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PIK-75 ;& —FA[iff) DNA-PK 1 pl10 o« -ZEEEME M H0HI7), % DNA-PK, plloa Al pl10

Description v,1C50 514 2,5.8 F1 76 M. PIK-75 #fiffi] pl10a ZCRLLANH] pl10B (IC50=1.3 uM) & 200
%A&. PIK-75 ST (apoptosis).
DNA-PK pl10a pl10y p1103 pl10B
2 nM (ICs0) 5.8 nM (ICs0) 76 nM (ICso) 510 nM (ICso) 1.3 uM (ICso)
hsVPS34 PI3KC2pB PI3KC2a mTORCI mTORC2
IC50 & Target
2.6 pM (IC50) 1 uM (IC50) 10 uM (IC50) 1 uM (IC50) 10 uM (IC50)
ATM ATR PI4KIIIB
2.3 pM (IC50) 21 uM (IC50) 50 uM (IC50)
Cell Line Type Value Description
A549 CCso > 100 uM Cytotoxicity against human A549 cells
Cytotoxicity against mouse HT-22 cells assessed as
HT-22 ICso 0.16 uM reduction in cell viability incubated for 48 hrs by MTS
assay
Cellular Effect Cytotoxicity against human MV4-11 cells after 72 hrs
MV4-11 1Cso 0.003 uM
by CellTiter-Glo assay
Antiproliferative activity against human OCI-AML-3
OCI-AML-3 1Cso 220 nM assessed as reduction in cell viability incubated for 48
hrs by CellTiter-Glo cell vaibility assay
PIK-75 also inhibits p110§, PI3KC2B, mTORC1, ATM, hsVPS34, PI3KC2a, mTORC2, ATR and
PI4KIIIB with IC50s of 510 nM, ~1 uM, ~1 uM, 2.3 uM, 2.6 uM, ~10 uM, ~10 uM, 21 pM, ~50 pM,
respectively[1].
PIK-75 alone blocks Thr 308 phosphorylation in L6 myotubes and 3T3-L1 adipocytes with IC50 values
of 1.2 and 1.3 puM, respectively[1].
PIK-75 (1-1000 nM; 5 min) blocks the phosphorylation of PKB induced by insulin on both Ser473and
Thr308 in CHO-IR cells in a dose-dependent manner, with an IC50 of 78 nM[2].
PIK-75 (0.1-1000 nM; 48 hours) inhibits the proliferation and survival of pancreatic cancer cells
through apoptotic cell death[3].
In Vitro PIK-75 (0.1-1000 nM) also reduces the colony formation of pancreatic cancer MIA PaCa-2 and AsPC-1

cells[3].
Cell Viability Assay[3]

Cell Line: Human pancreatic cancer cells (MIA PaCa-2 or AsPC-1)
Concentration: 0.1,0.3, 1, 3, 10, 30, 100, 300, and 1000 nM

Incubation Time: 48 hours

Result: Submicromolar concentration was sufficient to inhibit the proliferation

of pancreatic cancer, MIA PaCa-2 and AsPC-1 cells after 48-h
treatment.

Western Blot Analysis[2]
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Cell Line:

Concentration:

Incubation Time:

Result:

Overnight-starved CHO-IR cells
1, 10, 100, 1000 nM
5 minutes

Blocked the phosphorylation of PKB induced by insulin (1 nM, 10 min)

on both Ser473and Thr308 in a dose-dependent manner. PIK-75
potentiates anticancer activity of Gemcitabine (20 mg/kg) in vivo.
Gemcitabine (20 mg/kg) or PIK-75 (2 mg/kg) alone reduces the tumor
growth to similar degree. Beneficial effect of PIK-75/Gemcitabine is
evident as this combination markedly reduces the tumor growth in

vivowithout affecting the body weights of micel’].

PIK-75 (2 mg/kg) potentiates anticancer activity of Gemcitabine (20 mg/kg) in vivo. Gemcitabine (20
mg/kg) or PIK-75 (2 mg/kg) alone reduces the tumor growth to similar degree. Beneficial effect of
PIK-75/Gemcitabine is evident as this combination markedly reduces the tumor growth in vivowithout

affecting the body weights of mice[3].

In'Vivo Animal Model: Mice bearing tumors of MIA PaCa-2[3]
Dosage: 2 mg/kg; or combination with Gemcitabine (20 mg/kg)
Administration: Administered injection; 5 times per week. 25 days
Result: Reduced the tumor growth and enhanced the antitumor effect.
A ST
Solvent&Solubility DMSO 1 HIVAAREE : 13 mg/mL (28.74 mM; A EIE (<60°C); "R DMSO X ™ i IV iR FE A 2

HRM, W EAHITE R DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.2110 mL 11.0551 mL 22.1102 mL
Stock Solutions 5mM 0.4422 mL 22110 mL 4.4220 mL
10 mM 0.2211 mL 1.1055 mL 2.2110 mL

STEARAE 7 S 7E AN [EVA R o ARV R B PR A& VA RIS (5 90 — BRI, 18 2 2 ORAE, B
ST R R I R P R

AR RA7 J7 AR . -80°C, 6 months; -20°C, 1 month (protect from light). -80°C f&7ER, H7E 6
ANHWER, -20°C f#fERr, WE 1A R

YL

TARIR M SR I Zh AN 25 25 77 5 W FE L IR T %o

VU7 S e I In Vitro 75 SUBLHITEE R0 BRI I Bh 7 77«
NPRIESE 025 BT RIS TE, VB A 40T CARAE A 47 25 1, @ 4 ORAE s R SEIR M CAR, &
WESL A, 2R,

DRV AR R~ R B 20 LU R 4R VA FRIFE SR ) i P AR 5 B e AR v M BT TE S AT
G, AT LOE AR/ s 7 1 D7 B

E S

T PP VS A AV 71
Solubility: > 1.3 mg/mL (2.87 mM); ¥ % &k

SE7 AR > 1.3 mg/mL CHRIBERED BRI, IbJ7 R 9e e A UL s Y se 3wy
AL

PL I mL TAEBCAE], B 100 uL 13.0 mg/mL {75 DMSO fig & inE] 900 uL Tk, JBEH

10% DMSO — 90% Corn Oil
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SRR BRI R -
VAR = S E AN [F) VA 77 T VAL B PR A & VA I BC R (8 #5 :. — ELTC ROV, 5 40 R ORAE, 38 00 JS ST VR RO B 1 7™ B 2R 38
i B ARAE 7 IR : -80° C, 6 months; -20° C, 1 month (protect from light). -80° C ik fEHf, 57E 6 ANH WG, -20° C
RS, WEAE 1A A

AT FE 1 mg 5 mg 10 mg 25 mg
BRMER
wE
1 mM 22110 mL 11.0551 mL 22.1102 mL 55.2755 mL
5mM 0.4422 mL 22110 mL 44220 mL 11.0551 mL
10 mM 0.2211 mL 1.1055 mL 22110 mL 5.5275 mL
DMSO 15 mM 0.1474 mL 0.7370 mL 1.4740 mL 3.6850 mL
20 mM 0.1106 mL 0.5528 mL 1.1055 mL 27638 mL
25 mM 0.0884 mL 0.4422 mL 0.8844 mL 22110 mL
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