ITPOTUBOTYBEPKYJIO3HU JIEKAPCTBEHUM ITPOAYKTU

HuTepechT KbM Ta3u Ipyla JIEKapCTBa 3armodBa ciel UACHTU(DHUIIUPAHETO OT
Koch Ha mnpuumamtens Ha TyOepkynoszata, Mycobacterium tuberculosis.
[IporuBoTYOEpKYyIO3HATAa XUMHUOTEepanus natupa oT 1938 r., ¢ mpumaraHeTo Ha
cynpanmwmamuan. Jlo 1952 r., nedenuwero € riaaBHO che cyindoHamuau, PAS (4-
aMUHO-canunuiaoBa kucenuna ) u Thiacetazone . [Ipe3 1945 1. u otHOBO TIpe3 1948 T.
ce OTKpHUBa €KBHUBaJleHTHaTa TyOepKyJ030CTaTUYHA AaKTUBHOCT Ha amujaa Ha
HUKOTHHOBaTa KucennHa u PAS, koeTo 51aBa HOBM HACOKHM NPU THPCEHETO Ha
CTPYKTypU C TpPOTUBOTYOEpKyJIO3HAa AaKTUBHOCT U Haii-Beye TMPOMU3BOJHU Ha
M30HUKOTHHOBOTA KUCEIIMHA.
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JlHec, nedeHnero Ha TyOepKyio3ara € KOMOMHUPAHO OT JIBE IPYNHU JICKapCTBEHU
NPOAYKTH: CUHTETHUYHM U TPOTUBOTYOEpKYJO3HM aHTUOMOTHLIM. Te cmajgar KbM
OCHOBHA aHaTOMUYHA Ipyla, aHTUMH(EKIMO3HU JIEKapCTBa 32 CUCTEMHA ynorpeda, a
TepaneBTHYHATa MOJATrpyIIa € JISKapCTBa 3a JIeUeHUe Ha TyOepKyio3a.

1. CuHTETHMYHU NPOTUBOTYOEPKYIO3HH JIEKAPCTBEHH MPOTYKTH

ITpe3 1951 r. e momyueH xuapa3uia Ha U30HUKOTHHOBATa KUCEIUHa, Isoniazid.
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To3u nexapcTBeH NPOIYKT AEWCTBA OAKTEPULIUAHO BPXY BHTPEKICTHUYHUTE U
M3BBHKJIEThUYHUTE TyOepKyI03HN MUKOOakTepun. Hskou xuapa3zonn Ha Isoniasid ca
C MPOTHBOTYOEPKYJIO3HA AaKTUBHOCT, HO T€ HE HaMHUpAT NMPHUJIOKEHHE B MPAKTHKATA,
1opajay HeCTAOUIHOCT B FaCTPOMHTECTUHAIHUS TPAKT.
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3amecTBaHe B XHIpa3MHOBATA YacT Ha MoJsieKynaTa Ha Isoniazid ¢ amkwi- u
apaJKWJIOBM TpyNU BOJXM JO IMOJyyaBaHE HAa CEPUM OT aKTHMBHU U HEaKTHUBHU
MIPOU3BOIHHU.
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AnkuioBu 3amectutenu npu N2 (R1 u R* = amxun, R = H), ompenenst
(apMakolOTHYHATa AKTHBHOCT Ha IOJyUYE€HUTE CHhEIUHEHHUS. Bcesiko 3amecTBaHe Ha
BojopoAHus aroM npu N1 ¢ ankuioBa rpyma, a R'u R*=H, YHUILOXKAaBa

aKTUBHOCTTA.
Isoniazid e 6s10, KpECTAaTHO BELIECTBO, JIECHO PA3TBOPHMO BBB BOJA.

[TonyuaBane
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W3xoneH NpoAyKT ca anKUINUPUINHE, OOUKHOBEHO 4-METUIHPUINH, KOUTO
Ce WU3BJIMYAa OT KaMCHOBBIVICHHMS KaTpaH, HO C€ II0JdydyaBa M CHHTETHYHO.
OxucIeHHEeTO € TpU TBBPAU YCIOBHSA, KaToO MBPBO ce TMoiydaBa cyidara Ha
W3WHUKOTUHOBATa KucenuHa u ciepn ankainusupane ¢ NH4OH ce m3onupa camara
kucenuHa. Ecrepudukanusara e kimacuuyecka. Isoniazid Moxe na ce moiydd U NpU
JTUPEKTHO B3aWMOJICHCTBHE HA W3WHUKOTMHOBA KHCEJIIMHA W XHJPa3WH, KaTo
OTJIEJICHaTa BOJIa a3€OTPOIHO C€ OTCTPaHsSBAa OT PEAKIMOHHATA CMEC, HO KPAHHST
MPOIYKT BUHATH € OHEYUCTEH C OMC-TIPOM3BOIHO (IMAIMITHOChEAMHEHUE) U | -aMUHO-
2,5-(4-nupuaununn)-1,3,4-tpuazoi.
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Mertabonusbm Ha [soniazid
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N - acetylisoniazid isonicotinic acid hydrazine

