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GNF-2 &—FM BB mERE. THEK. 9 ATP 3547 Ber-Abl 401157 . GNF-2 #il

Description ‘
Ba/F3.p210 #4%H, 1C50 v 138 nM.

IC50 & Target Ber-Abl[1]

Cell Line  Type Value Description
Antiproliferative activity against mouse BA/F3 Ber-abl
BaF3 ICso >10uM negative cells expressing FIt3-ITD kinase assessed as
proliferation after 48 hrs by MTT assay
Antiproliferative activity against mouse BA/F3 Bcer-abl
BaF3 1Cso > 10uM negative cells expressing Tel-PDGFRbeta kinase assessed
as proliferation after 48 hrs by MTT assay
Antiproliferative activity against mouse BA/F3 Bcer-abl
BaF3 1Cso > 10uM negative cells expressing TPR-MET kinase assessed as
proliferation after 48 hrs by MTT assay
Antiproliferative activity against mouse BA/F3 Bcr-abl
BaF3 1Cso > 10uM negative cells expressing Tel-JAK1 kinase assessed as
proliferation after 48 hrs by MTT assay
Antiproliferation activity against mouse BA/F3 cells
> 10000
BaF3 ICso expressing Ber-abl A337N mutant assessed as cell
™ viability after 48 hrs by MTT assay
Cellular Effect Antiproliferation activity against mouse BA/F3 cells
BaF3 ICso 138 nM expressing Bcer-abl assessed as cell viability after 48 hrs
by MTT assay
Antiproliferation activity against mouse BA/F3 cells
BaF3 ICso 2367 nM expressing Ber-abl A3341 mutant assessed as cell viability
after 48 hrs by MTT assay
Antiproliferative activity against human HL60 Ber-abl
HL-60 1Cso > 10uM negative cells assessed as cell viability after 48 hrs by
MTT assay
Antiproliferative activity against human Jurkat Ber-abl
Jurkat 1Cso > 10uM negative cells assessed as proliferation after 48 hrs by
MTT assay
Antiproliferative activity against human K562 expressing
K562 1Cso 0.273uM Bcr-abl assessed as proliferation after 48 hrs by MTT
assay
Antiproliferative activity against human SUP-B15
SUP-B15  ICso 0.268uM expressing Bcer-abl assessed as proliferation after 48 hrs

by MTT assay

In Vitro GNF-2 &P mE] Ber-abl MKHMESNMIESE . GNF-2 (0.005-10 1 M; 48 /M) 45 5 MRl
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Ber-abl FIAZHATHESE, 1C50 Sy 138 nM, I HAE— & WL 0T A B A 200 0 80 A5 A A 4 i 23 P T
ik 10 M. GNF-2 (0.005-10 1 M; 48 /M) X Ber-abl B4R 577 A2 55 4 gt A K Al
IC50 {fiA 273 nM (K562) 1 268 nM (SUP -B15). GNF-2 (0.005-10 uM; 48 /N 4 E255V Al
Y253H A5 Ber-abl 4B (IC50 fH 45008 268 F1 194 nM)[1].

GNF-2 (1-10 uM; 48 hours) 5 Ber-abl AL 4HMMH T2[1].

GNF-2 (0.1-10 uM; 90 434h) DAFRIE A 5 40| Ber-abl (0240l 2 BB IR 4L, 1C50 Ny
267 nM[1].

Cell Proliferation Assay[1]

Cell Line: Ba/F3.p210, Ba/F3.p210525Vand Ba/F3.p185Y>53H cells

Concentration: 0.005, 0.01, 0.1, 1, 10uM

Incubation Time: 48 hours

Result: Inhibited Ber-abl-transformed cells proliferation.

Apoptosis Analysis[1]

Cell Line: Ba/F3.p210 and Ba/F3.p210F25V cells

Concentration: 1, 10uM

Incubation Time: 48 hours

Result: Increased number of Ba/F3.p210 cells undergoing apoptosis at 1uM for
48 h.

Ba/F3.p210E255V underwent apoptotic death after 48 h incubation in
the presence of 1uM or higher concentration.

