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BI-749327 &Pl S SRE A DRAEYIE R TRPC6 54057, X/ AL KR TRPC6

Description fERIR 1C50 {H43 %100 13nM. 19nM Fll 15 nM. BI-749327 %I/ TRPC6 Uik /& TRPC3 (1)
85 %, /& TRPC7 1) 42 ff.
IC50 & Target IC50: 13 nM (mouse TRPC6), 19 nM (human TRPC6), 15 nM (guinea pig TRPC6)[1]
) BI-749327 WM FIA R £ R sk 3K45 )88 TRPCo RALHRH HEK293T AU NFAT JEfk,
fnvitro FFBELIT 2 B (UL I P AR S A5 5 A% S R I R 2R R R4 1]
BI-749327 (30 mg/kg/K; D) I/ 0hfg, PRACAFYIELL, HHHIELE R 8 7
BRI R £ Al B R S0 A i) R AT A 1]
BI-749327 7 At A6 AU A 000 PR 5 R EL ) B B T A AL AR S B R I 1]
BI-749327 Xf/INL (3-30 mg/kg: HARD) HABKMAARLZH (11/2: 8.5-13.5 /D [1].
Animal Model: C57BL/6J mice[1]
Dosage: 30 mg/kg/day
Administration: Oral gavage
In Vivo Result: Improved left heart function, reduced volume/mass ratio, and blunted
expression of profibrotic genes and interstitial fibrosis in mice subjected
to sustained pressure overload.
Animal Model: CD-1 mice[1]
Dosage: 3 mg/kg, 10 mg/kg, 30 mg/kg
Administration: Oral administration
Result: ti2 8.5-13.5 hours
o S %60
Solvent&Solubility DMSO H ¥EMRIE @ 31.25 mg/mL (70.63 mM; 7 BIVE; IR DMSO X /= i A iR 2 % 5%

R, S AT ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.2602 mL 11.3012 mL 22.6024 mL
Stock Solutions 5mM 0.4520 mL 2.2602 mL 4.5205 mL
10 mM 0.2260 mL 1.1301 mL 2.2602 mL

SRR = S TE AR [ A 77 R KV AR REE PR I I VARSI B 480 — ELRC ORI, WA, i
S VR R A 7 it 2R

M RA7 7 AR . -80°C, 2 years; -20°C, 1 year. -80°C fifEit, 57E 2 EA MM,
TEEE, THLE 1 AER A
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ARG SRR AN 27 2 SR PE 2 T AT R

AR VAR TT A S6% B8 In Vitro 77 sURCHIVEE (065 490, FEARVCE I BOIE 7
——RPRESEIO G R AT R, VI (O 6F 2 T LARIB AR 40, &M RAE s RS AR, &
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R FAINEEAAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: >2.08 mg/mL (4.70 mM); &K

BT3RS > 2.08 mg/mL CHRIERAD IR THIER

U 1mL TARWAH], X 100 pL20.8 mg/mL fI%E DMSO & RN%E] 400 uL PEG300 ', B&
Y15y, B ERKATIA 50 uL Tween-80, VB AAT; ARG HEAEEMA 450 uL AEBEK EFHE 1
mL.

AEFE KT K 0.9 g EALEN, AT ddH0 FHEAE 100 mL, A LA BV IE 1% I 1 AR B A K
a3

L -

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

Solubility: >2.08 mg/mL (4.70 mM); ¥ i#WK

BT RT3 > 2.08 mg/mL CHRIERAD IR THIE .

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

2 g SBE-B-CD (B T 2E:ME B-FMIKG) MiREAT 10 mL FIAEIEKp, S8R iEEm.
FR =

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: >2.08 mg/mL (4.70 mM); V& %K

SET7 %A 3RS > 2.08 mg/mL CHLRIEERAD MRE WL BET7 22 S8 FWIZE AN T UL R 3h W seie iy
TEREA .

PL I mL TAEBCAE], HC 100 uL 20.8 mg/mL [{7EH DMSO fig & inE] 900 uL Tk, JBEH
5.

EZ 3N [1]. Lin B L, et al. In vivo selective inhibition of TRPC6 by antagonist BI 749327 ameliorates fibrosis and
dysfunction in cardiac and renal disease. Proc Natl Acad Sci U S A. 2019 May 14;116(20):10156-10161.
(=4 N
TEEAE BRI R -
TEARLHE 7 i LE AN TRV 77 BV 7R A PR 3 PR VA AR TC 1 W — ELFCRRVB VI, R 20 B ORAF, 3B G0 S ST AR RS R 7 i 2R
T RA7E )7 AR : -80° C, 2 years; -20° C, 1 year. -80° C ik, HE 2 EAMEM, -20° CflfERf, &4 1 4E
WAL .
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
WE
1 mM 2.2602 mL 11.3012 mL 22.6024 mL 56.5061 mL
5 mM 0.4520 mL 2.2602 mL 4.5205 mL 11.3012 mL
DMSO 10 mM 0.2260 mL 1.1301 mL 2.2602 mL 5.6506 mL
15 mM 0.1507 mL 0.7534 mL 1.5068 mL 3.7671 mL
20 mM 0.1130 mL 0.5651 mL 1.1301 mL 2.8253 mL
25 mM 0.0904 mL 0.4520 mL 0.9041 mL 2.2602 mL
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30 mM 0.0753 mL 0.3767 mL 0.7534 mL 1.8835 mL
40 mM 0.0565 mL 0.2825 mL 0.5651 mL 1.4127 mL
50 mM 0.0452 mL 0.2260 mL 0.4520 mL 1.1301 mL
60 mM 0.0377 mL 0.1884 mL 0.3767 mL 0.9418 mL
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