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T-1101 tosylate (TAI-95 tosylate) /& T-1101 (HY-120356) ) FFREER /. T-1101 tosylate &1
BB R dmlgR, mT LA AT E 20 R s R A E 1 (Heel)o T-1101 tosylate AIFAET Hecl FI

Description NEK2 Z[AIfIAHEAERT, £ APt R 00 4 e 2 4,  GISO 24 15-70 nM. T-1101 tosylate 7] i
S Huh-7 4TS (apoptosis) - T-1101 tosylate £/ FRAB L & T 0 oRg sk o
IC50 & Target NEK2
T-1101 tosylate shows potent in vitro antiproliferative activity (IC50: 14.8-21.5 nM)[2].
T-1101 tosylate disrupts the Hec1/Nek2 protein - protein interaction in the cells[2].
T-1101 tosylate (1 1 M; 3-24 24 hours) decreases the level of Nek2 in a time-dependent manner[2].
T-1101 tosylate (1 1 M; 24 hours) induces apoptosis[2].
T-1101 tosylate reduces amounts of cell-cycle related proteins cyclin A1, cyclin B1, and cyclin D1[2].
Apoptosis Analysis[2]
Cell Line: HeLa cells
Concentration: 1 uM
In Vitro Incubation Time: 24 hours
Result: Increased the amount of apoptotic marker proteins cleaved caspase-3
and PARP and decreased the amount of antiapoptotic proteins Mcl-1
and XIAP in HeLa cells.
Western Blot Analysis[2]
Cell Line: K562 cells
Concentration: 1 uM
Incubation Time: 3 hours, 6 hours, 16 hours, 24 hours
Result: Lowered the level of Nek2 in a time-dependent manner.
T-1101 tosylate shows good oral bioavailability and thermal stability [2].
Oral co-administration of T-1101 tosylate (2.5 mg/kg; p.o.; twice per day) halves the dose of sorafenib
(25 mg/kg to 12.5 mg/kg) required to exhibit comparable in vivo activity towards Huh-7 xenografts [2].
T-1101 tosylate (2.5 mg/kg; p.o.; twice per day) shows significant in vivo activity in mice bearing
various human cancer xenografts[2].
In Vivo Animal Model: SCID mice bearing human Huh-7, BT-474, MCF-7, and MDA-MB-231
xenografts[2]
Dosage: 25 mg/kg, 50 mg/kg
Administration: Oral administration; twice per day; 28 days
Result: Showed significant in vivo activity in mice bearing various human
cancer xenografts.
o o ST :
Solvent&Solubility DMSO VAR @ 62.5 mg/mL (93.87 mM; 75 B, IR DMSO Xt 7= i [ iR 5 A W0 5

R, S AT ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 1.5020 mL 7.5098 mL 15.0195 mL
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Stock Solutions 5 mM 0.3004 mL 1.5020 mL 3.0039 mL

10 mM 0.1502 mL 0.7510 mL 1.5020 mL

SRR = S TE AN [ A 77 R KV AR REE PR I I VA IS B 48 — BRI, WA,
S VR R R 7 ot R

i W R A7 7 SRATARR . -80°C, 6 months; -20°C, 1 month (sealed storage, away from moisture). -80°C
TEAEIE, HAE 6 DARRE, -200C A7, 4 1N A

YL

ARG SR AN 27 2 SR PE 2 T AT R

AR VAR DT AR S6IR I8 In Vitro 77 sURCHIVEE (065 490, FRAKVCOR I8 7

——APRESEIO G R AT R, VI (0 6 2 T LARIB AR 40, &M RAE s RS AR, &
WSR2 R A

DA VAU SR 1 T 4 LU 8 A 70 7 A TC ) 28 P PR o s B FE TR A b e BT L T
WG, W7 LOE s I FAE /s 7 i) 7 A

FE

KA IR 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.08 mg/mL (3.12 mM); EIHER

BT R AT > 2.08 mg/mL (HERIEARAD IR THEER

PL1mL TAEGCAE], B 100 pL 20.8 mg/mL ¥ DMSO fifi&#in#| 400 uL PEG300 ', JBA
¥15); Fi Bk RSN 50 uL Tween-80, JREHIA]; SRIG ARSI 450 uL AFHK EEZE 1
mL.

A EKIIEH: ¥ 0.9 g FAEN, BT ddH.0 FERZE 100 mL, A LAFS RIS % B (10 A4 B4R K
WL

HHE —

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

Solubility: > 2.08 mg/mL (3.12 mM); EIHHER

BT R AT > 2.08 mg/mL (HERIEARAD IR THEER

PL1mL TAEBCAE], B 100 pL 20.8 mg/mL {77 DMSO fifi & nF] 900 uL 20% [ SBE-B-CD
A ERAKIE h, IREA.

2 ¢ SBE-B-CD (A T 2t B-MMIkS) MAREAT 10 mL HAEEKY, EEBMRBIEEY.
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TR AR AN R b BV 7 L P B BRI E b A 2V — ELICIRIE T, TR ORAT 8 S R S VR RIS PR 7 i 2K
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5ip= 1 mg 5 mg 10 mg 25 mg
BRI

1 mM 1.5020 mL

7.5098 mL 15.0195 mL 37.5488 mL
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DMSO

5mM 0.3004 mL 1.5020 mL 3.0039 mL 7.5098 mL
10 mM 0.1502 mL 0.7510 mL 1.5020 mL 3.7549 mL
15 mM 0.1001 mL 0.5007 mL 1.0013 mL 2.5033 mL
20 mM 0.0751 mL 0.3755 mL 0.7510 mL 1.8774 mL
25 mM 0.0601 mL 0.3004 mL 0.6008 mL 1.5020 mL
30 mM 0.0501 mL 0.2503 mL 0.5007 mL 1.2516 mL
40 mM 0.0375 mL 0.1877 mL 0.3755 mL 0.9387 mL
50 mM 0.0300 mL 0.1502 mL 0.3004 mL 0.7510 mL
60 mM 0.0250 mL 0.1252 mL 0.2503 mL 0.6258 mL
80 mM 0.0188 mL 0.0939 mL 0.1877 mL 0.4694 mL
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