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ILK-IN-2 (OSU-T315 analog) /& —#ha] 1 fizf) PDK2 5], tZ—F ILK M#75], 1C50 N
0.6 uM. ILK-IN-2 i% G4}l F % (Autophagy) FIVET: (Apoptosis), A HuMHIRIG M. ILK-IN-2 jEid

Description
BH1E AKT FISEERIELL EEIERR AKT PI0E, kg A (CLL) * Caspase fKit
PEJET:, SEK TCL1 /MRBEAL R A A7
ILK
IC50 & Target
0.6 uM (ICso)
Cell Line Type | Value Description
Antiproliferative activity against human LNCAP cells
LNCaP 1Cso 1.6 yM
assessed as suppression of cell viability by MTT assay
Antiproliferative activity against human MCF7 cells assessed
MCF7 1Cso 2.5 uM
as suppression of cell viability by MTT assay
Antiproliferative activity against human MDA-MB-231 cells
MDA-MB-231 1Cso 1uM
Cellular Effect assessed as suppression of cell viability by MTT assay
Antiproliferative activity against human MDA-MB-468 cells
MDA-MB-468 1Cso 1.5uM
assessed as suppression of cell viability by MTT assay
Antiproliferative activity against human PC3 cells assessed as
PC-3 ICso 2 uM
suppression of cell viability by MTT assay
Antiproliferative activity against human SKBR3 cells
SK-BR-3 ICso 1.8 uM
assessed as suppression of cell viability by MTT assay
ILK-IN-2 (0-10 &M, 24 h) %I CLL Ar/E40 /AR CLL 447 77 m Atk i ik 428 1k 2 g
R IE I A A A R N [ 1]
ILK-IN-2 (4 &M, 16h) £ CLL il FFM& Mcl-1 F1 Bel-xl /KT, fil& CLL 4iAdH i
caspase YiiE[1].
ILK-IN-2 (1-4 »M, 15min) 7£ Mec-1, OSU-CLL Zifr-F AR5 AKT K smiEls 545 S1].
ILK-IN-2 (0-5 1M, 24 h) 05 51 fide F LR 40 i R 1958, %F LNCaP, PC-3, MDA-MB-231,
MDA-MB-468, SKBR3, MCF-7 [#] IC50 4770y 1.6, 2, 1, 1.5, 1.8, 2.5 uM, IMiiE# &40/
AN FMA[2] 0
ILK-IN-2 (0-4 uM,24h) £ PC3, MDA-MB-231 1 4iff] PDK2, Z&iHidX} Ser-473 17 Akt
In Vitro AL 2]

ILK-IN-2 (0-4 uM, 24h) il 40 [ WRIE T3 PC-3 4HHFET[2].

Cell Viability Assay[1]

Cell Line: Mec-1, OSU-CLL, B cell, T cell

Concentration: 0,2,4,6,8,10uM; 0, 1,2,3,4,5 uM

Incubation Time: 24 h

Result: Had dose-dependent cytotoxicity against CLL cells, while its
cytotoxicity was reduced in normal T cells and B cells.

Apoptosis Analysis[1]

Cell Line: CLL
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Concentration: 4 uM
Incubation Time: 16 h
Result: Reversed the elevated levels of Mcl-1, significantly enhancing caspase
3/7 activity.
Western Blot Analysis[1]
Cell Line: Mec-1, OSU-CLL
Concentration: 1,2,3,4uM
Incubation Time: 15 min

Result:

Western Blot Analysis[2]
Cell Line:
Concentration:

Incubation Time:

Did not disrupt PDK1 phosphorylation, PI3 kinase activity or the
activity of Ras interactions with proto-oncogene serine/threonine protein

kinases.

PC3, MDA-MB-231
0,1,2,3,4uM;0,0.5,1,1.5,2,2.5 uM

24h

Result: Showed dose-dependent inhibition of Akt phosphorylation.
Apoptosis Analysis[2]

Cell Line: PC-3

Concentration: 0,1,2,3,4uM

Incubation Time: 24 h

Result:

Induced cell apoptosis and autophagy simultaneously, and autophagy

occured before cell apoptosis.

ILK-IN-2 (25-50 mg/kg, HHREBIEIEELN , MR —IK, 2-4 JH) 8/ AMEIRER, JF2 53

oili TCL1 B MR/ B S A7 R 1]

ILK-IN-2 (25-50 mg/kg, FIIR, BFK, 35 K) #filHER PC-3 RF RS 1A K[2].

