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Abstract: Lefamulin (BC-3781) is a semi-synthetic pleuromutilin antibiotic, approved for the treatment of
community-acquired bacterial pneumonia (CABP) by Food and Drug Administration (USA) in August 2019, with
the commodity name of Xenleta. It is the first pleuromutilin antibiotics used for systemic treatment of bacterial
infections in human. Lefamulin binds to the peptidyl transferase center of the 50S ribosomal subunit to prevent
peptide transfer, thus inhibits protein synthesis. Lefamulin displays expanded activity against gram-positive organisms,
and also shows high activity against atypical microorganism like Mycoplasma pneumoniae. This review discusses
the mechanism, bacterial spectrum of activity, preclinical and clinical data of Lefamulin.
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Figure 2 The mechanism and the binding site of Lefamulin with the SA50S-Ilef structure at the PTC54, (A) The function of the ribosomal
PTC in the protein synthesis. (B) The binding site of Lefamulin (green) within the SA50S-lef subunit at the PTC. (C) The 2Fo-Fc electron
density map of the complex S50S-lefamulin contoured at 1.0 ¢. (D) The complex structure of Lefamulin (green) and the PTC 23S rRNA nu-

cleotides (orange), hydrogen bonds are presented with dashed lines
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J& YL (acute bacterial skin and skin structure infection,
ABSSSI) )97 J& AR, Xt 4 B (L H5 MRSA F
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2.1 RIMABUEMMZ  Lefamulin % T 5 2% B L4 B
(BR ¥ PR ER T ) BAT BT A Bt b s 8, ) 5 [ = B i
PR 53 B 45 S 1) 506 I 4 B 3E AT B s i M, 45 L
71~ Lefamulin (1) MIC 3 A AHALL, 54N 0.25 pg-mL* 11,
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BA w0 H s

2015 £ SENTRY A A7 i £ 4 H 4% T Lefamulin
Xof BR W 43 25 1D =2 ) A T IS A P R A SR I B
I B B ERe, 45 B R Lefamulin (9K A T
2.0 pg-mLAf, A RLSE 44 FIR TR PR ARG, Lefamulin
X At R B AT IAL R B I AT B ) MICyo 23 3l 9 0.12 A
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Table 1 Activities of Lefamulin and comparator antimicrobial agents against Gram-positive bacterial pathogens

Lefamulin Linezolid Vancomycin Daptomycin
Gram-positive organism MIC,, MIC,, MIC,, MIC,, MIC,, MIC,, MIC,, MIC,,
/ug-mL* /ug-mL? /ug-mL* /ug-mL* /ug-mL* /pg-mL* /ug-mL* /ug-mL*
S. aureus (n =5527) 0.12 0.12 1 1 1 1 0.25 0.5
MRSA (n = 2 370) 0.12 0.25 1 1 1 1 0.25 0.5
S-Hemolytic streptococcus spp. (n = 763) 0.03 0.03 1 1 0.25 0.5 <0.06 0.25
S. pyogenes Group A (n = 267) 0.03 0.03 1 1 0.25 0.5 <0.06 <0.06
S. agalactiae Group B (n = 334) 0.03 0.03 1 1 0.5 05 0.12 0.25
E. faecium (n = 536) 0.12 4 1 1 >16 >16 2 2
S. pneumoniae (n = 3 923) 0.06 0.12 1 1 0.25 0.5 - -
Table 2 Activities of Lefamulin and comparator antimicrobial agents against Gram-negative bacterial pathogens
Lefamulin Azithromycin Ceftriaxone Moxifloxacin
Gram-negative organism MIC,, MIC,, MIC,, MIC,, MIC,, MIC,, MIC,, MIC,,
/ug-mL* /ug-mL* /ug-mL* /ug-mL* /ug-mL* /ug-mL* /ug-mL* /ug-mL*
H. influenzae (n = 360) 1 2 1 2 <0.06 <0.06 <0.5 <0.5
M. catarrhalis (n = 253) 0.12 0.25 <0.25 <0.25 0.25 0.5 <0.5 <0.5
N. gogorrhoeae (n = 251) 0.25 1 0.5 16 0.008 0.064 - -
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Table 3 Activities of Lefamulin and comparator antimicrobial agents against atypical organisms bacterial pathogens

