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R-406 ; R406

RéRE : MB3912

=
REIME : >98% , Syk I

BEHIE : SMG;10MG;50MG

R : solid

BEXER

SFR C22H23FN605.C6H603S -

DTE 628.63 f

CAS No. 841290-81-1 = " i N _f<N T

. - ——— %

iz -20°C , RS TR CH N L O B

DMSO : 100 mg/mL (159.07 mM) = jTO @L ] 0—
TBREE(25° i
o Water Insoluble OﬂS“OH
Ethanol 0 mg/mL (0.0 mM)
TEER | ARUEREEETUEN  REEIR  TRESRIMEIARIL.
HfthinBd | ATENRSMEER  BSFELRRAR XM FERE.

f&i7Y : R406 2—F ATP MR Syk HDHIFI , BREDHI Syk BEeEME.

78 : 2H-Pyrido[3,2-b]-1,4-oxazin-3(4H)-one, 6-[[5-fluoro-2-[(3,4,5-trimethoxyphenyl)amino]-4-

pyrimidinyllJamino]-2,2-dimethyl-, benzenesulfonate (1:1)

PIR IR RIEHR -
AN 2 e EEEEREGER
BN DMSO : 100 mg/mL (159.07 mM) ; Water Insoluble ; Ethanol 0 mg/mL (0.0 mM)
BE s >98%
BTESRM - -20°C , BERhRAmRT g
EYiEtE
. R406 B3I Syk #FI , IC50 /9 41 nM, 58HDE Syk , BE2ARNH Lyn fEFTF FIt3 %1
= ik
S5 15,
Syk(Cell-free assay)
L FIt3(Cell-free assay)
41 nM
IR

R406 SRMHIREIRER E (IgE)FN 19G IFHHZMAESIEN. R406 11 IgE HUAES
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M LTC4 | R FRIEMWE FAIF=4FNREL, 845 TNFa, IL-8, #1 GM-CSF, R406 HHIAE
A T 4858 Syk RYPAEHEERAVEIET B 4058+ B 4HiEHEREER/SLP6S AIRBSERLIE
FH. RA406 Z£5Z! Syk 9 ATP E&% |, 0% Syk AUEIESTENE . R4A06 2 ATP ST
F, Ki 7930 nM, R406 [ERTERZARME/ EARIF NP R4 Syk MKERE FCR BT53E
4, ELREHT B #WE4AHE BCR BTSN, R4A06 PR ESIEMHEMMANRS ( CCL) 48
FEVET- , BLREMT CCL3 71 CCL4 i, R406 BXuMEIM/IMRISS , BN ERISIRTIA

8 HIT BRI MEIED FoyRIA 32X ESTZRAYIHRE,

EELTBAMERIERETIRY Arthus R , 5 mg/kg R406 IESERZAKHIIAE! 86%.

FRTHTE | RA06 ERTHIMESAIXTREEE , tbAXUPHRE. BERERMNAET , R406 A
I ERZBEANE PRI ARRERITIRE | RSB HNRIEKTF.
I R406 a7 KB XT3 3RANBIETRITE5H.

EeIRXRitF (ESAXIESEIRIS FOE R ER)

MB3962 R406 (free base)
MB3963 R788 (Fostamatinib) Disodium
MB5554 Alogliptin(SYK-322) benzoate
MB3964 Fostamatinib (R788)

B4R : RFtR , IOTRETOFEYS  HESSRIASE , EREFAK, R406 2—Fh
ATP =509 Syk D415 , 350M4%] Syk SESEME, ARTATREXISIRIHTR,

%A E
S R om 1mg 5 mg 10 mg
0
RE 2 |

1 mM 1.5908 mL 7.9538 mL 15.9076 mL
5mM 0.3182 mL 1.5908 mL 3.1815 mL
10 mM 0.1591 mL 0.7954 mL 1.5908 mL
50 mM 0.0318 mL 0.1591 mL 0.3182 mL

SHTINRE (HS%F)

aPEELS

Animal Models: 7 C57BL/6 B 4psisEsT 150 uL BXE R K/BxN BESRAMIEE
SFEEXTR.

Formulation: 35% TPGS, 60% PEG 400, #1 5% A _#&
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Dosages: 1 & 5 mg/kg
Administration: OgatE

GEE]
HIFRALEGEE , ERTERES , SIZAHMIRE , REANEAE , FUSSBERE.

oSO T MEENEERMEDER | HAMREAMREREEN | LA CEIRNHSERAR A,

A SYIREEEER

1 FRP%  BUEIEMERIFAEECHITOE  BADEME. BEMHNEFRRTESED B
MR ; EREHREEER , BEITMIHRSHRNZRCKEE , SANMEMELER. MTHESE |
KEARGERN |, BEUERELT , &I Parafilm HOE , FHZIRIBEMEFRHER. WRMERET
K, BT mERE  @EEHRB , LIRsnsEaRE.,

2 (EERHIE | ABOHFRBRTIVRERRE | BISCRANANERNSH. NEHSEEER 18
EREESR  MIREFRESIEE DMSO |, ERHIETAEIETET 80 REERT , —RIULIRER
£3-6 MRLAE. EERRT  BXMERHTHRRE. BREERRREFR.

3 HRIEATERHE | BIRENAFTELHITERE  wEESRSEERFHAREETFER. BTKX
BOUEYEISBMRY , FRLAERZKIEST (40 PBS ) FATRRT , AIRERITHINIE | PBd A EEIARERH
AR ARXISEIFAERNE. WA DMSO {E/9iEx | B8R DMSO REEERIRE <0.3% LIBRMmigsS

.

KRES , FATENET 0.22UM FERTIESRE | BZRBRS , PEARESEXESR , Bl
L EWEY  EERAEERSEHIRELE.

4 BANSEIRMA - RTREUSMREAE TR TEREHNTE  JRSFEMA—LZ5H
HWREENER , WNIEE , CMC-NA |, HilE | BRFEESFERBXEVAE. WEER DMSO | i
& DMSO RIEIREE < 5% LABRBIEER. LRFIERITINE , JUSE TR

SR RERSRGHERE R

byt (KE(KG)  ARERAM2)  |Km R
eis 12 0.6 20

) 10 0.5 20

iz 3 0.24 12

2 1.8 0.15 12

B5CER, 0.4 0.05 8

KE 0.15 0.025 6
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& 0.08 0.02 5
/NER, 0.02 0.007 3

51 A(mg/kg) =514 B(mg/kg) X 04 B B9 Km ZE/504 A B9 Km ZRE

5 XFF-mB BRI

BWEIFRE | ERERSmAVERTEN | FRER TR, NTRSMEN M, HERT
500MG R, FfiIH) RIFBRMRIEIERAERRN. BT~ nEXAtrsngiETEE  NmSE~ R
MEEEERESFL  XIHMRERESGITHSET  TIEAUMERRERIT - RinfERER. XNTRK
Fom , AJLUME 200 BAGHIERELD , ERKEERIK , NTTERIRK.

RS EESE—EIRE £ NI EEREBETREESTE . EAM

e BT =2 B
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

AT ALEBRFEFRETH  MREWLRmATEIFRE /) | BREE - REF TR EEE
LHREEN—E  FTREMEARFmAFE. EILUINEEER ( SRIBFEFM ) FRIEES=

(E P

°

XTF RN iR R E N IRE | (TR ERSENENERARzLEY TR
BREMHIHEY  EEESSHRRMUKS |, EREHER | XM-nEEmEETESEHRE.
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