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OgHuMU 3 TepIIuX aHTUO0iOTHUKIB, IO
BIIPOBAPKEHI B MEAWUYHY IIPAKTUKY, Oyau
iHri6iTopm cuHTEedy Oinka. AHTHOaKTe-
pianbHi 3acobu, sKi BimHOCATBLCA O Iriel
rpynu, NPUTHIYYIOTH YTBOPEHHA OijlKa B
MiKpOOHi# KJIITHMHI 3a paxyHOK pPi3HOMA-
HITHUX MeXaHi3MiB Ha DpiBHHX DpiBHAX.
Turi6iTopu cuHTE3y 6iiKa YMOBHO PO3IIOIi-
agTh Ha 4 rpynu: iHri6iTopm axkTmBaIrii
aMiHOKMCJIOT i peakIiiii mepeHocy; (PyHK-
it manux cyooguununs (30S) pubGocomu;
dyaKIiit Besurux cyboxmHUb (50S)
pubocomu Ta iHTiGiTOpM MO3apMOOCOMHUX
dyuKIii (Taba. 1).

Hna iuribiTopiB cuHTe3y 6inKa xapak-
TepHa BUOipKOBicTh mii, 1m0 3abesme-
YyeTbCsA CYTTEBUMHU BifMiHHOCTAMU B
CTPYKTYpi pubocoM GakTepiil Ta JIOAUHU:
3a BMicToM, cTpyKTypom 0inkiB Ta pPHE,
posmipom cybomuuuis (y 6akrepiit — 50S
ta 30S, y eykapioriB — 60S Ta 40S) To1z0.

IIpepcTaBHUKOM iHTiGiTOpiB CcuUHTE3Y
0inKa B KJIiTMHAX MiKpOOPraHisMiB € oKca-
30JIIIVMHOHM — HOBUM KJAac aHTHOIOTHKIB,
III0 MAIOTh BUPAKEHY aKTUBHICTH BiJTHOCHO
Mai’Ke BCiX IpaMIIOBUTMBHUX MiKpoopra-
Hi3MiB, y TOMY YHCJi DPE3UCTEHTHUX 0
immmx aHTUMiKpOOHUX areHTiB. Ileil Kiac
aHTUMIiKpPOOHUX IpemapariB BigKpuTui
E. I. du Pont de Nemours et al. y 1987
porri. IlepiuM mpencTaBHUKOM OKCA30JIi-
nuHoHiB € Jlinezouig (2000 p.) [2]. OcHoB-
He 3acTocyBaHHA JIliHesoximy — Tepamia
iH(deKIift, 3yMOBJIEHUX IOJiPE3NCTEHTHN-
MU TpaMIO3UTUBHUMMN Kokamu. Ha Bin-
MiHY Bifi iHIIUX aHTUMIKPOOHUX IIperna-
pariB, gki wDopymryoTh cuHTe3 O6inKa,
JlinesoJriy BuyimBae Ha paHHI eTamu TpaH-
CJIAII MIJIAXOM HEBBOPOTHOTO 3B’ A3YBAHHA
3 30S Ta 50S-cybomuuuisaaMu prdocoMm,
BHACJiJJOK YOT0 TOPYIIYETHCA IIPOILEC
yrBOpeHHs 70S-KoMILIeKcy Ta GhopMyBaH-
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HA TEITUIHOTO JAHIoTa. 3aBAAKU IIbOMY
MexaHi3sMy B MikpoopraHismiB He (op-
MYETBCS IIepexXpecHa PEe3UCTEHTHICTH 3
iHImuMn aHTHOiOTUKAMU, 30KpeMa,
MaKpoJizamMu, aMiHOTJIIKO3uAaMu, JIiHKO-
3aMimamMu, TeTpalUKJIiHaAMU, XJopamde-
HikosioM Ta cTpenrorpamMinamu [2—4].

JlinesoJui Ipu mepopaJibHOMY 3aCTOCY-
BAHHI IIIBUAKO BCMOKTYETHCS, 0i0HOCTYII-
HicTh criaazae Oaumspxko 100 % Ta He
3aJIeXKUTH Bix mpuitomy ixki. Makcumais-
Ha KOHIIEHTPAIliA B KpPOBi JocCATaeThCA
uyeped 1-2 rox. Ilpemapar npoHUKae B
IMKipy Ta MiAINIKipHY KJIITKOBUHY, KiCT-
KM, M AKi TKaHWHU, JereHi, jJikBop. KoH-
IeHTpaIia B JikBopi carae 1,5-12,0 mxr/
mia. Crymiab 3B’AsyBaHHA 3 Oigkamu
KpoBi — 6ausbko 31 %. Ilpemapar mera-
0osidyeThcAd B IEUiHIli, EKCKPeTyeTbCs
rmepeBakHo 3 ceuero (1o 80—85 %) y Heak-
TuBHi# Qopwmi. Ilepiom HamiBBUBemeHHA
Jlinesourimy (T1/z) — 4,5-5,5 rox, He 3aJe-
JKUTH Bif BiKy mamieHTa, QYHKIII HUPOK
Ta nevinku [5—8].

OpguuM i3 mapameTpiB, IKUII BU3HAUae
KJiHiuHYy edeKTUBHiCTH aHTHOiOTHKA, €
MIPOMi’KOK UYacy, YOPOAOBXK SKOTO BMiCT
ImpemnapaTry B CHUPOBATIII KPOBi ITepeBUIITYyE
ioro mimimMasbHY iHriOyOUy KOHIIeHTDAa-
mito (MIK), 1mo sabesmeuye esimiHairiro
30ymuuKa 3 BorHumia iHdexii. Hocui-
IKeHHA (QapMakoKinetruku JliHesosmigy
IIOKAa3aJiv, 110 PiBeHb mpemapaTry B KPOBi
sHauyHo nepeBuiniye MIK BigHOCHO OCHOB-
HUX TATOTEeHHUX MiKPOOpPraHisMiB ympo-
IOBYK yCBhOTO iHTepBady MiK mosamu [8].

