570 Antihistamines

Dexbrompheniramine maleate is normally given as an
ingredient of decongestant preparations containing
pseudoephedrine. The dose of dexbrompheniramine
maleate by mouth in these combinations is 2 mg up to
four times daily. Children over 6 years can be given
1 mg up to four times daily.

Modified-release oral preparations of bromphe-
niramine maleate or dexbrompheniramine maleate are
available in some countries; dosage is specific to a par-
ticular formulation.

Preparations

BP 2008: Brompheniramine Tablets;

USP 31: Brompheniramine Maleate Elixir; Brompheniramine Maleate In-
jection; Brompheniramine Maleate Tablets; Dexbrompheniramine Maleate
and Pseudoephedrine Sulfate Oral Solution,

Proprietary Preparations (details are given in Part 3)

Fr.: Dimegan; Malaysia: Bomex; Singapore: Bomext; Thai.: Babycold;
Bomine; Dimetane; UK: Dimotanet; USA: Bidhist; Dimetanet; J-Tan; Lo-
drane 12; Lodrane 24; Oraminic Il; P-Tex.

Multi-ingredient: Arg.: Factus; Austral.: Dimetapp; Dimetapp DM;
Braz.: Bialerge; Decongex Plus; Decongex Plus Expectorantet; Dimetapp;
Winter AP; Canad.: Dimetane Expectorant C; Dimetane Expectorant DC;
Dimetapp Cold; Dimetapp DM Cough & Cold; Dimetapp Oral Infant Cold
& Fever Drops; Dimetapp Oral Infant Drops; Dimetapp-C; Drixoral; Drix-
oral Day/Night; Chile: Disofrin; Cz.: Disophrol; Fin.: Disofrolt; Fr.: Dime-
tane Expectorant Enfantf; Martigenet; Gr.: Dimetapp Newt; Hong Kong:
Brom-PP; Brom-Ramine Compound; Bromhexine Compound; Bromphen-
ex; DF Multi-Symptom; Dimaxint; Dimeta-2; Dimetapp; Drixoral; Eascold;
ENTY; Eurotapp; Unihist; Vidatapp; Vidatapp Forte; Hung.: Disophrolt; In-
don.: Alco Plus; Alco Plus DMP; Drixoral; Irl.: Dimotane Co; Malaysia:
Drixoralt; Rinafort; Mex.: Afrinex; Cripofen; Dimetapp; NZ: Dimetapp;
Dimetapp DM Cold & Cough; Philipp.: Dimerrin; Dimetapp; Hisdec; Na-
satapp; Nostero; Penbrosol; PPB; Rhinodec; Rhinotapp; Snizee; Zeditapp;
Pol.: Disophrol; Port.: Constipal; llvico N; S.Afr.: Dimetapp; Ivico; Singa-
pore: Dimetapp; Drixoralt; Rinafort; Spain: Disofrol; livico; Swed.: Disof-
rol; Switz.: Disofrol; Ruptont; Thai.: Asiatapp; Bepeno; Bepeno-G; Bluco;
Bromavon; Bromesep Elixir; Bromesep Expectorant; Bromped; Bromtussia;
Bromtussia DCt; Brontus; Centapp; Daminate; Dimetapp; Meditapp; Med-
itapp Expectorant; MEXY; Minrat; Nartap; Nasorestt; Pharfed; Polamine;
Polydine; Polydrop; Postap; Postap Expectorant; Rhinadine; Rhinophen-Ct;
Unihist; Turk.: Disophrol; UK: Dimotane Co; Dimotane Expectorant; Di-
motane Plust; USA: |2 Hour Antihistamine Nasal Decongestant; 12 Hour
Cold; Accuhist; Accuhist DM Pediatric; Accuhist PDX; Alacol DM; Allent;
Anaplex DM; Anaplex HD; Andehist DMt; Andehistt; Brofed; Bromadine-
DM; Bromarest DX; Bromatan-DM; Bromatane DX; Bromfed; Bromfed-
DM; Bromfed-PD; Bromfenex; Bromhist; Bromhist PDX; Bromhist-DM;
Bromhist-NR; Bromphen DX Cough; Brompheniramine Cough; Brovex
PD; C-Tan D; Carbodex DM; Coldec DM; Comtrex Acute Head Cold;
CPB WC,; Cytuss-HC NR; Dallergy DM; DEKA; Dexaphen-SA; Dimetane
Decongestantf; Dimetapp; Dimetapp Cold & Fever; Dimetapp DM;
Dimetapp Nighttime Flu; Disobrom; Disophrol; Dristan Allergy; Dristan
Cold Maximum Strength Multi-symptom Formula; Drixomed; Drixoral;
Drixoral Cold & Allergy; Drixoral Cold & Flu; Drixoral Plus; Drocon-CS;
Endafed; Histacol DM; Histussin HC; lofed; Lodrane; Lodrane 12D; Lodrane
D; Lortuss DM; M-END WC; Maximum Strength Dristan Cold; Myphetane
DX; Nalex AC; Neo DM; P-Hist DM; PBM Allergy; Pediahist DM; Q-Tapp
DM; Respahist; Resperal-DM; Rondamine-DM; Rondec; Seradex-LA; Sil-
dec-DM; Sinadrin Plus; Touro A & H; Touro Allergy; Tusdec-DM; Tusnel-
HG; Tussall; ULTRAbrom; VaZol-D; Vazotab; Vazotan; Vazotuss HC; Zotex-
PE; Venez.: Dimetapp; llvico; Metorfedrin.