Lefamulin Azithromycin Moxifloxacin
Atypical organism MIC, MIC,, MIC,, MIC,, MICg, MIC,,
/ug-mL* /ng-mL* Jug-mL* /ug-mL* /ug-mL* Ing-mL*
Legionella pneumophila (n = 30) 0.12 0.5 0.06 0.12 0.06 0.12
Chlamydophila pneumoniae (n = 50) 0.02 0.04 - - - -
Mycoplasma pneumoniae (n = 50) 0.006 0.006 - - - -
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AL AMARRHRATL ZYA N 200 SRR T 42
IR AZIT IR R, G AR A TR f e B 42
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Lefamulin, 60 4 1L« 1125 P H ASO0A PR VR 3548 DL %
A B IR A X SOGB4 SR R I 2 W AE R B R
ZALL B it )9 P 2 3 5 T L 2R, 4 Lefamulin £E76
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48 h 4 Lefamulin A2 F AR 475 B 2 5 92%, 168 h iy
96%, A LAy 58 4z i BR 0,

253505 W R A 7 Lefamulin (44 S04 105 P 5 44
P 24 B AR SR AR DS 1 o 7 /0N B i S e A A
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-6.5 mg-kg?), SR J A8 I T T R EE R AR AL VT AR 2
A, s g5 IR R OR, BT B R 2 438 48 I v 4
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WA PR A A TE 20 23 0y A G, VR JEE 5 il e Rk B AR AL, AN
SRS, FE EL 5] 9 I8 G 1 SR e ik i
IR BT VG 1, T DA A P A 1R R I T 7 7 7290
3 Lefamulin il KR

H 2010 F= 746 )8 30 & NI 70 £ 4, Lefamulin
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Table 4 Summary of clinical trial results for Lefamulin in various phases of development. ABSSSI: Acute bacterial skin and skin structure

infection; CABP: Community acquired bacterial pneumonia; CE: Clinically evaluable; mITT: Modified intent-to-treat; ELF: Epithelial

lining fluid; 1V: Intravenous; TOC: Test of cure

I?h.ase of . Object Intervention Objective Result
clinical trail
Phase 1 20 Healthy  Lefamulin Assess the bioavailability and pharmacoki- Lefamulin was generally well tolerated, regard-
NCT02557789 adults netics of Lefamulin when administered less of route of administration; Single doses of
to fed and fasted healthy subjects in 600 mg IR tablets in the fasted state were
comparison to an intravenous formulation  bioequivalent to a 150 mg intravenous infusion
and a capsule formulation with respect to AUC; taking the IR tablet after a
meal is less bioavailable than fasted
Phase 1 12 Healthy  Lefamulin Assess the pharmacokinetics of Lefamulin  Lefamulin has a similar exposure in subcutaneous
EudraCT adults adipose and skeletal muscle tissue, compared
2010-021938-54 with plasma, while exposure levels in ELF are
5.7-fold higher than the free fraction in plasma
Phase 1 10 Healthy  [*C]-Lefamulin Assess mass balance recovery, metabolite  Unpublished
NCT03131141 male adults profile and metabolite identification of
radio-labeled Lefamulin administered via
the intravenous or oral routes
Phase 2 210 Adult Lefamulin Compare the safety and efficacy of two Lefamulin was well tolerated and produced
NCTO01119105 patients with Vancomycin doses of Lefamulin vs VVancomycin in clinical responses similar to vancomycin;
ABSSSIs patients with ABSSSI comparable clinical success rates at TOC in
mITT and CE (90.0% for Lefamulin 100 mg,
88.9% for Lefamulin 150 mg, 92.2% for
vancomycin) analyses
Phase 3 (LEAP 1) 551 Adult Lefamulin Compare Lefamulin to Moxifloxacin (with Lefamulin treatment was noninferior to
NCT02559310 patients with Moxifloxacin or without Linezolid) for the treatment of ~ moxifloxacin (with or without Linezolid) for both
CABP Linezolid adults with pneumonia ECR (87.3% vs 90.2%) and IACR in MITT and
CE groups (81.7%-86.9% vs 84.2%-89.4%) in
success rates
Phase 3 (LEAP 2) 738 Adult Lefamulin Compare a 5-day course of oral Lefamulin  Among patients with CABP, 5-day oral
NCT02813694 patients with Moxifloxacin twice daily vs a 7-day course of oral Lefamulin was noninferior to 7-day oral
CABP moxifloxacin once daily moxifloxacin for both ECR (90.8% vs 90.8%)