|

NH,NHCOCH 33 - > CH3;CONHNHCOCH3

acetylhydrazide diacetylhydrazide

I'nmaBaUsAT Metadboaut € N-aleTHiIM30Hua3nIl.

Pyrazinamide ( mupasuHKapOOKcamm)
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Pyrazinamide e cnabo pa3TBopuM BBHB BOJa, IpUTekaBa OakTepuuuaeH ehekt
crpsimo M. tuberculosis, HO HEe TOBITUSBA IPYTH MUKOOAKTEPUN M MUKPOOPTaHU3HH in
vitro. HeroBusiT MeTabonm3bsM € CBbp3aH ¢ XUIPOJIn3a JI0 MoJTy4aBaHe Ha MUPa3nHOBA
KHCEJIMHA 1 MOCIEABAII0 XUAPOKCHINPAHE.
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Ethambutol (2,2/ -(1,2-eTan MU IMUMHAHO )OUC- 1 -0y TaHOIT)
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IIpunoxkeHne Hamupa MOHO- M AU-XJIOPOBOAOpPOAHATa My CoJ. bso,
KPUCTAJIHO BEILIECTBO, JIECHO pa3TBOPUMO BbBB Boja. lMma OGakTepHOCTaTHYHO
neiicreue. d-M3omepst € 200-500 mbTH N0-aKTUBEH OT l-u30Mepa.

Mertabonu3mbT Ha Ethanbutol e cBbp3aH ¢ okucieHre Ha aTKOXOTHUTE TPYIIH:
MeTtabonut A u metabonut B.
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2. TIpoTtuBOTYyOEpKYI03HH AaHTUOUOTHUIIH



Streptomycin

ToBa e OakTepuuuaeH aHTHOMOTHK OT TpynaTa Ha AMHHOTJIMKO3HIHHTE,
KOUTO B CTPYKTYpPHO OTHOIIEHHE IIPEJCTaBIsBAaT aMUHO3axapu, CBBP3aHH
rmko3uaHo. [Ipomynupa ce ot Str. griseus. M3mon3Ba ce Kato TpUXUAPOXIOPHI,
docdar, TPUXHIPOXIOPHUI [BOMHA COJ C KallMeB XJOPUA M CECKBUCYI]aAT.
Conure ca XUTPOCKOITMYHH, JIECHO pa3TBOPUMH BB BOAA.
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CTpyKTypHHUTE €JIeMEHTH Ha MoJIeKyJiaTa Ha Streptomycin ca: A — cTpentuauH; B
— L-ctpenro3a; C — N-metuin-L-rimoko3amMuH.

Rifamycins

Te ce mpoayuupart ot Str. mediteranei U ca HOB KJIaC aHTUOMOTHLIM, HAPEUECHU
ansamycins, ChIbPKallll MaKpOLMKJIMYEH NMPBbCTEH C apoMaTHU snapa. Camure
Rifamicyns W TexHUTE MOJYCUHTETUYHH IPOU3BOJAHM HMAT ILIMPOK CIEKTHP
aHTUMHMKpOOHAIHA aKTUBHOCT, OCOOEHO CHpPSIMO TIpaM+ W NPUYUHUTENS Ha
TyOepkyino3ara. Te umar GakTepULIMIHA AaKTUBHOCT, KATO MHXUOUPAT AUPEKTHO
DNA u RNA nonumepasute B 6akTepusTa.



Rifamycin B
Rifamycin O
Rifamycin S
Rifamycin X
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Te ca )XBJITOOIBETEHHU, KPUCTAITHH BEUIECTBA, HEPA3TBOPHMH BB BOJIA.
[Tonycunternynu Rifamycins

Rifampin




Rifabutin

CHj
ToBa e monmycunTeTnyHO npou3BoaHO Ha Rifamycin S. Hamupa npunoxxenue
u nipu neyenue Ha AIDS.



