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SPP-86 J&— Rk LN RET MB&ZUER G0 A 2emdl, £ 1C50 6y 8 nM. SPP-86 f1fiffl

Description MCF7 4iffish RET % S5 PI3K/Akt Fil MAPK 15 5#8, thitim#l RET #SH ER o BRR
o
IC50 & Target IC50: 8 nM (RET)[1].
Cell Line Type Value Description
Inhibition of TEL-fused Ret S§91A mutant (unknown origin)
BaF3 Glso 0.35 uM expressed in mouse BaF3 cells assessed as cell growth
inhibition after 48 hrs by MTT assay
Inhibition of wild type TEL-fused RET (unknown origin)
BaF3 Glso 0.61 uM expressed in mouse BA/F3 cells assessed as cell growth
inhibition after 48 hrs by MTT assay
Cytotoxicity against mouse BAF3 cells after 48 hrs by MTT
BaF3 Glso 16.1 yM
assay
Inhibition of TEL-fused Ret V804M mutant (unknown origin)
BaF3 Glso 2.6 uM expressed in mouse BA/F3 cells assessed as cell growth
inhibition after 48 hrs by MTT assay
Cellular Effect Inhibition of TEL-fused Ret V804L mutant (unknown origin)
BaF3 Glso 5.43 uM expressed in mouse BaF3 cells assessed as cell growth
inhibition after 48 hrs by MTT assay
Growth inhibition of mouse BA/F3 cells expressing Ber-Abl
BaF3 1Cso 4500 nM
T3151 mutant after 48 hrs by MTT assay
Growth inhibition of mouse BA/F3 cells expressing wild-type
BaF3 1Cso 5020 nM
Ber-Abl after 48 hrs by MTT assay
Antiproliferative activity against mouse BAF3 cells harboring
BaF3 ICso >1000 nM
CCDCO6-RET fusion protein after 72 hrs by CCK8 assay
HCT-116 ECso 2.4 uM Antiproliferative activity against human HCT116 cells
TPC1 ECso 33 uM Antiproliferative activity against human TPC1 cells
Inhibition of RET C634W mutant in human TT cells assessed
TT Glso 2.54 yM
as cell growth inhibition after 10 days by MTT assay
SPP86 (0-10 1 M) inhibits MAPK signaling and proliferation in RET/PTC1 expressing TPCI1 but not
8505C or C643 cells[1].
SPP86 (0-10 © M) inhibits RET- induced phosphatidylinositide 3-kinases (PI3K)/Akt and MAPK
signaling and estrogen receptor @ (ER a ) phosphorylation in MCF7 cells[1].
Western Blot Analysis[1]
In Vitro
Cell Line: Thyroid cancer derived cell lines expressing the RET/PTC1
rearrangement (TPC1), BRAFV6F (8505C) or RASC!3R (C643)
mutations.
Concentration: 0-10 pM.
Incubation Time: 90 min.
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Result: Inhibited RET- induced ERK1/2 phosphorylation in thyroid cancer cell
lines.

Western Blot Analysis[1]

Solvent&Solubility

Cell Line: MCF7 cells (human breast cancer).
Concentration: 0-10 uM.
Incubation Time: 30 min.
Result: Inhibited RET- induced ER £4 phosphorylation and proliferation in
MCEF7 cells.
o o ST :

DMSO H [ f#E - 100 mg/mL (360.59 mM; 75 Bhia; WRIEH) DMSO Xf 7= &b It & R G 53 5
R, S AT R ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 3.6059 mL 18.0297 mL 36.0594 mL
Stock Solutions 5 mM 0.7212 mL 3.6059 mL 7.2119 mL
10 mM 0.3606 mL 1.8030 mL 3.6059 mL
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KA INEFAER:  10% DMSO —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (9.01 mM); ¥& & A

B A4S > 2.5 mg/mL (AR AR (B IAR .

PL1mL TAEGCAE], B 100 pL 25.0 mg/mL ¥ DMSO fifi&#in#| 400 uL PEG300 1, JBA
¥151; Fi EiRAE RSN 50 uL Tween-80, JREII5]; SRIG ARSI 450 L AFHK EEE 1
mL.

A KRR ¥ 0.9 g FALEN, BT ddH.0 FEERZE 100 mL, TGRS % B 10 A4 B4R K
WL

P -

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

Solubility: > 2.5 mg/mL (9.01 mM); ¥&i& A

B RAT3RAG > 2.5 mg/mL (AR AR (B IAR .

PL 1 mL TAEGCAE, B 100 pL 25.0 mg/mL [¥77H DMSO fif & n%] 900 uL 20% [ SBE-B-CD
A EACOKIE T, BEHAN.

2 g SBE-B-CD (B T4M B-HMIKS) MIAREAT 10mL MAEMEKE, SEAeBMERBEY.
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EIRF I INEFER:  10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (9.01 mM); ¥ &k

W7 RT3k > 2.5 mg/mL CHIFIBERFD MR, Sh7 R SEs e A UL E sl st m
AL

PL I mL TAEBCAE], B 100 uL 25.0 mg/mL [{7EE DMSO fig & inE] 900 uL Tk, JBEH
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SPP86. BMC Cancer. 2014 Nov 20;14:853.

[1]. Alao JP, et al. Selective inhibition of RET mediated cell proliferation in vitro by the kinase inhibitor
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LA AR,
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 3.6059 mL 18.0297 mL 36.0594 mL 90.1486 mL
5 mM 0.7212 mL 3.6059 mL 7.2119 mL 18.0297 mL
10 mM 0.3606 mL 1.8030 mL 3.6059 mL 9.0149 mL
15 mM 0.2404 mL 1.2020 mL 2.4040 mL 6.0099 mL
20 mM 0.1803 mL 0.9015 mL 1.8030 mL 4.5074 mL
25 mM 0.1442 mL 0.7212 mL 1.4424 mL 3.6059 mL
DMSO 30 mM 0.1202 mL 0.6010 mL 1.2020 mL 3.0050 mL
40 mM 0.0901 mL 0.4507 mL 0.9015 mL 2.2537 mL
50 mM 0.0721 mL 0.3606 mL 0.7212 mL 1.8030 mL
60 mM 0.0601 mL 0.3005 mL 0.6010 mL 1.5025 mL
80 mM 0.0451 mL 0.2254 mL 0.4507 mL 1.1269 mL
100 mM 0.0361 mL 0.1803 mL 0.3606 mL 0.9015 mL
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