and IACR in MITT and CE groups (87.5%-
80.7% vs 89.1%-93.6%) in success rates

PRYE NS : EudraCT-2010-021938-54) . 7E 12 44 fid i 55
PEZ A # P, 7E 1 h A ik 94 150.0 mg ) Lefamulin
BEAT FG IR 25 35 o N AR 22 A M VPAN A . 8 B Ik S
JG, ATE M PR E 2 2 TSR, BRRS
M2 2 R 5 N 8.6~11.7 h, AUC Bt & H 25771
BN E LMK, E2RAAEFREG, AUCH
DB R Cp AR R A B I . 1 S Hp Ui 25 25 9 1)
AUC, ., 4 1 500.8 mg-h-L, Ifil 3% i 25 25 4 5 Kk
J& Crax /9 330.1 mg- L%, 1L 2R 1 45 6 2805 80% ~87%,
EAR & 15 2 ¥ i L3 5. 38 i A I Lefamulin 7€ I
W E BN L B RE W 4 20 ELF [ 25903 5 R
B, EE LA 2 (AUC,,,, = 1 264.5 mg-h-L?, Cy =
138.1 mgL) FlZ MARMIZHEZ (AUC 4, = 1456.6 mghL™,
Crax = 145.1 mg-L) HR 25009 B 5 13 i 25 254
W EE A AL, {H ELF (AUC,4, = 3 871 ng-h-mL"%, C,, =
706 ng-mL'l) (1) 245 4 FEE A I 2 Hp i 5 2 0 1K 5.7 £i% o
A g A2 RO P-HE 2R 1A 1) sh 502, ¥ 250 M it S R

HEIZ R ELF 1, AR 20k K&

Lefamulin 7£ 4@ fe 52 1% - R I H Eﬁ?fﬁﬁ%ﬁ, ES
HILSVRIT A I B AR R RN 12 44 {2 i
174 (58%) i A iR FE B FEAS RN 2L (25%)
M3F AEZE RGN (17%) AN id& (8.3%) . 75 (8.3%). &
TLFt =5 (8.3%) A=) il i ¥ S 57 % 7 (8.3%)

£ 2015 4F ¥ [ Quotient Clinical Nottingham #f 1T
T Lefamulin ()22 4P AP0 FH S e 25430 77 25 6 IR
WFFE (35 [ I PRVE M5 - NCT02557789)1, K 20 4™
RS2 WL 5 B 4 20, o3 il R DL 4 RO 4y
2§ (D £ 248 T 1R 600 mg [ Lefamulin /; @ 4%
B 40F R, R 600 mg 1) Lefamulin ik % (200 mg/#i);
@ # bk 5 150 mg ¥ Lefamulin, @ R4 1 hJ5, O
Jik 600 mg ) Lefamulin A . Il PR BF 70 45 % W 10 iR
Lefamulin ¥ 52 4 5 45, 528 E1 IR 55 & 24 600 mg 5
BA YR ESF 150 mg Lefamulin (254880 11 2% 2 Bk A .
TEASEORA R 11 600 mg (¥ Lefamulin f&, 259044 Tt
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Table 5 Summary of the main pharmacokinetic parameters of 150 mg of Lefamulin administered as 1 h infusion. Free plasma concentra-

tions were calculated assuming plasma protein binding of 87%. ° Derived from the mean concentrations of the three subjects per timepoint.

