water : Insoluble “ i
(25°C)
Ethanol : Insoluble
IEED | ARMEEEEETNUEN  IREBERE , TS InEIARIE.
Hithidel | ATENREMERE | SFLNRFEIRMEFERE.

&7y : PF-8380 E—E31Y autotaxin HIFIF,

78 : 1-Piperazinecarboxylic acid, 4-[3-(2,3-dihydro-2-oxo-6-benzoxazolyl)-3-oxopropyl]-, (3,5-

dichlorophenyl)methyl ester

YRR IRIEHT

AN & e EHBEECEIR

TBAREME ¢ DMSO : 95 mg/mL (198.6 mM) ; Water : Insoluble ; Ethanol : Insoluble
BE s >98%

EFSRA « -20°C , BRI TIE

EiEE

FemfEiR  |PF-8380 R—MEMIBSHMEIR , EAINEEMESLIR-E IC50 /3 2.8 nM,

Autotaxin(Cell-free assay)

H
2.8 nM
PR PF-8380 5 FS-3D [R¥IIHIREBEE , H1C50 5 1.16 nM, AAEMAIELIZAEYD 2

NES , BEEMINE |, IC50 9101 nM. PF-8380 7£ GBM g+l B SXESHE AL
AR, EBLARIERIESISL. 1BIIFMASAY AKT BERIH ATX (autotaxin ) AYHDHIRTEE
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LE. ATX ROINHISEIMEMERNRLD . MyBERIEE. TR,

FERETIREIRIETT PF-8380 AUFRALIE AT TS SAUMMEME N AIBRIME L. iR
BREAR PEREHEREEMNEERS KR, ERRSERERF , Ok 30 mg/kg #Y PF8380 AJiE
ORMERERITE , 3 R, FEMRAKAERRMEIEMAT 95%HT LPA 7K.

BigFdEiR | ®REtR , TZNBETOFEYS | BEFERIAAE , ZEETF AN, PF-8380 E2—Fh
B autotaxin IPFEIFI, A5 FETFHERSURAORIAFSEIE,

HERELE
& B 8 |1mg 5mg 10 mg
(u]
R A i
1 mM 2.0906 mL 10.4530 mL 20.9061 mL
5mM 0.4181 mL 2.0906 mL 41812 mL
10 mM 0.2091 mL 1.0453 mL 2.0906 mL
50 mM 0.0418 mL 0.2091 mL 0.4181 mL

SR ((ULSF)

Cell lines: /Ng& GL261 F1A US7-MG 48fE

Concentrations: 1 yM

Incubation Time: 45 min

SRASEIS Method: 7ERBEISF IR F1Z5% GL261 55 US7-MG B8 , HELAR) 70%RI&=R, BLEH
200 L B3 5ERASMIEE ( semi-confluent cell layer ) RZEIT , LI —ELAIE

E. A PBS iER—IBFAHR , LASRRIAFREMIBF e . XTSRS | 45

TE4=5YsCI0RIA 1 M PF-8380 = DMSO &b 45 o4 , RIEETF 37°C, 5% CO2 i

Fr. NRRIRATVNEMETER ( 20-24h) , HIEA 70%ZE2EE , A 1%ILERERE, 5

TIHEET® , AREKISEFRER=1 HPFs #1751t

Animal Models: Male Lewis rats
Formulation: ;3fZF dioxane ( 50 ml ) #17K ( 50 ml ) & , JOIABERSIH(16.1 g, 152

W |
Dosages: 1, 3, 10, 30, and 100 mg/kg
Administration: O

(GE3=9|

oKATMMIFAEE R , ERTHRES , FRAMIE , RERNRAR  SUSSERE.

oSO MIEENEERMAOER | HAMREAMRESREEN | LU EERNHSERARZ .
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A SR EEEEIR

1 FRA%  BURIEMERIFAEECHITOE | BADEME. BEMHERRTESED BE
MR ; EREHREEER , BEITMIHRSHRNZRCKEE , SANMEMELER. MTHESE |
KEAKREERN , BV EREILT , i Parafilm HOMK , FHREEREFRMAER. NRKER AR
K, BT mEE  @NEEHRET , LIRnsEiRE.,

2 (EERHIE | ABOHFERIVRERRE | BISCRATANERNS. NEHSEEER 1B
EAGIERT  HIBEFRSIE DMSO |, ERHETHREBTE | 80 BEREMT , —RIULISER
£3-6 MRLAE. MR BXMERHTHRE. BREERREFR.

3 HRIEATERHE | BIRENAFTELHITERE  wEESRSEERAMREETFER. BTX
BOUEYEISBMRY , FRLAERZKIEST (40 PBS ) FAfRRY , AIRERITHINE | vIBd A EEIRER
AR ARXITHRFAERE. WA DMSO {E79iER |, i5HatR DMSO REEERIRE <0.3% LIg R MmiEs

.

KREFS , FATEMET 0.22UM RERTIESURE | BZRBRS , PEAHESEXESN , Sl
T EWEYE | EERIAEEESEHIRLE.

4 BANMSEIRMA - ATREWSMREEAEN , TR TEREHNE | 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
eis 12 0.6 20

3] 10 0.5 20

£[E3 3 0.24 12

2 1.8 0.15 12

B 0.4 0.05 8

KRB, 0.15 0.025 6

15 0.08 0.02 5

/NES, 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~ nEXRTRECIIRETEE  NNSE~m
MEAEERES T L  XIHMRERESITHSET  FIEAUMERRERIT | ErRinfERlER. YR
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oA FJLAME 200 #AGRIERLD , ERKERIK , NMERIRK.
RS EESE—EIRE £ NI EEREETREESTE  EFAM

(vANE=k- bl R B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALBRFEFRETH  MREWLRmATEIFRE /) | BREE - REFT AR EEE
LHREEN—E | ATREMEREARFmAFE. EILUINEEER ( SRIBEFM ) FRIEES=
ez eeing.

X TFERREGRRRIRI MR R E ERE |, (IR ERSENENERARzILEY TR
BGEMRNEY  FEESSPIRBUKS |, EVREHR , M- REEREETERPRE.
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