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Abstract
Linezolid: A Modern Oxazolidinone Antibiotic for the Treatment of Infections
Caused by Resistant Gram-Positive Microorganisms

Abstract

The rapid spread of antimicrobial resistance among Gram-positive pathogens
has become a major global healthcare challenge. Linezolid, the first clinically
approved oxazolidinone antibiotic, exhibits potent activity against multidrug-
resistant Gram-positive bacteria, including methicillin-resistant Staphylococcus
aureus (MRSA) and vancomycin-resistant enterococci (VRE). Its unique mechanism
of action involves inhibition of bacterial protein synthesis through binding to the
23S rRNA of the 50S ribosomal subunit, thereby preventing the formation of the
initiation complex. Linezolid demonstrates excellent oral bioavailability, favorable
tissue penetration, and the possibility of intravenous-to-oral switch therapy. This
review summarizes the pharmacological properties, mechanism of action,
antimicrobial spectrum, pharmacokinetics, clinical applications, adverse reactions,
and resistance mechanisms associated with linezolid. Despite its high clinical
efficacy, prolonged therapy may be associated with hematological toxicity,
neuropathy, and lactic acidosis, necessitating careful patient monitoring.
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AHHOTaIMA

PocT aHTMOMOTMKOPE3NCTeHTHOCTM Cpedyl I'PaMIIOJIOXKUTEIIbHBIX IaTOTeHOB,
ocobeHHO MeTULWUIMH-pe3ucTeHTHOro Staphylococcus aureus (MRSA) n
BaHKOMUIIMH-pe3NCTeHTHBIX 3HTepoKOKKoB (VRE), 1mpeacTasisieTr cepbe3sHyIO

npoOjleMy  COBpeMeHHOW  MeOuUMHBL  JIuHe3onmwnm — ABisieTcd  IIePBBIM
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IpeficTaBUTeJIeM  Kjlacca  OKCa3OJIMOVHOHOB,  OOJIafaloliM  YHUKaJIbHBIM
MEeXaHV3MOM JIEeVICTBMS WM BBICOKOV AaKTMBHOCTBIO B OTHOINEHWMM OOJIBIIMHCTBA
PEe3UCTeHTHBIX IPaMIIOJIOKUTEIIbHBIX MUKPOOPraHM3MOB. ITpemmapar
XapaKTepu3yeTcs IIPaKTUUeCKy IIOJIHOW OMOMOCTYIIHOCTBIO IIPpU IIepOpaIbHOM
IPYMEHEeHMY, XOPOIIMM IIPOHMKHOBEHVEM B TKaHM W  BO3MOXXHOCTBIO
CTyHeH4YaTon Tepalmiu. B crarbe paccMoTpeHBI papMakoiorndeckiie CBOVICTBA,
MexaHWM3M [eVICTBUS, CIeKTp aHTUMMKPOOHOV aKTMBHOCTY, KJIMHUYECKoe
IprIMeHeHMe, TT000YHble 3(PdEKTEI M MeXaHM3MBbI Pa3BUTHS Pe3VICTEHTHOCTU K
JIVHEe30JIVILY.

KiroueBnIe ci10Ba

JIVIHE30JIM/], OKCa3OJIMIAVHOHBI, aHTHOMoTHKOopesucreHTHOCTE, MRSA, VRE,

IrPaMIIOJIOKUTeSIbHbIe MHQEKIVIN.

Beenenmue

AHTUOVOTUKOPE3NCTEHTHOCTh SBJISIETCS. OJHOV M3 BaKHEMIIMX IIpoOsieM
sgpaBooxpaHeHust XXI Beka. PacmpocTpaHeHwe MeTULVIUIMH-PE3VICTEHTHBIX
CTapVWIOKOKKOB ¥ BAaHKOMMIIVMH-PE3VCTEeHTHBIX SHTEPOKOKKOB CYIIIECTBEHHO
OrpaHMYMBAeT BO3MOXXHOCTM aHTMOAKTepMaIbHOM Tepammu. B cBga3u ¢ 3TuM
paspaboTKa HOBBIX KJIacCOB aHTMOMOTMKOB CTajla HeOOXOOVMBIM YCIOBUEM
s3¢pdexTrBHO GOPBHOBI C MH@PEKIMOHHBIMM 3a00JIeBaHVISIMIL.

JIvresormm ObUI  HepBBIM  IIpellapaToM  Kilacca  OKCA30JIVIVHOHOB,
BHeIIpeHHBIM B KJIMHWYecKyro mpakTuky B 2000 romy. braromapsi yHUKaIbHOMY
MeXaHM3My HeVICTBMS IperapaT CoXpaHseT aKTVMBHOCTb IIPOTMB OOJIBIIHCTBA
IIITAMMOB OaKTepurl, yCTOMYMBBIX K IPYTVM IpyIiaM aHTUOMOTKOB.

