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Pemirolast Potassium yiixe Jolao guwbgdl Cuulgpolll
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potassium (Alamast
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RECENT ANTIHISTAMINE DEVELOPMENTS , THE "DUAL-
ACTING" ANTIHISTAMINES
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ketotifen ,azelastine
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Azelastine Hydrochloride. a)glSgjaua ¢uiwlljll

() 1-(2H)-phthalazinone, 4-[(4-Chlorophenyl)methyl-2-
(hexadhryo -1-methyl-I H-azepin- 4- y1)-1-(2H)-phthalazinone
n~onohydrochloride( Optivar)
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Ketotifen Fumarate (uagusli

, 4-( 1 -methyl-4-piperidylidene)-4H-benzo[4,5] cycloheptall,2-
blthiophen- 10(9H)-one hydrogen fumarate (Zaditor)
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STRUCTURE-ACTIVITY
RELATIONSHIP STRUCTURE
NH,
Histamine: Hy = H, /:(/
agonism
HN \7 N
NH,
H,C
5-Methylhistamine: H,> H,
agonism -
AV
NH — G - NHQ
Il
NH
N’-Guanylhistamine: Partial H,»
receplor agonist (weak antagonist) T
A
CH,CH, —NH—C —NHCH,
I
§
Burimamide: Full H, antagonist— —
low potency, poor oral bioavailability
AV
/CH,_,CH2+ NH—C —NHCH,
H3C s S

Metiamide: Full H, antagonist—
nigher potency, improved oral
bioavailability, toxic (thiourea)

Cimetidine: Full H, antagonis!—
higher potency, high oral
bioavailability, low toxicity

SHOHyNH—C =

[
i

N
HC 3
o
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Cimetidine (paviowull

Cimetidine, Nv-cyano-N-methyl-N'-[2- [[5-methylimidazol-4-
ylDmethyl] -thio]ethyl] guanidine (Tagamet)
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Famotidine ¢pawgolall

N'-(aminosulfonyl)-3-[[[2 [(diaminomethylene)- amino] -4-
thiazolyl]methyl]thio] propanimidamide (Pepcid)

s Jojasasdl dilal deglan Jojliill dila 9ali Gill ©

 Junsigalall yiss cdusilaiall

Imidazole structure

H, owoliunall olhéiwe (ile (uudls
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Ranitidine ¢pauilyl

Ranitidine, N-[2-[[[5-[dimethylamino) methyl] -2-furanylJmethyl]
thio] ethyl] -N'-methyl-2- nitro- |, | -ethenediamine (Zantac),

JanwsSgl wlais paaiall P-450 ag9;Sgiuull wier yaly Guadilyll piss©
ool
b aa)glSgpuun ala J<is e dacyall JISEY (o ayasll agag ] diladly ©
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Nizatidine ¢pawljpil

N- [2- [[[2- [(dimethylamino) methyl] -4- thiazolyl] N11 methyl]
thiolethyl] | - ethenediamine (Axid)

Slalian lpdli OF LS( 90 <) jline sgad @gan jalgi Guasiluill llay©
Zhbed jac duai @i Lipsp jraa e goaall Halgill le plalally dingasll
aia 7 60 Joull Gasbs (< lgull (a 1. 90 gl JSius 2 phaiy (Al 11 ()
2 99 LLE 2ylaiy

iyl (o of Sl ALLS duiang)yaiSll Sulina il @i Guariijaill clla,Y©
slgall Ciliiuall @333¥l dasiyall P-450 gySgisull dnsia

: la 300 dallall deyall : &andell dayill Gusllll Lalicy dejall

Oral Dose Renal
Relative  Bioavailability Metabolism, Metabolized Routeof  Clearance
Potency (%) Enzyme Metabolites (%) Elimination  (Lhour)
Cimetdine | 63-78 FMO3  Sulfoxide, ~25 Renal 24-36
hydroxymethyl
Famotdine 4) 37-45 1 $-Oxide ~30 Renal 14-26
Nizatidme 10 9% ? Na-monodesmethyl, ~37 Renal 27-36
N»-oxide
Ramtidme 6 52 FMO3:  N-Oxide, N-desmethy! ~30 Renal, 24-32
P-450 sulfoxide blllﬂi’)
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Other Antiulcer Therapies aaiall dalleo (Al &ugal

PROTON PUMP INHIBITORS ygignll Ao cliato

a3l jaag (iligligyall dua of il G aaall ¥l (e 3)a I glaill )
Sl 2a Gaagyaall yylgds Julh H -t /K ' —ATPase ilissll dianall
Ro4uligdl

Jia &ugili Juyy Gle lapili o waisi Gill Ogigyll ddina dandi (Sas®
Opialllg Gualivnall jya) dassds ye Loy pails b dilwa ;a9 (Ca; CAMP)
JaHl caaal Gill Gaeall daiae dillagie pladiuly cllig OsloS Jsiuwlg
asiallg gacldl

degana Ol Gaageull Oailgall (uilassll (o degane BiiS) 1972 ple
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ajlaall LS o adle dunola aly o abpwg olajoiilal )
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Omeprazole Jojlpwoll

5-methoxy-2-(((4-methoxy-3.5 -dimethyl-2 -pyridinyl)
methy1)sulfinyl)- 1H- benzirnidazole(Losec)

QuSill Sigaa ylad aldil g dallea b o)l el @ladiul ,le ddblgall @i asg©
I days dlag duasmall daydll dallee 69 GERD dunasll daydll é
8o 20 : Ligad (asllull &yalyic) deyall g dunyall

Esomeprazole magnesium Jgjlpsogjl

-bis(5- methoxy -2- (S)-((-4-methoxy-3.5-dimethyl -2-
pyridinyl)methyll sulfinyl] -1 H-benzimidazole- I -yl) magnesium
trihydrate ( Nexium)

%V @ /groups/RBCszo—Ig rbcsteam-org —@ @RBCSpharmaCy2019 @

>



6@@%’ 7 (3) ¢poliwyall GlalAo | gua acal.a RBOPharmac%;

Jeisall g wilfinn s golaiall Ola Jojhuedll S fglan 9a©
Julsi ;0 palui il sulfoxidation dislullg O-demethylation
Al dadunill

Jojlatal Gudll (o 249 gi 20 1yyaill yalia midfguns Ligad ducyall YISEN ©
Jojlpaal Gl 0a @la 44.5 of @la 22.3 : duapall jha¥l dajs Sl bg
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Lansoprazole (Jgjlpguuilll

2-1 [[3-methyl-4-(2.2.2- trifluoroethoxy)-2-pyridyl methyl sulfinyl
benzimidazole (Prevacid)
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Pantoprazole JgjlpgiiL

5-(difluoromethoxy)-2-[[(3,4-dimethoxy-2-pyridinyl)
methyl]sulfinyl]- 1 Hbenzimidazole sesquihydrate (1.5 H20)

dcyall GERDg pall wilaill (pa paliill sl dligh dalleall b PRECATIG)

gle 40 GERDe dasijall gpall cilaill Ga paldill pasllill daalyicdl

Ll )Sas dallzall o puilwl8 asy sladll Sy @l 13) (@uibwl8 (pa usiBual
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Rabeprazole Sodium pgiagnll Jgjuul)

2-[4-(3- methoxypropoxy)-3-methyl-2-pyridinylm] ethyl ]
sulfinyll- 1 Hbenzimidazole sodium( Aciphex)
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Aim above the mark, to
hit the mark.
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