Buclizine Hydrochloride BaNM, UsaAN, iNNM)
Buclizine, Chlorhydrate de; Buclizini Hydrochloridum; Buklizin
Hidrokloriir; Hidrocloruro de buclizina; NSC-25141; UCB-4445,
(RS) I-(4-tert-Butylbenzyl)-4-(4-chlorobenzhydryl)piperazine - di-
hydrochloride.

ByrkansuHa Mapoxaopua,

CygH33CIN,, 2HCI = 505.9.

CAS — 82-95-1 (buclizine); 129-74-8 (buclizine hydro-
chloride).

ATC — ROGAEOI.

ATC Vet — QROGAEO].

N = C(CHg)s
SO

(buclizine)

Pharmacopoeias. In Br.

BP 2008 (Buclizine Hydrochloride). A white or slightly yellow-
ish, crystalline powder. Practically insoluble in water; very
slightly soluble in alcohol; sparingly soluble in chloroform and
in propylene glycol.

Adverse Effects and Precautions

As for the sedating antihistamines in general, p.561.

Interactions
As for the sedating antihistamines in general, p.563.

Uses and Administration
Buclizine hydrochloride, a piperazine derivative, is a sedating
antihistamine with antimuscarinic and moderate sedative ac-

tions. It is used mainly for its antiemetic action, particularly in the
prevention of motion sickness (p.564) and with analgesics in the
treatment of migraine (p.616). In some countries it is given in the
management of allergic conditions and in pruritic skin disorders
(p.565). Buclizine has also been used in the treatment of vertigo
(p.565) associated with disorders of the vestibular system, al-
though its value in these conditions remains to be established.
To prevent motion sickness, buclizine hydrochloride is given at
least 30 minutes before travelling in an oral dose of 25 or 50 mg,
which may be repeated, if necessary, after 4 to 6 hours. The usual
dose to alleviate nausea is 25 or 50 mg daily up to 100 mg daily
in divided doses; in severe cases up to 150 mg daily has been
given.

In the treatment of migraine, buclizine hydrochloride is given in
usual doses of 12.5 mg at the start of an attack or when one is
known to be imminent; children aged 10 to 14 years may be giv-
en 6.25 mg and older children the usual adult dose.

In pruritic skin disorders the usual dose of buclizine hydrochlo-
ride is 25 to 50 mg daily.