XuMndeckass xapaKTepucIMKa W MexaHM3M geucTBus:: JIvHesormp,
OTHOCUTCA K CHUHTeTUYeCKVMM aHTMOaKTepMaJIbHBIM IIpellapaTaM Kjlacca
OKCa30JIMAMHOHOB. Ero MexaHwsM [emCTBUSA IIPUHIMINWAJIBHO OTJINYAeTCs OT
MexaHu3Ma MeVICTBUS [OPYIMX MHIMOUTOpoB cuHTe3a Oenka. Ilpemapar
cesisbiBaeTcst ¢ 235 pPHK 50S-cyObemuuumiel  OakTepuasibHOM PpuUOOCOMBI U
IIpernATcTByeT (POPMMUPOBAHNIO (PYHKIIMOHAIBHOIO MHUILIMMPYIOIIEro KOMIUIeKca
70S, HeoOxommmoro I Hadajla TpaHCIAIMKW. B pesysbTaTe HapyllaeTcs: CUHTe3
Oerika 1 IoIaBIIsieTCsl pa3sMHOXKeHVIe OaKTepuI.

OcobeHHOCTBIO ~ JIMHE30/IMIA  SBJISIeTCS  OTCYTCTBME  IepeKpecTHOM
Pe3UCTeHTHOCTN C OOJIBIIIMHCTBOM APYIMX KJIacCOB aHTMOMOTMKOB, 4YTO
0Oy CJIOBJIEHO ero YHMUKAJIbHOV TOYKOV IPVIIOKEHM.

CnekTp aHTMMMKpPOOHOM aKTMBHOCTU: JIuHe3omma obiiagaeT BbIpaKeHHOM
aKTVMBHOCTBIO B OTHOIIIEHWI IPaMIIOJIOKUTEIIbHBIX MMKPOOPTaHM3MOB, BKIIFOYas:

« METULIWUINH-pe3ucTeHTHRIN Staphylococcus aureus (MRSA);
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« KOaryJja3oHeraTvBHbIe CTa(PVIIOKOKKI;

« BAHKOMMUIIVH-pe3ucTeHTHbIe SHTepOoKOKKM (VRE);

« Streptococcus pneumoniae, BKJII04Yas HeHUIVUIMH-Pe3VICTeHTHBIE IIITaMMBbI;

* J-remoIMTIIUECKIIE CTPEIITOKOKKY;

« HEKOTOpPbIe aHa3pPOOHBIE MUKPOOPraHM3MBL.

AKTVBHOCTh IIperiapaTa B OTHOIIEHMM TIpaMOTPUIIATEIbHBIX OaKTepuim
OorpaHMYeHa, YTO CBS3aHO ¢ Hajlm4meM y HuX 3P PeKTUBHBIX cucTeM 3ddiokca 1
0CcOOEHHOCTSIMI CTPOEHMSI KJIETOUHOT 00O0JIOUKA.

dapmakokmHeTnKa: JImHe3ommMzm — XapakTepusyeTcs — OJ1aronmpusTHBIMU
dapMaKOKMHeETMYeCKMMM  CBOVICTBaMM.  buomocTymHoOcTe  Hpenapara IIpu
IlepopaJibHOM HOpueMe pgocturaer npaktudecku 100%, uro 1103BOIISAET
OCYIIeCTBJISAITh IIPSAMOV Ilepexof, C BHYTPVBEHHOIO Ha IIepOpaIbHBI IIyTh
BBefleHMs Oe3 M3MeHeHMs HOo3MPOBKI. [lepmon mostyBbIBeIeH s COCTaBIIIeT OKOJIO
4-5 4YacoB, 4TO OOOCHOBBIBAeT IpVMeHEHVe IIperlapaTra [IBa pa3a B CyTKW.
ITpenapaT xopolI0 pacrpepessieTcss B OpraHn3Me U IIPOHMKAeT B JISTOYHYIO TKaHb,
KOXY, MSTKMe TKaHW, KOCTHYIO TKaHb U LIeHTPaJIbHYIO HEPBHYIO CrCTeMy. Bricokas
TKaHeBasl IIeHeTpalusi CIocoOcTByeT 3(ddEeKTMBHOCTI JIEUeHMUSI  TsDKeIIbIX
VH@EKIINI pasJINIHON JIOKaIV3aL L.

Kinnmandeckoe npumMeHeHme: OCHOBHBIMM IIOKasaHMSIMM K Ha3Ha4deHMIO
JIVIHEe30JIM[1A SIBJISIIOTCSI:

1. HosokomuanpHass 1 BHeOOJIbHWYHAsL ITHEBMOHMS, BbI3BaHHasd

HYBCTBUTEJIbPHBIMNU I'PaMIIOJIOKUTEJIPHBIMI MVIKPOOPTIaHW3MaMMN.

