R R A IR AT
Shanghai yuanye Bio-Technology Co., Ltd

=1 I HLTE: 021-61312973  f%H: 021-55068248
ll? |] P4ik:  www.shyuanye.com
(A1} HR#: shyysw@sina.com
P24 #: BRM/BRG1 ATP Inhibitor-1

CAS &: 2270879-17-7
KRS S$89276

HEYEE

BRM/BRG1 ATP Inhibitor-1 (compound 14) J& — Ff J 45 1 ]k 3 P4 (¥ & #)  brahma [[] & ¥
(BRM)/SMARCA2 (SWI/SNF i 5 [ 44 8 J5 0. 5 i B3 2 19 68 0 AH S UL 8 B 1 i o 4 IR )
brahma FHKZE[K 1 (BRG1)/SMARCA4 =R IR T MR QUM 7, 1C50 MK T 0.005 1 M.
BRM/BRGI ATP Inhibitor-1 HA HifE .

Description

IC50 & Target IC50: < 0.005 uM (BRM, BRG1)[1].

Cell Line Type Value Description

Antiproliferative activity against human SBCS cells assessed as
Cellular Effect

SBC-5 ECso >10 uM cell growth inhibition after 6 days by celltiter-glo luminescent cell

viability assay

BRM/BRG1 ATP Inhibitor-1 (compound 14) (0-10 1M, 5 days) T LL30HI] 41 i (84585 1]
BRM/BRGI ATP Inhibitor-1 il KRT80 FEH[FRIE, /£ HI299 41 AACS0 (4ixt AC50)
524 0.01 uM, £ RERF-LC-AI 4B {1 AAC50 ¥ 0.01 uM[1].
Cell Proliferation Assay[1]
Cell Line: SKMELS melanoma cells and SBC-5 small cell carcinoma
In Vitro
Concentration: 0-10 uM
Incubation Time: 5 days
Result: Inhibited the proliferation of SKMELS5 cells with an AAC50(absolute
AC50) value of 0.004 uM and of SBC-5 cells with the AAC50more than

10 puM.

BRM/BRG1 ATP Inhibitor-1 ({t-54) 14) (R iR, 7.5 3 20 mg/kg, MR, 3 ) a4l K,
F Z AR LRI B KRTSO0 #IA[1].
Animal Model: Female athymic nude mice with RERF-LC-AI tumor xenografts[1]
Dosage: 7.5 mg/kg, 20 mg/kg
In Vivo Administration: Oral administration; everyday; 3 weeks
Result: Inhibited tumor growth by 21% and 55% at doses of 7.5 mg/kg and 20
mg/kg, respectively.
Inhibited KRT80 expression by up to 90% at 20 mg/kg for 7 hours after

administration.

o S0
Solvent&Solubility DMSO VR : 200 mg/mL (628.40 mM; JHH BhIE (<60°C); "RiRM DMSO X/ S VAR IE A
BN, WA BFHFE DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 3.1420 mL 15.7099 mL 31.4199 mL
Stock Solutions 5mM 0.6284 mL 3.1420 mL 6.2840 mL
10 mM 0.3142 mL 1.5710 mL 3.1420 mL

I ARAR P S LE S RV AR P T AR B R B B G VA RO A 48 0. — ELRRAIAT, 1 SR A7,
T R R P R
T A7 7 AR . -80°C, 2 years; -20°C, 1 year. -80°C i/, iH7E 2 EA{E,  -20°C fik
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TEIRARIE R SEsRsh P ANSs 24575 A IR HRE 2 VA IR T

VANV 7 SR Se % ] In Vitro 75 SUBLHITEE R BRI I Bh 7 77«

—— NP SEG A RN, B IORE AT ARIE A 0, 3& S OR A PRI SEER I LR, &
WESLHIES, 2R,

[ S R T AN (P S = RE Y i VN T 2 78T G R VAN A O EC G DU s el s B/ TR/ i
G, AT LOE AR/ B8 7 1 7 BN

E S

K FA AT 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: >2.08 mg/mL (6.54 mM); V& iR

BT RT3 > 2.08 mg/mL CHRIERAD IR HIER

U 1mL TARRCAH], B 100 pL 20.8 mg/mL 7T DMSO & W% 400 uL PEG300 1, iR&
¥4y, B ERERATIA 50 uL Tween-80, VB EA]; ARG HEAEEMA 450 uL AEBEK EFBE 1
mL.

AEFRER KT 0.9 g FALEN, BT ddH.0 HEAE 100 mL, AT LIS EIVEHE I IR FEER K
a3

L -

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

Solubility: >2.08 mg/mL (6.54 mM); ¥ iR

SRR >2.08 mg/mL CHURIREARSED (I E -

PL I mL TAEBCAE], HC 100 uL 20.8 mg/mL [{7EH DMSO fig#& i InE] 900 uL 20% [ SBE-B-CD
AEFERAOKEIR T, IREBIN .

2 g SBE-B-CD (I T 5k B-FRMIAE) MACAE T 10 mL AEEE K, SEARMEREIEN.

FR =

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: > 2.08 mg/mL (6.54 mM); V5% A

SET7 %A 318 > 2.08 mg/mL CHURIEERAD MRE WL, BET7 28 SE08 FIWIZE AN 7 UL R M 3h W seie iy
TR

L1 mL TAERCHE], HL 100 pL 20.8 mg/mL [I7H DMSO f## Mm% 900 uL Tk, EEH
5.

EZ 3N [1]. Papillon JPN, et al. Discovery of Orally Active Inhibitors of Brahma Homolog (BRM)/SMARCA2
ATPase Activity for the Treatment of Brahma Related Gene 1 (BRG1)/SMARCA4-Mutant Cancers. J Med
Chem. 2018 Nov 21;61(22):10155-10172.
SR AR HIR -
TR S AEAS RV R b B R R PR A G MVE RIS 2 — BRSOV, T 0 e OR A, G R SRR B 7 i
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ALIEVEF J5ig= 1mg 5mg 10 mg 25 mg
BEFERR
WE
DMSO 1 mM 3.1420 mL 15.7099 mL 31.4199 mL 78.5497 mL
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5SmM 0.6284 mL 3.1420 mL 6.2840 mL 15.7099 mL
10 mM 0.3142 mL 1.5710 mL 3.1420 mL 7.8550 mL
15 mM 0.2095 mL 1.0473 mL 2.0947 mL 5.2366 mL
20 mM 0.1571 mL 0.7855 mL 1.5710 mL 3.9275 mL
25 mM 0.1257 mL 0.6284 mL 1.2568 mL 3.1420 mL
30 mM 0.1047 mL 0.5237 mL 1.0473 mL 2.6183 mL
40 mM 0.0785 mL 0.3927 mL 0.7855 mL 1.9637 mL
50 mM 0.0628 mL 0.3142 mL 0.6284 mL 1.5710 mL
60 mM 0.0524 mL 0.2618 mL 0.5237 mL 1.3092 mL
80 mM 0.0393 mL 0.1964 mL 0.3927 mL 0.9819 mL

100 mM 0.0314 mL 0.1571 mL 0.3142 mL 0.7855 mL
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