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HEYEE

Description

Fostamatinib (R788)/2 /& LA 15174 R406 1 RT1AZY), £ —Fh Syk #ii7, 1C50 Jy 41 nM, SEAEMH] Syk
HAHE] Lyn, %t FIt3 /EFAZCRML 6 £%. Phase 3.

IC5¢ & Target

Syk [1] Adenosine A3 receptor [1] Adenosine transporter [1] Monoamine transporter[1]

41 nM 81 nM 1.84 uM 2.74 uM

In Vitro

R788 J& i ik Z M (Syk) 1 7 RA06 HIRTZ4. R788 J&— i ATP 5 & HISE 440, Ki %y 30 nM. R788
FUEHRA AN HIi- 1IgE /59 CHMC Jitki, EC50 9 56 nM. R788 M £:4ifilHi-IgE %5 S# LTC4, 4iiffH
TR T, A3 TNFa, IL-8, H1 GM-CSF K/~ 5FJf. R788 %} Syk Ml Sk Syk {55 FilEpr
ARG E 3], CHMC Hh7E FeeRIME 52 )5, R788 24 IL-4 A1 IL-2 Z4k(55 . 1EAJERLIME,
ERgupe, Fbrkignn b, R788 Rem-thii] FeyR (55 . R788 Rei i Gy E& M T 1 5 il 2 AE R -
[1] R788 i 5 K&y % 4% DLBCL 4l AT . 7 R788 Ut DLBCL 4L 5, R788 51k k] sl An
Bl /4% 58 BCR 15 5 (SYK525/526 [ S Ea LAl SYK itk B 4ifii: % HBLNKBEREIL). [2]

In Vivo

T A A B BT 355 7 S S R U AR 5 5 1 91 A AL o, R788 3%t/ B 1 IR, 24k D A A A 5 1 43 o [1]
TE 5 — DU 7L, R788 AN BCRAES, FECENE B MG B AM A7 i/, I 3 i KiRyT 43)
WIAEG o [3] fE R PE DG A8 rh, R788 W%k /> A B4 fiE 4 i, Hh i TNFalpha, IL-1, IL-6 Al
IL-18, Mifiisb #E RSB AL . [4]

Solvent&Solubility

In Vitro:
DMSO :116 mg/mL (199.84 mM)
Water: Insoluble

Ethanol: Insoluble

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 1.7228 mL 8.6139 mL 17.2277 mL
Stock Solutions 5mM 0.3446 mL 1.7228 mL 3.4455 mL
10 mM 0.1723 mL 0.8614 mL 1.7228 mL

50 mM 0.0345 mL 0.1723 mL 0.3446 mL

TR it AE A R T 7 PP O A AR B P A G T TIRC U G AV — ELRC AW, T Bt Ar, R
SRR B 7= 2R R

il T ORAF 7 sURIIBR: -80°C, 6 months; -20°C, 1 month. -80°C f# {7k, it¢E 6 MH MMM, -20°C
TEAEIY, WA 1 N H AR .

In Vivo:

1.R788 is solved in 0.1% carboxymethylcellulose sodium, 0.1% methylparaben, 0.02% propylparaben.
2.R788 (Fostamatinib) is prepared in vehicle (35% TPGS, 60% PEG 400, 5% propylene glycol) .

3.R788 is prepared in PBS.
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Cell Assay

HRESEY: [1]

Cell lines: }57= 1 A\ AE X412 (CHMC)

Concentrations: 0 uM -100 uM

Incubation Time: 30 />4t

Method: 5771 AL KA (CHMC) T4 B s ifi. CD34- 44, FFESFMRE TR K, FFK,
FERE. EREAT, 408 R788 5 DMSO X53% 30 4-4h. 4AJ54HMH 0.25 | 2 mg/mL #i-IgE 5t
-1gG 52 UM BT E 0 T AR I A 41 L~ 1500/9L7E 5 R i Tyrode 2 i il 30
Gyl X LTCA FguAuE F 174, LL 100,000 40AE/FL5 M 1 /N ak 7 /N o 8058 Bk
B 2 KRS, LTCA M4 HE T Luminex £ HH AN & .

Animal Administration

FYIER:: [1]

Animal Models: E K154 1) Balb/c /)M,
Formulation: 35% TPGS, 60% PEG 400, 5% X [
Dosages: 1 mg/kg i 5 mg/kg

Administration: Az, 4 H X

Kinase Assay

TOtmiRBRBEARA KW E: [1]

HEAT 9IRS o X8 T Kyl sE,  200-pL (KRB EZFIf A 8 AN A ATP # (A 200 uM JT 46, 2
ELEFRE), (£ DMSO 8¢ 125, 62.5, 31.25, 15.5, & 7.8 nM JKFE 1) R788 f£1E i r. fEAH
1), FERREEAN RV 20 L RS EYY, JEAEREIE RN X TREANKE R R788, Ml & MK
FERIATP SR, Jixf ATP W EEAEIEL,  PAE R Km A Ve (B GH ) %, R Ky (31
B KAV man) W I FIARBEAE R, LASE Ko
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