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Description
AT R v A
APS6-45 (3-30 nM; 3 weeks) strongly suppresses TT human Medullary Thyroid Carcinoma (MTC)
cells colony formation in a soft agar assay[1].
In Vitro
APS6-45 (1 1 M; 1 h) strongly inhibits RAS pathway activity signaling in human MTC cell lines TT
and MZ-CRC-1[1].
APS6-45 (10 mg/kg; p.o. daily for 30 d) inhibits growth of TT tumors in mice and does not affect body
weight[1].
APS6-45 (0.1-160 mg/kg; a single p.o.) does not cause detectable toxic effects in mice[1].
APS6-45 (20 mg/kg; a single p.o.) exhibits long half-life (5.6 h), Cmax (9.7 u M) and AUCO0-24 (123.7
UM h) in mice[1].
Animal Model: Female nude mice (6 weeks) are implanted with TT cells[1]
Dosage: 10 mg/kg
In Vivo
Administration: P.o. daily for 30 days
Result: Led to partial or complete responses in 75% and was well tolerated.
Animal Model: Male ICR mice (6 weeks of age)[1]
Dosage: 20 mg/kg (Pharmacokinetic Analysis)
Administration: A single p.o.
Result: T1/2=5.6 h, Cmax=9.7 uM, AUC0-24=123.7 uMeh.
o o ST :
Solvent&Solubility DMSO H [ f#E - 250 mg/mL (455.88 mM; 75 Bhia; PRI DMSO 7= 5 I A R G 53 5%

R, S AT ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 1.8235 mL 9.1176 mL 18.2352 mL
Stock Solutions 5mM 0.3647 mL 1.8235 mL 3.6470 mL
10 mM 0.1824 mL 0.9118 mL 1.8235 mL
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Solubility: > 2.08 mg/mL (3.79 mM); V&1
BT RT3 > 2.08 mg/mL LRI R MR E R, M7 ZES050 I A H UL R fsh i s2ie |

10% DMSO — 90% Corn Oil

I
PL I mL TAEBCAE, HC 100 uL 20.8 mg/mL {7 DMSO fig & inE] 900 uL Tk, JBEH
o
BEER [1]. Sonoshita M, et, al. A whole-animal platform to advance a clinical kinase inhibitor into new disease
space. Nat Chem Biol. 2018 Mar;14(3):291-298.
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 1.8235 mL 9.1176 mL 18.2352 mL 45.5880 mL
5 mM 0.3647 mL 1.8235 mL 3.6470 mL 9.1176 mL
10 mM 0.1824 mL 0.9118 mL 1.8235 mL 4.5588 mL
15 mM 0.1216 mL 0.6078 mL 1.2157 mL 3.0392 mL
20 mM 0.0912 mL 0.4559 mL 0.9118 mL 2.2794 mL
DMSO 25 mM 0.0729 mL 0.3647 mL 0.7294 mL 1.8235 mL
30 mM 0.0608 mL 0.3039 mL 0.6078 mL 1.5196 mL
40 mM 0.0456 mL 0.2279 mL 0.4559 mL 1.1397 mL
50 mM 0.0365 mL 0.1824 mL 0.3647 mL 0.9118 mL
60 mM 0.0304 mL 0.1520 mL 0.3039 mL 0.7598 mL
80 mM 0.0228 mL 0.1140 mL 0.2279 mL 0.5698 mL
100 mM 0.0182 mL 0.0912 mL 0.1824 mL 0.4559 mL
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