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Fig. 1 Chemical structure of TE-031
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Table 1 Clinical trial of TE-031
] o Daily Total .
Age Diagnosis Duration lsolate!;iergl;gamsm Effect Side-
No. dose dose
Sex Underlying disease (mgX times) (days) ® After Bacteriological Clinical | effects
66 H. influenzae ()
1 Bronchiectasis 150X 2 7 2.1 i Reduced Poor (=)
F H. influenzae (+)
75 Acute bronchitis ND.
2. 200x2 7 2.8 I Unknown Poor (=)
M | Pulmonary emphysema N.D.
Prostatic hypertrophy
56 N.D.
3. Acute bronchitis 150X 2 7 2.1 I} Unknown Good (=)
F N.D.
6o | Chronic bronchitis K. pneumoniae (+)
4. ; 150X 2 14 4.2 | e preumoniae () Persisted Good (=)
Iron deficiency anemia P. aeruginosa ()
63 | Acute bronchitis S. aureus (+)
5. 150X 2 14 4.2 Unknown Good (=)
F | Bronchial asthma N.D.
74 | Bronchiectasis H. influenzae ()
6. 200%2 14 5.6 |S. aureus (+) Persisted Good (=)
M | Old pulmonary tuberculosis
Hypertension H. influenzae ()
Secondary polycythemia
71 | Acute bronchitis N.F.
7. 3002 7 4.2 | Unknown Good (=)
M | Polycythemia N.D.
69 | Acute bronchitis N.D.
8. 150X 2 7 2.1 ) Unknown Good (=)
F | Hypertension N.D.
75 | Bronchiectasis P. aeruginosa ()
9. 150X 2 14 4.2 } Persisted Poor (=)
F | Cerebral arteriosclerosis P. aeruginosa ()
Osteoarthritis of the spine
g6 | Chronic bronchitis P. aemgino.ia (4)
10. . 2002 7 2.8 | p aeruginosa (+) Persisted Poor (=)
Liver cirrhosis K. oxytoca (+)
57 | Acute bronchitis N.D.
11 200X 2 7 2.8 | Unknown Good (=)
M | Hypertension N.D.
71 | Acute bronchitis N.D.
12. 150% 2 7 2.1 | Unknown Good (=)
M | Diabetes mellitus N.D.
78 | Chronic bronchitis H. influenzae ()
13. 200%2 14 5.6 ] Eradicated Good (=)
M | Pulmonary emphysema NF.
61 | Acute bronchitis S. aureus ()
14, 200X 2 7 2.8 Eradicated Good (=)
M | Bronchial asthma N.F.
72 | Acute bronchitis N.F.
15, 200X 2 14 5.6 | Unknown Good (=)
M | Bronchial asthma N.D.

N.D. : Not done N.F. . Normal flora
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Table 2 Summary of clinical trial of TE-031

Clinical effect

Diagnosis Total
Excellent Good Fair Poor
Acute bronchitis 9 8 1
Bronchiectasis 3 1 2
Chronic bronchitis 3 2 1
Total 15 0 11 0 4
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Table 3 Laboratory findings before (B) and after (A) administration of TE-031

