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Nexuma Ne 18

AHTUAPUTMUYHU NEKAPCTBA

Mpodch. NMnameH Neunkos, acd



CBpLETO OCBIIECTBIABA CBOSITA JEMHOCT MOCPEACTBOM
CBUBAHMSA HA ChPJICUHATA MYCKYJIaTypa B PE3YJITAT HA
PUTMHUYHU EJICKTPUYECKU UMITYJICH.

B chpaeuHus MyCKys c€ HaMUpaT KJIEThUYHHU CTPYKTYPH C
0COOEHO YCTPOMCTBO, KOUTO 00pa3yBar Bb30YAHO-IIPOBOHATA
CHUCTEMA Ha ChPIIETO.



OCHOBHHU €JIeKTPO(PU3UOJTOTHYHN CBOMCTBA HA CHPLETO!
aBTOMAaTU3bM, POBOAUMOCT, Bb30yIMMOCT U pe(paKTEPHOCT.

ABTOMAaTH3bM - CIIOCOOHOCT Ha KJIETKUTE
Ha Bb30YyJTHO-TIPOBOJIHATA CUCTEMA J1a Ch3/IaBaT €JIECKTPUUECKHU
MMIYJICU CIIOHTaHHO, MPEe3 OIPEJIeJICH HHTEPBAJ OT BpEME.

[IpoBOAMMOCT - CBOMCTBO HA BCUYKU MUOKAPIHU
KJIETKHY Ja IPOBEXKIAT TE3U CIIEKTPUUECCKU UMITYJIICH
KBM CBHCEIHU KJIETKH.

Bb30yauMocT - ¢cmoCOOHOCT Ha MUOKAPTHUTE
MYCKYJIHM KJIETKH Ja CE€ aKTUBU3UPAT €JICKTPUUECKHU
OT Pa3JIU4YHU APAZHUTEIIN.

PedpakTepHOCT - HEBB3MOKHOCT HA
TE3U KJIETKU J1a C€ aKTUBU3UPAT 10
BpEME Ha CHKPAIEHUETO Ha ChPIIETO.



AHTNAPUTMNYHU NeKapcTBa
CO1B

KnacoBe:

| (a, b, c) — MmembpaHo-
ctabunmnanpalym;

|| beTta-brokepu;

Il yobmkaBawm pedpaktepHus
nepuoa;

IV Ca-aHTaroHmncTmn(bnokepun Ha Ca-
KaHanu);

V apyru.



Knac la: Disopiramide, Ajmaline,
Ptajmaline, Detajmium, Procainamide, Qinidine,
Sparteine.

Knac Ib: Aprindine, Lidocaine, Mexiletine,
Tocainide.
Knac Ic: Encainide, Flecainide, Lorcainide,
Moricizine, Propafenone.
Knac Il: 6eta-6nokepw.
Knac lll: Amiodarone, Dofetilide, Ibutilide,
Nifecalant, Sotalol, Bunaftine.



Knac IV: Ca-aHTaroHucTw.

Knac V: Odpyru, A1-aronuctu (Adenosine),
MYyCKapuHOBW aHTaroHncTu( Atropine), cbpaeyHu
rnnko3nan ( Digoxin).



Knac | - bnokepun Ha HaTpueBmn KaHanu

Knac Il- beta-bnokepwu

Knac Il - bnokepu Ha Kanuesuns KaHar

Knac IV - bnokepu Ha KanuuesnTe KaHanu

Pa3Hn — ageHo3uH;

nobaBka Ha enekTponut (MarHe3MeBWM U KarmeBwu
conn);

OUrMTanmMcoBn CbeaAUHEHUA(CbPAEYHN TMNKO3NON);
aTPoOnuH (aHTaroHUCT Ha MyCKapWUHOBUS PELIENTOP)



[1Ipekn edpeKkTu -

Ctabunmnanpart npoBexaaHeTo Ha
nmnyrica (crabunusupar
MembpaHaTa) u noTmuckar

aBToOMaTu3Ma Ha Mmokapaa.



KpanHaTta uen Ha aHTnaputMmmyHarta
riekapcTBeHa Tepanunsa € Bb3cTaHOBABaAHe Ha
HOpManH1Ua pUTbLM 1 NPOBOAUMOCT, KaKTO U
Bb3CTaHOBABaHe Ha HOpPMaliHUA CUHYCOB
PUTBM.

HopmanHuat cbpaeyeH puTbM Ce Hapuva CUHYCOB
PUTBM - BCEKM Bb30OyaeH MMNyrc nasa oT T.Hap. CUHYCOB
Bb3€J1 - eCTECTBEH BoAay Ha pUTbMa.