EdexruBnicts Jlinesonigy B Kiaimiunint
NpaKTHUIl [JoBeJeHA MOPiBHAJIBHUMU
KOHTPOJIbOBAHUMHU KJIHIYHUMU JOCJi-
I)KeHHAMU IIPU 3aCTOCYBaHHI B IaIli€HTiB
3 IMO3aJIIKapHAHOIO THEBMOHI€I0, iH(MEKITiA-
MU IIKipu Ta M’AKUX TKAaHUH, Y XBOPUX
Ha TyOepKyabo3. JliHesousis € edeKTus-
HUM 1 IIpM HO30KOMiaJIbHiNl ITHEBMOHI],
gymoBiieHiit MRSA (MeTunuiiH-pesuc-
TeHTHU#N Staphylococcus aureus), y Tomy
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Tabaums 1

Anmubiomuku, aki énaiueéaoms Ha cuHme3 6iikKa 6 KaAimurnax mikpoopzauidmie [1]

AHTNGIOTUKM MiweHb air Caiit, cy6boguHuua
OkcasonignHoHU 23 PHK P, 50S
AMiHOrniko3nam 16S pPHK A, 30S
TeTpauukiiHm 16S pPHK A, 30S
Makponign 23S pPHK P, 50S
CtpenTtorpaminu 23S pPHK P, 50S
JliHko3amign 23S pPHK P, 50S
XnopamdeHikon 23S pPHK P, 50S
Epein 16S pPHK P/E, 30S
TiocTpenToH 23S pPHK P, 50S
EBepHiHOMIUWHYK 23S pPHK P, 50S
MneypomyTuniHn 23S pPHK P, 50S
®dyaungiesa kmucnoTa EF-G -
MynipouwnH lle t-PHK cuHTasa -

ITpumimka. «—» — 0aui 8idcymHi.

YUCJIi BEHTUJIATOP-ACOIifioBaHill ITHEBMO-
uii [9].

He nuBnsauuchs Ha mocraTHio eeKTUB-
HICTh IILOT0O KJIACY AHTUMIKPOOHUX IIpe-
napariB, HaTellep BUABJEHI pPe3UCTEHTHI
nro gmii Jlimesonigy mramu MikpoopraHis-
MiB, 30KpeMa, Yy XBOPHUX 3 IOCTTpPaBMa-
TUYHUMU iHQEKIiaMu M’ SKUX TKaHUH
(IMT) ra ocreomienitom (OM). Beranos-
JeHo, mio crikmmu mo mii Jlimesomimy
BUABUINCA Oau3bko 4,5 % mramis
S. aureus ta 22,2 % mrTamiB KoaryJaso-
HeratTuBHuUX cradinmokokis (KHC) [10].
Pesuctrentnicts mo Jlimesousigy BusABIe-
Ha Takox y 2 mramiB Enterococcus
faecium (MIK s6inpmmiaaca 3 2 MKI/MJI
o > 16 MKr/mu) micsis TpuBaJsiol mapeHTe-
panbHOI aHTubGioTMKOTepamii (4 Ta 6 THXK-
HiB). MexaHisM pPO3BUTKY cTiliKOCTi
30yAHUKIB [0 mpemapaTy OB’ sS3aHUMl 3
monudikaiiero pubocoMaabHOI MimeHi
mii, mo peaJidyeTbcsa 3a PaxyHOK MyTa-
it resa 23S pPHK [11]. Pusuk posBur-
Ky crifikocti mo paii mpemapaty moB’s-
3yIOTh 3 TPHUBAJUM 3aCTOCYBAaHHAM Ta
irmumMu daxkTopamu.

dopmyBaHHA JiHE30JIiI-PE3UCTEHTHUX
mramMiB MiKpoopraHismiB morpebye po3-
PoOKM HOBUX aHTHOIOTHUKIB cepenx oKcaso-
giguHoHIB. [laHi IMOJO NEPCIEKTHUBHUX
mpenapariB HaBeJeHO B Tabsuii 2.

Y 2000-2014 poxax cepep Iiei rpynu
aHTHOiOTUKIB BuaBJIeHO moHan 10 akTus-

HUX CIIOJIYK, ajie 6araTo 3 HUX HEJOIyIIe-
Hi 10 KJIiHIYHUX BUIPOOYBaHb Uepes IIij-
BUINEHUI PUBUK BUHUKHEHHA NOOIiUHUX
ABUIl a00 He3aM0BiIbHI (hapMaKOKiHeTHY-
Hi mokasHuku. ¥ 2011 poui B KiaiHivHHX
yMoOBax MmOCJHiMKyBamtu e(eKTUBHICTL Ta
OesmeuHicTs 4 HOBUX OKCA30JIiAMHOHIB:
Tenuzomimy docdary, Bimomoro pasirme
Ak Topesoainy dpocdar (TR-701, DA-7218,
DK «Cubist Pharmaceuticals»), Pameso-
ainy (Rx-01-667, RX-1741, ®K «Rib-X
Pharmaceuticals»), Cyresomigy (PNU-
100480, PF-02341272, ®K «Pfizer») Ta
cuonyku AZD5847 (AZD2563, @K
«AstraZeneca»).

Bupasny aHTubOaKTepialbHy aKTHUB-
HIiCTHP IIPOTM BCiX KJIIHIYHO 3HAYYIIUX
TPaMIIOBUTUBHUX 0OaKTepiii BuUABISE
Tepusoniny docdar, y Tomy umcai Bix-
HOCHO cTifikoro mo JIiHesosimy sosoTucTo-
ro cragdimorory [12, 13].

EdexTuBnicts mnpemapary [moBegeHO
OBOMA eTamaMM KJIIHIiYHOIO JOCJim:KeHHS
(IIT  ¢pasa) Ba yuacTio mnalieHTiB, AKi
CTpa'KIaloTh Ha TrocTpi OakTepianbHi
iHdexrnii mKipm Ta M’ AKUX TKaHUH,
nopiBuAHO 3 JliHesoxigzom (ESTABLISH-1,
ESTABLISH-2). Hocaigxenna Teausosi-
Iy y TBapuH Ta JIOAUHU CBiAYUTH IIPO
JiHiAHEWT xapakTep (papMaKOKiHETUKY AK
IpY OJHOPA30BOMY B3acTOCyBaHHi, TakK i
IpU BBeJeHHI mOBTOPHUX 103 [13, 14] Ta
He 3aJIeXKUTh Bij] crioco0y BBeAeHHA (IIepo-
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PaJBLHOTO Ta BHYTPiNIHbOBEeHHOro) [15].
ITicna sacTocyBaHHs, He3aJIEKHO Bif CIIO-
coby BBemeHHs, Temuaosminy ¢ochar
MIBUAKO IIEPETBOPIOEThLCS Ha Temmsouain
IJIAXOM Tifpoaisy dochaTrol rpynu doc-
darazoro [13].

