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Description

AICAR phosphate is an activator of AMP-activated protein kinase (AMPK).

IC5¢ & Target

AMPK Autophagy Mitophagy

In Vitro

HepG2 cells are treated with various concentrations of AICAR (0.1-1.0 mM) for 12, 24, and 48 h,
respectively. The expression level of IR-f significantly decreases with 0.25, 0.5, and 1.0 mM of AICAR at

48 h to 50%, 53%, and 46% of the control, respectively[1].

In Vivo

Fourteen-week-old male, lean (L; 31.3 g body wt) wild-type andob/ob (O; 59.6 g body wt) mice are injected
with the AMP-activated kinase (AMPK) activator AICAR (A) at 0.5 mg*g body wt-"*day"" or saline control (C)
for 14 days. At 24 h after the last injection (including a 12-h fast), all mice are killed, and the plantar flexor
complex muscle (gastrocnemius, soleus, and plantaris) is excised for analysis. Muscle mass is lower in OC
(159412 mg) than LC, LA, and OA (176+10, 17849, and 166116 mg, respectively) mice, independent of a
body weight change[2]. The kidney weight is significantly higher in the untreated group when compared
with both the exercise and AICAR (0.5 mg/g body wt) groups. The heart weight is higher in the exercise
group than in the other groups, whereas the liver weight is significantly higher in the AICAR-treated group

when compared with the exercise and untreated groups[3].

Solvent&Solubility

In Vitro:
H,0 : = 180 mg/mL (505.29 mM)
DMSO : 2 75 mg/mL (210.54 mM)

*">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.8072 mL 14.0359 mL 28.0718 mL
Stock Solutions 5mM 0.5614 mL 2.8072 mL 5.6143 mL
10 mM 0.2807 mL 1.4036 mL 2.8072 mL
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VIR I IR : 10% DMSO—~40% PEG300 —5% Tween-80 — 45% saline
Solubility: = 2.08 mg/mL (5.84 mM); Clear solution

BET7 RIS 2 2.08 mg/mL (5.84 mM, YIFIFEARH) HIETEIRT .
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Bl 1 mL CAERC6], BL 100 pl 20.8 mg/ml 7% DMSO fif %% 400 uL PEG300 1, 4531

FiR R & 50 L Tween-80, R&IE]: SAG4REIMA 450 pL AEEEER/KEZA S 1 mL.

2RI IR 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: = 2.08 mg/mL (5.84 mM); Clear solution

ST A3 2 2.08 mg/mL (5.84 mM, MR A AN) (TS E AT

PL 4 mL TAE® ], B 100 pL 20.8 mg/mL f¥#i DMSO i8N 900 uL 20% ¥ SBE-B-CD £
TR, IREIA .

AT IR INEEFRE R 10% DMSO  —~90% corn oil

Solubility: = 2.08 mg/mL (5.84 mM); Clear solution

W7 FATERAS 2 2.08 mg/mL (5.84 mM, HAIFZAR AN [FVIHIEIL o7 SANE T sege i e LA A BLE
(IESIn

L1 mL TAER 6], B 100 uL 20.8 mg/mL [ DMSO f§ &% 900 L Fkieh, RAe#4.
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Cell Assay

HepG2 cells (5%10° cells) are plated in 6-well culture plate dishes and then are incubated in the
serum-free media for 12 h before transfection. One microgram of plasmid is transfected with
FuGENES® Transfection Reagent. After 5 h of transfection, the culture media are removed and then
media supplemented with or without AICAR (0.1-1.0 mM) are added to each well. The stimulation

media are changed every 24 h[1].

Mice[2]

Fourteen-week-old lean (Lep°”* or Lep°”*) and ob/ob (Lep°/Lep°”) male mice are uesd. After the
14-day experimental treatment (24 h after AICAR injection, including a 12-h fast), the plantar flexor
complex muscle is cleanly (tendon-to-tendon) excised from an anesthetized mouse. The muscle is
quickly weighed and then processed for histology or frozen in liquid nitrogen and stored at -80°C.
The anesthetized mice are killed by transection of the diaphragm and removal of the entire heart,
after blood collection via needle puncture directly into the heart. AICAR or saline (control) is injected

subcutaneously into the lateral distal portion of the back. AICAR is administered at 0.5 mg*g body

Animal Administration | wt'*day' one time per day for 14 days. Saline (control) is injected in volumes identical to those used

for AICAR treatment in a manner identical to that of AICAR treatment. Body weight is measured
prior to death.

Rats[3]

Male 5-week-old ZDF rats are either subcutaneously injected with a single dose of AICAR (0.5 mg/g
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body wt) or underwent a single bout of treadmill running (60 min, speed of 25 m/min at a 5% incline).
Untreated ZDF rats serve as controls (n=5 in each group). One hour after the subcutaneous AICAR
injection or immediately after treadmill running, rats are killed by cervical dislocation. To avoid any
effect of muscle spasm and hypoxia, red and white gastrocnemius muscles are removed within

seconds and immediately freeze clamped for later determination of AMPK activity.
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