XUHOIMNHW
Quinidine y class | a

Bbp3a pe3opbLms H,C*

[sacHoBbPTALL, n3omep Ha Quinine

Quinidine Bisulphate BP 2007

C20H24N202,H2S504

ouc[(S)-(6-meTokcnxmHonuH-4-un)[(2R,4S,5R)-5-eTeHun-
1-a3zabuumkno[2.2.2]okt-2-unjmetaHon] cyndar

bis[(S)-[(2R,4S,5R)-5-ethenyl-1-azabicyclo[2.2.2]oct-  ph Eur
2-yl](6-methoxyquinolin-4-yl)methanol] sulphate
(C20H24N202)2H2S04,2H20



Quinine

H
=
HC PhEur  Aptimalarial
XWUHYKNMOMHOB NPbCTEH
— Quinine Sulphate
HO N Quinine Hydrochloride
H
H3CO Quinine Dihydrochloride BP 2007
X Quinine Bisulphate BP 2007
=
N~ TT—

XNHYIMNHOB MNMPBbCTEH

bis[(R)-[(2S,4S,5R)-5-ethenyl-1-azabicyclo[2.2.2]oct-2-yl]
(6-methoxyquinolin-4-yl)methanol] sulphate



CBoncTBa

H

H,C =~

N

HO
H COOH
H-.CO E» H-.CO
3

AN 3 AN
A A
N N

XMHUHOBA KUCEIMnHa



[lpon3BoOOHM Ha nHOonNa

Ajmaline |la
H__.-OH Ankanong

X

S N/H ,OH Reuwolfia serpentina
| H 1931 n3onupaH
CHs; CH,

(17R,21B)-ajmalan-17,21-diol
(17R,21B)-anmanaH-17,21-guon

He ce npunara opanHo — Marnko ce pesopbupa.

KpaTbk NonyXnBoT — Npu OCTPYU apUTMUMN.



Prajmaline(neo-gilurytmal)

HO, la
//[// 1970
|~ .oH

CHj CHj

(40,16R,17R,210a)-4-propylajmalan-4-ium-17,21-diol

N-nponunnanmanuH TapTpart

[TONYCMHTETMYHO NPONUNOBO NPON3BOAHO Ha AJMALINE,
c oobpa ypeBHa pesopouuns n
C NO-BUCOKa BMOHaNMU4YHOCT.



DETAJMIUM(Tachmalcor)

HO., OH CoHs la
= 'CaHs
AN
CHj

(9R,12R,13S,14R,16S,17S,18R)-15-[3-(diethylamino)-2-hydroxypropyl]-13-ethyl-
8-methyl-8-aza-15-azoniahexacyclo[14.2.1.01.°.027.010.15 012.17]nonadeca-2,4,6-
triene-14,18-dio

[MpounssogHo Ha AJMALINE, ¢ nobpa 4peBHa pe3opbuma, TapTpar.



AmMnaun

Disopiramide Heiicteue nogo6Ho Ha Quinidine u

Procainamide.
Q N _CH(CH,

CH>CH>»N
e *"SCH(CH,),

\C NH Cnen nepopanHo npunoxeHne 6bp3a
2 abcopbuusi, a NMKoBUTE NiasmMeHn HMBa
|| 0OMKHOBEHO Ce NMocTuraT B paMKUTE Ha 2 Yaca.

Aamug Ha MoHoKapboKcunHa kucenuHa -oytaHamma,
3amMecTeH ¢ aumsonponunamuHo rpyna npu C4, geHunnosa
rpyna npu C2 n nupnaunH-2-nnosa rpyna npu C2.

- : Disopyramide Phosphate
Ph Eur Disopyramide

(2RS)-4-[bis(1-methylethyl)amino]-2-phenyl-2-(pyridin-2-yl)butanamide



Procainamide

4-aMmuHO-N-[2-(aneTunammHo)etunjoeHsammg
xugpoxnopua

la
O
e
NH/\/ 7 3
¥ HCl

CHj

H>oN Procainamide Hydrochloride

Ph Eur 4-amino-N-[2-(diethylamino)ethyl]benzamide hydrochloride
OpaneH aHTMapuTMMYEH areHT, KOUTO ce npunara nosede oT 60 rognHu.

Procainamide e 4-amnHobeH3amuna, 3amecteH B N-amug ¢ 2- (AnetmnamMmmHo)
eTunoBa rpyna.