IIpu pmocmipskeHHi (hapMarkoKiHETHUYHUX
TIOKa3HUKIB BCTAHOBJIEHO, IO 3a YMOBH
IepopaIbHOTO BBEJEHHSA Mpenapar IIBUAKO
BCMOKTYETBHCSA 3 IIJIYHKOBO-KHUIIIKOBOTO
TPaKTy ¥ BHUABJIAETHCA B KpOBI uepes
15,00 xB, MaKcHMMaJbHA KOHIIEHTpPAIlis
(C,.,) TpenapaTy DeEeCTPYEThCA 4Uepes
25,5-65,0 xB i cwkumamae 1,99 w™Kr/mi,
nepiox HaniseuBemeHHA (T, /2) - 10,6 rox
[16]. ¥V 3mopoBux HOOPOBOJIBIIIB 6i0ZOCTYII-
HiCTh IIpKM 3acTOCYBaHHI per 0s y pno3i
200 mr ckaagama 91,00-91,47 % [13, 15].
IIpu BHYTpimIHROBeHHOMY BBemeHHI Temu-
30JIi BUBHAYAETHLCS B KPoBi uepes 1,00 xB,
C,.. Deectpyerbca uepes 7,85-12,10 xB
[13]. 3 GinkamMu maasMu KPOBi 3B’ sA3yETHCS
onusbko 89 % mnpemapary, 06’€M PO3IOIi-
JieHHA B 2—3 pasu mepeBuillye Taxkuii Jline-
gomigy [14, 17]. 3mauni KoHIeHTpaIil
BUSABJIAIOTh Y JKUPOBiil TKAaHWHI Ta M’sa3axX
[13]. BuBomutsca Temusonin 3 opranismy
nepeBaykHO uepes KuUIIKiBHUK (80—-90 %),
yepe3 HUPKU 3 ceveio — n0 1 % mpemapaty
[12, 16, 17]. Yepes 1 nolOy micas BBeJeHHS
Tenusomnig y ceui Ta Kaji eKCIepUMEHTATb-
HUX TBapuH He BusHauaerhca [13]. Ilpu
7-IeHHOMY TIepOpaJbHOMY 3aCTOCYBaHHI B
mosi 200 mr cmocrepirajacd KyMYJIAIis
npenapary (6ausbpko 28 %) [15].

Orpumani pesysabratu gaau smory FDA
y 2014 poui pexomenaysatu Texmwmsosriny
dochar (toproBa mazea — SIVEXTRO)
UL MEIUYHOTO 3aCTOCYBAHHS Y XBOPUX 3
iHQeKIiAMU MmMKipu Ta M’ AKUX TKAHUH
[18, 19]. IlokasamHA A KJIIHIYHOTO
BUKOpUCTaHHA Tenmsoniny MOKyTh OyTH
pPOBIIINpPeHi 3a YMOBU OTPUMAHHS 3asgBHU-
KOM ITIOSUTHBHUX Pe3yJIbTATiB KJIIHIYHOTO
BunpoOyBauua (III ¢dasa) mpemapary y
XBOPHUX 3 TAXKKOIO ITHeBMOHieo [20, 21].
Hocaigsxenua posmouatre B 2013 porri.

Croromui saBepliieHe AOKJiHiUHEe BUB-
YeHHA HOBOT'O IIpemnapary IbOro KJacy —
Papesoniny. Ileit mpencTaBHUK OKCas30Ji-
IUHOHIB XapaKTepU3yeThCs OiIbIIT HINPO-
KUM CIHEeKTPOM aHTUMiKPOOHOI aKTUBHOC-
Ti mopiBHaAHO 3 Jlimesomimom. AHTHMI-
KpoOHa aKTUBHicTHL Pamesosimy B ekcie-
puUMeHTax in vitro y 2 pasu HepeBUIIYyE

Tary BigHOCHO cTadiiokokiB Ta B 4 Ta 16
pasiB — BiZHOCHO CTPENTOKOKIB i eHTEepo-
kokiB. [lo xmii mpemapary 4yTiuBi JiHKO-
MinuH-pe3rcTeHTHI O6akTepii, MeTHUIU-
JIiH-pe3UCTeHTHI cTadiJoKOKU Ta TI'paM-
HeraTuBHiI Mikpoopramismu. ¥ I ¢asi
KJiHiYHMX BuUNpoOyBaHb BCTAHOBJIEHO
dapMakoKiHeTHUHI MOKA3HUKU Ipenapa-
Ty B 3J0POBUX AOOPOBOJBIIIB IPU OJHO-
pa3oBOMy Ta IIOBTOPHOMY 3aCTOCYBaHHI
(BBemenHda BponoBx 14 nHiB). EdQerTus-
HicTb Ta OesmeuHicTs Pamesosingy moseme-
HOo B II (asi xiaimiuammx BUHpoOyBaHB
(2008-2010 pp.) y mamieHTiB 3 MHEBMO-
Hieo Ta iHQeKmiaMH mMKipy Ta M AKHUX
TRaHUH [22-25].

IlepcrieKTUBHUM [Jisi 3aCTOCYBaHHS B
Kiaimiumisi npaxtuni € Kagasomin, arwmit
micTuTh (GPTOPXiHOMOHOBMI OiYHMI JaH-
IMIOT 1 XapakTepu3yeTbCsA BHUPA3HOIO
aktuBHicTio npotu Clostridium difficile
[19, 26—30]. CroromHui 3aBepIieHO KOCJIi-
mxeHHa 11 ¢aswm rkaiHivHMX BUTIpOOyBaHBb
3 BCTAHOBJIEHHA e(PEeKTUBHOCTI Iepopasib-
HOl hopMHU MpenapaTy y XBOPUX HaA Jia-
pero GaxTepiasbHOro reHesy B mosax 250,
500 Ta 1000 mr. ¥V gociim:keHHi 3a yuac-
TI0 64 3M0POBUX MOOPOBOJIBIIIB LOCIIiIMKe-
HO (apMaKOKiHETHKY ImpemapaTry IIpu
OHOPA30BOMY BBEJE€HHI Ta TOBTOPHUX
3actocyBaHHAX (2 pasu Ha 1 m00y BHOpO-
moB:k 10 muiB) y mesxax mo3s 30—3000 mr
nopiBHAHO 3 mianebo. IIpu ogHOpaszoBOMy
3aCTOCYBaHHI KOHIIEHTPAIiA Ipernapary B
ma3Mi KpoBi OyJsia MeHIoio Hixk 3,3 Hr/
MJI, IPUA IIOBTOPHUX O0O3axX yIpomoB:x 10
nHiB — mo 6,9 ur/ma. Tak, mpum mociri-
IKeHHI (apMaKOKiHETUYHVX ITOKA3HUKIB
Kagmasonizny BCTaHOBJIEHO, IO IPU OIHO-
pa3oBOMY 3aCTOCYBaHHi per os y nosax 30,
300 ta 3000 mr C  _ mpenapary cKJanae
(reomerpuuHa mexniana 95 %): 0,46 (0,22—
0,99) ur/ma, 0,73 (0,50-1,07) ur/ma ta 2,11
(1,45-3,07) ur/mx Bigmosigmo; T . — 2,0
(2,0-4,0) rox, 4,0 (4,0-12,0) rox, 2,0
(1,0—-2,0) rox Bigmosiguo; AUC (ur - rox/
M), reoMmerpuyHa Mexiana (95 %) — 0,75
(0,03-20,77), 3,13 (1,98-4,98), 20,35
(7,99-51, 86); T1/2 (cepenHe reomMeTpuu-
He) — npu mo3i 30 Mr/Kr He BU3HAUYEHO,
mpu pgosax 300 mr/kr ta 3000 mr/Kr
ckmamae 2,85 (2,39-3,40) Ta 28,83
(12,19-68, 16) Bigmosiguo [31].

