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iGOT1-01 2 MAIRLAR LA | (BARTEN L% 1; GOT1) 57, /£ MDH %

Description It GOTI1 BEVEM&H 1C50 & 85 uM, £ GOTI/GLOX/HRP & IC50 24 113 u M.
iGOT1-01 A HUmintE.
IC50 & Target IC50: 85 uM (MDH coupled GOT1 enzymatic assay) and 11.3 1 M (GOT1/GLOX/HRP assay)[1].
iGOT1-01 has an IC50 of 84.6 u M in the GOT1/MDHI assay. No inhibitory activity is observed for
iGOT1-01 against MDH1 alone at 100 1 M[2].
In Vitro
iGOT1-01 (3.125-200 1 M; for 3 h) reveals little to no toxicity using two readouts of cell viability in
PaTu8902 pancreatic and DLD1 colon cancer cells[2].
iGOT1-01 (compound la; 20 mg/kg; oral) has reasonable bioavailability and exposure properties
(t1/2=0.7 hours, Cmax=4133 ng/mL, AUC(0-24 hours)=11734 hour ng/mL)[1].
Animal Model: Female CD1 mice with 9 weeks old[1]
In Vivo Dosage: 20 mg/kg (Pharmacokinetic Analysis)
Administration: Oral
Result: Has reasonable bioavailability and exposure properties (ti2=0.7 hours,
Cimax=4133 ng/mL, AUC (024 hours=11734 houreng/mL).
R
Solvent&Solubility DMSO "I ##E 1 100 mg/mL (312.12 mM; i A BIVA; TR DMSO X 7™ il (¥ 7 7 5 A7 55 35 5

e, 5 AETTE ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 3.1212 mL 15.6060 mL 31.2120 mL
Stock Solutions 5 mM 0.6242 mL 3.1212 mL 6.2424 mL
10 mM 0.3121 mL 1.5606 mL 3.1212 mL

*TEARAE = S E AN [ 77 VA B PR
ST R R I R P R

i %R A7 77 SURIBIFR : -80°C, 6 months; -20°C, 1 month. -80°C f§ 176, 54 6 4 H P, -20°C
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EIRFARRINEERAER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline

Solubility: > 2.5 mg/mL (7.80 mM); ¥ % &k
WA > 2.5 mg/mL IR RAD HIPETE R
PL I mL TAEBCAE], B 100 uL 25.0 mg/mL [¥17E5# DMSO i in%] 400 uL PEG300 #, JBH
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Y1515 Hi B A RF I 50 uL Tween-80, JRE YA RIGHAEEEIIAN 450 uL AFHK EHE 1
mL.

AEFRER KO 4 0.9 g FALEN, M T ddH.0 HEAZE 100 mL, AT LIS EIEHE I IR ER K
a3

L -

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

Solubility: > 2.5 mg/mL (7.80 mM); ¥E )

SR BRI > 2.5 mg/mL GERIERFD HIEHER.

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL [{7EH DMSO fig#&iInE] 900 uL 20% [ SBE-B-CD
AEFERAOKEIR T, IREBIN .

2 ¢ SBE-B-CD (M [ 3t B-MAMIKE) MAEAT 10mL FIAEEIKY, BEBMEEEEN.

FR =

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (7.80 mM); ¥iE AR

SE7 AR > 2.5 mg/mL CHLRIERSED BRI IbJ7 R 9 e A UL s Y se 3w
TR

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL {7 DMSO fig & inE] 900 uL Tk, JBEH
5.
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1ASA R
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BB
WE
1 mM 3.1212mL 15.6060 mL 31.2120 mL 78.0299 mL
5mM 0.6242 mL 3.1212mL 6.2424 mL 15.6060 mL
10 mM 0.3121 mL 1.5606 mL 3.1212 mL 7.8030 mL
DMSO 15 mM 0.2081 mL 1.0404 mL 2.0808 mL 5.2020 mL
20 mM 0.1561 mL 0.7803 mL 1.5606 mL 3.9015 mL
25 mM 0.1248 mL 0.6242 mL 1.2485 mL 3.1212 mL
30 mM 0.1040 mL 0.5202 mL 1.0404 mL 2.6010 mL
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40 mM 0.0780 mL 0.3901 mL 0.7803 mL 1.9507 mL
50 mM 0.0624 mL 0.3121 mL 0.6242 mL 1.5606 mL
60 mM 0.0520 mL 0.2601 mL 0.5202 mL 1.3005 mL
80 mM 0.0390 mL 0.1951 mL 0.3901 mL 0.9754 mL
100 mM 0.0312 mL 0.1561 mL 0.3121 mL 0.7803 mL
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