[lony4yaBaHe

CHj

CH3 ’/
( NH;

N_ _CHs
CI/\/NVCH3 — > HzN/\/ ~

C2H5OH N,N-OounetunetTuneHgmammH COC'
l O,N-~ i

CHj

O g
. [H] /Q/\NH/\/N\/CH3
Procainamide <
O,N



- i Ib
Lidocaine oh Eur

2-(diethylamino)-N-(2,6-dimethylphenyl)acetamide

3
NH
Y\N/\CH?,
O
oK

Hs CHj

CH

Lidocaine Hydrochloride

2-(ametunamuHo)-N-(2,6-aumeTundoeHun)-aueTammna xmapoxnopua

CUHTETUYEH aMun C NOKanHM aHECTETUYHM
N aHTUNapUTMNU4YHN CBOWCTBA.



Lidocaine
buoTtpaHchopmayms



Hy  oicrco H;

—NH = NHC-CH>Cl—»
Hy Hj
H;
(C,Hg),NH,
>~ NHC-CH,N(C5Hs),
Hs
lidocaine

Industrial synthesis of hdocamne



Dofetilide (Tikosin)

[
NH__CH;
V/A\\
O O O
\ 7/ |
S CHy
H,C~ " NH

N-[4-[2-[2-[4-(meTaHCyndoHaMnao)(peHOKCU]eTUIT-METUN-aMNHO]
eTunjdenunnjmetaHcyndgoHamunz

N-[4-(2-{[2-(4-methanesulfonamidophenoxy)ethyl](methyl)amino}
ethyl)phenyllmethanesulfonamide

CyndoHamug - knac |l aHTnapnTMmM4HO NekapcTBo U cenekTuBeH brnokep Ha
CbpAeYHUTE NOHHU KaHanwu.



beH3odypaHn

CHj
Amiodarone Hydrochloride

O
. O e
ST
@

(2-6yTnn-3-6eH3odypaHunn)[4-[2-(anetTnnammHo ))eTokcu]-
3,5-annogodeHnn|MeTaHoH Xxugpoxropua

Ph Eur (2-Butylbenzofuran-3-yl)[4-[2-(diethylamino)ethoxy]-
3,5-diiodophenyllmethanone hydrochloride



C gpyra cTpykTypa

Mexiletine Hydrochloride
CH; CH,

\)\ NH, OpanHo akTMBEeH aHTUapUTMUYEH areHT.
CHj; AHanor Ha Lidocaine, 6aBHO MeTabonusupa.

1-(2,6-gumeTnndeHoKkcun)-2-nponaHaMmuH xmapoxropug
Ph Eur

(2RS)-1-(2,6-dimethylphenoxy)propan-2-amine hydrochloride

Aabcopbupa ce (~ 90%) ot cTomalLHo-
YpeBHUA TPaKT.



Propafenone Hydrochloride (Rytmonotm) IC
O [lepopaneH aHTUapUTMUYEH areHT.

| BTopryeH aMmuH, BTOPUYEH ankoxon u
apoMaTteH KETOH.

NN
OH

1-[2-[2-xngpokeun-3 -(nponunammnHo)nponokcn]doeHunrn]-
3-beHunn-1-nponaHoH xnapoxnopug
Ph Eur
1-[2-[(2RS)-2-hydroxy-3-(propylamino)propoxy]phenyl]-
3-phenylpropan-1-one hydrochloride



AHTUCTEHOKapOHM NnekapcTBa

JJoOHOpU Ha a30TeH OKcupA,

Henpekn poHopu Ha NO (opraHuyHun HutpaTtu): Glyceryl trinitrate;
Isosorbide dinitrate; Isosorbide-5- mononitrate; Pentaerithrityl tetranitrate.

MNMpekn goHopun Ha NO (cuaHOHMMUHM): Molsidomine



Molsidomine e npeanekapcTeo, YNUTO

dapMakosfiorM4Ho akTuBeH metabonut —

NMUHCUHOOMMH, OUPEKMHO oceoboxdasa
NO n gencrtsa aHTUCTEHOKapAHO,



Glyceryl trinitrate — aktnseH metabonut NO

1,2-rnuuepun guHntpat (GDN) n NO u 4ve
Tasn peakuus ce Katanmamnpa 4ypes
MUTOXOHAPUWArHa angexua gexmaporeHasa
(ALDH2 nnn mtALDH).

HuTtpornnuepuHbT 0bpasyBa cBoboaeH
pagukan asoteH okeug (NO), konto
aKTUBMpa ryaHunar umknasara, Koeto Boam
00 yBenv4yasaHe Ha ryaHosuH 3'S
'MOHoocdat (umknmuyeH GMP) B
rnagkara Myckynartypa v gpyrm TbKaHu.
Te3n cbbuTnsa BoaAaAT Ao
nedgocdopunnpaHe Ha fieku Bepuru Ha
MWO3UH, KOUTO perynmpaT KOHTPaKTUIHOTO
CbCTOSIHME B rMagkaTta MyckynaTypa u
BOOSAT 4O Basogunartauus.