PesysbraTu BUOPOOYBAaHHA HOBEIU
I00py IepeHOCHMIiCTh mIpemapaTy B K03

®apmakonoris ta nikapcska rokcukonoria, No 2 (43)/2015

5



mo 3000 mr 2 pasu Ha 1 10Oy BIIPOIOBIK
10 guiB. HaltuacTinmum nposiBOM HeraTHUB-
voi nmii Kamasomimy OyB rosioBHUI O6iJib,
TPUBAJICThL Ta IHTEHCUBHICTH 00JI0 He
3aJiekaJia BiJ J03WU.

Y 2013 poni posmouaro III dasy wii-
HiYHMX BUIPOOYBaHb (MYJLTUIIEHTPOBE,
paHAOMi3oBaHe, MTOJBiliHe cJjime mocCJIi-
IoKeHHA e@eKTuBHOCTI Ta Oe3meyHOCTi
Kamasosminy mopiBHsiHO 3 BamkominmumaOM
[NCT01987895]) v xBopux Ha OakrTepi-
anpHy miapeio [32, 33]. Pesyabratu oui-
KkyroTrbcda B 2016 pori.

Bupasny aHTubGaKTepiaJibHy aKTHUB-
HicTh BusaBieHo B [locusouminy (AZD 5847,
AZD 2563). IIpeacTraBHUK OKCa30JiAUHO-
HiB IPUTHiUYye KUTTEAIANBHICTS cTadiso-
KOKiB, ITHEeBMOKOKiB, eHTE€POKOKiB, a
TakoyK — 30ymgHUKa TyO0epKyano3y [34].
Iuri6yrouy miro ITocmsosigy mocurimxeHo
in vitro BimHocHO 802 aepoOHUX MiKpO-
OpraiamiB, y TOMY 4YHCJIi UyTJIWBUX Ta
pesucTeHTHUX ITamMiB S. aureus, xKoary-
Ja3oHeraTuBHUX cTadisioKoKiB, Entero-
coccus spp., Streptococcus pneumoniae
[35]. MIK BimmocHO cTadisIOKOKiB, MHEB-
MOKOKiB Ta eHTEePOKOKiB BifmoBizae Takiit
Jlinosomizy a6o B 2 pasu memmia. IIpen-
craBHUKU poguHu Enterobacteriaceae Tta
HedepMeHTyIOUi 0aKTepil BUABISAIOTEL UyT-
ausictk mo amii Ilocusosigy B KOHIIEHTpa-
mii mounan 128 mxr/ma [36]. ia npenapa-
Ty BigmHOocHO Staphylococcus spp. Ta
Enterococcus spp. € 6axTepiocTaTu4HOIO,
BimHOCHO S. pneumoniae — GaKTepPUIIU[I-
HOM0. Ilocm3osim BuABJSE aKTHUBHICTH IO
30yIHUKA TyOepKyJIbo3y, IO JOBEJeHO in
vitro Ta pesyJabTaTaM’ JOCTiIKEeHb Ha
rBapuuax [37]. IIpoBemeHo KJiinHiuHi
BumpobyBauua Ilocusominy (dasa I) 3
BCTAHOBJIEHHS ()apMaKOKiHETUUHUX Tapa-
MeTpiB, 0OE3IIeYHOCTi Ta MePeHOCUMOCTi 3a
y4acTio 3J0POBUX [JOOPOBOJIBIIB MpH
nepopajbHOMy BBenmeHHi (1 pas Ha 1 mo6y
BrpogoB:k 14 nuiB). ¥ ¢dasi II 3a yuacrio
75 malfieHTiB 3 BIlepllle BUABJIEHUM TyOep-
KYJbO30M JIEr€Hb BCTAHOBJIEHO CHeIu@iu-
HY aKTUBHICTH mpemapaty B gosax 500 mr
1 pas ma 1 moby, 500 mr 2 pasu Ha 1
100y, 1200 mr 1 pas Ha 1 o6y Ta 800 mr
2 pasu Ha 1 mo0y BupomoB:x 14 mHiB, a
TaKO)X BIIMB 1)Ki Ha cmenubiuny agiro
npenaparty [35]. Hani qocimigskeHHa mOKa-
3aiu, 10 3a (papMaKOKiHETHUYHUMU
MMOKA3HUKAMM CIIOJIyKa XapaKTepU3yEThb-

cs He3HauHUMHU BigminuocTamu Bifm Jlime-
30JIiy, 30KpeMa, muas Ilocmsomaimy mpwu-
TaMaHHUI O0iJbII TpUBAJME nepion HamiB-
BuBeneHHs. ¥ 2014 pori 3aBepIiiieHo KJIi-
miuni BunpobyBanua (II ¢asa) Ilocusouri-
Iy B IAaIieHTiB 3 yHOepIiie BUABIEHUM
TybepKyabo3om Jeresb (NCT01516203).
PesynbraTu 1ie He omyo6aikoBano [38].

Bupasny OaxkTepunuHy aKTUBHICTH
BigHOCHO Mycobacterium tuberculosis
nposBiase Takox Cyresominx (PNU-
100480). EdexTusaicts CyTesouminy,
dapmakosrHaMiuHi Ta papmMaKkoKiHeTHU-
Hi mapamerpm npu iHGEKIiHHOMY IIPO-
meci, symoBaenomy M. tuberculosis,
BCTAHOBJIEHO B eKCIIEPUMEHTaX HAa MUIIAX
Ta B yMOBaxX KJIHIYHMX BUIPOOYBaHBb
[37, 39]. BeaneunicTs mpemnapaty Ta ¢ap-
MaKOKiHeTHYHi mmapaMeTpu BCTaHOBJIEHO
B I dasi kiaiHiuHMX BUIPOOYBaHB, edeK-
TuBHicTs — y II dasi 3a yuactio xBOpUX
Ha JiereHeBUil TyO0epKyJbo3. I[ocaimkeH-
Hsa 3aBepireno B 2012 porri.