Preparations

Proprietary Preparations (details are given in Part 3)

Belg.: Longifene; Braz.: Buclina; Postafen; Fr.: Aphilan; Hong Kong:
Longifenet; India: Longifene; Malaysia: Buchzinet; Longifenet;
Longimint; Port.: Buclina; Postafenot; S.Afr.: Longifene; Singapore:
Longifenet; Panziminet; Turk.: Longifene; USA: Bucladin-S Softab.
Multi-ingredient: Braz.: Apetibet; Apetil; Buclamint; Buclifen-Vitt; Bu-
climax; Bucliplext; Carnabol; Complevit; Klizin; Nutri-Pedt; Nutrimaiz SM;
PepsivitT; Pondusvitam; Profol; Propant; Vitalert; Ger.: Migralave Nt; Irl.:
Migraleve; Israel: Migraleve; Philipp.: Appebon; Appebon with Iron; App-
etason; Biotermin AS; Ferlette; Medifortan-AS; Pediafortan-AS; Propan;
Propan with Iron; Regeron-E Plus; Port.: Migraleve; S.Afr.: Vomifene;
Spain: Migraleve; Switz.: Migraleve; UK: Migraleve; Venez.: Dexapostafen.

Carbinoxamine Maleate (BANM, INNM)
Carbinoxamine, Maléate de; Carbinoxamini Maleas; Karbinok-
samin Maleat; Maleato de carbinoxamina. 2-[4-Chloro-a-(2-pyri-
dyl)benzyloxy]-NN-dimethylethylamine hydrogen maleate.
Kap6uHokcammnra Maneat

CgHsCIN,O,C4H,O,4 = 406.9.

CAS — 486-16-8 (carbinoxamine); 3505-38-2 (carbinox-
amine maleate).

ATC — RO6AA0S.

ATC Vet — QRO6AADS.

Cl

(carbinoxamine)

Pharmacopoeias. In US.

USP 31 (Carbinoxamine Maleate). A white, odourless, crystal-
line powder. Soluble 1 in less than 1 of water, 1 in 1.5 of alcohol
and of chloroform, and 1 in 8300 of ether. pH of a 1% solution in
water is between 4.6 and 5.1. Store in airtight containers. Protect
from light.

Adverse Effects and Precautions
As for the sedating antihistamines in general, p.561.

Interactions
As for the sedating antihistamines in general, p.563.

Uses and Administration

Carbinoxamine maleate, a monoethanolamine derivative, is a se-
dating antihistamine with antimuscarinic, significant sedative,
and serotonin antagonist effects. Carbinoxamine maleate is used
for the relief of allergic conditions such as rhinitis (p.565), and is
a common ingredient of compound preparations for symptomat-
ic treatment of coughs and the common cold (p.564).

Dose recommendations for carbinoxamine maleate may vary be-
tween preparations. Licensed US product information suggests a
usual oral dose of carbinoxamine maleate in adults of 4 to 8 mg
given 3 or 4 times daily. Children of 2 to 3 years of age may be
given a dose of 2 mg three or four times daily, children aged 3 to
6 years given 2 to 4 mg three or four times daily, and those above
6 years given 4 to 6 mg three or four times daily. Lower doses,
sometimes less than half these licensed in the US, may be used
in other countries. Carbinoxamine polistirex has also been given
by mouth.

Preparations

USP 31: Carbinoxamine Maleate Tablets; Pseudoephedrine Hydrochlo-
ride, Carbinoxamine Maleate, and Dextromethorphan Hydrobromide
Oral Solution.

Proprietary Preparations (details are given in Part 3)

Arg.: Omega 100; Mon.: Allergefon; Thai.: Histin; Sinuminet; USA: Car-
boxinet; Histex CT; Histex I/E; Histex PD; Palgic; Pediatex.

Multi-ingredient: Arg.: Aseptobron C; Cobenzil Compuestot; Omega
100 Expectorantet; Rondec Compositumt; Rondect; Torfan H; Austria:

