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pH | 1 = 6 10.4 < - 14 pH

Urine pKa
Almost all in poorly Almost all in highly
water-soluble ionized form. water-soluble salt form.

TABLE 6.8 pK; Values for Clinically Useful Sulfonamides

Sulfonamide pK;
Sulfadiazine 6.5
Sulfamerazine 7.1
Sulfamethazine 74
Sulfisoxazole 5.0
Sulfamethoxazole 6.1
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The mixture of sulfadoxine and pyrimethamine (Fansidar) is used for the treatment of P. falciparum malaria in
patients in whom chloroquine resistance is suspected. It is also used for malaria prophylaxis for travelers to areas
where chloroquine-resistant malaria is endemic.
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TAELE 6.2 Characteristics of Absorbable Short- and
Intermediate-Acting Sulfonamides

Sulfonamide Half-Life Oral Absorption
Sulfisoxazole Short (6 hours)  Prompt (peak levels
in 1-4 hours)
Sulfamethizole Short (9 hours)  Prompt
Sulfadiazine Intermediate Slow (peak levels in
(1017 hours) 4-8 hours)
Sulfamethoxazole Intermediate Slow
(10-12 hours)
sulfadoxine Long (7-9 days)  Intermediate
Pyrimidine
Trimethoprim Intermediate Prompt
{11 hours)
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Disease/Infection

Sulfonamides Commonly Used

Relatively Common Use

Treatment and prophylaxis of Pneumocystis carinii pneumonia
Treatment and prophylaxis of cerebral toxoplasmaosis

First attack of urinary fract infection

Burn therapy: prevention and treatment of bacterial infection
Conjunctivitis and related superficial ocular infections
Chloroquine-resistant malaria (Chapter 9)

Less Common Infections/Diseases

Trimethoprim-sulfamethoxazole
Pyrimethamine-sulfadiazine
Trimethoprim-sulfamethoxazole
Silver sulfadiazine and mafenide
Sodium sulfacetamide

Combinations with quinine, others
Sulfadoxine
Sulfalene

Drugs of Choice or Alternates

Nocardiosis
Severe traveler's diarrhea
Meningococcal infections

Generally Not Useful

Trimethoprim-sulfamethoxazole

Trimethoprim-sulfamethoxasole

Sulfonamides, only if proved to be sulfonamide sensitive;
otherwise, penicillin G, ampicillin, or (for penicillin-allergic
patients) chloramphenicol should be used

Streptococcal infections
Prophylaxis of recurrent rheumatic fever
Other bacterial infections

Vaginal infections
Reduction of bowel flora
Ulcerative colitis

Most are resistant to sulfonamides

Maost are resistant to sulfonamides

The low cost of penicillin and the widespread resistance to
sulfonamides limit their use; sulfonamides are still used in a
few countries

The FDA and USP-DI find no evidence of efficacy

Effectiveness not established

Corticosteroid therapy often preferred

Relapses common with sulfonamides

Salicylazosulfapyridine

Side effects of the sulfanilamides sometimes mimic ulcerative
colitis
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FIGURE 1 Succiny sulfathiazole is a prodrug of sulfathiazole.
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Dissolve 0.200 g in 50 ml of acetone R. Titrate with 0.1 M tetrabutylammonium hydroxide
using a 4 g/l solution of thymol blue R in methanol R as indicator.

1 ml of 0.1 M tetrabutylammonium hydroxide is equivalent to 26.73 mg of C11H;13N303S.
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Dissolve 0.500 g in a mixture of 50 ml of water R and 20 ml of dilute hydrochloric acid R. Cool
the solution in iced water and carry out the determination of primary aromatic amino-nitrogen
(2.5.8), determining the end-point electrometrically.

1 ml of 0.1 M sodium nitrite is equivalent to 23.62 mg of CgHgN,NaO3S
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TABLE 6.6 Dissociation and Isoelectric Constants for
Antibacterial Quinolones

Quinolone pK+® pKz® pl? QH*'~/QH®
Nalidixic acid 6.03 — — —
Norfloxacin 6.39 8.56 7.47 118
Enoxacin 6.15 8.54 7.35 238
Ciprofloxacin 6.08 8.73 7.42 444
Ofloxacin 5.88 8.06 6.97 146
Lomefloxacin 5.65 9.04 7.35 3,018
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Dissolve 0.300 g in 80 ml of glacial acetic acid R. Titrate with 0.1 M perchloric acid, determining the end-
point potentiometrically (2.2.20).

1 ml of 0.1 M perchloric acid is equivalent to 33.14 mg of C;7HgFN3O3.
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