¢C,, was calculated by extrapolation and AUC, ,,, was derived; each subject underwent only one BAL, and therefore no range is presented

for ELF. “Values calculated from corresponding AUC,,,

-~ Skeletal muscle Subcutaneous Epithelial
Pharmacokinetic Plasma Free plasma? . . . L .
tissue adipose tissue lining fluid®
parameter n=12 n=12
n=10 n=8 n=3
AUC, /ng-h-mL* 4985 (3 704-7 866) 648.1 (481.5-1 022.6) 496.3 (265-850) 604.9 (328-764) 3871
AUC,,,, /ng-h-mL? 5772 (4 213-9 014) 750.4 (547.7-1 171.8) 632.1 (385-1 047) 738.3 (405-879) 4 489¢
Cpax INg-mL* 2 539 (1 834-3 458) 330.1 (238.4-449.5) 138.1 (51-466) 145.1 (81-551) 706
Trax /D 1.00 (0.50-1.00) - 1.50 (1.25-3.50) 1.25(1.25-2.25) 1.00
Ty, Ih 6.866 (5.83-9.51) - - - -
CL /mg-mL™* 350.7 (228-474) - - - -
VIL 202.8 (134-376) - - - -
AUC,,,, /ng-h-mL* 11 554 (8 426-18 024)¢ 1 500.8 (1 095-2 343)° 1264.2 (770-2 094)° 1456.6 (810-1 758)¢ 8 978°

M. R4 S DR Lefamulin 3 80 & 3 AUC il
Cnax 70 B FAK T 10% £128%. 25 I 1R & Lefamulin
600 mg [ B 715 kv 4 Lefamulin 150 mg 424
. ARG T ORA LML =R AN
25.8%, {EMIZIRZS N N 21.0%.

Fh4h, 2017 AETE S E HEAT (¥ — TS 56 Sl (R A7
R[UCIFRIC I T EEWE 7T T Lefamulin 76 {8 B 5238 &
2530 175 1 B (35 EIG PRvE M50 NCT03131141),
BB T AR A, o — A AR S B K S
150 mg i) Lefamulin; 53 4h—47E2A E0IRAS T 1 600 mg
(1) Lefamulini®l, 3xX It Iifs PR 5246 5 s W 72 1 Lefamulin
FENAR BRI AL < 3 A1 AR AT HE 0 2 i, Ll AR R 6
HAR AR AT
3.2 ABSSSI (I Hillm R 3) 5] & ABSSSI 1 i
A 3 LR 2 P B, S T T (PP R AR R
S8 PG BRTIRS 24 B PR) -1 i 1R B R 1 (TE Ak P REBR B
FUFEER A 5 FLBEBRTRT) Uk 28 BE SR HE (S. anginosus.
S. intermedius #1S. constellatus) A2z ER B (1 5 & %
FRUBHR)ET . Lefamulin FTUIG R GR5 (€ FIG PR
M5 NCT01119105) &= Z & % %} ABSSSI % . IR
TRI8RFH XUE B AL RS, bl A Bk 4 Lefamulin
ANE K S 7 v B o ABSSSI R (197 2%, Seie 4L pE
HLor Aot 12 h B bkid 5t 100 mg ) Lefamulin 4151 150 mg
(1) Lefamulin 25, %t 8 204 12 h ¥ kiE 54 1.0 g B &
o ImARRIG AT N 5~14 d, R BEL SR RIT
J& 7~14 d (11 PR 6 &2 3 (test of cure, TOC), .54
AL RS TRV . Ak, ARTEIRRYA BRI
Tl A= AR 45 SR, K R R R AT R AE M AR B B e
HRFS FR B fBUE HR B B A R B AR E

it 207 AR 3 AR S A T LIRAIRYT
[ XN R & M-8 97 0 #t A B (modified intent-to-
treat, mITT)], F b 186 AL B 5E R T BEANRIT T E [

