OAKYNTET ,,JAPMALINA
HEHTDHP 3A ITUCTAHIIMOHHO OBYYEHHUE

a MEANINWHCKA YHUBEPCUTET - IIVIEBEH

Nexuma Ne 26

MMUOA3OJIU, XUHOJIUHN, XUHOJIOHM,
HAOTUPUOUNHAN

Mpod. NMnameH Neunkos, acd



MIMmnoasonu

OcHOBHa aHaTOMWYHa rpyna:

— MUKOYO0-MonoBa cUCTeEMA U MOSIOBYU
XOpMOHU G;

- gepmatonormndHu JIIN  D;

- aHTUMHMEKLMO3HN 3a CUCTEMHO
npunoxeHue J.

[TpnnoXxxeHne: aHTUMUKOTULN
(NMPOTUBOIMBbOHU areHTn 1 Npu rbOHK
NHPEKUNN, pasIMYHN MUKO3N);
AHTUMHAEKUMO3HN N aHTUCENTULN.



iMmnoasorn

4 (5)anknnummoasonm

H v . Imidazole
H,EH%H 5£—N}lz @ @ Other names:
H H H 1,3-diazole;

1,3-diazacyclopenta-2,4-diene.


http://en.wikipedia.org/wiki/File:Imidazole_chemical_structure.png
http://en.wikipedia.org/wiki/File:Imidazole_chemical_structure.png

Hutpoummnoasonum

5-HUTPOMMMAA30ST — UMUAA30MOBO NPOU3BOAHO, CbAbPXKAaLLO HUTPO

rpyna.
Tasu rpyna nekapcraea ce U3nonaeart npu aHaepobHun bakTepuun n

napasnTHU NHgeKunu.

/ N\ 5-Nitro-1H-imidazole
05N —Z )
N f“ N
\ l". i \
GEN“'J/}\H/L“CHE OsN° M)\GH:1 GIEN"_{\H)

LT

OH 0=5=0

G O

Metronidazole Tinidazole Mimorazole


http://en.wikipedia.org/wiki/File:Nitroimidazoles.svg
http://en.wikipedia.org/wiki/File:Nitroimidazoles.svg

Hutponmugasonu - aHTMbakTepuanHm epekTu B
aHaepobHa cpena. B opraHnama 4pes nacmBHa
andoysuna ce akTmeumpar B UuMTonnasmara Ha
4YyBCTBUTENHU aHaepobHn bakTepumn, To3m nNpoLec
BKINIOYBA BbTPEKNETBYHU ENEKTPOHHN TPAHCNOPTHM
NPOTEUHU, MPEXBBPAHE HA ENEKTPOHN KbM
HUTpoOrpynarta n obpasyBaHe Ha KpaTKOTPaeH HUTPO3O-
cBoboaeH pagukan. PeayumpaHata doopma u
cBoboaHuTe pagukanu B3anmopgenctear ¢ [AHK, koeTto
BOAWM OO0 MHXMOupaHe Ha cuHTe3a Ha JHK n
pasrpaxaaHe Ha [HK, Bogewo 4o cMbpT Ha
bakTepuuTe.



MexaHu3bm - gencreue
Metronidazole cenekTnBHO ce agcopdbupa ot aHaepobHuTe

BaKkTepun N YyBCTBUTEIHM NMPOTO30M. hOH

Toit MHxbMpa CHTE3a Ha HYKNEeUHOBU KUCENUHN Ype3 o N N CHa
paspywaBaHe Ha [JHK Ha MUKpoOHUTE KNeTKkn. Tasu \&W/
doyHKUMA Bb3HUKBA CaMO KOrato METPOHNOA30MbT € N
YaCcTUYHO peayumpaH U Tbil KaTo TOBa Ce CllydBa Camo B
aHaepobHM KNeTkn, Ton MMa OTHOCUTENHO cnab edekT
BbPXY YOBELLUKNTE KIETKN N aepobHN BakTepuu.
bakTepuuymngeH.
Prodrug: the nitro group has to be reduced
to be activated.

[TpunoxeHue:
BarMHaneH TpuxomoHac, aHaepobHu bakTepnanHn MHAEKUNN N YPEBHU
ameobunasn.
B nepmaronorusaTta — posaue.

[NepopanHu, napeHTepanHn 1 BbHLIHO NOKarnHM nekapcTtBeHn popmu.



