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Abstract

Delafloxacin is a novel fluoroquinolones antibacterial with anionic properties and good antibac-
terial activity under acidic conditions. By inhibiting the activity of topoisomerase IV and DNA he-
licases, the replication of bacterial DNA was blocked and sterilization is achieved. It has a wide
range of antibacterial activities for gram-positive bacteria, Gram-negative and anaerobic bacteria.
In June 2017, it was approved by the US FDA for the treatment of acute bacterial skin and skin
structural infections. There are two dosage forms of oral tablet and injection powder. The recom-
mended dose is intravenous injection of 300 mg or oral 450 mg. It has good safety and tolerability,
no heart QT prolongation and phototoxicity. The basic properties, antibacterial activity, mechan-
ism of action, pharmacokinetics, pharmacodynamics, safety and tolerance of delafloxacin were re-
viewed in this paper.
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1. 5]

PR 2R T X BT EUm R Gy,  FRAREOR R A2, WA A T EEER . B2, MEDR
G AE R, PUBE 254 il AR Dt R M E, BOR TR B 25 MR G, S B 25 R RO
AN B[ 1] BT 245 12 5 A 7 | P Jk e s b LA P P, 2 DR ST A A 2 PO A 5 i D i 24
PEANKTHG N, PR RRIRRENIET 2, R R A5 112 KRVE2] [3]. FAE4H B 245 1 B4 N i)
B, STk 2 P i e Az ik &5 ) Ji Y (acute bacterial skin and skin structure infections, ABSSSI){E Al &
W —, H R BE 3 IEE BT, I MBI RE, /& — A B Bhi itk (0 B2 A 4]
i FF 42 PG AR 4 3 €675 2] BR 1A (methicillin-resistant staphylococcus aureus, MRSA)/& ABSSSI 5 % WL A EU% 7%
JEAR, MRSA XFERIEFAEL ()N SZ VB, ReAE M S5 Im B VE A 2 A2 3%, T — AP 299001 2R 1)
PUB IS AR 2 Uk S5 (5] BRI, N T IREAE S HUR AT 251, U5SR TR ZEAWHER BA B P P
PR 2, HRIGIT A MRSA 1E W 1) 22 R i 265 21 B B e

W TR S 250 R AE 1962 4RI i ZE0E IR 1ALV 1T 51 NI PR S BR IR (6] o 208 1 0 W i R S 4k & WD kAT 45 4
e, LTS eENTmgsyngEte, RS0 F R R 2 At I D F TR YT &M A 2 ERBH P A =2
IR RN R 5 RS AR S I, R RN B R 25, R TE RN R SBR[ 7] 0 Ay > A2 A — ol 20 ) s v e 2
2500, ReT P 2 IR RH PR 22 IR SRR, AR R b R AE DU 22 IRPH PR A b AR e v R S 245
S RETE[8] . FEhvb e FA MR AR AL, 2 I A FH AR i — — 2R BB 0] DNA K1) o (1) g Ao
W TR BT AE 2R (9] o S b B SE A A B P D R A TV A DNA BRIE R (1035 14, PS4 B DNA &
MR, RAFBHIREILTL[10]. 5HAMBEEEHSSZYAILE, MEhd B HA S 7R, setsiysm
EAERR PR PR P, AT AR R PEIREE T AR B HARZG I 10 %, SXPPRRIR I P BT A L R g 5
IIAE 20 R K BRVERA S 1) MRSA [11]. #hy b B 1) 24 o i P A T I PR IR AT 730 E, HAp2jy7
AT B R MM A AR SRZE, ZaEMZERL, OO QT MMM ENE, W
WA SR HEIhRE B Thae FOa &R FH A RE2m[12].

2. ERLVEE T

1R vb B 2 B H K Wakunaga 124 A 7] 5 32 [F Melinta 23 7] 36 A il FF A2 0039 78 e v R 2 1 i e
2, XPRZHUH IR 5 ABSSSIs DL IR E g B R U Pt g [ 13]. 2017 4F 6 H 19 H3EH

ik
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FDA B UkAtbuE R B, IREE B FI697 ABSSSI [14]. DA vb B2 W e 3 i RAEAE, B VS 4
RT3 R, e A ) 751l B 55 300 mg B TR 450 mg [15] 437 v J2 (R 7 5 44 42 baxdela,
i 44 /2 delafloxacin, L2 A FRA 1-(6-283E-3,5- - 5-2- ML WE J)-8- 5 -6-F-1,4- & -7-(3-Fa k- 1- R T
F)-4-F M-3R R, 122N CigH,CIFN, O,y AT 43 F 8N 440.76 [16]. 500 1 FToR.