Y nmoxkJgiHIYHUX MOCTiAKEeHHAX BU3HA-
YeHO aHTHOAKTepiaJbHi BIACTUBOCTI, TOK-
CUYHICTh Ta 6E3MeYHICTh HOBOTO OKCAas0-
JIAMHOHY 3 IUKJIUYHUM aMiZpa3oHOBUM
nukjgom — LCB01-0371 («LegoChem Bio»,
ITiBnenna Kopesa). HoBuil okcasonigmHOH
€ OiJBIII aKTUBHUM IIPOTHU TPAMIIO3UTUB-
HUX NaTOTeHHUX MiKpoopraHismis [40]. ¥V
I dasi kaiHiyHMX BUIIPOOYBaHb 3a YUACTIO
3IOPOBUX NOOPOBOJILIIIB OIliHEHO 6Gearedu-
HicTes Ta mepeHocumicts LCB01-0371 [41,
42]. Imdopmarnia mogo mouarry II dasmu
KJIIHIYHUX MOCJTiIKeHb Y JOCTYIHUX JKe-
pesiax BifcyTHA.

Haremep saBepiieHo KJirimiumi mocui-
mxeHHs Gasu I, y akiit noBemeHo Gesmed-
HicTh Ta mepeHocuMmicts crmosyku MRX-I
IpY IepPopPaJbHOMY 3aCTOCYBaHHI B J03aX
50, 100, 200, 400, 800, 1200, 1600 Ta
1800 mr. BeranoBsieHo, 110 CIIOJIYKA IIepe-
Baxxae Jlimesousim sa 6GiomocTymHicTiO Ta
Ma€ MeHIII BUPAa’KeHy TOKCUYHICTh. Y
IOKJiHIUHUX MOOCJIiIMKEeHHSIX BCTaHOBJIE-
HOo, 1mo MRX-I Bupasuo iuri6ye pictr Ta
PO3MHOKEHHsSI Pe3UCTeHTHUX OO0 aHTuUbio-
THUKIiB IpPaMIOSUTUBHUX OaKTepiit, y Tomy
uyucai MRSA i VRE (BaHKOMIiIlMH-pe3uc-
TEHTHI IIITaMX eHTEepPOKOKiB), Ta Mae
MEHIITYy TOKCUYHicTb, Hik Jlimesouin [43,
44]. CioHCOPOM 3aIlJIaHOBAHO [OCJIi[JKEeH-
ua II dasu (kog MRX-I-03) 111010 BUBUEH-
Ha 0Oe3meyHOCTI Ta e(eKTHUBHOCTI JiKy-
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Hosi anmumikpo6ni npenaj

Tabauisa 2

pamu — OKCca301i0uHOHU

Cnonyka, ®dipma- Etan CnekTp XimiuHa
npenapar PO3POOHUK | AOCHIOXKEHHS | aKTUBHOCTI CTPyKTypa
KniHiyHi
CuBekcTpo BUNPOOYBaHHSA
(Teousoniny «Cubist q)a;; m ’ Mpam (+) : o
pocdar, Pharma- (sasepuiena) 6akTepii N N= J~o S»OH
TR-700, ceuticals» | 66‘()3T opa. | (Y TOMY umcni P AW o on
TR-701, (CLLA) peectp MRSA)
DA-7157) Hun y CLLIA 3
2014 p.)
«Actelion Kniniuni fpam (+) . .
. OakTepii, o "D‘_‘ b
Kapasonig Pharma- |BunpobyBaHHS, O_Q_~ o
) BMPa3Ha aKkTuB-| oK A ox
(ACT-79811) ceuticals» daza lll . ) B ¢
(LLseiiLapis) HICTb BiIHOCHO
C. difficile
pam (+) N
«Melinta 6akTepii + “NH
Panesoni Therapeutlcs» Knikiani Haemophllus NH
(RX-1741 («Rib-X BUNPOBYBAHHS influenzae, O 2
| Pharma- PovY ‘| Moraxella Q N o
RX-1_667) . dasza lll ) F
ceuticals», catarrhalis. NH
CLUA) + neaki iHwi
rpam (-)
) o o
+
CyTtesonig, «Pfizer, KniHiyHi Mpam (...) N N)LO .
(PNU-100480, (CLLA) BUNpoOyBaHHA,| OGakTepii + "/ NTI/
PF-02341272) daszall M. tuberculosis F 0
F o
Mocusonig «AstraZeneca» pam (+) % o
(AZD5847, (Benuiko- 33)B:SZLTIG:3 GakTepii + Ho.,g“ :}_ﬁ} \j\,c\[:o
AZD2563) GpuTaHis) M. tuberculosis| ™
«LegoChem Mpam (+) ‘3\\
Biosciences» | 3aseplueHa GakTepii, + - % No
LCBO1-0371 (NiBoeHHa daza | H. influenzae, N=/ ) Ao
Kopes) M. catarrhalis
«MicuRx Paza l FF ciL
Pharma- 3aBepLleHa, pam (+) o N_@_N o
| - H
MRX-| ceuticals» | ®a3za Il (HaGip GakTepii -Q ) %NHI N
(CLUA) naLjieHTiB)

BaHHA IAII€HTIB 3 TOCTPUMU iHPEKIiAMUT
MKipu Ta M AKUX TKAHUH IIOPiBHAHO 3
Jlinesomigom [45].

CroromHi Ha erami JOKJIHIUHMX HOCJIi-
IKeHb 3HAXOOATLCA 7 CIOJNYK, IIOXimmHi
OKcasousimmHOHIB (Taba. 3). ¥V mokJiHiU-
HUX OOCHiIyKeHHAX OIIHeHO aHTHOaKTe-
pianepHy niro cmosykum RBx-7644 (PanoGe-
souigy). Beramosieno, mo RBx 7644 za
aKTUBHICTIO BiJHOCHO TIpPaMIIO3UTUBHUX
Ta TpaMHETaTUBHUX aHaepobiB (6axkTepoi-

ais,

dysobaxTepiii, MENTOCTPENTOKOKiB,

KJIOCTPUIIN TOIIT

0) mepeBaskae JliHesouin

[46]. Cnonyka TaKoK MPOSABJISAE BUPa3Hi

AHTHUOIOILIiBKOBi

BJACTUBOCTiI BiJHOCHO

cTa(iloKOKiB, IlepeBasKalouM IIPU IHOMY
Bauxowminuu, Jlimesonig ta Ksimympuc-
tuH/Hansdonpuctun [47].