(//\\OH

N

OZN\&Z/ CHs

|
hOH ﬁOH ﬁOH ﬁOH

ON— N __CH, 0=N N\ CHs oHN N\_CH, HoN N _CHa
RUAE R A O A

radical anion nitrozo hydroxylamino amino




HuTtponmmngasonwu
[Tony4yaBaHe:. peakuusa Ha Radziszewski

H—C=0 H

| + 2NH3 + C—CHj
H—C==0 o7 \
E— 3H20
rnuokcan
+ H\

N
N
N / l :NO;g

r
ﬁ OZN—[ §—CH3



-2HO

-H O



MMuHnTe ce obpasyBar, Korato aMOHSIK UM MbPBUYEH

aMWH pearvpa c angexum Unm KETOH npu noaxoasium

ycnoBusi. ObpasyBaHETO Ha MMUH U3NCKBA KUCETTMHEH

KaTtanu3aTtop, B MPOTUBEH Cryvyal peakumnsita € MHOro

6aBHa. KucennHata e Heobxoguma 3a eNMMUHUPAHETO
Ha Bogara.

0 i

R—NH, + . - =g + H0

’ _ Aldehyde or .
17 Amine Katone Imine



N xmnpoxcvypaHe

N CH;

CHoCH, OH

MexaHnsbuwm - pencreme
Metronidazole cenektnBHO ce agcopdbupa ot aHaepobHuTe
BGakTepun n YyBCTBUTENMHN MPOTO30M.

CenekTtuBeH 3a aHaepobHu bakTepuu,
Mpunoxexue: KoBasieHTHO ce cBbp3Ba ¢ [JHK,

BarMHaneH TPUXoMoHac, aHaepo6HV| pa3pylwaBa HeroBarta crnumpaliHa CTpPpyKTypa,

GakTepuanHu MHEKLMN 1 YPEBHY NHXMbupa cmHTEe3a Ha bakTepmanHa
amebnasm HyKNenHoBa KUcennHa n Bogu 4o CMbPT Ha

bakTepunanHun KneTku.
B nepmartonorusaTta — posaue.

[NepopanHu, napeHTepanHn N BbHLUHO
noKarnHu nekapcTBeHn opmu.



Metronidazole
1-(2-xnaopokcmeTun)-2-meTun-5-Hnutpo-1H-

NMMNOa30/J1
o)
/ \ OKcupaH
N e
ol Ve B
CICH,CH,0OH (RONa) O>N CH3
N B N
! E— |
/4 H,CH,OH
Ph Eu

Ph Eur

2-(2-methyl-5-nitro-1H-imidazol-1-yl)ethanol



Metronidazole Benzoate

Ph Eur
O5N oral suspension
O
CHj;

2-(2-Methyl-5-nitro-1H-imidazol-1-yl)ethyl benzoate

Metronidazole Benzoate HAMa BKyC 3a pasnuka
oT Metronidazole, KOUTO € C rop4ymB BKYC.



Tinidazole
1-(2-eTnncyndoHnneTun)-2-meTmnn-5-HnTpo-1H-

NMMNOa30/n
sod, / T
)‘CHa . OZN—()—CI—Q
N
H2C H,OH CH,CH,d

2-(2-methyl-5-nitro-1H-imidazol-1-yl)chloroethan
NaSCH,CH;

4( \ CI—I3 ethanethlol sodium salt
LC
J:Hzc szCHZCI—b ﬂ Hs

HZC H,SCH,CH,

Metronidazole

Ph Eur
1-[2-(ethylsulphonyl)ethyl]-2-methyl-5-nitro-1H-imidazole

1-[2-(ethylthio)ethyl]-2-methyl-5-nitro-1H-imidazole



Nimorazole — 4-[2-(5-HuTpOo-ummnaason-1-
nn)eTun]-mopdonmH

4-[2-(5-nitro-1H-imidazol-1-yl)ethyllmorpholine

I)

HZCHZ—N 0

8



imnoazonn

[MaBHO, KATO aHTUMUKOTULLN, FTOKaIHo,
NPOMEHAT CbCTaBa Ha MUKPODHAaTa KneTb4yHa MembpaHa.

CH; CH,CI

C:O
Cl/H*
Cl o Cl
Cl Cl

2,4-anxnopoauleTodeHoH

|
C:O

2,4-Ouxnopo-gpeHaunn xnopuag



Penykuusa c HaTpueB 6opxuapvg,

O
Yo

4 CH—C==0 NaBH,

—> Cl

-Ha



s
|

CH CH—OH 1- NaH (NaNHy)
‘ ». CICH,Ar
Cl
BTopuueH ankoxon ETepusauus

CHbC CBHOTBETEH 69H3VIJ1XJ10pVIﬂ,

Cl

/

Ph Eu



(2,4-pnxnopodenunn)etun]-1H-nmugason —
N Isoconazole

CH—— CH—O—CHAr

4
ClI Arz@—Cl

Econazole

N (R,S)-1-[2-(2,6-anxnopobeH3nnoKkcun)-2-
.