SON IR R AT VEA5 1) A (clinically evaluable, CE)]. A<
1 PR T 6 2 ) B SR R AR P 26 O g s 2
21 9¢ (Lefamulin 41 48%; /5 1 %% 2 24H 56%); @ ik i 4
1% 55 414 (Lefamulin 41 33%; /515 2 & 41 26%) . 1E
FARIT A, o SR AR R A RO 2, B H LI 22 B
PE SR A4 A2 S8 B (mITT A B 4 90.8%, MRSA (5
69.1%). fEZSImARPF I ARES, B2H 2 (A TOCHH
L4, 43 )4 Lefamulin 100 mg (90%). Lefamulin 150 mg
(88.9%) 1 /5 1 & & (92.2%). £ mITT ABE 3 8¢
FI A LA 45 S, Lefamulin 100 mg (82%) . Lefamulin
150 mg (82.4%) H1 /515 % & (82.2%). 2 (-FI4iA
J7 5 18] 43 51 - Lefamulin 100 mg 41 4/5.9 (SD 3.1) d.
Lefamulin 150 mg 41 4 8.1 (SD 21.2) d. /i i H £ 41 N
5.6 (SD 3.1) d. TEIMKIREEH, 6 & BN KA 2
YA RA BRI 1ET6YT o B ILIAS BB A2 %
OSSR, T3 & =R T A A BB R AR
W ey, FL R 29 WA SR I AN RN R A 2R 43 0 O 34.3%
(100 mg [ Lefamulin 2H).39.4% (150 mg 1 Lefamulin
4H) F153.0% (J7 i & 4H),

5 T PR A FE ML A R F PR X 1 3 1 PR 1
B E S BEAT T Bl g, 2 — e T O 2
RN N2 Rl 171294 B H 1 11671
PK IR FE i, PK Z 805 i35 AN K 22 7 2 (8] G 9 A
Ktk B AR ZE R 2) 09 22%. Bk 55 100 mg Al
150 mg (1) Lefamulin 3= #2543} 1 % 2 %05 o (F
)1 %): C,, = 1.57 (0.974) 1 1.90 (0.705) pg-mL-,
AUC,,,, = 10.9 (5.97) f114.1 (5.76) pg-h-mL™, t,,, = 11.0
(5.18) 113.2 (5.79) ht?el,
3.3 CABPIEKAAZ (IHAIGAKIRI) #% 2020459
H, ClinicalTrials.gov 7k % 7~ FDA Ik # 1 £ % ABSSSI
(R TIL Ifs PR AR 56 . Lefamulin (16 T I PR AR 56: 3= 224+
Xof b DXCER A PR A0 R i 58, 3 0l 7E 2015 4 A1 2016 4F JT
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J& 7 PR IR A ER 2 0 I R A

AN I R R 36 (LEAPL, 36 [ IR IR v it 5
NCT02559310) »& — I 4= BR 1t 9 25 0k 5%, B £ VP
Lefamulin J6 97 CABP & 3 B 201t Fl 22 42 B0, 75
A BR 18 AN [ 5K 104 A1l PR A 7t o0 St 43 55 551
CABP &%, 183 “Jifi ¢ 5835 Fil 5 W 78 /N4H” (pneumonia
patient outcomes research team, PORT) ¥4 & 4t %) 551
BL RN B (IS 98 P B R PR AT VP AL, 45 AL SRR — L
SRE NIRREAN, FAR B IR 98 R 3 RIS VF 43 1 4L
BIR T8 T, 72.1% W g A b FEs R FE it ¢ . KA
BEBLIr H B J7 028 B A, o — 4145 12 h g
Jik v %t Lefamulin 150 mg, 55 — 2H & ik i 5 s 7 70 2
400 mg, X SE AL BL i F 420 70 bR <0 60 B ) AR, RV S
SLPGYD R LAAN, B 12 h B K 5 R 25 iz 600 ma, T
Lefamulin MI%H LLZ2 5. v 97 I IA—RMOR 7 d, 2644
FH S U PR 4 B ) R VR T F HE K 2 10 do AR A
TS E AR AE, fE3d B R/ 6 IR 2 5, iFFE A
AT LA ¢ 245 75 R 2CA A 12 h TR Lefamulin 600 mg
B AR R 3 0 v & 400 mg (Gl B I 23 W i B 12 h
600 mg) .