AHTUCTEHOKapaHu nekapcteeHn npoayktn (CO01D)

ECTepI/I Ha a30THAaTa KUCEeJIMHa (HI/ITpaTI/I, HI/ITpOBa3OLI,I/I.I'IaTaTOpI/I)

Nitroglycerin Glyceryl Trinitrate Solution

|CH2_ON02 Ph Eur  Propane-1,2,3-triyl trinitrate
CH—ONO, _ _
| Pentaerythritol tetranitrate
CH,—ONO,
1,2,3-nponaHTpuon TpuHuTpaT ONO, ONO;
(1,3-AuHUTPOOKCNpPONaH-2-Un HUTpParT )
(Glyceryl trinitrate) 0) ) NO ONO 5

OCHOBHOTO (papmMaKkonornyHo gencreme
Ha HUTPOrNMLEPUHA € penakcaums
Ha cbaoBara rnagka Myckynatypa 2,2-6I/IC[(H I/ITpOOKCI/I)MeTI/IJ'I]-

W nocneaBalla aunaraums )
Ha nepudepHN apTepun 1 BEHN — yBENU4YaBa ce 1,3-nponaHguon guHUTparT (eCTep)

KPBBOTOKA U KPBBHOTO HansraHe Diluted Pentaerythrityl Tetranitrate
ce NoHWXaBa.

2,2-bis (hydroxymethyl)propane-1,3-diol tetranitrate.



ISOSORBIDE DINITRATE

Che 0,NO
H%ONOE 2°% H ] ISOSORBIDE
0 :
s ZIZ NYPETUK
HC O HO
° Hc::omog H H ONO; H H
—CHQ 1

(3R,3aS,6S,6aS)-hexahydrofuro[3,2-b]Jfuran-3,6-diyl dinitrate

OCHOBHO (hapmakonorM4yHo AencTeme - penakcauyus

Ha cbAoBaTa rrnagka Mmyckynartypa v nocrnegsatla

avnaraumsi Ha nepndepHn apTepun U BEHW.
Isosorbide mononitrate

8-nitrooxy-2,6-dioxabicyclo[3.3.0]octan-4-ol



C apyr cTpoex

O DIPYRIDAMOLE
Ph Eur

KopoHapeH Basoaunartatop
[MepopanHo n napeHTepanHo

HO\) El\lj KOHI-OFI/IpaHe C IMIOKypOHOBa KMUCEJlnHa

2,6-6uc(gmnetaHonammHo)-4,8-gu-nnnepnanHonMpuMnao-
[5,4-d]nnpnmungunH

IUPAC 2-{[9-(bis(2-hydroxyethyl)amino)-2,7-bis(1-piperidyl)-

3,5,8,10-tetrazabicyclo[4.4.0]deca-2,4,7,9,11-pentaen-
4-yl]-(2-hydroxyethyl)amino}ethanol


http://www.answers.com/topic/international-union-of-pure-and-applied-chemistry-nomenclature

TRIMETAZIDINE

OCH;

BOAS

NH
H,CO
1-[(2,3,4- TPUMETOKCUPEHUTTMETUNNTUTNEPASH OUXNOPOXITOPAL

Ph Eur 1-(2,3,4-trimethoxybenzyl)piperazine dihydrochloride

Trimetazidine Hydrochloride



lvabradine

3-[3-({[(7S)-3,4-AnmmeTOKCMOULMKITO[4.2.0]0KTa-1,3,5-TpneH- 7-unllmeTunl}(MeTvn)ammHo)nponun]-7,8-

anmeTtokcun-2,3,4,5-teTpaxmapo-1H-3-6eH3asennH-2-oH Xxnapoxmopua

HamansiBa cbpaeyHns puTbM /HamansiBa HyxxaaTa :
Ha CcbpLETO OT Kucnopoa/ N/

N yBeJlin4aBa KPpbBOTOKaA.

—
CenektneeH n cneunduyeH NHXMeunTop Ha )
|f-CMeCGHI/ITe HanI/IeBO-KaJ'II/IeBVI KaHalin B CI/IHyCOBI/IFl Bb3erl. B
—M
o
ey

OpobpeH ot EBponenckarta areHuUusi no nekapcreara npes 2005 r.
3a cMMNTOMAaTMYHO NeYeHne Ha XPOHNYHaA U cTaburiHa aHrMHa NekTopuc. ~0


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