2. OciioxxHeHHBbIe 11 HeOCJIO)KHeHHble MHMEeKIIMI KOXM M MATKUX TKaHerl.

3. VMudexnn, BbI3BaHHBIe BaHKOMMIIVIH-Pe3VICTEeHTHBIM M
SHTEPOKOKKaMI.

4. Tsoxernble madexiny, Bei3BaHHbIe MRSA.

5. HexoTtopsle QopMBl JIeKapCcTBEHHO-YCTOMUMBOIO TyOepKyse3a B

cocTaBe KOMOVIHMPOBAHHOVI TepaIni.

KimHnueckne — vccileloBaHMsl — IIOKa3aJli  BBICOKYIO 3 deKTMBHOCTD
AVHe3oIuAa — Opu JledeHur  MHQEeKUWV,  BBI3BAaHHBIX  Pe3UCTeHTHBIMU
rPaMIIOJIOKUTEIPHBIMIM IIaTOr€HaMM, 4YTO [ejlaeT €ro OOHMM W3 IIpernapaToB
pe3epBa B COBPeMeHHOV aHTMMVKPOOHOV Teparini.

ITo6ounsbIe 3ddexThr: HecMOTps Ha XOPOIIYyIO IIepeHOCUMOCTE, IIPVIMEeHeHe
JIMTHE30JIM1a MOXXEeT COIIPOBOXIAThCsI pa3sBUTMEM HeXeJIaTeIbHbIX PeaKIIVA.

Hamnbosnee wacteiMm moOouHbIMM 3 deKTaMI ABIISIOTC: TOIIHOTA, Auapes,
rojIoBHast O0JIb, PBOTa, KOXHasi Cbllb. K cepbe3HBIM OCJIOXHEHMSIM OTHOCATCH:
TpoMmOolLToIIeHNs1, Hepudepudeckass HeVpoIaTus, OITHYecKas HeVponaTius,

JJaKTallmao3, CepOTOHT/IHOBBIVI CUHIOPOM IIPN COYETAHVIN C CEPOTOHVHEPTTTYECKVIMN
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npernapaTtaMu. PrucK pasBUTHS TsDKeNIbIX IOOOUHBIX 3deKTOB Bo3pacTaeT IHIpu
JUINTeIBHOCTY JiedeHUs Oosiee 14 [HeV, IIO3TOMY pPeKOMEHYeTCsl perysIsapHBIN
KOHTPOJIb 0OIIIero aHamsa KpoBy 1 KJIMHUYECKOTO COCTOSTHMSA IallieHTa.

MexaHu3Mbl  pe3MCTeHTHOCTM: XOTd  YCTOMYMBOCTb K  JIHE3OJIVIILY
BCTpevaeTcss OTHOCUTEIBHO PelKO, CIyday pe3VCTeHTHOCTV OMNMCAaHBI BO MHOTMIX
cTpanHax Mypa. OCHOBHBIM MeXaHWM3MOM sBjigeTca myTanusa B rerHax 23S pPHK,
NpUBOIsAIasg K CHVDKEHWMIO CpOACTBa IIpemnapaTa K pubocome. Taxke ormvcaHbl
MeXaHW3MBbl, CBsi3aHHble C IIpuoOpeTeHMeM TeHOB cfr ¥ WM3MeHeHVEM
pubocoMasibHBIX OesikoB. DakToOpaMy pycKa pasBUTHS PE3UCTEHTHOCTU SBJISIOTCS
JUINTeIbHAs Tepalvisd, HeOOCTaTOYHble KOHIeHTpaluyu IIpellapata B odare
VHPeKIM U Hajludre WHOPOOHBIX TeJl WIM XPOHUYECKMX WH@EeKIVOHHBIX
OYaros.

3akIroueHne

JIvHesonmuz fABIIseTCA BaXKHBIM IpeACTaBUTeNIeM Kilacca OKCa3OJIMAVHOHOB U
3aHVMaeT 3Ha4yyMOe MeCTO B JIeYeHWM VHQEeKIV, BBI3BAHHBIX Pe3VCTeHTHBIMU
IrPaMIIOJIOKUTEIIbHBIMY MUKPOOpPraHM3MaMi. YHVKaJIbHBIVI MeXaHWU3M IeVICTBU,
BBICOKasi OMOIOCTYIIHOCTb ¥  OTCYTCTBME IIePeKPeCTHOV  PpPe3VCTEeHTHOCTU
obecrieunBaroT ero 3pdPeKTUBHOCTD IIPU TLKEJIbIX MHPeKIMsaX, BbI3BaHHBIX MRSA
1 VRE. OpHako BO3MOXHOCTb PasBUTHS Cepbe3HbIX HMOOOUYHBIX 3¢deKTOB IIpu
JUINTEJIbHOM IIpUMeHeHUM TpebOyeT TIIaTeJIbHOTO MOHUTOPVHIA IIalVIeHTOB.
ParyonasbHOe  VICIIOJNIB30BaHVe JIMHE30JIMa OCTaeTCs BaXXHBIM  yCJIOBVIEM
COXpaHeHMs ero KIMHUYeCKOn 3P@PeKTUBHOCTM B 30Xy IJI0OaJIbHOM
aHTUOVOTUKOPE3MCTEHTHOCT.
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