M

Figure 1. Structure of delafloxacin
B 1. EhndZ2rEmX

g Vb B 2 S50 5 HA K 2 HOR TR SR 29 A R, EEARILAELL T 3 S[17]: 1) EFE C-7
Gk Z SRAEPEFE A, fFI R EFER M, AT LA SRR SRR A B R BB E s 2) C-8 ALE( C-6 AL —
)20 55 I A R ZL I B N, A B TR S IR E T 3) 7E N-1 AL EARAE — AN 05 & AR HUAR,
55 H A S A 2 L, AT AR R K ) 431 3R THD o 388 3 6o RIS U5 T A A W A R R AT I 9T R B
C-3 ALFRIEAT C-4 7 RIS R R FFHURNE VR TR L[], C-6 A7 HIFRAN C-8 A A B T3 9 HL it 11 V6 14
[18].

3. mEEN

BRI BAEAGIRIE S T ERIRYE pH ~, ZHOEA L IEIREAAAE, B 5 E L VRN .
Pt pH N EZEUIE TR RAAE, WIEANE AN B R[19]. XFMRRER AV 5 AT DL Syt A FERR P pH
T, R ESEMETIREE L . RN EIREGEA— BOVRIEM S, BT IR i, AT AE AR
Tk, JOREAN MRANEK YL 2GS pH PREE T Y sm AR Vb B K HT BRE 1R [20] 0 FERLYD B A2 — Bl ] 1) 3
TR A, 7T LA DNA AR 4 5 ARG TV 5 DNA (2 Ef il — o 859, MHnH| 415 DNA &
BHHRTE, BN DNA RIS SRR, AR 2R 0 BEFH[21]0 FERIyD B 1R R S 0f 3 22 PRBH 4 R A1 22 1R
BRI B B0 3% T T 1R S R AR, X MIRS AL )70 B 37 12 LU FL At Sl T R S 24 0 B 5k o 84290 2 X MRSA
BURFE 110 (Z2 D B HURKR) . 124 PRCEEHERARRR)F 165 PR(VYEE RAZE) A 5 /N A B K B2 (minimum
bactericidal concentration, MBC)43 7|4 0.008 pg/mL, 0.5 pg/mL 1 8 pug/mL, i /2 E &0 2 1 MBC 43l
74°0.5 pg/mL, 8 pg/mL AKT 32 pg/mLo KHB I3 EE (B R YD B A SR R A MRSA & 110 [RR S
PEIAE 6 /NP ILEE R, BRIV EAE 16 f% /NI (minimal inhibitory concentration, MIC)Hf % MRSA
FER 124 B9 JKOR PR R A 22 S UD R REBR, A 16 151 32 £ MIC B3 MRSA #k 165 IR
PEFE 24 /NULEERI[22]
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4. iEhE

=TT BRI PRI R B A B R AT T L. R —IIE, BN, R
T, W) 52 44 fd R G FR KR 5 71 & 2 B8 300 mg. 450 mg. 600 mg. 750 mg. 900 mg 1 1200
mg BRIV E . RB 1= a R, TERTRE AL VSR A (300 mg 2 1200 mg), #EH7 b &1 K I
IR PEE (C o) BEZA 2 71 R B LL N3G 0, T 245 B 4R R T AR (AUC) B BS IR i 45 24 1) 2 Lol . 76 A K
A5 2 P O 38 i K I 24 94 B (N TR (T ) A 1.0 /NI o 42 BB B R (CLY I AT AR (V) 3 B TE 7.59 L/h 2
12.53 L/h Z [A]F1 30.2 L % 38.50 L 2 [f]. BiHBRZFL) 52 S THRREM 32.1%% 39.7%, 3 H A& SR>
BFVE R PR (23], FEE U T, (g R R R H IR KA 2515 V) R 300 mg,
14 K, PMEZRALE A BRI . RS | KA 14 RV RER, KW 5 1R
WREBR, RFRN1.09 (23], 5 =T FRETE 56 L REERE H T —4 2 1 2 P A2 XAF5E, DA
PEAL B IR 25 2577 BN TR 450 mg I KT S 300 mg 2 18] I A4 250k o 45 5 o~ 2oy e st A2 W0 R T g
5 58.8%, [1Hk 450 mg 5iflk4h 2 300 mg Z534[23].