Ha erami

ITOKJIIHIUHUX JOCJiJKeHb

sHaxonuThbca crnoayka RBx-8700 («Ran-
baxy Laboratories Limited», Iugis) [48].
BupaskeHa aKTHBHICTH HOBOTO OKCAa30JIi-
OUHOHY BiTHOCHO aHTHOiOTMKOPE3UCTEHT-
Hux wmramiB Mycobacterium avium Ta
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Tabauns 3

Hoegi noxioni oxca3oniounonie

Cnonyka, ®dipma- Etan CnekTp XimiuHa
npenapar PO3POOHUK |AOCNimKEeHHs| aKTUBHOCTI CTPyKTypa
+ o
«Ranbaxy 6inr:|i|?':vf a):;Ha \}\_j\,"
Pan6e3onip, | Laboratories JOKNiHIYHi P ‘D’ e
(RBx 7644) Limited> | nocnimkenws | o 1BHICTE & :
, BiAHOCHO RGN
(Ingis) ) o o
aHaepoObiB
L;Ec?l;tt)griis JokniHiyHi fpam (+),
RBx-8700 . . M. tuberculosis H/L
Limited» OOCHIOKEHHS .
. , M. avium
(IHAais)
+
«Johnson & I'paM( )
H. influenzae,
Johnson M. catarrhalis %\
. . . . I = (8]
RWJ-416457| Pharmaceutical | - dokniniuki Mycoplasma ac-u’j;\N_Q_N H
Research & | mocnimxeHHs ; ¢ Y
pneumoniae, o
Development» Chlamvdia
(CLLA) ya
pneumoniae
« o
BiIZ)es?:ci);r::eer:» JOKNiHIYHI fpam (+), N/ N)LO
LCB01-0062 . ) (yTomyumeni | oo’ = AN
(MiBoeHHaA LOOCHIOKEHHS \n/
MRSA) F 0
Kopes)
«MicuRx
MBX-II Pharma- LokniHiyHi  |pam (+ ) Mikpo- H/L,
ceuticals» [oChioXeHHs opraHismun
(CLUA)
Aepo6Hi Ta aHa-
epobHi MNpam (+)
«Dong-A 6akTepii, y TOMY .
Pharmaceutical |  JokiHiuHi e NN N T I~o
DA-7867 ) . M. catarrhalis, | . }Q’H\J\J -
Co., Yongin», | AOCNIOXEHHS ) NN Y
(Kopes)) H. influenzae, ot F I
P C. difficile,
Nocardia
brasiliensis
LLnpokuin
cnekTp aii, y " tSL
«Kyorin»/ o TOoMy Yncai | /% °N(’}_Q_ g et
AM-7359 «Merck» f;"i“'”::;ﬂ MRSA, VRE, S?z =/ A
(Anowis/CLLA) | POCTAX PRS,
H. influenzae,
M. catarrhalis

ITpumimka. n/0 — 0ani eidcymHi.

M. tuberculosis [49], HaaBHicTH OaKTepuU-
MUIHUX BJIACTUBOCTEH IIPW JOCJTiIKeHHi
ex vivo Ha iH(iroBaHUX Makpodarax [50]
Ta edexTuUBHiCTH 3a ymoOB in vivo [51]
cBifuaTh MOpPO B3HAUHY TEPCIEeKTUBHICTH
crBopeHHs Ha ocHoBi RBx-8700 moBoro
mpenapary IJs JiKyBaHHA TYGepKYIbO3Y.

Y poriaimiunux pocraimxenuax (PK
«Johnson & Johnson») BusHaueHO aHTHU-
MiKpOOHiI BJacTUBOCTI HOBOI CIOJIYKU
RWJ-416457, saxa BUABISAEC aKTHUBHICTDL
BiTHOCHO UYYTJUBOI Ta pPe3UCTEHTHOI
rpaMoo3uTuBHOI Mikpob6ioTu. Cmoayka
IpUTHiYye picT Ta PpPO3MHOMKEHHSA
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H.influenzae, M. catarrhalis, Mycoplasma
pneumoniae ta Chlamydia pneumoniae.
RWJ-416457 nmposaBise akKTUBHICTH Bif-
HOCHO JIiHEe30JIiJ- Ta BaHKOMIiIITMHPE3UC-
TEHTHUX IITaMiB 6aKkTepiil, y TOMYy 4uCIi
MRSA rta MSSA (MeTUIIUIiH-UYTIUBUI
S. aureus), y 4 pasu mepeBUINYIOUU 3a
BUpasKeHicTio iHri6ywouoro edexrty Bau-
KoMminua. EQeKTHUBHICTH CHOJIYKHU OOBE-
IeHO B eKCIepMMeHTax Ha MUIIaX,
30KpeMa, IIpu iHQeKNIil AuXaJIbHUX IIA-
xiB, symoBieHi#t S. pneumoniae. Ha
Mozesni cucrteMHOl cTadisokokoBol
indexrii xia cmonyku RWJ-416457 npu
mosi 1,5-5,0 mr/xkr macu Tijna/moba B 2
pasu mepeBuIyBaja Tarky Jlinesoaigy. B
eKCIIEpMMEHTaX Ha TBapMHaX BCTAHOBJIE-
HO, 1[0 Tpu CcTa(iIOKOKOBUX YpPasKeH-
HAX MmMKipm wMume#d cooayka RWJ-
416457 3a eheKTUBHICTIO He TOCTyHaja-
ca Jlinesousiny, a mpu nHeBMOHiI — y 4
pasu IepeBHIIyBaja TaKy IIperapary
nopiBHAHHSA [52].

Bupasny anTmbakTepiasbHYy aKTUB-
HiCTb BiHOCHO KJIIHIiUHUX IITaMiB IrpaM-
MMOBUTUBHUX 0aKTepili BUSABJIAE CIOJYKa
LCB01-0062. CriekTp Aii crioJyKu BKJIO-
yae MRSA, merunuiin-crifiki xoarymia-
30HeraTuBHI mIiTamMu cTa@iJIOKOKYy, a
rakoX VRE [53]. AKTuBHiCTE cllOIyKHU
B 4—8 pasiB mepeBumniye taky Jlimesoui-
Iy BiHOCHO I'paMHEraTUBHUX OaKTepiii.
IIpu mocaimskeHHI TOCTAHTHOIOTUYHOTO
eexTy BCTAaHOBJIEHO, IO CIIOJYKa
LCB01-0062 npoasnde 6akTepiocTaTuy-
HY aKTUBHICTh, TPUBAJICTh AKOI CKJa-
nae 24 rox. Edpexruaicts LCB01-0062
IOBeleHO Ha MOJeJli TreHepaJi3oBaHOIL
inpexnii B  Mwumeil, 3yMOBJIEHOI
S. aureus. Bcramosiaeno, mo LCBO1-
0062 sa edexTuBHicTIO TepeBaskae Jline-
goiig [53].