5 E FDABUE I T 224 SR H R4 25 J5 96 £ 24 h
1) 5 I PR Sz B (early clinical response, ECR). 7£ITT
N BERE 2 3 A N 12.5%, EMA R 35 mITT A BEAN
CE NBEAE R Jm — K 25 5~10 d J&5 (I R S M (inves-
tigator assessment of clinical response, IACR) #¥fti 7 &
B S (AESRIHE, 10%). ECR # € X NI AAFIE,
£ 241 FDA $5 7 1 BEIA 1) 4 Fh 32 22 CABP EAR (4
W U R R R e 9% 1) 7 A R RS ), /DA T PR
APl 40 BRI AR — R S Ak, I
HAEE R T FE 259 )5 (1) 120 h N 3% A 852 Br R 5%
W fie LLAM R Ft A2 227697 CABP.

£ B8 B 43 BC 1) 276 5] B2 %2 Lefamulin 5 97 1) &
Hrp, b 2 B EEZ A AL T LIRGMIRIT
(MITT), HHr 236 A7 & 5wk T BANGIT TR, X 94
S DI i PR A 77 AR T AT 1 S AT Tl B SR
1BIT . 1E 275 B2 ZEE Y B T B h, $hit 273
BEBDEZIEADST LRGBS (MITT), H
245 L B SRR T BEANIRIT T R, 14 44 BB BEAL R L
T PP 4R P AR 6 B, Sl B R SR e iR T . AR R I R
M E ., Lefamulin ZH AT SE FE Vb B + ) 5% e il 2 5L 1Y
I P 82 25 93 591 9 87.3% A1 90.2% (2 57 H—2.9%, 95%
) B A5 [X 18] N-8.5%~2.8%). £ FH255~10 d )5 Kk
PR SN b, Lefamulin 2 A B P8 0 5L + 1) 43 M e 20 7
MITT AT Il PR B 2 %2 73 93] 9 81.7% F1 84.2% (Z 5+ 4
~2.6%, 95% [ & {3 [X 1] 4-8.9%~3.9%); CE A X} i

) 1If5 PR 87 25 2 43 7 A 86.9% FlT 89.4% (2 57 N -2.5%,
95% ) B 15 [X [A] -8.4%~3.4%). B4k, W4 )
YT B IT RRA R R M5 8115 2, Lefamulin 41
(19 15 2§ %00 2.9%, ZE 76 vb B + FI) 4% Wk i 41 4.4%.
Lefamulin 25 0155 JE 20 1 28 389 SR AR 26 0 43 A ARALL, B3¢
WO 20 B AR P R I 9 R BR B (190 1) R A S IR
(107 f5) AF #5344 (101 491) 4 %81 B4 (45 1) A
VR E AT (15 61). LEAPL B XIEH] T Lefamulin
FEFEIT AR TTHAL TEREYE, sk bz4H
iy 52 14 R 40,