] GOT (IU/L) GPT (IU/L) Al-P (K-AU) BUN (mg/dl) Creat (mg/dl)
No | Age | Sec T B A B A B A B A
1. 66 F 18 16 13 6 11.7 10.5 12.1 10.3 0.8 0.9
2. 75 M 11 16 5 15 7.3 6.6 23.7 17.6 1.5 1.0
3. 56 F 18 14 14 20 12.8 7.8 11.9 10.5 0.9 0.7
4. 60 F 19 9.4 11 0.6
5. 63 F 16 16 5 7.3 6.9 12 14 0.7 0.8
6. 74 M 28 21 12 13 9.3 8.9 18 16 1.1 0.9
1. 71 M 15 23 6 25 9.0 9.5 13.4 17.5 1.2 1.2
8. 69 F 20 9 9.2 15 1.1
9. 75 F 13 26 7 22 9.8 10.0 17.2 14.4 0.9 0.9
10. 66 F 19 30 8 11 11.5 12.1 13 19 0.8 0.9
11. 57 M 68 19 57 18 8.1 6.7 10.0 12.3 1.6 1.2
12. 71 M 24 35 18 38 6.2 6.5 21.5 21.7 1.3 1.1
13. 78 M 15 24 5 10 5.9 5.9 25.6 21.2 1.6 1.4
14. 61 M 20 20 17 12 5.4 3.5 14.0 17.0 1.0 1.0
15. 72 M 18 15 6 10 8.2 6.6 16.7 15.5 1.2 1.4
Table 4 Laboratory findings before (B) and after (A) administration of TE-031
RBC (X10%/ 1) Hb (g/dl) Hte (%) Plts. (X10*/ 1) Eosino (%)
No. Age Sex
B A B A B A B A B A
1. 66 F 440 440 13.5 13.3 38.4 39.1 1 2
2. 75 M 423 405 13.3 12.8 37.8 36.4 7 4
3. 56 F 376 411 12.4 13.9 35.5 38.9 2 1
4. 60 F 382 379 10.9 10.7 34.3 33.8 33.3 34.3 4 2.5
5. 63 F 439 407 13.0 12.4 39.3 36.5 25.3 21.3 1 4
6. 74 M 609 569 17.5 16.7 52.3 49.5 26.3 23.4 0.5 0.5
7. 71 M 728 748 14.5 15.2 47.7 48.9 2.5 2
8. 69 F 384 386 11.3 11.5 34.2 35.2 1 4
9. 75 F 353 357 10.5 11.0 33.5 34.0 1 4
10. 66 F 454 441 13.5 13.3 41.9 40.0 16.2 17.3 2 0
11. 57 M 580 558 17.0 16.3 52.1 49.8 22.4 24.6 0 3
12. 71 M 429 435 13.6 | 13.8 | 40.8 | 41.2 32.4 0 2
13. 78 M 465 471 13.7 13.9 43.1 43.1 23.8 0 1
14. 61 M 459 485 14.4 14.7 42.8 4.7 13.2 20.2 0 3
15. 72 M 451 14.9 36.9 1
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CLINICAL STUDY ON TE-031(A-56268)

Kazuyosdi WATANABE and HIDEO IKEMOTO
Department of Internal Medicine, School of Medicine, Juntendo University, Tokyo

TE-031(A-56268), a new macrolide antibiotic with a 14-membered ring, was developed by the Taisho Pharmaceutical
Co. by replacing the hydroxyl group of the 6-position with a methoxyl group. Instability of conventional macrolides to
acids and transfer of the drug into lung tissue and urine were improved.

The present study was carried out to examine the clinical efficacy and side-effects of TE-031 in 15 patients with re-
spiratory infection. Subjects were 8 males and 7 females, 56~ 78 years old (mean age 67.6). Diseases were acute bronchi-
tis 9, bronchiectasis with infection 3, and chronic bronchitis 3.

The dosages of TE-031 were 150 mg twice daily for 7 patients, 200 mg twice daily for 7, and 300 mg twice daily for 1
patient, for 7~14 days(mean 9.8 days), with a total of 2.1~5.6 g(mean total dosage 3.5 g).

Clinically, the effect was good in 11 cases and poor in 4, with an overall efficacy rate of 73.3%. Categorized by dis-
ease, TE-031 was good in 8 of 9 cases of acute bronchitis, good in 1 and poor in 2 of 3 cases of bronchiectasis with infec-
tion, and good in 2 and poor in 1 of 3 cases of chronic bronchitis. Sputum from 10 patients was cultured for bacteriologic-
al examination. H. influenzae, P. acruginosa, K. pneumoniae and S. aureus were isolated from 3, 2, 1 and 1 cases, respective-
ly. After administration, H. influenzae and S. aureus were eradicated in only 1 case each.

No side- effects (such as drug eruption, fever, nausea, vomiting, and diarrhea) were observed, and laboratory values

were normal before and after administration of TE-031.



