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AXL-IN-13 & —Fg 200 . BA D ARG R AXL 05 (IC50: 1.6 nM, Kd : 0.26 nM) .

Description
AXL-IN-13 % TGF-pl '3 LR 4L (EMT), Il il 2 fiz R,
Axl PDGFRp
IC50 & Target|[1]
2.3 nM (Kd)
Cell Line  Type Value Description
Cellular Effect BaF3 IC50 4.7nM Antiproliferative activity against mouse BaF3 cells transfected with
TEL-AXL assessed as inhibition of cell growth incubated for 72 hrs
AXL-IN-13 (tb &4 6li) ##] Ba/F3-TEL-AXL 404, 1C50 S~ 4.7 nM (il i ELISA il
TE)[1].
AXL-IN-13 &85 "4F CSFIR. FLT1/3/4. KLT. PDGFRB. TIE2 4542617,
AXL-IN-13 (0-500 nM, 6 /M) #d MDA-MB-231 A1 4T1 4ffirh AXL MIBEER1L[1].
AXL-IN-13 (0-3 uM, 3 K) Fil; MDA-MB-231 40fgF TGF-B 1 (10 ng/mL) %% EMT[1].
AXL-IN-13 (0-3 uM, 24 /~iP) #fil] TGF-B 1 (10 ng/mL) %51 MDA-MB-231 4L M1z
2(1].
Western Blot Analysis[1]
Cell Line: MDA-MB-231 cells
Concentration: 0,0.11,0.33,1,3 uM.
In Vitro Incubation Time: 3 days
Result: Restored the protein levels of E-cadherin and N-cadherin to control levels.
Cell Migration Assay[1]
Cell Line: MDA-MB-231 cell
Concentration: 0,0.11,0.33,1,3 puM.
Incubation Time: 24h
Result: Inhibited cell migration at 1 and 3 uM.
Inhibited the invasion of MDA-MB-231 cells by 22.6, 34.8, 56.5, and 70.4%
at the concentrations of 0.11, 0.33, 1.0, and 3.0 uM, respectively..
AXL-IN-13 (tb &9 6li) (50 5% 100 mg/kg, AR, 14 ) #f] 4T1 g A K AMEER[1].
AXL-IN-13 (25 mg/kg, M) o HBEFH PK #IZk, AUC 4y 8410.21 ng/mL/h, T1/2 {54 4.22
h, ORAEIFIAE (F) N 14.4%[1].
Animal Model: Xenograft model derived from highly metastatic 4T1 cells.[1]
In Vivo Dosage: 50 or 100 mg/kg
Administration: Oral administration (p.o.)
Result: Suppressed 4T1 tumor growth with a tumor growth inhibition (TGI) of 78.0

and 95.9% at 50 and 100 mg/kg, respectively.

Inhibited the phosphorylation of AXL.
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Showed that liver is one of the most common sites of breast cancer

metastasis.
Animal Model: Rats[1]
Dosage: 5 mg/kg (i.v.), 25 mg/kg (p.o.)
Administration: Intravenous injection (i.v.), oral administration (p.o.)
Result: Pharmacokinetic parameters of AXL-IN-13 (Compound 6li).
parameters Tz (h) Cinax (ng/mL) AUC st F (%)
5 mg/kg 3.31 12280.44 11684.24
(iv.)
25 mg/kg 422 887.75 8410.21 14.4
(p-0.)
o o ST :

Solvent&Solubility

DMSO H [ f#E - 100 mg/mL (158.05 mM; 75 Bhia; "R DMSO Xf 7= 5 I A R G i 3& 5
R, 4 AT ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 1.5805 mL 7.9024 mL 15.8048 mL
Stock Solutions 5 mM 0.3161 mL 1.5805 mL 3.1610 mL
10 mM 0.1580 mL 0.7902 mL 1.5805 mL

SRR = S TE AR [ A 77 o O AR REE PR I I VA IS G 48 — B HOBTI,  W e, iEk
S VR R A 7 it R K

ik & T A7 75 SURHBR . -80°C, 6 months; -20°C, 1 month. -80°C f477RT, 1 7E 6 ANH P, -20°C
BAERE, EAE LA H R

YL

ARG SRR AN 27 2 MR PE 2 T AT R

AR VR TT SV S6 % B8 In Vitro 77 sURCHIVENE (065 490, FRAR VA I BIE 7

—— NRIE SRS R TS, VB Ak T LURIE AR S0, S IRAT . RSN TR,
WEDL AR, 2R

DA VA SR 1 T 4 LU R R A 7R 7 A TC ) 28 P R s B FE TSR A b s BT L T
TG, W7 LOE I FAE /s 7 i) 7

FE
T A P 7
Solubility: 2.5 mg/mL (3.95 mM); F&TSIEWR; HiA A

TR AT 2.5 mg/mL HIEEE R

PL1mL TAEMCAE, B 100 wL25.0 mg/mL [ E DMSO fig&nEl 400 uLPEG300 i, &
H¥5: T BRI 50 »LTween-80, JBEINA: ARG HARLIMAN 450 wL AFEHK &
A% 1mL.

AR EKEOBCH]: 45 0.9 g SALEN, VEMT ddHz O JEEZRZE 100 mL, AT DA% ) 4 B0 26
KB

HE —

R T A P 7
Solubility: 2.5 mg/mL (3.95 mM); F&TSIEWR; HiA A

W7 R ARG 2.5 mg/mL [METE R, o7 RSEIEHTE LA A UL LI se B -

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

10% DMSO —  90% Corn Oil
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P 1 mL TAERBCAE], B 100 w1 25.0 mg/mL ({37 DMSO 4%l 900 uL TR, BE

ZHE

Inhibitors. ] Med Chem. 2022 Nov 24;65(22):15374-15390.
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SEREAE BRI IR -
AL B S R AR P OB MOV AT URA il — LRI, VM SEARAE B S R SIS WU i

R

BRI ARAE T AR . -80°C, 6 months; -20°C, 1 month. -80°C fEfFER}, H7E 6 A WA, -20°C ANy, H7E 14

A,
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 1.5805 mL 7.9024 mL 15.8048 mL 39.5120 mL
5 mM 0.3161 mL 1.5805 mL 3.1610 mL 7.9024 mL
10 mM 0.1580 mL 0.7902 mL 1.5805 mL 3.9512 mL
15 mM 0.1054 mL 0.5268 mL 1.0537 mL 2.6341 mL
20 mM 0.0790 mL 0.3951 mL 0.7902 mL 1.9756 mL
25 mM 0.0632 mL 0.3161 mL 0.6322 mL 1.5805 mL

DMSO

30 mM 0.0527 mL 0.2634 mL 0.5268 mL 1.3171 mL
40 mM 0.0395 mL 0.1976 mL 0.3951 mL 0.9878 mL
50 mM 0.0316 mL 0.1580 mL 0.3161 mL 0.7902 mL
60 mM 0.0263 mL 0.1317 mL 0.2634 mL 0.6585 mL
80 mM 0.0198 mL 0.0988 mL 0.1976 mL 0.4939 mL
100 mM 0.0158 mL 0.0790 mL 0.1580 mL 0.3951 mL
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