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Description

Lanraplenib (GS-9876) /& — = kM AR SYK $0#I71] (1C50=9.5 nM) , FI-T-f 5t #0E M
$9i o Lanraplenib (GS-9876) ITHER [ VI (GPVI) AR /NI SYK i, RS HEKAR
TS M E] (BT).

IC50 & Target

1C50: 9.5 nM (SYK)[1]

Cellular Effect

Cell Line Type Value Description

Inhibition of SYK in human Ramos cells assessed as reduction in

antihuman IgM F(ab)2-induced phosphorylation of BLNK at Y96
Ramos EC50 24 nM

residue preincubated for 1 hr followed by antihuman IgM F(ab)2

stimulation for 5 mins by MSD high bind plate assay

In Vitro

Lanraplenib (GS-9876) il A B Zufrf#t IgM ¥ AKT.BLNK.BTK.ERK.MEK #1 PKC
8 [MTmR1k, EC50 A 24-51 nM. Lanraplenib (GS-9876) il B 4l -3t IgM /S CD69 Al
CD86 #ix (EC50=112nM AFl 164 nM) FIFi IgM/Fi CD40 JLfili# B 4NAUIEAE (EC50=108 nM). 7L
ANFEEWESNAL T, Lanraplenib (GS-9876) #iffil IC #l¥#1 TNFa Al IL-18 FEH (BEC50=121 nM FI
9 nM)[1].

Lanraplenib (GS-9876) il fEE 1 VI (GPVI) %S0 H T#E T 4l MBEARRE Cv2 M8k
MR A N I P 4 /AR e 2R 8 DA % /AR 5 38 B T &R B 1 9 45 i 2],

In Vivo

Lanraplenib (GS-9876) il A B Zufrf#t IgM ¥ AKT.BLNK.BTK.ERK.MEK #1 PKC
8 [MTmR1k, EC50 A 24-51 nM. Lanraplenib (GS-9876) il B 4l 31 IgM /-5 CD69 Al
CD86 #ik (EC50=112nM FI 164 nM) FiFi IgM/FT CD40 JLfil# B 40/ (EC50=108 nM). 1E
ANEEWE4NE S, Lanraplenib (GS-9876) il IC H#) TNFa A1 IL-18 FEH (EC50=121 nM
9 nM)[1].

Lanraplenib (GS-9876) fllfil VI (GPVID) S TH0E T 4ifufigifiEis Cv2 4k
MR A N i e A /AR A R R DA R I /AR5 3 kT TR B 2R 1 O 46 29 2]

Description

RD162 & —Ff =5 HBARL ABEIR, —F DIRA AR S R BUEEBR (NSAA). RD162 S
R (AR) FiA RS £ . RD162 FEEAIRHUA RIS R/ BB hgs G o i

Solvent&Solubility

1 B S
DMSO VAR : 20 mg/mL (45.10 mM; &7 A, AR DMSO 7 i VA Al BE A S5 35 50,
A AR T 1) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.2548 mL 11.2740 mL 22.5479 mL
Stock Solutions 5 mM 0.4510 mL 2.2548 mL 4.5096 mL
10 mM 0.2255 mL 1.1274 mL 2.2548 mL

FTEARAE = S LE AN TENA AR ARV A BE PR A& VA RIS 5 90 — BLEC U, 19 9 2 ORAE,
ST R R I T P R

il %R R A7 77 SURBIPR : -80°C, 6 months; -20°C, 1 month. -80°C f§ {76, 54 6 A H P, -20°C
AR, EAE 1A H AEH.
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WARIE M SR sh AN 25 25 77 3 W FE U IR T %o
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VU7 SR Se % R In Vitro 75 SUBLHITEE R0 BRI I Bh 7 77«
DNPRIESE 025 R AT SETE, TS A 200 AT CARAE A 47 25 1, (@ 4 ORAE: R SEIR M CAR, 2
BSR4 RAE A

[ S R T AN (N S = RE A i ¥ N T 2 73T G R N AN A O P C G DU s el B/ TR/ i
LR, o] LUE 0 /s e 7 s %

VI S

R F RN FER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline

Solubility: > 2 mg/mL (4.51 mM); &%

BT RA3RAF > 2 mg/mL CHURIEARHD EHER -

U 1mL TARRCAH], B 100 pL 20.0 mg/mL FI7TE DMSO & W% 400 uL PEG300 ', iR&
151, Hi B ARSI 50 uL Tween-80, JRE YA RIGHAEEEIIN 450 uL AFHAK EHE 1
mL.

AEFEEKITECH]: K 0.9 g EALEN, AT ddH0 FHEAE 100 mL, A LA BV IE % I 1 AR B A K
T

L -

IR IR R 10% DMSO  —  90% (20% SBE-B-CD in Saline)

Solubility: > 2 mg/mL (4.51 mM); &%

BT RA3RAF > 2 mg/mL CHURIERAD ETHER -

PL I mL TAEBCAE], HC 100 uL 20.0 mg/mL [{7EH DMSO fig#& i InE] 900 uL 20% [ SBE-B-CD
AEFEAOKIEIR T, IREBIN .

2 g SBE-B-CD (I T 5k B-FRMIE) MACAE T 10 mL AEEE K, SEARMEREEN.
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(=4 N
TEEEAE BRI R -
TEARLEE 7 i LS TR 77 T BV R A PR A 0 R VA R BC A A 5. — ELFCRRIE VL, 8 20 B ORAF, 3B G S ST R RS R 7 i 2R
i B A R A7 7 AP : -80° C, 6 months; -20° C, 1 month. -80° C f§f#HT, WH7E 6 NMH WA, 20° CHEAERT, B
1ASA R
ALIEVEF J5ig= 1mg 5mg 10 mg 25 mg
BRI
WE
1 mM 2.2548 mL 11.2740 mL 22.5479 mL 56.3698 mL
5 mM 0.4510 mL 2.2548 mL 4.5096 mL 11.2740 mL
DMS0 10 mM 0.2255 mL 1.1274 mL 2.2548 mL 5.6370 mL
15 mM 0.1503 mL 0.7516 mL 1.5032 mL 3.7580 mL
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20 mM 0.1127 mL 0.5637 mL 1.1274 mL 2.8185 mL
25 mM 0.0902 mL 0.4510 mL 0.9019 mL 2.2548 mL
30 mM 0.0752 mL 0.3758 mL 0.7516 mL 1.8790 mL
40 mM 0.0564 mL 0.2818 mL 0.5637 mL 1.4092 mL
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