Cl
6

Ar = Cl Ar =

2 2

Cl Cl

_ Isoc onazole
Mic onazole



Isoconazole Ph Eur

1-[(2RS)-2-[(2,6-dichlorobenzyl)oxy]-2-(2,4-dichlorophenyl)ethyl]-1H-imidazole

Isoconazole Nitrate Ph Eur

Econazole Ph Eur

1-[(2RS)-2-[(4-chlorobenzyl)oxy]-2-(2,4-dichlorophenyl)ethyl]-1H-imidazole

Econazole Nitrate Ph Eur

Miconazole Ph Eur

1-[(2RS)-2-[(2,4-dichlorobenzyl)oxy]-2-(2,4-dichlorophenyl)ethyl]-1H-imidazole

Miconazole Nitrate Ph Eur



CLOTRIMAZOLE

BarnHanHu tTabneTkn, Kpem, NycuoH

l/\ 1-[(2-XTTOPOPEHUMANDEHUNMETU]-
1H-MWOA30 XMOPOXNOPUA

Ph Eur

O 1 [(2 chlorophenyl)d|phenylmethyl] 1H-imidazole

OCHOBEH MexaHn3bM Ha AeNCTBUe—MHXMbupa genexa n pasBMTneTo Ha rbom.
[TpomMeHs ce NponyCKNMBOCTTA Ha KNeTbYyHaTa CTeHa nNpu rsondknTe n ce
NOTMCKa aKTUBHOCTTA Ha EH3UMUTE B KIeTKaTta.

MWHUManHM KOHLUEHTPaLMN Ha NEKApPCTBOTO NPean3BMKBAT M3TUYAHE Ha
BbTPEKNETbYHN POCPHOPHM CbEANHEHUS U CMBPT Ha KreTkara.

Clotrimazole octaBa B To4KaTta Ha npunaraHe.



Bifonazole

~Z

OCTPU N XPOHNYHN OEPMATOMNKO3IN HA KOXaTa

N

[1BoeH MexaHn3bM Ha JencTBue.

[loTucka cnHTe3a Ha eprocTeporn,
OECTPYKUUA Ha KreTbYHaTa MembpaHa
N BbTPEKNETBYHO pa3najaHe.

1-[(RS)-(OundpeHunn-4-un)dpeHnnmeTtun)-

1H-ummnaason PhEur  Antifungal

1-[(RS)-(biphenyl-4-yl)phenylmethyl]-1H-imidazole

NuxnounpaHe Ha HMG-CoA — peagykTasa un yutoxpom P 450.
ToBa oTnunyaea Bifonazole ot gpyrn npoTnBOreONYHM fiekapcTea.

EprocteponbT € OCHOBEH KOMMOHEHT Ha
KrneTb4YyHaTa MembpaHa Ha rebundkuTe.



KETOCONAZOLE (NIZORAL)

[MepopaneH NnpMemM BUCOK PUCK 3a YepHUst Apob — N
npenopbka — caMO BbHLLHO. / \
NHxnbupa buocnHtTesata Ha eprocTeporn 4

N nputexasa (PyHrMcTatuyHo gencrTeme.

O —
\\ N1 4N

ol

Cl

1-auetnn-4-[4-[[(2RS,4SR)-2-(2,4-guxnopodgeHunn)-2-
(1H-nmmnpgason-1-unmetun)-1,3-agnokconaH-4-nnjmetokcun]deHunnnunepasmH
Ph Eur

1-acetyl-4-[4-[[(2RS,4SR)-2-(2,4-dichlorophenyl)-2-
(1H-imidazol-1-ylmethyl)-1,3-dioxolan-4-yllmethoxy]phenyl]piperazine



Tpuasonu Fluconazole

triazole-class antifungals aHTUMMKOTUK, MPOTUBOIBLOHO NepoparHo JIEKapcTBO

N
7\
[\

the first

2-(2,4-difluorophenyl)-
/: N 1,3-bis(1H-1,2,4-triazol-1-yl)propan-2-ol
\

N. N
N OH F

2-(2,4-pnchnyopoheHunn)-
1,3-6uc(1H-1,2,4-tpnason-1-un)nponaH-2-on

drug class: antifungal; genctene nHxnbupa GMOCMHTM3a Ha eproctepon /ergosterol/;
priunoxeHue: kaHOuou /loropharyngeal candidiasis, urinary candidiasis,
cryptococcal meningitis, vaginal candidiasis/.
EprocteponsT € OCHOBEH KOMMOHEHT Ha KreTbYHaTa MmembpaHa Ha rbondkuTe.