Animal Model: Pharmacokinetic properties of OSU-T315[1]
Dosage: 50 mg/kg, daily for 4 weeks; 25 mg/kg, once daily for 2 weeks
Administration: Oral; Intraperitoneal injection (i.p.)
Result: Reduced white blood cell count and prolonged the survival of mice.
Animal Model: PC-3 tumor xenograft mice model[2]
In Vivo Dosage: 25, 50 mg/kg; daily; 35 days
Administration: Oral
Result: Significantly inhibited tumor growth (25 and 50 mg/kg groups inhibited
48% and 62% respectively).
Showed that the phosphorylation of Ser-473-Akt was dose-dependently
inhibited, while the phosphorylation of Thr-308-Akt was not affected. At
the same time, the phosphorylation levels of GSK3 & and MLC and the
expression levels of YB-1, HER2 and EGFR also appeared in parallel
decline.
A ST
Solvent&Solubility DMSO VAR : 50 mg/mL (93.70 mM; & 75 A, IR DMSO 7™ il VA Al FBE A S5 35 50,

AR T 1) DMSO)



https://www.medchemexpress.cn/javascript:goCoordinate('cpd_References1');
https://www.medchemexpress.cn/javascript:goCoordinate('cpd_References1');
http://www.shyuanye.com

@ iR 0T

RIRET AR TR AT

Shanghai yuanye Bio-Technology Co., Ltd
HLE: 021-61312973 & E: 021-55068248
P4ik:  www.shyuanye.com

HR#: shyysw@sina.com

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 1.8741 mL 9.3705 mL 18.7410 mL
Stock Solutions 5mM 0.3748 mL 1.8741 mL 3.7482 mL
10 mM 0.1874 mL 0.9370 mL 1.8741 mL

SRR = S TE AN [ A 77 oV AR REE PR I I VRIS G 48 — LGOI, WA,
S VR R A 7 it 2R

T R A7 7 AR . -80°C, 2 years; -20°C, 1 year. -80°C fif (£, 57E 2 EA M,
TP, TELE 1 AER A

YL

ARG SRR 2 2 MR PE 2 T AT R

AR VAR TT A S6% B8 In Vitro 77 sURCHIVEE (065 490, FEARVCE I BOIE 7
——APRESEIO G R AT R, VI (O 68 2 T LARIB AR 40, &M RAE s R SSIRi TAR, &
WS BIRD, 4 R

DA VAU SR 1 T 4 LU R 8 A 7R 7 A TC ) 2B P P PR o s B FE TR A v e BT L T
WG, W7 LOE s FAEn /s 7 i) 7

JE
KT A P 77
Solubility: > 5 mg/mL (9.37 mM); 5

W7 RS > 5 mg/mL AN RFD 18

PL1mL TAEGCAE], B 100 pL 50.0 mg/mL ¥ DMSO fifi&#in#| 400 uL PEG300 ', JBA
¥157; Fi Bk AE RSN 50 uL Tween-80, JRE 5] SRIG ARSI 450 L AFHK EEE 1

-20°C fi

10% DMSO — 40% PEG300 — 5% Tween-80 — 45% Saline

mL.

A KRR ¥ 0.9 g &AEN, BT ddH.0 FEERZE 100 mL, A LAFS RIS % B 10 4 B 4R K
WL

P -
TR A P 7
Solubility: > 5 mg/mL (9.37 mM); ¥ iHER

W7 RT3 > 5 mg/mL CHIRIEERFD (RERR, L7750 T 1A H L L (3P S5 W i
A

PL1mL TAEBCAE], B 100 pL 50.0 mg/mL [¥)77H DMSO & inE] 900 uL F oK, REH
5.

10% DMSO — 90% Corn Oil

BEHR [1]. Ta-Ming Liu, et al. OSU-T315: a novel targeted therapeutic that antagonizes AKT membrane localization
and activation of chronic lymphocytic leukemia cells. Blood. 2015 Jan 8;125(2):284-95.
[2]. Su-Lin Lee, et al. Identification and characterization of a novel integrin-linked kinase inhibitor. ] Med
Chem. 2011 Sep 22;54(18):6364-74.
SEREAE BRI R -

TR AR AN [RIA T o BV 0 L P B R RIS i 4V — ELICIRIE T, TR ORAT 8 S R ST VR RIS PR 7 i 2K

2o AR AR T AR : -80°C, 2 years; -20°C, 1 year. -80°C fiff£ I, 54 2 4E M HT,

-20°C fEA7ERT, ETE 1 FENEH .
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DMSO

1mM 1.8741 mL 9.3705 mL 18.7410 mL 46.8524 mL

5mM 0.3748 mL 1.8741 mL 3.7482 mL 9.3705 mL
10 mM 0.1874 mL 0.9370 mL 1.8741 mL 4.6852 mL
15 mM 0.1249 mL 0.6247 mL 1.2494 mL 3.1235 mL
20 mM 0.0937 mL 0.4685 mL 0.9370 mL 2.3426 mL
25 mM 0.0750 mL 0.3748 mL 0.7496 mL 1.8741 mL
30 mM 0.0625 mL 0.3123 mL 0.6247 mL 1.5617 mL
40 mM 0.0469 mL 0.2343 mL 0.4685 mL 1.1713 mL
50 mM 0.0375 mL 0.1874 mL 0.3748 mL 0.9370 mL
60 mM 0.0312 mL 0.1562 mL 0.3123 mL 0.7809 mL
80 mM 0.0234 mL 0.1171 mL 0.2343 mL 0.5857 mL
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