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Description

Branebrutinib (BMS-986195) /& — AN 201 A S Wl KA 2 FRIMEE (BTK) (AT AL, P
7, o 1C50 14 0.1 nM.

IC50 & Target

1C50: 0.1 nM (BTK)[1]

Cellular Effect

Cell Line  Type Value Description

Inhibition of BTK in human Ramos B cells assessed as reduction
Ramos 1Cso 72nM  in BCR-stimulated calcium flux after 1 hr in dark condition

measured for 180 sec

In Vitro

BMS-986195 J&—FlsR & H b $EE R BTK #0i70), AR FIALE Y S B E AL s e 22
BF:. BMS-986195 % BTK FJIEFEMEEL Tec ZURLMMOBTA MR 5000 f5LAE, Xf Tec Zi%
RIEBEMEN Y 9 % 1010 £%. BMS-986195 A PRI Ky A4 A ) BTKCKIG#HZEy 3.5X 10-4nM-1
min-1), JFEREANH] B AR HUR KB A AR 6 K7L CD86 HIRAMBYSAICS0<1 nM),
B R — g AR K R AR . FE AR, X Fey R MOBPE TNF-a 1/ R H
FAAIRI 1]

In Vivo

FE/NRAE R, BMS-986195 7 (L 15 1% V47 A PE R 1Y 48 (CIA) RN M J PR AR R 5% 4
(CAIA) fEAFIERIBIEIRTT 4 (RA) HRILH SRR MR, ITRBT IR B S e . ZHZR5 6
FRAH R % B B o ZE /N BRBME R, 45 H — K D IR <0.5 mg/kg RIRITAZIE RIT 2L A BTK
RiFFE=95%. LA, BMS-986195 Il ATl NZB/W /MRARIERER R 5. N T B
9t BTK JRiEM BTK M4 MAI80 0%, A4 fr s s kel 2 U BMS-986195. SIIRAT 0.5
mg/kg 1z BMS-986195 BIF[IAE] 100% ) BTK WefR i Z[1]

Solvent&Solubility

20 S5
DMSO H ¥ EE : > 150 mg/mL (404.95 mM; PRIEH) DMSO X 7= it VA ARIE A B4, 15
FitE ) DMSO)

* ">""means soluble, but saturation unknown)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.6996 mL 13.4982 mL 26.9964 mL
Stock Solutions 5mM 0.5399 mL 2.6996 mL 5.3993 mL
10 mM 0.2700 mL 1.3498 mL 2.6996 mL

SRR = S TE AR [ A 77 R VAR R PR I I VIS B 480 — B HOBTI, WA,
VR R R 7 ot 2R K

T RA7 )7 AR . -80°C, 2 years; -20°C, 1 year. -80°C i/, iH7E 2 EA{EM,  -20°C fik
TP, THEE 1 AER A

YL

ARG SR AN 27 2 SR PE 2 T AT R

AR VAR TT S S6 % B8 In Vitro 77 UPCHIVEE (065 490, FRARVCH I BVE 7

—— RPRESEIO S R AT R, VI (O 6F 2 T LRIB AR 40, &M RAE s IR SSIR i TIR, &
WS BIRC, 2R A

DA VA SR 1 T 4 LU 8 A 7RI 7 S TC ) 28 e P PR s B PETC B A b s BT L T
TG, W7 LOE I FAE/sE 7 i) 7 A
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R F RN FER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 3.75 mg/mL (10.12 mM); ¥ 3i5¥A R

W EATHAG >3.75 mg/mL GHRIERED HIEE AR

VL 1mL TAEWCHE], B 100 pL 37.5 mg/mL K% DMSO f## N 400 uL PEG300 1, VR4
Y15y, B ERKATIA 50 uL Tween-80, VB AAT; ARG HEAEEMA 450 uL AEBEK EFHE 1
mL,

AEER ALK IR 0.9 g SN, WEMT ddH.0 FHEASE 100 mL, A LA B S 004 B K
s

I -

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

Solubility: > 3.75 mg/mL (10.12 mM); 35 ¥A R

W EATHAG >3.75 mg/mL GHRIERED HIEE AR

PL I mL TAEBCAE], HC 100 uL 37.5 mg/mL {7 DMSO fig#& i inE] 900 uL 20% [ SBE-B-CD
AER R KK B, IREA.

2 g SBE-B-CD (I T 5 B-FRMIAE) MAEA T 10 mL A K, SEARMEREIEN.
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(=4 N
SRR BRI R -
TEARLHE 7 LS TRV 77 T VA A LA PR A 0 R VA RIS (. — ELFCRRIE VI, 1 20 B ORAE, 3 G S ST R RS AR 7 i 2R
T RAE )7 AR : -80° C, 2 years; -20° C, 1 year. -80° C /2, 5 2 EAMEM, -20° CflfEnf, &4 1 4E
WAL .
ALIEVEF J5ig= 1mg 5mg 10 mg 25 mg
B
WE
1 mM 2.6996 mL 13.4982 mL 26.9964 mL 67.4910 mL
5mM 0.5399 mL 2.6996 mL 5.3993 mL 13.4982 mL
10 mM 0.2700 mL 1.3498 mL 2.6996 mL 6.7491 mL
15 mM 0.1800 mL 0.8999 mL 1.7998 mL 4.4994 mL
DMSO 20 mM 0.1350 mL 0.6749 mL 1.3498 mL 3.3745 mL
25 mM 0.1080 mL 0.5399 mL 1.0799 mL 2.6996 mL
30 mM 0.0900 mL 0.4499 mL 0.8999 mL 2.2497 mL
40 mM 0.0675 mL 0.3375 mL 0.6749 mL 1.6873 mL
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50 mM 0.0540 mL 0.2700 mL 0.5399 mL 1.3498 mL
60 mM 0.0450 mL 0.2250 mL 0.4499 mL 1.1248 mL
80 mM 0.0337 mL 0.1687 mL 0.3375 mL 0.8436 mL
100 mM 0.0270 mL 0.1350 mL 0.2700 mL 0.6749 mL
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