Ha erami poxmimiummx pmociaigKeHb
3HaxoauThcA HoBa cmosyka — MRX-II
[19]. IlopiBasaro 3 MRX-I HoBHMI mpen-
craBHUK OKcasoaiguaoHiB MRX-II xapak-
TEPUBYETHCA POBIIMPEHUM CIEKTPOM
AHTUMIKPOOHOI aKTUBHOCTi, AKUN BKJIO-
vyae 30yJHUKU HO30KOMiaJbHUX iH(DEK-
niti. MRX-IT BusaBise Bupasuy cuerudiu-
HYy iHri0yoouy aKTHUBHIiCTB BiJHOCHO
M. tuberculosis. OcobnuBictio mii crmosy-
KU € 3[JaTHIiCTHh IOPYIIYyBaTH PiCT Ta pO3-
MHOJKEHHS IIOJiPpe3WMCTEeHTHUX IITaMiB
30yqHUKA TyOepKyJIbo3y [54].

ITepcneKTUBHUM HOBUM OKCAa30JIiIWHO-
HOM € crmoayka DA-7867, mo mepeBaskae
JlimesoJsimg 3a aKTHUBHICTIO BiZHOCHO
MSSA, MRSA, &koarymasoHeraTuBHUX
cragimokokiB, VRE, crpentokokis, y
TOMY UWCJIi TeHIiuJIiH-Pe3UCTeHTHUX
mrramiB S. pneumoniae (PRS), H. influen-
zae, M. catarrhalis Ta aHaepoOHUX
TPAMIIOBUTUBHUX Ta TPAMHETATUBHUX
nanudok [55]. OcobGauBoi yBaru 3saciy-
rosye HaaBHicTh y DA-7867 inri6yrouo-
ro eeKTy BiZHOCHO PE3MCTEHTHUX IIITa-
MiB M. tuberculosis [56] Ta akTuHOMIIE-
TiB Actinomadura madurae [57]. Cnouay-
Ka TaKOyK BUSABUJIACS OiJbIll e()eKTUBHOIO
3a Jlimesouing in vivo Ha Momesai iHperii,
BukJaukauoi N. brasiliensis [58]. Oxpim
anrtubaxkTepiaabHOI, aHTU(yHTAJIbHOI
AKTHUBHOCTi, BCTaHOBJIEHI TOKAa3HUKU
dapMaKOKiHETUKU SAK y B3I0POBUX TBa-
PUH, TaK i B IIypiB 3 IUPO3OM IEUiHKU
IpU IepPOpPaJbHOMY Ta NapeHTepaJIbHOMY
nAxax yBemeHHA [59].

Hosuii oxcasomiguaon AM-7359 €
AKTUBHUM BiJHOCHO JIiHE30JIiI-Pe3rCTeHT-
HUX IIITaMiB IaTOTeHiB, Mae OiJbIll BUpas3-
HY aKTUBHICTD in vitro BigHOCHO S. aureus
ta E. faecium [60], a Tako:x BiZHOCHO
MMOJIiPe3UCTEHTHOT'O 30J0THCTOr0 cradiyo-
KOKY — in vivo [61].

Y marenti WO-2005003087 [62] 3aaB-
JSI0TBbCA IIpaBa HAa HUBKY CIOJYK KJacy
OKCAa30JIiTNHOHIB, III0 IPOABIAITH OLIBIII
BUPAa3Hy aHTHOAKTepiaJbHy aKTUBHICTH
nopiBHAHO 3 JliHesdosimom. ¥V mOKJiHiU-
HUX TOCJIiIKEeHHSIX BCTAHOBJIEHO, IO CIIO-
JYKU MAIOTh IITUPOKUM CIEKTP mAil, AKUi
miaTBepmKyeThea manumu MIK BimmocHO
30 recr-mTaMmiB MiKpoopraHismis, y Tomy
YKUCJI BaAHKOMIIMH-PE3UCTEHTHUX OaKTe-
pi#t [62, 63].

Taxum yrnHOM, aHAJI3 JiTepaTypu CBiz-
YUTh, 110 HOBi IIPeICTABHUKY OKCAa30JIi[u-
HOHIB B eKCIIepUMeHTaX in vVitro BUABJIA-
IOTh aKTUBHICTH BiTHOCHO UYTJIMBUX Ta
Pe3uCTeHTHUX [0 aHTubaKTepiadbHUX
3aco0iB miTamiB MikpooprauismiB. Hami
IOKJiHIUHUX MOOCIHiIKeHb in vivo (edek-
TUBHICTh, (apMaKOKiHeTHUHi IIOKa3HU-
KM) Ta pes3yJbTaTH KJIHIYHUX BUIPOOY-
BaHb IiITBEPIKYIOTh AOIIJIBHICTH BIIPO-
BaIKeHHsS HOBUX OKCa30JiIWHOHIB YV
MeIUYHY MPaKTUKY.
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M. J1. ApoHoBa, H. O. BpuHnyaHny, []. M. AlyaikoBa
IHriGiTopn cuHTE3y Ginka B KNiTMHaX MikpoopraHiamie. OKkca30/igUHOHU

MpepncTaBneHi gaHi ysaranbHioTb iHOOPMAaLLitO 040 Cy4aCHOro CTaHy Po3pobkn aHTubakTepianbHMX
3aco0biB, sKi HanexaTb [0 Kiacy OKCasoniaMHOHIB. Hatenep A0 3acToCyBaHHS B MeAWYHIN npakTuui
[,03BOJIEHO ABa npenapatu — JliHesonig, (2000 p.) Ta Teamsonigy pocdar (2014 p.), Wo npusHadeHi ons
NiKyBaHHS NALEHTIB 3 iIHPeKUiaMU, CNPUYMHEHNMIN FPAMNO3UTUBHUMU KOKaMU.

Ha eTani kniHiYHMX [OCNIAKEHb 3HAaX0AATLCS LWiICTb HOBUX OKCA30iAMHOHIB, LLLO Mal0Th AesKi nepesarmu
NOPIBHSHO 3 NepLUMMK nNpenapaTtaMmn Uboro knacy. Tak, Pagesonig t1a cnonyka LCB01-0371 xapaktepu-
3YI0TbCS aKTUBHICTIO BiZIHOCHO rpamMHeraTuBHMX nannyok, Kagasonin nposiBnisie BUpaxeHy iHribytovy ajio
BigHocHo Clostridium difficile, a Cytesonig Ta Mocu3onig po3rnaaalnTbes K NOTEHUINHI NPOTUTYO6epKy-
NbO3Hi 3acobu. Ana cnonykn MRX-| He BUsSiIBNEeHO nepeBar LWoao cnekTpa aHTnbakTepianbHOT akTUBHOCTI,
npoTe pes3ynbTatm A0CAILKEHb CBig4aTb NPO CNpUSTANBUA hapMakoKiHETUYHMIA NPOodinb Ta MEHLY
TOKCWYHICTb NOPIBHSHO 3 JliHe30niaoMm.

