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MS402 & —F@ BDI &M BET BrD #iil5f, %I BRD4(BD1), BRD4(BD2), BRD3(BDI),

Description BRD3(BD2), BRD2(BD1) 1 BRD2(BD2) ] Ki 4%’y 77nM, 718 nM, 110 nM, 200 nM, 83 nM
Hl 240 nM. MS402 BT Th17 4056 IF st A % o
BRD4-BD1 BRD2-BD1 BRD3-BD1 BRD3-BD2 BRD2-BD2 BRD4-BD2
IC50 & Target|[1]
77 nM (Ki) 83 nM (Ki) 110 nM (Ki) 200 nM (Ki) 240 nM (Ki) 718 nM (Ki)
Reconstitution with na ve CD4+CD45RBhi cells isolated from spleen and lymph nodes of C57BL/6
mice, Ragl-/- mice begin losing weight after 4 week. MS402 (10 mg/kg; intraperitoneally twice a week for 3
weeks) shows much less weight loss[1].
Animal Model: C57BL/6 mice, Ragl-/- mice with T-cell transfer-induced colitis
In Vivo
model[1]
Dosage: 10 mg/kg
Administration: Intraperitoneally twice a week for 3 weeks
Result: Showed much less weight loss.
i g
Solvent&Solubility DMSO H [ f#E - 100 mg/mL (269.67 mM; 75 Bhia; WRIEH) DMSO Xf 7= &b I & R A & 5

R, S AT ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.6967 mL 13.4833 mL 26.9665 mL
Stock Solutions 5mM 0.5393 mL 2.6967 mL 5.3933 mL
10 mM 0.2697 mL 1.3483 mL 2.6967 mL

AR AN [ 5] i R VA R B I PR E A L A A — ELBCRRATR, B SRS, B
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it I AT J7 AR -80°C, 2 years; -20°C, 1 year. -80°C f&TFIN, W5(E 2 FAAE,  -20°C
T, AE L ENRER .

YL

TERE R SR AL 27 A SRR M MR T &

PR VAR J7 R85 e 4% In Vitro J7 ZURCHIE TS A4 AT, PR VOB B 70
SNPRUESEI S5 KA T SEVE, B IO 2 AT DU A7 25 1R, & A 0RAF s AR SEBR I TR, 2
WESLHIES, 2R,

AR VAR I 578 ) 43 b B2 R (B 2B P AR AR Ll eI R rh M ITIE T
PG, AT LUE R AR/l s (7 BT

VE S

R FA IR 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline

Solubility: 2.5 mg/mL (6.74 mM); &kitif; ##H Bh

SBT3 2.5 mg/mL B AU, S R] BT IR A

U 1mL TARRCAH], B 100 pL 25.0 mg/mL 7S DMSO & W% 400 uL PEG300 ', iR&
B4y, BB ERERATIA 50 uL Tween-80, VB AAT; ARG HEAEEMA 450 uL AEBEHK EFHZE 1

mL.
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AEFEEKITECH]: K 0.9 g EALEN, AT ddH0 FHEAE 100 mL, A LA BV IE 1% I 1 AR B A K
a3

L -

EIRF I AR 10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (6.74 mM); ¥ &k

W7 RT3k > 2.5 mg/mL GHFIBERED MR AR, Sh7 ZSEs e A Ll E sl st m
AL

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL [7EF DMSO fig#& i inE] 900 uL Tk, JBEH
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[1]. Cheung K, et al. BET N-terminal bromodomain inhibition selectively blocks Th17 cell differentiation

and ameliorates colitis in mice. Proc Natl Acad Sci U S A. 2017 Mar 14;114(11):2952-2957.
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 2.6967 mL 13.4833 mL 26.9665 mL 67.4163 mL
5 mM 0.5393 mL 2.6967 mL 5.3933 mL 13.4833 mL
10 mM 0.2697 mL 1.3483 mL 2.6967 mL 6.7416 mL
15 mM 0.1798 mL 0.8989 mL 1.7978 mL 4.4944 mL
20 mM 0.1348 mL 0.6742 mL 1.3483 mL 3.3708 mL
25 mM 0.1079 mL 0.5393 mL 1.0787 mL 2.6967 mL

DMSO

30 mM 0.0899 mL 0.4494 mL 0.8989 mL 2.2472 mL
40 mM 0.0674 mL 0.3371 mL 0.6742 mL 1.6854 mL
50 mM 0.0539 mL 0.2697 mL 0.5393 mL 1.3483 mL
60 mM 0.0449 mL 0.2247 mL 0.4494 mL 1.1236 mL
80 mM 0.0337 mL 0.1685 mL 0.3371 mL 0.8427 mL
100 mM 0.0270 mL 0.1348 mL 0.2697 mL 0.6742 mL
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