Western Blot Analysis[1]

Cell Line: Ba/F3.p210 and Ba/F3.p210E25%V cells

Concentration: 0.1, 1, 10pM

Incubation Time: 90 minutes

Result: Decreased the autophosphorylation levels at a concentration of 1uM and

were barely detectable at 10uM, whereas the level of total Ber-abl
remained unchanged.
Induced a significant decrease in the levels of p-Stat5 (at Y694) at 1uM

in Ba/F3.p210 and Ba/F3.p210E255V cells.

GNF-2 (10 mg/kg; FEREEST 8 K) 49" LPS (5 mg/ke) % SFHI/NRAT R 1% . GNE-2 {£3" LPS %
SHEEL, K LPS %S LPS AN E AR/ SUAT BV/TV) 1R/[2].
GNF-2 [tk LPS 5l N.Oc/B.Pm. Oc.S/BS Ty LAl ES/BS T4y ELBIIN[2].

Animal Model: Eight-week-old C57/BL6 mice were administered i.p. injections of LPS
In Vivo (5 mg/kg)[2]

Dosage: 10 mg/kg

Administration: Lp. injections for 8 days; 1 day before and every day after the LPS
injection

Result: Prevented inflammatory bone destruction in vivo

TR
Solvent&Solubility DMSO ¥ fREEE © = 100 mg/mL (267.15 mM; WRIEM) DMSO Xt7= S VA RS A R &, i

F#TE1) DMSO)
H20 F¥EMEE : <0.1 mg/mL (insoluble)
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* "=" means soluble, but saturation unknown

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.6715 mL 13.3577 mL 26.7154 mL
Stock Solutions 5mM 0.5343 mL 2.6715 mL 5.3431 mL
10 mM 0.2672 mL 1.3358 mL 2.6715 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 RA7 7 SRAARR . -80°C, 2 years; -20°C, 1 year. -80°C i/, iH7E 2 E{ER,  -20°C fik
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

R FIR AR 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (6.68 mM); ¥& & A

W7 RT3 > 2.5 mg/mL FIEERED KB H .

PL1mL TAEGCAE], B 100 pL 25.0 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
mL.

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

P -

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

Solubility: > 2.5 mg/mL (6.68 mM); ¥&i& A

W REAPAG >2.5 mg/mL (HERIEARKD B HET.

PL1mL TAEGCAE, B 100 pL 25.0 mg/mL [¥77E DMSO fifi & nE] 900 uL 20% [ SBE-B-CD
A EAOKIE T, REHAN.

2 g SBE-B-CD (B T4Mt B-AMIKS) MPAREAT 10mL MAEMEKE, SEAeBMEBBEY.

HE =

R FIRINEAER:  10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (6.68 mM); ¥&i& A1

W7 RAERAG > 2.5 mg/mL GHERIEERED MEBREER, o7 ZsusH e LA A L L ish e m
A

PL1mL TAEGCAE, B 100 pL 25.0 mg/mL [H77H DMSO & inE] 900 uL F oK, REH
5.
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SRR VR R -

TFARLE 7= S FE AN TRNA 77 o OV R BE A PR A IR VA I TC R A 25 . — ELIC UL, 5 0 e ORAE, 3 G0 S 53 VR R AR P10 7 B R
o

AR RAF T RANWIBR: -80° C, 2 years; -20° C, 1 year. -80° C filifeid, 7€ 2 ENMEM, -20° CHEfEmS, 54 1 £
P

AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER

W
1 mM 2.6715 mL 13.3577 mL 26.7154 mL 66.7884 mL
5mM 0.5343 mL 2.6715 mL 5.3431 mL 13.3577 mL
10 mM 0.2672 mL 1.3358 mL 2.6715 mL 6.6788 mL
15 mM 0.1781 mL 0.8905 mL 1.7810 mL 4.4526 mL
20 mM 0.1336 mL 0.6679 mL 1.3358 mL 3.3394 mL
25 mM 0.1069 mL 0.5343 mL 1.0686 mL 2.6715 mL

DMSO

30 mM 0.0891 mL 0.4453 mL 0.8905 mL 2.2263 mL
40 mM 0.0668 mL 0.3339 mL 0.6679 mL 1.6697 mL
50 mM 0.0534 mL 0.2672 mL 0.5343 mL 1.3358 mL
60 mM 0.0445 mL 0.2226 mL 0.4453 mL 1.1131 mL
80 mM 0.0334 mL 0.1670 mL 0.3339 mL 0.8349 mL
100 mM 0.0267 mL 0.1336 mL 0.2672 mL 0.6679 mL
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