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HEYEE

SF2523 /&I ik Bt PIBK 407, 40 PI3K « , PI3K v , DNA-PK, BRD4 #1 mTOR,

Description
IC50 435024 34nM, 158nM, 9nM, 241 nM 1 280 nM.
PI3Ka PI3Ky BRD4 (BD1) DNA-PK mTOR
IC50 & Target|[1]
34 nM (ICs0) 158 nM (ICs0) 241 nM (ICs0) 9 nM (ICs0) 280 nM (ICso)
Cell Line Type  Value Description
Inhibition of human 786-0 cell proliferation after 72 hrs by
786-0 ICso 3.3uM
spectrophotometric analysis
Inhibition of human BT474 cell proliferation after 72 hrs by
BT-474 ICso 3.8 uM
Cellular Effect spectrophotometric analysis
Inhibition of human H1299 cell proliferation after 72 hrs by
NCI-H1299 ICso 0.9 uM
spectrophotometric analysis
Inhibition of human PC3 cell proliferation after 72 hrs by
PC-3 1Cso 1.6 yM
spectrophotometric analysis
SF2523 KEHLAFEME MYCN Al Cyclin DI (MYCN #EFR) HIEE A FKT, MK AKT 14
Serd73 KbMBEERACKING] AKT Whifb. SF2523 Ab¥EG:3 BRD4 MFA MYCN JH 2700 sifehr .
SF2523 4K BRD4 (Kd=140 nM) 5®Z4AHEAER], J£5 BRD4 #—/> BD (BDI) (Kd=150 nM) &
In Vitro
AR SR ), {5 5 BRD4 9% A BD (BD2) (Kd=710 nM) KIZ5 4459, Lbi SF2523 %
b E AR BD MG %EMI), KT S5 BRD4. BRD2 1 BRD3 ] BD M&&FFEL: 5
CECR2 1 BRDT f] BD RILHHSEREREL S H5HA BD M4& I EEHRZ2].
SX AL, SF2523 Yy I B/ IRAR R . SF2523 X IR YT /N AT W] R A
In Vivo
N ERA W RA . SF2523 SEUNRMR T MYCN. pAKT I Cyclin D1 /KT~ 235 FEAK[2].
o L ST
Solvent&Solubility DMSO H ¥R > 30 mg/mL (80.77 mM; WRIE[) DMSO X7 b (V6 R BE AT 2 5 B, 175 1 A

FFH¥ DMSO)

* ">" means soluble, but saturation unknown

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.6924 mL 13.4622 mL 26.9244 mL
Stock Solutions 5mM 0.5385 mL 2.6924 mL 5.3849 mL
10 mM 0.2692 mL 1.3462 mL 2.6924 mL

SRR = S TE AN [ A 77 oV AR RE R PR I I VA RIS B 480 — LRI, WA,
S VR R R 7 it 2R

% RA7 7 AR . -80°C, 2 years; -20°C, 1 year. -80°C i/, iH7E 2 EA{E,  -20°C fik
TP, THLE 1 AER A

YL

ARG SR AN 27 2 IR PE M TR AT R

AR VAR TT A S6% B8 In Vitro J7 sURCHIVEE (065 490, FEARVCH I BOIE 7
AL I 4 R AT R, VI (O T DARE R AR 5 1, 82 IRAF s R SER i TR, &
WS BIRD, 4R A
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PR V70U RT 2733 14 1 43 L H i P TR E SR ) A M R s L s e FC e R o BTE S AT
LR, AT LA I B R /sl ke 7 G 7 B i

VI S

R F RN FER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (6.73 mM); V&5

W RAHAG > 2.5 mg/mL (R ARED HIETHIR.

UL 1mL TAEWCHE], B 100 pL 25.0 mg/mL KT DMSO f## N 400 uL PEG300 1, VR4
151 Hi B A RF I 50 uL Tween-80, JRE YIS RIGHAEEEIIN 450 uL AFHAK EHE 1
mL.

AT K TR S 0.9 g AN, BT ddH.0 FHEAZE 100 mL, A LB E W 145 F K
s

I

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

Solubility: > 2.5 mg/mL (6.73 mM); V&5

W RAHAG > 2.5 mg/mL (R ARKD HIETHIRT.

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL {7 DMSO fig#&iinE] 900 uL 20% [ SBE-B-CD
AE LKA B, IREA.

2 ¢ SBE-B-CD (Mt [ 5t B-MAMIKE) MAEAT 10mL FIAEEIEKY, BEBMEEEEN.

EZ 3N [1]. Carlino L, et al. Dual Kinase-Bromodomain Inhibitors in Anticancer Drug Discovery: A Structural
andPharmacological Perspective. ] Med Chem. 2016 Oct 27;59(20):9305-9320.
[2]. Andrews FH, et al. Dual-activity PI3K-BRD4 inhibitor for the orthogonal inhibition of MYC to block
tumor growth and metastasis. Proc Natl Acad Sci U S A. 2017 Feb 14;114(7):E1072-E1080.
(=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
BB
W
1 mM 2.6924 mL 13.4622 mL 26.9244 mL 67.3111 mL
5mM 0.5385 mL 2.6924 mL 5.3849 mL 13.4622 mL
10 mM 0.2692 mL 1.3462 mL 2.6924 mL 6.7311 mL
15 mM 0.1795 mL 0.8975 mL 1.7950 mL 4.4874 mL
DMSO
20 mM 0.1346 mL 0.6731 mL 1.3462 mL 3.3656 mL
25 mM 0.1077 mL 0.5385 mL 1.0770 mL 2.6924 mL
30 mM 0.0897 mL 0.4487 mL 0.8975 mL 2.2437 mL
40 mM 0.0673 mL 0.3366 mL 0.6731 mL 1.6828 mL
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50 mM 0.0538 mL 0.2692 mL 0.5385 mL 1.3462 mL
60 mM 0.0449 mL 0.2244 mL 0.4487 mL 1.1219 mL
80 mM 0.0337 mL 0.1683 mL 0.3366 mL 0.8414 mL
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