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T863 J&— M EA ARG, M HAMN DGATI (BREE4HiEE A: B EMBEERE 1D

Description 5, 1C50 N 15nM. T863 %t A MGAT3. A DGAT2 i A MGAT2 LA, T863 5
DGAT1 MIBEHEAEGE A 56 stH TR, S0 b =Bt 5l i & .
1C50 & Target 1C50: 15 nM (DGAT1)[2]
Cell Line Type Value Description
Inhibition of human DGAT]I expressed in CHO-K1 cells after 1
CHO-K1 ECso 1.436 uM | hr using palmitoyl-1-14C-coenzyme A by phospholipid
flashplate assay
Inhibition of DGAT 1-mediated triglyceride synthesis in human
HT-29 ICso 16 nM HT-29 cells using [3H]glycerol as substrate after 6 hrs by beta
counting
Inhibition of human DGAT-1-mediated triglyceride synthesis
HT-29 ICso 8 nM
Cellular Effect in the HT-29 cells by whole cell assay
Inhibition of triacylglycerol synthesis in human HuTu 80 cells
HuTu80 ICso 0.004 uM
after 30 mins
Inhibition of human recombinant DGAT]1 expressed in Sf9
SO ICso 0.015 uM
cells by liquid scintillography
Inhibition of full length human microsomal DGAT-1 expressed
in baculovirus infected insect Sf9 cells using
SO ICso 72 nM
[14C]decanoylCoA as substrate after 1.5 hrs by scintillation
counting
) T863 (RFLE 3 R Y5 b 2 RIVH A A e W 0L, R W IR0 40 L mT EAE 23 L F) 3T3-L1 IR e
fn Vitro Mol DGATI Jm$2 el & UK (1],
T863 (30 mg/kg: R) AIFEART AR MIH AR H Il =BRFRAC,  IF oo e i R EUEE] .
Animal Model: C57BL6 normal mice (8 weeks old) or diet-induced obese (DIO) mice
(10 months old, fed a high fat diet for 8 months)[1]
Dosage: 30 mg/kg (5 pL/g)
In Vivo Administration: Oral administration; once a day for days 1-7 and twice a day for days
8-14
Result: Significantly delayed fat absorption and resulted in lipid accumulation in
the distal small intestine of mice, mimicking the effects of genetic
ablation of DGAT1
A ST
Solvent&Solubility DMSO I #IE : > 50 mg/mL (126.75 mM; WGR[¥) DMSO 7= 5t (¥ 7 AR S A B35 50, 1 0 3T

FFH¥ DMSO)

* ">" means soluble, but saturation unknown
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Preparing 1 mM 2.5350 mL 12.6752 mL 25.3505 mL
Stock Solutions 5 mM 0.5070 mL 2.5350 mL 5.0701 mL
10 mM 0.2535 mL 1.2675 mL 2.5350 mL
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TG, W7 LOE I FAE /s 7 i) 7

iz

R T A P )
Solubility: > 2.5 mg/mL (6.34 mM); ¥&i& A

W7 ARG > 2.5 mg/mL GERIEERED MEREER, o7 ZsesH e LA A L L ish e m
A .

PL1mL TAECAE], B 100 pL 25.0 mg/mL 77 DMSO & inE] 900 uL F oK, REH
5.

10% DMSO — 90% Corn Oil

[1]. Cao J, et al. Targeting Acyl-CoA:diacylglycerol acyltransferase 1 (DGAT1) with small molecule

B inhibitors for the treatment of metabolic diseases. J Biol Chem. 2011 Dec 2;286(48):41838-51.
[2]. Alan M Birch, et al. Discovery of a potent, selective, and orally efficacious pyrimidinooxazinyl
bicyclooctaneacetic acid diacylglycerol acyltransferase-1 inhibitor. J Med Chem. 2009 Mar
26;52(6):1558-68.
(=4 N
TEEAE BRI R -
TEARLEE 7™ i LS IRV 77 T BV R A PR A 0 R VA R TC 1 5. — ELFCRRVE VL, T 70 B ORAF, 3B G S S R RS R 7 i 2R
e
A M R A7 7 AR : -80°C, 2 years; -20°C, 1 year. -80°C ik {215, 57E 2 SENMEH,  -20°C b fEIN, 57E 1 SEAAE .
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BB
W
1 mM 2.5350 mL 12.6752 mL 25.3505 mL 63.3762 mL
5mM 0.5070 mL 2.5350 mL 5.0701 mL 12.6752 mL
10 mM 0.2535 mL 1.2675 mL 2.5350 mL 6.3376 mL
DMSO
15 mM 0.1690 mL 0.8450 mL 1.6900 mL 4.2251 mL
20 mM 0.1268 mL 0.6338 mL 1.2675 mL 3.1688 mL
25 mM 0.1014 mL 0.5070 mL 1.0140 mL 2.5350 mL
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30 mM 0.0845 mL 0.4225 mL 0.8450 mL 2.1125 mL
40 mM 0.0634 mL 0.3169 mL 0.6338 mL 1.5844 mL
50 mM 0.0507 mL 0.2535 mL 0.5070 mL 1.2675 mL
60 mM 0.0423 mL 0.2113 mL 0.4225 mL 1.0563 mL
80 mM 0.0317 mL 0.1584 mL 0.3169 mL 0.7922 mL
100 mM 0.0254 mL 0.1268 mL 0.2535 mL 0.6338 mL
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