Mopanbnini NOLWYK HOBMX OKCA30MiANHOHIB MPOBOAMTLCS MEPEBAXHO 3 METOK BUSIBIEHHS CMONYK,
AKTUBHUX BIOHOCHO $IK YyT/IMBUX, Tak i MNOMIPE3UCTEHTHUX LUTAMIiB MiKpOOpraHiamis. Etan mokniHiYHMX
BMMNPOOYBaHb CbOrOAHI MPOXOASTh CiM CMOMYK.

HaBepeHuii ornsap nitepaTypy xapakTepu3ye OCHOBHI HanpsiMv po3pobKkyM HOBUX npenapaTis
aHTnbakTepianbHOI Aji Ha OCHOBI MPeACTaBHUKIB K/lacy OKCa30JiANHOHIB Ta A0LiNbHICTb iXHbOro BNpoBaa-
KEHHSA B KNiHIYHY NPaKTUKY.

Knto4oBi crnoBa: aHTUBIOTUKM, OKCA30/1iANHOHM, MIKPOOPraHiaMu
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M. J1. ApoHoBa, H. A. BpbiH4yaHy, [l. M. AyaukoBa, A. C. EMceHKkO
UHrmbuTopbl cuHTe3a 0enka B KJIeTKax MMKPOOpraHnamoB. OKCa30JMANHOHbI

MpencTtaBneHHble AaHHble 0606WWalT MHHOPMALIMIO O COBPEMEHHOM COCTOSIHMM pa3paboTKy aHTU-
BGakTepuanbHbIX CPeACTB, MpUHaAJiexallmx K Knaccy okcasofiMAMHOHOB. B HacTosiLee Bpems K npuMeHe-
HUIO B MEAMLMHCKOW NpakTuKe pa3peLleHbl aABa npenaparta — Jinnezonug, (2000 r.) n Tegusonnpa pocdart
(2014 r.), KOTOpbIE NpeaHa3HaYeHbl 419 IeYEHNS NAUNEHTOB C MHPEKUMSMN, BbI3BAHHBIMU FPAMIMOSIOXN -
TeSIbHbIMU KOKKaMW.

Ha aTtane knuMHWYeckux mMccnenoBaHuii HAXOAATCS LIECTb HOBbIX OKCA30JIMAMHOHOB, 06nafaloLLmx
HEKOTOPbIMM MPEUMYLLECTBAMM MO CPABHEHUIO C NMEPBLIMYM NpenapaTaMm 3Toro knacca. Tak, Pagesonvg,
n coeanHenne LCB01-0371 xapakTepum3yoTCs akTUBHOCTBIO B OTHOLLEHWM FPaMoTpULUaTEeNIbHbIX Nanoyek,
Kapasonua npossnsieT BblpaxXeHHoe NHrbupytolee aericTeme B oTHowweHun Clostridium difficile, a Cyte-
3o5mA 1 Mocusdonua paccmMaTpuBaloTCs Kak MoTeHumanbHble NPOTMBOTYOEpKyne3Hble cpeacTea. [ns
coeanHeHnss MRX-1 He 06HapYXXeHO NPerMYLLLECTB MO CNeKkTpy aHTUbakKTepmnanbHOM akTUBHOCTM, OAHAKO
pe3ynbTaTbl UCCNEA0BaHUA CBUAETENbCTBYIOT O 6/1aronpusTHOM dapMakoKMHETUYECKOM npodune 1
MeHee BbIPaXXeHHOW TOKCUYHOCTM MO CPaBHEHWIO C JIMHE30IMAOM.

JanbHenwmii NoMCK HOBbIX OKCA30JIMAMHOHOB MPOBOAUTCS MPEUMYLLECTBEHHO C LIENbIO BbISBNEHUS
COE[IHEHWIA, aKTVBHbIX B OTHOLLIEHUN KaK YyBCTBUTENbHbIX, Tak U NMOIMPE3NCTEHTHbIX LLITAMMOB MUKPO-
OpraHn3mMoB. Tan AOKJIMHUYECKUX UCMbITAHWI B HACTOSILLIEE BPEMS MPOXOAST CEMb COEANHEHNIA.

MpuBeaeHHbI 0630p NMTEPATYPbI XapakTepudyeT OCHOBHbIE HaMpaBieHUs Pa3paboTKyM HOBbLIX Mpe-
napaToB aHTMbaKTepmnanbHOro AenNCcTBMS Ha OCHOBE NPeACTaBMTENEN Kiacca 0KCa3onaNHOHOB U Liene-
C000pPa3HOCTb UX BHEAPEHUS B KIIMHNYECKYIO MPAKTUKY.

Knto4yeBble cnoBa: aHTUOMOTUKIM, OKCa30/IMANHOHbI, MUKPOOPraHn3mMmbl

M. Dronova, N. Vrynchanu, D. Dudikova, A. Yemsenko
Inhibitors of protein synthesis in microorganisms. Oxazolidinones

The presented data summarize the current state of research and development of oxazolidinones.
Currently, two drugs are approved - Linezolid (2000) and Tedizolid phosphate (2014), they are indicated
for the treatment of infections, caused by Gram-positive cocci.

There are six novel oxazolidines under the clinical trials now. These compounds have some advantages
as compared to the first drugs in this class. Thus, Radezolid and compound LCB01-0371 possess
significant activity against Gram-negative rods, Cadazolid — against Clostridium difficile and both Sutezolid
and Posizolid considered as potential antituberculosis drugs. Compound MRX-I demonstrates no
advantage onthe spectrum of antibacterial activity, but the evidence suggests animproved pharmacokinetic
profile and less pronounced toxicity as compared to Linezolid.

The main trend in further research for new oxazolidinones has been focused on the investigation of
compounds, exhibiting pronounced inhibitory activity against both susceptible and multiresistant strains.
Currently, there are seven compounds undergoing preclinical trials.

This review describes the main directions in development of new antibacterial drugs, belonging to the
oxazolidinone class and feasibility of their implementation in clinical practice.

Key words: antibiotics, oxazolidinones, microorganisms
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