Fluconazole is a highly selective inhibitor of fungal cytochrome P450 dependent
enzyme lanosterol 14-a-demethylase.
This enzyme functions to convert lanosterol to ergosterol.


http://www.answers.com/topic/triazole

HNTPO®PYPAHU

B KUCENUHHA cpefa U BUCOKa KOHLIeHTpauus-6akTepuumaeH edekt
B alikanHa cpeja n HMUcka KoHUeHTpaunusa-6akTtepmuoctaTtndeH edekT
Npy YpeBHU MHDEKLUUN N MHAEKLMU HA MUKOYHUTE NbTULLA

R2 —_— Rl

“HOH

/U'I
\|\)

1,4-ankapbOHUNHO c-e



Nitrofurantoin (Orafuran)

LLUndboa 6a3a Ha 5-HUTpo-2-pypaHun-angexms

O
/
o,N_ O o 4\/H

A ‘N@|N

O

1-[[(5-HnTpO-2-dypaHun)MeTUNEH]aMmHo]-
2,4-nmmnaasonnamHanoH
Ph Eur 1-[[(5-nitrofuran-2-yl)methylene]amino]imidazolidine-2,4-dione

BakTepunumaeH edekT (CTadoMNOKOKN, CTPENTOKOKMU,
E€HTEPOKOKN, eLlepuxms Konu, eHTepobakTep aeporeHec,
npoTeyc mupabunuc, wurena, carMoHena,
KNOCTpnanyM nepgpuHreHc).



Furazolidone

LLUndooBa 6a3a Ha 5-HUTPO-2-pypaHun-angexms

O,N_ O / 30

3-[[(5-HnTpPO-2-cbypaHnn)-MeTUNEH]aMnHO]-2-oKca3orIManNHOH

3-{[(5-nitro-2-furyl)methylene]amino}-1,3-oxazolidin-2-one



[MPON3BOAHN HA
HAPTUPUONHA

1963 r. Nalidixic acid — 1,4-guxnagpo-1-etun-
7-meTunn-4-okco-1,8-HadbTnpnanH-3-kapbokcunnosa K-Ha
YpouHopekuun

bakTepmnocTaTtnyHo a-e C|:2H5
N N
H3C & ' 1
— 4 COOH
Metabonusbm — C7 —CH20H
Ph Eur Antibacterial ﬂ

1-ethyl-7-methyl-4-0x0-1,4-dihydro-1,8-naphthyridine-3-carboxylic acid

AtakyBa baktepunanHata [HK ype3 nHxmnbmnpaxe
eH3umMunTe- Tonomsomepasa Il n tononsomepasa IV.



Enoxacin

1,4-pnxnaopo-1-etnn-4-okco-6-gonyopo-7-
(1-nnnepasnHun)-1,8-HapTnpnagmH-3-kapbokcmoBa K-Ha
BaktepuuunaeH, npu ypo MHMEKUUK, ANXaTeNHK, yLLm N HOC,
He NoBnusiBa aHaepobuTe.
1-ethyl-6-fluoro-4-oxo-7-(piperazin-1-yl)-1,4-dihydro-
1,8-naphthyridine-3-carboxylic acid



XNHOJINHA

benzol[b]pirydine

XUHOJINH

OugeTeHa TeyHocT ¢ pKa =4,81, 6a3nyHOCTTa € ekBMBaANeHTHa Ha aHununHa (4,6),
pP-puM BbB BOAA.
OcHoBHa aHaToOMW4YHa rpyna-rnmko4vo-nosiosara c-ma G.
OCHOBHO NMPOnN3BOAHN HA 8-XNOPOKCUXUHOSMHA.

N 6eH3o[c]npuanH

P
N3OXNHOJINH



Chlorguinaldol

KoXXHW, raCTPOUHTECTUHASTHU 1 BarMHamnHu
NHAEKLMN MPUYNHEHU OT rbbUn, NPOTO30U U
CUrypHU (OOKa3aHWn) bakTepuu.

