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FEh4&#R: Eperezolid
CAS 5: 165800-04-4
P55 : Y70440

HEYEE

Eperezolid (PNU-100592) is an orally active protein synthesis inhibitor that targets the bacterial 50S
ribosomal subunit. Eperezolid competitively binds to a specific site on the ribosomal 50S subunit
(overlapping with the binding sites of chloramphenicol and lincomycin) to inhibit the translation initiation

stage and exert antibacterial activity. Eperezolid can induce host cell autophagy to enhance the clearance of

Description
intracellular mycobacteria, and its MIC90 for Staphylococcus aureus and Enterococcus is 1-4 pg/mL.
Eperezolid is mainly used for antibacterial research on infections with Gram-positive bacteria such as
methicillin-resistant Staphylococci and vancomycin-resistant Enterococci, as well as infections with
intracellular bacteria such as Mycobacterium tuberculosis[1][2][3][4].
IC50 & Target Oxazolidinone
1. PO S
Eperezolid (1xMIC-4xMIC; 24 h) TEARZIX FY 4 T8 R GURS i 24 & 0% (LT 2 BR 1A o 5 o] i 9 1k 7 26 BR
F 73 vk B AU 25 W R RPN BTE 1, MIC90 Ny 1-4 png/mL, B 7] % B i 48 R A B 1
FLT 35 Ji7 2R B R0 DR J 3Kk B8 R A K5 208 (PAE) 4 0.1-1.2 h[1].
2. B
Eperezolid (1 pM; 24 h) 7E dTHP-1 4Efh RIS AN, RIDAH LC3-1 [ LC3-II HFEALIEIN. LC3
puncta JERY %, HiBid MDC B (il sk 5w B0 B35 500,  [RIn $0 60 Py 3k 35 20 B FF 8 10 47
(1]
3. WA G & S5
Eperezolid (1-100 pM; 10 min) IR ESS G RG50S #WEAEEE, Kd 2954 20 uM, HA5ET]
BB MATE R A A, EAR RN IR B B T sl e 26 b AR 1]
Cell Viability Assay[1]
Cell Line: Staphylococcus aureus, Staphylococcus epidermidis, Enterococcus
faecalis, Enterococcus faecium
Concentration: 1xMIC (1-4 pg/mL), 4xMIC
In Vitro
Incubation Time: 24 h
Result: Showed bacteriostatic activity, with no significant reduction in bacterial
counts (>1 logio CFU/mL) over 24 h.
PAE was measured at 0.8 h against staphylococci and 0.1-0.8 h against
enterococci, with higher PAE observed at 4xMIC.
Cell Autophagy Assay[1]
Cell Line: dTHP-1 human monocyte-derived macrophages
Concentration: 1 uM
Incubation Time: 24 h
Result: Showed a significant increase in LC3-II/LC3-I ratio, and confocal

microscopy revealed enhanced LC3 puncta formation.
MDC staining indicated a 2-fold increase in autophagic vacuoles
compared to control.

Intracellular M. smegmatis viability was reduced by 50% compared to
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untreated controls.

Eperezolid (25 mg/kg: #AKIESS/ MR ql2h; 4.5 R) 7RI IR R A MO SR - ik
VRSN B A% T B Vancomycin iR 24 bR M R B4 8 A T £ i Fof 200 B 5 158, 170 X S IR R R e BY TS 8 2
i fEH 3]
Animal Model: Sprague-Dawley rats (male, 175-250 g, 6-8 weeks old) with intra-abdominal
abscess induced by Enterococcus faecalis 1310 or Vancomycin-resistant

Enterococcus faccium A1221[3]

Dosage: 25 mg/kg
In Vivo Administration: Intravenous infusion or oral gavage, twice daily (q12h), for 4.5 days

Result: For E. faecalis infection, had no significantly reduction in bacterial density
in abscesses compared to untreated controls (mean viable bacteria: 8.3 logio
CFU/g vs. 8.6 logio CFU/g).
For vancomycin-resistant E. faecium infection, i.v. eperezolid reduced
bacterial density to 6.5 logio CFU/g (vs. 8.25 logio CFU/g in controls), while
oral administration showed a modest reduction to 7.8 logio CFU/g.
No sterile abscesses were observed in any treatment group.