TEFFRbRZE 0] 1 WG PR IREE Hh i 78 7 AR yb B I HEM R &R, TEAE R I3 e B I i ik 41 300
mg il C bricE R D B, WERE R B HE S L. SRS RER N, SR BRI, 3
B EHEM . PRAEEME L S B R 65.7% +£ 4.97%, 144 /NS HEE 5 BOHPEE ) 28.5% +
4.92%. FERLYDE & USRI 69.7% (41.2% FRIBURT 28.5%25A0), 17 7 2 B % BR (7 vb B 5 B IRAR g
Y, HEMEEE PRI ) o5 BTSRRI 20.4%. SRR UG, K2 66%IM 7 B R R R, FEERWAKE
SR E RS R, KE 29% & BT BRIV HEE s i bR 7 S s . R R R E S AR A%,
I PEENT TR BN MR E A TS RLN 84% [24].

—TUBE, d BRI T I RIS B 78 1 AR AN % 2y vb B 4R80T 52
M, S5 REIR, LHEMBERZRNIIFESHEE TN, MTEZEANN Cua M1 AUC,. 3 H THER AN,
XA RS T AR N LB B R BRI R BRI (P < 0.05) [25]. B4 BT B3 5 m T @ Rvb B G R R,
L5 Thie IR (0 R A L, 7 3 B R I 259 CL 2981 [26] o TEARTE ™ B B B (WLIEFE PR F < 30
mL/min) 500 T, BFEFFIKEG 25180 h A 2557 22 200 mg. 7E TIAFF PR 25 51K 300 mg k7T
O, 45 Child-Pugh 7R RGH 18 A B S0 3 (A H: B B4 |4 CA:
FPEE)EHS 18 ZEFE IR 11 VLA, AR5 B PRI R AUC)., Coas % 85 AT B 26 5 {
FREZAE TR ZE R [27]. Fe T IXUesls, AN A0 0 B AT AR R B R
5. Y EFE
5.1. EhER

TR VD B B2 3005 1 /N BRI R A B AT 1 %2 DA/ BRI R A B A S 0 5, e Y
Jiti 98 0 TR A TR, it 98 R IR TR <6 B € 4 T IR R 25 4 MR IR VD B (R 2 0 R A R S AR R VD B R AUC
5 MIC [ {E AUC/MIC i 52 RTINS F7 v S 230 i rT SE S 4. A5 RRA, R yb B il 28 BBk B
o B (0] ) R TR RIS 48 o o A1 B8 0 S v B P B BV [ 28
5.2. IGFRIRLE