2-MeTun-3, 7-gUXnopo-8-XxmapoKCUXUHOSNH
He-pa3TBopuM BbB BOAa.

5,7-dichloro-2-methyl-8-quinolinol

/

CHj



Clioguinol (Vioform)

OH

/

Cl

7-N000-5-X110p0-8-XNAPOKCUXUHOMNUH

Ph Eur

: . . _ _ 5-chloro-7-iodoquinolin-8-ol
Topical and intestinal antiseptic

He ce pe3opbupa B cTomaxa v -cTBa B YepBara.
[lepMaTonormyHo — paHu, i3BU1, raHrPeHu.



Nitroxoline (5-Notrox)
OH

/

NO,

S5-HUTPO-8-XNOPOKCUXUHOSUH XUapoxnopua
5-nitroquinolin-8-ol

NHdbekunmn Ha ypnuHapHUA TpakT.



Tilbroquinol
OH

/

Br

H3

7-0poMO-5-MeTUN-8-XNAPOKCUXUHOSTUNH

AHTUNPOTO30€eH N aHTnamebeH J1I1.

7-bromo-5-methylquinolin-8-ol



AMNHOXNHONMNHWN

Chloroquine — 7-xnopo-4-[[4(anetunammHo)-1-
MeTUNBYTUN]aMNUHO]XMHONUH andocdart

Cl N\ Chloroquine Sulphate [,

N4-(7-chloroquinolin-4-yl)-N1,N1-
= diethylpentane-1,4-diamine sulphate

Antimalarial

Chloroquine Phosphate W k

Ph Eur

N4-(7-chloroquinolin-4-yl)-N1,N1-diethylpentane-
1,4-diamine bis(dihydrogen phosphate)

N KbM MYCKySHO-CKefneTHa c-mMma — NpOTUBOBBL3NanuUTENEH,
NOTUCKA UMyHHAaTa cucTema
(aHTMpeBMaTNYEH — TepaneBTUYHa noarpyna).



[TponssogHn Ha XNHOJIOHA

H
N
1
IE
4 COOH
|
O
Il nokoneHue

[Mo-To4YHO, NPOU3BOAHN Ha 4-XMHOSMOH-3-KapboKkcunoBaTta K-Ha
NN Ha 4-0KCO-XMHONUH-3-KapOboKcunoBara K-Ha.

Ta3sn cTpyKTypa e oT 3HadyeHue 3a apMakonorMyHoTo a-e.



Oxolinic acid

Ypo-nHoekumnm <O

O

5,8-anxugpo-5-etnun-8-okco-1,3-gnokconol4,5-g]XMHOMNH-
7-kapbokcurosa kucenuHa

Ph Eur Antibacterial

5-ethyl-8-0x0-5,8-dihydro-1,3-dioxolo[4,5-g]quinoline-7-carboxylic acid



OryopOXNHOMNOHN

AHTMBaKTepmaneH CrnekTbp obLwa aHTnbakTepmanHa akTMBHOCT

\ aHaelpo6V| F%/
7 |

\
- F || Q0
3 N\
NPOHVKBaHE U R o—
npomdaHa Ha DNA gyrase 3 domkcupaHm mecta

AHTNDaKTEpUanHa akTMBHOCT



dnyopurpaHu XMHOSOHM
- C6

 BbBexpagaHeto Ha F-atom — bakTepuumnaeH
eekT, LUMPOK CMNeKTBLP.

e OCHOBHM NMoKasaHusl, KakTo LedanocrnopnHnTe
1l nokoneHune.

* brniokmpat OHK n Taka nHxmbupat cnocobHocTTa
3a JeneHe Ha KneTkaTa.

* Haun-cuneH edeKkT cnamo rpam-.

* OcobeHO LieHHW 3a NeYeHmne Ha ypo- 1
CTOMALLUHO-YPEBHU NHDEKLNN.




dnyopupaHn XMHOMNOHW
-CO

 BbBexpaHeTo Ha F-atom — bakTepuymaeH
e ekT, LUMPOK CMeKTbLP.

« brnokunpat JHK n taka nuxmbupart cnocobHocTTa
3a JeneHe Ha KrneTtkaTa.




dnyopoxXMHONMOHNTE NposBSABAT 3aBUCMMaA OT
KOHUEHTpauns baktepmungHa akTUBHOCT, KaTo
MHXMbunpat aktueHocTTa Ha JJHK rmpasa u
TOonon3omepasa, EH3UMMN, BaXXHU 3a
pennukauuaTa Ha baktepuanHa OHK.