Rhinopront; Belg.: Rhinoprontt; Braz.: Afebrint; Gegript; lodeto de Po-
tassio Compostot; Naldecon; Naldecon Pediatrico; Nasaliv; Neolefrin; Ne-
olefrin Baby; Resprin; Chile: Matinor; Rhinoprontt; Rinofrimt; C€z.: Rhino-
prontt; Rhinotussalt; Ger.: Rhinoprontt; Rhinotussalt; Gr.: Rhinopront-St;
Rhinoprontt; Rondec; Hong Kong: Became; Coritussal; Metoplex; Rhino-
pront; Hung.: Rhinoprontt; India: Clistin; Indon.: Kenantist; Israel: Rhino-
vist; Malaysia: Became; Rhinoprontt; Mex.: Lentostamin; Prindex; Sin-
gapore: Became; Rhinopront{; Spain: Rinomax; Rinoretard?; Switz.:
Rhinoprontt; Rhinotussal; Thai.: Rhinar; Rhinohist; Rhinoprontt; Rondec-
DM+ Turk.: Rhinopront; Rhinotussal; UAE: Fluzalf; USA: Andehist DMT;
Andehistf; Aridex; Carbinoxamine Compoundt; Carbiset; Carbodec; Car-
bodec DM; Carbodex DM; Carboxine-PSE; Coldec D; Cordron-D;
Cordron-DM; Cydec DM¥; Cydect; Dacex-A; Decahist-DMt; DMax; His-
tex HC; Nacon; Norel LA; Palgic DS; Palgic-D; Pediatex-D; Pediatex-DM;
Pseudo-Car DM; Rondeg; Sildec-DM; Trituss-A; XiraHist DM; Venez.: Au-
rimelt; Resprin; Rhinoprontt; Rondect; Sondinalt.

Cetirizine Hydrochloride

(BANM, USAN, rINNM)

Cetirizin-dihidroklorid;  Cetirizin-dihydrochlorid; ~Cetirizindihy-
droklorid; Cétirizine, Chlorhydrate de; Cétirizine, dichlorhydrate
de; Cetirizini dihydrochloridum; Cetirizini Hydrochloridum; Ceti-
rizino dihidrochloridas; Cetyryzyny dichlorowodorek; Hidro-
cloruro de cetirizina; P-071; Setiritsiinidihydrokloridi; Setirizin
Hidroklortir; UCB-PO71. The dihydrochloride of 2-[4-(4-chlo-
robenzhydryl)piperazin- | -ylJethoxyacetic acid.

LleTnpusura Mapoxaopua,
Cy1H35CIN,O3,2HCI = 461.8.

CAS — 83881-51-0 (cetirizine); 83881-52-1 (cetirizine
hydrochloride).

ATC — ROG6AEOQ7.
ATC Vet — QRO6AEOQ?7.

NG ﬁ'\‘ ~_-O~_COOH

C

(cetirizine)

Pharmacopoeias. In Eur. (see p.vii).

Ph. Eur. 6.2 (Cetirizine Dihydrochloride; Cetirizine Hydrochlo-
ride BP 2008). A white or almost white powder. Freely soluble in
water; practically insoluble in acetone and in dichloromethane. A
5% solution in water has a pH of 1.2 to 1.8. Protect from light.

Adverse Effects and Precautions

As for the non-sedating antihistamines in general,
p.561. Reduced dosage is recommended for patients
with hepatic or renal impairment (see under Uses and
Administration, below).

Arrhythmias. The ECG effects of cetirizine were studied® in
normal subjects; doses of up to six times the usual recommended
dose did not prolong the QT interval. Additionally, the FDA? in
the USA and representatives of the manufacturers® in Belgium
did not find any association between cetirizine and the develop-
ment of ventricular arrhythmias. However, there has been a sub-
sequent report* of torsade de pointes after overdosage with ceti-
rizine in a hypokalaemic patient undergoing haemodialysis for
chronic renal failure. See also p.562.
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Effects on the liver. Life-threatening hepatitis developed in a
23-year-old man who had been taking cetirizine long-term for
atopic dermatitis. He recovered after treatment with prednisolo-
ne.

There has been a report of recurrent acute hepatitis associated
with the short-term use of cetirizine for seasonal allergic rhinitis
in a 26-year-old man.

1. Watanabe M, et al. Severe hepatitis in a patient taking cetirizine.
Ann Intern Med 2001; 135: 142-3.

2. Pompili M, et al. Recurrent acute hepatitis associated with use of
cetirizine. Ann Pharmacother 2004; 38: 1844-7.