PRI T AR I T I RAR G VA T AR v S VR Y7 R VRN 17 Ik &5 Fa S (S S STs) ) T A8 R 22 4 1
FEXT 150 44 ABSSSI 38 34T B8 — 100 11 G R RS, 45 7484790 B (300 mg A1 450 mg 1V/12 h) 5 & i
WE(H IR 100 mg IV, BEJS 50 mg/12 h) 5~14 K, PPl 5 &N 2 A0 LR 0 B 1) 2 g k. 245
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12 /NI 300 mg HIEE S VDR, B 12 /NEHEA 450 mg (IERIVDE, PLREE 12 /N 50 mg % ik
RKIEBEE T, JREESHN 943%, 92.5%F1 91.2% [29]. 55 30 IT Ik KRR 27 256 51 ABSSSI Hi#
HRREATHY, PR AL B 45%, BRI 28.5%, 15 IRGL B 25%R B 1.5%. K
(300 mg IV)5 i B R (B 12 /M 15 mg/kg IV)FIFIZ M2 (600 mg TV/12 h)#EAT HLER, B8 pmfiyb 2
72 BRIV BIE RN 70.4%, SHFIZEMIAH 21(64.9%), WE & T/t 8B R (54.1%). 7E MRSA &Yy
B, IR AR, MERREIEE > 30 kg/m® (EF T, MEyb R AR EE[30]. 50
T I R FEAE 660 1] ABSSS 35 hidhiAT, BENLIEGHL 331 44 BE R 12 /NEFEER VD E 300 mg, HAR
329 NEF 12 /NIRRT Tt B 2R (15 mg/kg) M EE, 5~14 KRy B 257 ik IS 1t & &= A
FM A AT IR SRR, S EmEMAM S HAM, MEhib BAE 48~72 /N ATE
Il SR SR G FR AL R0 kKN T3 TR I AR 5 28 (3 1] [32] £E5S 2 3T LI Ik PR 7E vh PPty 1 PR Vb 2
FE 55 2% [ PH P 20 18 (B 36 MRS A)FIEE 22 [CRF 14 1 51 A2 ) ABSSST H [19RT7 RCR o 75 8 22 IR RA 10 SR A4 5|
HEEI) ABSSSI S, Ay B IR YT RO E I W 2 v R AR AT 1 IEAE, 3 MICsy, MICyo Al MIC 8
FEl 558 0.12 ug/mL, 0.25 ug/mL 1 0.03~4 ug/mL. £ 48~72 /INiF, 25 14 KA 21~28 K, i 5>
SEVRIT I BB TR PR R 73 5N 85.6%- 98.7%- 97.3%, Jiih 5 &/Z MBS Fl 25 2R N 88.3%.
97.6%- 97.4% [33]. TEH % IRRHME BB E Y, 7F 48~72 /NI 26 14 KRS 21~28 KRy B 575
R/ A M TE IR R ZE R R 5 3 87.9%F1 87%, 97.9%1 98.1%, 97.2%F1 97.5%. EhivbE 5 ER/
MR VATT 1) MRSA BT PIRR B2 50 310 98.1%F1 98.0% [34].

6. Rt 2

ISR TR, BRI BEARRNIRAESHAFER K. EREEGT T, SRy B FHkeS
ZiFI ST 800 mg B, 50%LA B2 E HIAA R, SRIMAEREAN RIS TGN, AERyb 2 1R 20
M 52 Pk R AF([35]0 5 HAMRE R EI AL, flhr b B i SR AN R B2 18 i A G, B dE %, BRYS
K. TG QT MM KA EE M, A Borxt FThRE . 5 T BE AR & 5 A R B2 [36] [37].

BLFEER VD BAE N I BTE SRR R R 2, #0A nT Ae il iS40 5 1046+ A TV AT DNA {2 Jie i
GRAR PR LN 24 B AR [38] . TEARAN MRSA HHHfF 5T T 5 v S BN 25 14 (1 66 77« Remy 5 NAIE S fli 4y vb B AE
MRSA RN 25 RAZ AR I MEZRIRAK: MRSA BEREM B BRI B 25 AR AR, T SRR AT
[ 53 Bk MIC 1 1~4 1%, (KT H AR ZE[39],

7. B&

M 20 22 90 SEARHHITTAG, LT A A5 22 B B AT 2 BRI A 9 T X e 85 T A 470 1 243 PO i
LGPEHIT IR G IN[40]. BIL, TR BRA STt R TE, PURERIER, Bmi ettt IF SRz
R8N 35 BT AR L 0T 24 2 B 2 T T B AT 55 o ARy B R — R B A S T R 2R AL 5, R E
FEF 0 B 22 IRPH P TR (1 MRS A) AT S5 22 PR A9 Ji A7 (A0 478 X Ve T 245 £ A B AT T AR A 96 7 o 1 7 )
AT VEPUREIETE . (84D B PR ARG 5 22 RRPH PR T (e )2 MRS A) AT ER 38 5 IR MIC B DL ROR 322 1K
BAVEZH B AOE T, EVR YT 90 B IG5 TR A IR AF N P AT o A b A7 AR A K S A 1 IR s 29 P b 4
Zyigte, NHNGH) iz, BB IR A E -

8. RE

B U 290 B 24 6 R H 27, BT R ST G I, W DA e RR R B R . D
BAEJTH AL 1 R v M SR BT 250, DR X SV 20 T P B DR R B A5 R SR G AR T B i R 4,
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H 8D B K (0 e 24 1 s ) 1 T TR T, B R B 2 A B B AR T 4
Y, BIERANERRERG:, WP ARGURGL, OB, R R K A B, AR

i RO U 29 240 18 AL A D TR, AEBAERTT0E.
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