PennukaunsaTta (bnocnHTtes) Ha HK e npouec, npu KonTto
oT eaHa monekyna HK ce nony4yaBa HEMHO HANBITHO
NOEHTUYHO KOMMe ¢ y4acTUeTo Ha cneunuyHmn eH3nmm
n oentbuun. PennukaumnaTta e B ocHoBaTa Ha AeneHeTo Ha
KNETKNTE N Ha pa3MHOXXaBaHETO Ha OpPraHNU3MuUTE, KakTo U
Ha CBOMCTBOTO HacneacTBeHOCT. Bb3aMOXHOCTTa 3a
OCblLEeCTBsBaHe Ha npoLleca Ha pennnkaunsa ce ObJKu
Ha KOMMMEMEHTAPHOCTTa Ha ba3uTe B ABETE BEPUIN OT
aoBonHaTta cnupana Ha JHK. Ta3n komnnemeHTapHoOCT
O3Ha4aBa, Ye noapendarta Ha HyKNeoTnanTe B egHaTa
Bepura onpeaensa nogpendarta um B apyrarta. [pu
pennukaumnata Ha [JHK gBonHaTta cnupana ce pasnnuTa,
KaTO BCSIKa OT BEPUTNTE CNYyXKU KaTto moden (marpuvua) 3a
CUHTE3 Ha HOBa KOMMJIEMEHTapHa Bepwura.



[1paBMNOTO 3a KOMMNNEMEHTAPHOCT €
00LL06MoNornyHoO NpaBmno 3a CBbp3BaHE
MeXay asoTHUTe 6a3n Ha aBa HykreoTuaa.



bakTepnungHUAT eekT Ha pryopupaHnTe XMHOMOHN
e B pe3ynrtaT MHXMbnpaHeTo Ha
eH3nmMmuTe topoisomerase Il (DNA gyrase)
and topoisomerase |V,
KOUTO Ca OTFTOBOPHU 3a Bb3MNPOU3BEXOaHETO
Ha bakTepmnanHata DNA.

To3n mexaHn3bM Ha OeNCTBUE € pasfiMyeH oT
MEXaHn3Ma Ha JeNCTBMe Ha aHTMbunoTuymTe.



dOryopoxmHONoHnTe OOUKHOBEHO Ce U3MNON3BaT
3a fleYyeHne Ha pasnmyHm 3abonaBaHns KaTo
MHPEKLUMN Ha anxaTenHnTe NbTuwa u
MUKOYHUTE NbTULLA.



Obpa3yBaHe Ha KOMMJEKCH

anyMmmHuUeBu-, Kanunesu-, MmarHesmeBu-, Pepo-KaTUOHU

COOH

R O—_[cation

OpanHaTta abcopbuunsa ce Hamansasa nNpu
CbBMECTHO NPUNoOXeHne Ha NonuBaneHTHU
KaTUOHWN (anyMWUHUEBW, MarHe3nesu,
KanuueBun, LMHKOBU U Xene3Hu npenapartm)



NORFLOXACIN

CHs
HN r

N N

F COOH
Ph Eur ‘ ‘

1-ethyl-6-fluoro-4-oxo-7-(piperazin-1-yl)-1,4-dihydroquinoline-3-carboxylic acid
1-eTnn-4-okco-6-gonyopo-7-(nunepasunH-1-mn)-1,4-ouxmapoXmMHONNH-3-
KapbokcunoBa KucenmHa

Norfloxacin e dpnyopoxmHOMNoOH OT NMbPBO NOKONeHne, KOUTO OBUKHOBEHO ce
N3Non3Ba 3a nedeHne Ha MHPEKUUN Ha NMUKOYHUTE MbTULLA U NPOCTaTUT.



CIPROFLOXACIN

HN 7-(1-NMANEPA3UHUN)-6-PITYOPO-1-LUIUKITOMPOMNWUII-
k/ 4-XUHOJIOH-3-KAPBOKCUITOBA KUCEJIUHA
N

COOH 1983

|
O

1,4-0NXNOPO-4-OKCO-7-(1-NMUMNEPA3UHWI)-
6-PJTYOPO-1-UMKNonPOMNuin-3-XMHOJIMHKAPBEOKCUITOBA KUCEJIMHA

Ph Eur 1-cyclopropyl-6-fluoro-4-oxo-7-(piperazin-1-yl)-
1,4-dihydroquinoline-3-carboxylic acid

