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

=1 HLTE: 021-61312973  f%H: 021-55068248
l ? M4k: www.shyuanye.com
(A1} HR#: shyysw@sina.com

FEM4FR: BIX 01294
CAS &: 1392399-03-9

KRS : S$88026

HEYEE

BIX-01294 trihydrochloride J&—7fi Al i HL i BEILFF PRI G9a A GLP 48 111 H REAE RS B 77,
I1C50 4358 1.9 uM Ml 0.7 uM. BIX-01294 trihydrochloride it 5B B M N b4 HE
Description TR o 45 A5 KM G9a/GLP - BIX-01294 trihydrochloride /& —F (1H-1,4-diazepin-1-yl)-quinazolin-4-yl
T A, AT FIRBUHETA T (necroptosis) 1 H Wk, BIX-01294 trihydrochloride £ %2 /Y 8 2 Ay p
HA GRS
IC50: 2.7 uM (G9a in DELFIA assay)[2]
IC50 & Target

IC50: 1.9 v M for G9a and 0.7 1 M for GLP[5]

BIX-01294 (2 1 M; 48 h) trihydrochloride selectively inhibits recurrent tumor cell growth[1].

BIX-01294 (1 u M) trihydrochloride leads to a marked increase in phosphorylation of S345 of
MLKL[1].

BIX-01294 (1 1 M) trihydrochloride significantly upregulates the canonical p53 targets Cdknla (p21)
and Gadd45a in recurrent tumor cell lines[1].

BIX-01294 (1 u M; 6 days) trihydrochloride causes the reduction in H3K9me?2 levels in primary and
recurrent tumor cells[1].

BIX-01294 trihydrochloride leads to necroptotic cell death in recurrent tumor cells. Necrostatin-1 (30
M) partially reverses cell death induced by BIX-01294 (750 nM; 24 h) trihydrochloride[1].

BIX-01294 (4.1 u M; for 2 days) trihydrochloride causes around a 20% reduction, concomitant with a
comparable increase in the unmodified H3K9 fragment in H3K9me2 in mouse ES cells. BIX-01294
trihydrochloride causes pronounced reduction in H3K9me2 and a small decrease for H3K9me3 and

In Vitro H3K9mel in wild-type ES cells[2].

BIX-01294 trihydrochloride has no inhibition of the other histone methyltransferases even at
concentrations of 45 1 M. BIX-01294 trihydrochloride does not affect SUV39H1 (H320R) and PRMT1
within the tested concentration range (up to 10 1 M)[2].

BIX-01294 trihydrochloride inhibits G9a in an uncompetitive manner with S-adenosyl-methionine
(SAM)[2].

BIX-01294 (1 pg/mL) causes reduction in the BrdU incorporation of fetal PASMCs. BIX-01294
treatment decreases the PASMCs migration induced by PDGF[3].

Cell Viability Assay[1]

Cell Line: Primary or recurrent tumor cells

Concentration: 2 uM

Incubation Time: 48 h

Result: Selectively inhibited recurrent tumor cell growth.

BIX-01294 trihydrochloride (10 mg/kg; IP; three times a week for 2 weeks) significantly reduces tumor
growth and tumor burden in recurrent tumor cells. Primary tumor growth is not inhibited[1].

Animal Model: Female MMTV-1tTA;TetO-Her2/neu (MTB;TAN) and TetO-Her2/neu
In Vivo
(TAN) mice with recurrent or primary tumor cells[1]
Dosage: 10 mg/kg
Administration: IP; three times a week for 2 weeks
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Result: Significantly reduced tumor growth and tumor burden in recurrent tumor
cells.

Primary tumor growth was not inhibited.

Slowed the growth of orthotopic recurrent tumors in athymic nude

recipients.
i g
Solvent&Solubility H20 HHIEME © = 100 mg/mL (166.66 mM)
DMSO I EIE : 58.33 mg/mL (97.21 mM; 75 B, MBI DMSO X /™ i AV iR A 235 5%
R, S AT DMSO)
* "=" means soluble, but saturation unknown
1mg 5mg 10 mg
Concentration

Preparing 1 mM 1.6666 mL 8.3331 mL 16.6661 mL

Stock Solutions 5 mM 0.3333 mL 1.6666 mL 3.3332 mL
10 mM 0.1667 mL 0.8333 mL 1.6666 mL
STEARAE = S TE AN TEA R AV R BES PR A& VA RIS 8 5 90 — BLEC UL, 19 9 2 ORAE,
ST R R I P P R
% & RAT 7 IR . -80°C, 6 months; -20°C, 1 month (sealed storage, away from moisture). -80°C
BTEI, W 7E 6 AN H P, -20°C fEFERE, 7 1 A H AR
*ORTE: IR PE KA AW, R E LIRS, BA 0.22 pm IR ERR S A0 .
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SN F IR -
AR WA R AR FE A 6 2008 IV AR s — ELRURIBL, VMBI, 388 G R SR I MU i

&R ARAT 7 AFER: -80° C, 6 months; -20° C, 1 month (sealed storage, away from moisture). -80° C fikf7Rf, i7E 6
MHWAMEH, 20° CHEFR, EE 1ANHWEH.

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 1.6666 mL 8.3331 mL 16.6661 mL 41.6653 mL
H20/DMSO 5 mM 0.3333 mL 1.6666 mL 3.3332 mL 8.3331 mL
10 mM 0.1667 mL 0.8333 mL 1.6666 mL 4.1665 mL
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15 mM 0.1111 mL 0.5555 mL 1.1111 mL 2.7777 mL

20 mM 0.0833 mL 0.4167 mL 0.8333 mL 2.0833 mL

25 mM 0.0667 mL 0.3333 mL 0.6666 mL 1.6666 mL

30 mM 0.0556 mL 0.2778 mL 0.5555 mL 1.3888 mL

40 mM 0.0417 mL 0.2083 mL 0.4167 mL 1.0416 mL

50 mM 0.0333 mL 0.1667 mL 0.3333 mL 0.8333 mL

60 mM 0.0278 mL 0.1389 mL 0.2778 mL 0.6944 mL

80 mM 0.0208 mL 0.1042 mL 0.2083 mL 0.5208 m
DMSO 100 mM 0.0167 mL 0.0833 mL 0.1667 mL 0.4167 mL

ks MEIERARIE R WRBEE TARRE, A 0.22 pm AYRERRL 8RR 1H 5 fEH -
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