M ST
Solvent&Solubility DMSO AL : 40 mg/mL (101.42 mM; A Bh; AR DMSO X 7= 1 il AT 235 s,

i 4 F 7 -4 ) DMSO)

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 2.5355 mL 12.6775 mL 25.3550 mL
Stock Solutions 5mM 0.5071 mL 2.5355mL 5.0710 mL
10 mM 0.2535 mL 1.2677 mL 2.5355 mL

AR 7= AL AN [ R e 0 AR RE R 4 4 I VA R AR R A8 — ELRC A, WA IRAE, B
ST VR R I T i 2R R

it B DR A7 77 UAIBIBR : -80°C, 2 years; -20°C, 1 year. -80°C f&7FIN, i54E 2 FM AL,  -20°C fif
T, WAE L ENREA .

YL

TEARE I SIS AILE 25 A RRE Y IR R T %

DU VAR J7 S 80175 e 45 M8 In Vitro J5 UECHI TS (KRG A0, PRI I BV 77«

SPRAES B R AT SENE, VTS (K AE ST ORI AT 261, &0 Ry SEIni TARW, 2
WESLHIE, 2R,

AR VAR I 78 ) 43 b B2 R (R 2B P AR AR Ll e eI R rh ML IE T
PG, AT LUE R ARl s (6 7 BT

E S

RPN AAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline

Solubility: = 2.5 mg/mL (6.34 mM); FHE

T RAI3AG = 2.5 mg/mL R ARED BIEIEIER

U 1mL TARBCAH], B 100 wL25.0 mg/mL KI¥EHE DMSO & M3 400 uLPEG300 . i
G5 B ERERFIAN 50 L Tween-80, JRAIS): RIGHALSINA 450 wL AEFHK &
AE 1mL.

AEEHKIEH: K 0.9 ¢ MM, BMET ddH. O FFEAZE 100 mL, A LIS RIS A E
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TR -
HE =

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

Solubility: = 2.5 mg/mL (6.34 mM); V&% ¥ i

BT RAI3AG = 2.5 mg/mL CRUERED BIEIEIHER

U 1mL TARRCAH], B 100 L 25.0 mg/mL HI¥ETE DMSO &N 900 uL20% f# SBE-B
-CD AFEHAKEW T, BEHH.

2 g SBE-B-CD (FT Mk B-HWKE) MAEAET 10mL AEMEKS, SEBMBEETEN.
FR =

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: = 2.5 mg/mL (6.34 mM); V&% ¥ i

SRR = 2.5 mg/mL CHERIEERAD BOEIHEIL B 28 SE88 F WI7E AN LR sh# st oe
FtE A o

PL I mL TAEBCNB], B 100 wL25.0 mg/mL [¥%5 DMSO ff#38NE] 900 wL FoKilid, BA&
5.
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SRR BRI R -

* AR A AN RV AR o IR VA AR LR TR S @ VA IO R 8 — BRI, 1 e O, 38 G S SRR AT
K. BRI DT AR : -80°C, 2 years; -20°C, 1 year. -80°C fifEit, H4E 2 AEAE,  -20°C filfES, EA 1 4ER
.

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BB
W
1 mM 2.5355mL 12.6775 mL 25.3550 mL 63.3874 mL
5mM 0.5071 mL 2.5355 mL 5.0710 mL 12.6775 mL
10 mM 0.2535 mL 1.2677 mL 2.5355 mL 6.3387 mL
DMSO
15 mM 0.1690 mL 0.8452 mL 1.6903 mL 4.2258 mL
20 mM 0.1268 mL 0.6339 mL 1.2677 mL 3.1694 mL
25 mM 0.1014 mL 0.5071 mL 1.0142 mL 2.5355 mL
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30 mM 0.0845 mL 0.4226 mL 0.8452 mL 2.1129 mL
40 mM 0.0634 mL 0.3169 mL 0.6339 mL 1.5847 mL
50 mM 0.0507 mL 0.2535 mL 0.5071 mL 1.2677 mL
60 mM 0.0423 mL 0.2113 mL 0.4226 mL 1.0565 mL
80 mM 0.0317 mL 0.1585 mL 0.3169 mL 0.7923 mL
100 mM 0.0254 mL 0.1268 mL 0.2535 mL 0.6339 mL
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