Ciprofloxacin Hydrochloride  pph Eyr

LLInpoKoCNeKkTbpHO NekapcTBO, aKTUBHO CPeELLyY
[pam-nonoxurtenHute u [pam-oTpuuatenHu bakrepun.
bbp3a abcopbuusa B CTOMaLHO-YPEBHUA TPaKT



Ciprofloxacin e donyopoxmHonoHeH aHTUBNOTUK OT
BTOPO MOKOMEHNe, KOUTO Ce MU3NOoJi3Ba LUMPOKO B
TepanuaTa Ha Jieku 40 YMEePEHN NHPEKUNM Ha MNKOYHUTE
N guxaTenHuTe nNbTua, NPUYNHEHN OT YYBCTBUTESTHU
OpraHnU3mMu.

Ciprofloxacin e cBbp3aH ¢ peakum, HoO yoeanTeriHu
criyyaum Ha yBpexgaHe Ha YepHusa apob, KoMTo moraT ga
6baaTt TEXKU 1N gopu dbaTtanHm:

Bb3naneHune Ha cpeanHoTO yXO, CUHY3UT, NMMKOYO-MNOJ10Ba
cncrema, CtoMmalluHO-4peBHA 3abonsiBaHUA.



UeTtupun metabonurta ca naeHTMdununpaHu B
yoBellKkaTa ypuHa. Metabonutute nmart
aHTUMUNKPOOHA aKTUBHOCT, HO Ca NO-MaSiko aKTUBHU
OT HenpomMeHeHuna Ciprofloxacin.



OFLOXACIN

H3C CHs
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(RS)-9-fluoro-3-methyl-10-(4-methylpiperazin-1-yl)-7-oxo-
2,3-dihydro-7H-pyrido[1,2,3-de]-1,4-benzoxazine-6-carboxylic acid

Ofloxacin e okca3sanHOXMHOSOH, CbabpXKall, Kapboken,
donyopo, MeTun u 4-metTunnunepasnHo 3amecTUTenu.



Ofloxacin e dnyopoXmMHOMNOH OT BTOPO NMOKONEHMe,
B MMHAaIIOTO Ce € M3rnona3sar LWMPOKO 3a Tepanugd
Ha Nekn 0o yMmepeHn baktepunarnHm nHpekummn, Ho
BeYe e 3aMeHEH OT NO-MOLLHM U NO-MariKo
TOKCUYHU ITyOPOXMHOSIOHU N Cera ce nanonaea 4o
rofiadMa cTeneH NoKasiHO KaTo Kamnku 3a oYM 1 yLn.



TpeTa reHepaumsa PNyopoOXUHONOHU

PecnnpatopHun priyopoxmHonoHu. LUnpok cnekTobp Ha
OencTBue Kato pnyopoxXmMHONIOHM BTOpa reHepauus u rv
NpeBb3XOXOaT CpeLly panfinyHU pecrnmpaTopHU

NHEKLINMN.
HsC_ CHs
|

F || COOH
(S)-9-fluoro-2,3-dinydro-3-methyl-10-(4-methyl-1-piperazinyl)-7-oxo-7H-p
yrido(1,2,3-de)-1,4-benzoxazine-6-carboxylic acid

(S)-Ofloxacin,
L-Ofloxacin



Levofloxacin

e TPeTo nokosrieHne pnyopoxXmHOIIOH, KOUTO ce
M3Non3Bea LWMPOKO Npn NeYEeHNETO Ha NEKU OO0 YMEPEHU
MHPEKLUMN HA OnXaTENHUTE NbTULLA U MUKOYHUTE
NbTULLA.

Levofloxacin

€ CBbpP3aH C peaKku cnyyam Ha KIMHUYHO YepHOO4POOHO

yBpexaaHe.
Levofloxacin e ontnyeH nsomep Ha Ofloxacin.

S nsomepsuT Ha Ofloxacin nma aHTUbakTepmarnHa
aKTUBHOCT A0 2 nopsigbKa no-ronsiMa ot Ta3m Ha R
nsomepa.



S n3omepsuT Ha Ofloxacin nma aHTUbakTepuanHa
aKTUBHOCT 0 2 nopsigbka no-ronsiMa ot Tasu Ha R
nomepa.

CBbp3BaHe Ha CTepeon3oMepuTe KbM KOMMekca
DNA-DNA gyrase. Peayntatnte ot KOHKYPEHTHUS
aHanui3 nokasear, 4ye (S) - Ofloxacin ce cBbp3Ba 12
nbTM nNo-gobpe c komnnekca DNA-DNA gyrase ot (R) -
Ofloxacin.