N 7 #E— 5 $F 4 O I Lefamulin ¥4 57 CABP (1197
BRI 22 Ak, A 42 BR 19 N 5K 99 /NI PR 7t Hh o0 igE 47
1 Lefamulin ()55 — /ML R BF7E 3 (LEAP2, 3% [
I RV 5 - NCT02813694) . %I AW 57 % F AE 45 %4
PR AL R IR 50, N 41 B2 SR il 98 7™ o 2 B T 0 2%
GOAN MBIV, Bk, 2812, RN %D 3 Fl
CABPIEARFF A MR DL B ARy iR AE 7% . 2R
HBENL Y NP, TLul 3 55 738 44 B 4E CABP (38 (F
BIF WS 57.5 % Lotk 351 44; 360 44 i 1 h 48 7™ EL AR
JE PF 23 S5 g N TN EL IV 35), Lefamulin 3697 4L 128 25 77
NS5 d4F 12 h 1 ik Lefamulin 600 mg (n = 370),
SRR 2 RNESTAdE24 h O REFGIS 2
400 mg (n = 368). f&k#i3% E FDA 32 Z L4 S vF M bRk,
Lefamulin 1 25 75 b B (1) B 311G R A5 20K 3 90.8%
(%59 0.1%, 95% 1) B A X 7] y-4.4%~4.5%). 1t H]
245~10 d Jri, Lefamulin 20 A1 5 G b 2 47 mITT A8
FF R I PR N 25 593 501l N 87.5% F1189.1% (2 57 H—1.6%,
95% ) B {5 [X i) 4—6.3%~3.1%); 7 CE N\ BE Il A i
2534y ) N 89.7% F1 93.6% (£ 5+ N -3.9%, 95% 1 &
15 X 7] -8.2%~0.5%). LEAP2 (il ik %45 & 0, O
Jil Lefamulin 600 mg (3 11 AR A= R H B £ 9 0.25) 5
LEAPL # ik 73 5} Lefamulin 150 mg %} CABP B4 4E 45
RUTIRTT R

TE 2449 ¢ A= PR R 52 P 77 T, Lefamulin 28 A1 55 7
R BB LRI IRS R (£6). 7£ LEAPL
Il PR 5, Lefamulin 2H 9 38.1% (104/273) 5 & 2
D RAE T — IR S VRTT A RIS R ROBE, F AR VR T %
RMAR B (treatment-emergent adverse event, TEAE)
A1 8 TEAE /& L4351 8 15.0% F1 7.0%. SEFGy0 2 +
I 4% e iz 4 A 45 37.7% (103/273) 11 5 5 2 /0 K AT
— AN R B, % FE TEAE F1™ 8 TEAE (5 H 40 5l
14.3% F14.8%. % 212 [A]%% £ TEAE filj™ & TEAE ]
R FAL, 29 A RS AR ZE AR AL, (H 22
Lefamulin £ 5 J5 58 4 0] 68 H 303 S 350007 2 08 (1D RE IR
7E LEAP2 Iif R AF 72, Lefamulin 41+ 32.6% (120/368)
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Table 6 Treatment-related adverse effects > 1% for Lefamulin in LEAP1 and LEAP2 trial. ALT: Alanine aminotransferase; AST: Aspartate

aminotransferase

Moxifloxacin with or without

Lefamulin (150 mg, iv),

Adverse effect
n =273, % of patients

Lefamulin (600 mg, po),
n =368, % of patients

Moxifloxacin (400 mg, po),
n = 368, % of patients

linezolid (400 mg, iv),
n = 273, % of patients

Nausea 2.9% 2.2% 5.2% 1.9%
Hypokalemia 2.9% 2.2% - -
Vomiting - - 3.3% 0.8%
ALT increase 2.9% 2.2% 0.8% 1.1%
AST increase 4.1% 2.6% 0.5% 1.1%
Insomnia 2.9% 1.8% 0 -
Infusion site pain 2.9% 0.0% - -
Infusion site phlebitis 2.2% 1.1% - -
Hypertension 0.7% 2.2% 1.4% 1.4%
Diarrhea 0.7% 7.7% 12.2% 1.1%
Headache - - 1.1% 1.6%
Gastritis - - 1.1% 0.5%
g 20 KA — JORIT R IIA R B, Hr g HHEAT T 55
75 TEAE FI™ 8 TEAE 5 EL 40 5 4 15.8% Fl1 4.6% ., %% FlgE M PrafEE B W AAEAER 2 v R
PEVb B+ R Ml 4 i 25.0% (92/368) i i A2 /b
SN UOR BUR B, JUP R TEAE P TEAE f  References
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