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PARP/PI3K-IN-1 (compound 15) /& —F &% PARP/PI3K {5, ¥} PARP-1, PARP-2, PI3Ka,

Description PI3KpB, PI3KS A1 PI3Ky [ pICS50 {EH4r A 8.22. 8.44. 8.25. 6.54. 8.13. 6.08, PARP/PI3K-IN-1 /&
BT 2 R 15 (1 e U AL A .
PARP-1 PARP-2 PI3Ka
8.22 (pICso) 8.44 (pICso) 8.25 (pICso)
IC50 & Target|[1]
PI3K& PI3Ky PI3KPB
8.13 (pICso) 6.08 (pICso) 6.54 (pICso)
PARP/PI3K-IN-1 (compound 15; 1 uM; 72 hours) leads to a significant increase in cell apoptosis[1].
PARP/PI3K-IN-1 (1 uM; 72 hours) reduces the autophosphorylation levels of AKT and S6 while
increases the autophosphorylation level of ERK after treating cells, indicating that it can inhibit the PI3K
pathway and activate the ERK pathway[1].
PARP/PI3K-IN-1 (1 uM) displays a strong capability to downregulate the expression of BRCA1/2 at the
mRNA level in MDA-MB-468 cancer cells[1].
PARP/PI3K-IN-1 not only shows significant inhibitory activity against BRCA-deficient cells HCC1937
In Vitro and HCTI116, but also displays potent anti-proliferative activity against BRCA-proficient cells
MDA-MB-231 and MDA-MB-468[1].
Apoptosis Analysis[1]
Cell Line: MDA-MB-468 cancer cells
Concentration: 1uM
Incubation Time: 72 hours
Result: Led to a significant increase in cell apoptosis.
PARP/PI3K-IN-1 (i.p.; 50 mg/kg; twice daily (BID) for 34 consecutive days) significantly suppresses
the tumor growth[1].
Animal Model: Six-week-old male BALB/c nude mice with MDA-MB-468 cells[1]
In Vivo
Dosage: 50 mg/kg
Administration: i.p.; twice daily (BID) for 34 consecutive days
Result: Significantly suppressed the tumor growth.
i g
Solvent&Solubility DMSO H A : 100 mg/mL (151.37 mM; #8745 B, IR DMSO X 7= 5 vE iR A B %5

R, S AT ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 1.5137 mL 7.5686 mL 15.1373 mL
Stock Solutions 5 mM 0.3027 mL 1.5137 mL 3.0275 mL
10 mM 0.1514 mL 0.7569 mL 1.5137 mL

T ARAR P 7E S RV P AR B R B B G VA RO A 48 0. — ELRRAIAT, 1 SR A7,
T R R P R
BRI ARAE T AR . -80°C, 6 months; -20°C, 1 month. -80°C f&{EI}, 54 6 N F WA, -20°C
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fiBTEiE, EAE 1A A LR .

YL

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: > 2.5 mg/mL (3.78 mM); FiE#)

SR BRI > 2.5 mg/mL GERIERED HIEHHER.

U 1mL TARRCAH], B 100 pL 25.0 mg/mL 7T DMSO & W% 400 uL PEG300 ', R4
¥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: 2.5 mg/mL (3.78 mM); il #874 BhA

SET7 A3 2.5 mg/mL B AU, S R] B T IR A

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL {7 DMSO fig & 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: > 2.5 mg/mL (3.78 mM); ¥ & &k

SE7 AR > 2.5 mg/mL CHRIBERED BN, IbJ7 R 9e e LA A UL s Y se 3w
TR

L1 mL TAERCHE], HL 100 pL 25.0 mg/mL [I7H DMSO f##m# 900 uL Tk, EEH
5.

Bk [1]. Wang J, et al.Discovery of Novel Dual Poly(ADP-ribose)polymerase and Phosphoinositide 3-Kinase
Inhibitors as a Promising Strategy for Cancer Therapy.J Med Chem. 2020 Jan 9;63(1):122-139.
SR AR HIR -
TR AL AN RIA T BV 8 L P B BRI E b A 2V — ELICIRIE T, W0 R ORAT 8 S IR S VR RIS PR 7 i 5K
ik & T A7 75 SRR . -80°C, 6 months; -20°C, 1 month. -80°C fi 7R, #H7E 6 ™A WM, -20°C fEfFlS, #7141
HWAER .
ALIEVEF RE 1mg 5mg 10 mg 25 mg
HFERR

WE

1 mM 1.5137 mL

7.5686 mL 15.1373 mL 37.8432 mL
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DMSO

5 mM 0.3027 mL 1.5137 mL 3.0275 mL 7.5686 mL
10 mM 0.1514 mL 0.7569 mL 1.5137 mL 3.7843 mL
15 mM 0.1009 mL 0.5046 mL 1.0092 mL 2.5229 mL
20 mM 0.0757 mL 0.3784 mL 0.7569 mL 1.8922 mL
25 mM 0.0605 mL 0.3027 mL 0.6055 mL 1.5137 mL
30 mM 0.0505 mL 0.2523 mL 0.5046 mL 1.2614 mL
40 mM 0.0378 mL 0.1892 mL 0.3784 mL 0.9461 mL
50 mM 0.0303 mL 0.1514 mL 0.3027 mL 0.7569 mL
60 mM 0.0252 mL 0.1261 mL 0.2523 mL 0.6307 mL
80 mM 0.0189 mL 0.0946 mL 0.1892 mL 0.4730 mL

100 mM 0.0151 mL 0.0757 mL 0.1514 mL 0.3784 mL
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