S - n3oMepbuT Ha pauemata Ofloxacin nputexxaBa
aHTUMUKPOBOHa aKTUBHOCT OKOSO 2 MbTU MNO-BUCOKA
OT Ta3Wn Ha pauemMunyHaTa cMec U OCTPa TOKCUYHOCT,
no-crnaba ot Tasu Ha pauemaTa. R -u3omepbT
nposiBsiBa aHTUMUKPOBOHA aKTUBHOCT CaMO OKOJ10
1/10 ao 1/100 nbTU NO-BUCOKA OT Ta3un Ha
pauemarta, JoKaTo NnpuTexaBa ocTpa TOKCUYHOCT, Mo
CbLUECTBO paBHa Ha pauemara.



PEFLOXACIN

CHs

TpeTa reHepauus

COOH
METAHCYN®OHAT

Pefloxacin Mesilate
Ph Eur

1-ethyl-6-fluoro-7-(4-methylpiperazin-1-yl)-4-oxo-1,4-dihydroquinoline-
3-carboxylic acid methanesulphonate



UeTBbpTa reHepauns qnyopoxXmHONOHN

MOXIFLOXACIN HYDROCHLORIDE

Ph Eur

OH

O O
1-Cyclopropyl-6-fluoro-8-methoxy-7-[(4aS,7aS)-octahydro-6H-pyrrolo[3,4-
b]pyridin-6-yl]-4-oxo-1,4-dihydroquinoline-3- carboxylic acid hydrochloride



Moxifloxacin

e onNyopPOXNHOMNOH OT YeTBBLPTO MOKOMEHNE C
paswmpeHa akTUBHOCT CpeLly rpam-rnonoXnTENHU
BbakTepun, KakTo U HETUMUYHU NATOrEHMN.

Abcopbuunsita Ha Te3n NYOPOXMHOMNOHN HE Ce BNnUude
OT XpaHeHeTo. AbcontoTHaTa bMOHaNMYHOCT Ha
NlekapCcTBOTO cref nepoparHo npunoxeHue e ot 85%
0o 93%. Moxe ga ce npunara BegHaX AHEBHO.



Gemifloxacin

UeTBBLPTO NOKONeHue, nepoparneH siyopoXMHOSTOHEH
aHTUOMOTKK, N3MOSI3BaH B TepanuaTa Ha NeKN 40 YMEPEHMU
NHEKUMN Ha anxaTtenHuTe nbTuwa. Gemifloxacin
€ CBbP3aH C pPedKku crnyyam Ha OCTPO YepHOOPOOHO

yBpEXOaHe.
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| f_f A 7-[(42)-3-(ammHOMETUI)-4-
METOKCUNMUHONUPONUANH-1-
HaN nn]-4-okco-6-gnyopo-1-

uuknonponun-1,8-HadbTnpuamny-
3-kapbokcunoBa KncenmHa



Delafloxacin

1-(6-amunHO-3,5-andnyoponupuanH-2-mn)-6-gpnyopo-8-
Xnopo-7-(3-xugpokcnasetnanH-1-mn)-4-okco-1,4-
ONXNOPOXUHONUH-3-KapboKcmnnoBa KUCenuHa

YeTBbPTO NOKONEHNE ¢ paslunpeHa akTUBHOCT CpeLly rpam-
MOMNOXUTENHN DAKTEPUUN, KAKTO N HETUMUYHU NATOTEHM.



Gatifloxacin

1-cyclopropyl-1,4-dihydro-6-fluoro-8-
methoxy-7-(3-methyl-1-piperazinyl)-4-oxo-
3-quinolinecarboxylic acid
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[aTndnokcaunHbT € aHTUDNOTUYEH areHT
N YrfieH Ha CEMENCTBOTO Ha
dorIyOpPOXMHOMOHUTE OT YETBBLPTO
nokoneHue. Ton gencTea KaTto nHxnoupa
bakTepunanHute eHsnmm [HK rmpasa um
Tonounsomepasa V. 3a nbpBU NbT €
BbBefeH oT Bristol-Myers Squibb npes
1999 . nog ThproBckarta Mmapka Tequin® 3a
neyeHve Ha HeKUn Ha anxaTenHuTe
nbTUwa. FatudgnokcaunH ce npegnara nog
dopmarta Ha TabneTkm n B pasnnyHn BOOHM
Pa3TBOPU 3a MHTPABEHO3HA Tepanus.
[lpennara ce 1 Kato Karku 3a o4n



