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Chemical and Pharmacological Studies of Methylephe-

drinederivatives. Part IL. On the Preparation of

Methylephedrine-cyclamate and its

Pharmacological Properties.

By Koji Miura, Tomiji Oohashi, and Tkuko Matsumoto.
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Table T.
l m.p.(°C) Analysis (N %)
Cyclamate Appearance Formula -

l ( ):decomp. Caled. ] Found
d{-N-Methylephedrine-Cyclamate Colorless needless 1775—44~145 C7H3z,04 NS 7.82 7.84
{-N-Methylephedrine-Cyclamate lCoIor]ess needless [ 158~-159 l C17H3004N29 7.82 7.67
di-Ephedrine-Cyclamate (Color]ess needless | 174~175 | C1sHogO4NoS l 8.13 8.13
(-Epbedrine-Cyclamate Colorless needles:r1g1~162 | CisHuOaNyS | 8.13 | 7.82
Procaine-Cyclamate - Colorless needless I 164~165 ! CmHgg(i);I:I;Sm IOI’O IV—9”.‘8;‘
Quinine_Cyclamate | Colorless needless | 125~126 | CalfeiORNsS | 8.3 | 8.45
Guanofuracine-Cyclamate ‘ pale ye]rizgi]ess ‘ TZEI) | C1HagOsNGS 1 22.34 l 22.31
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Comparison of grade of bitter taste between

hydrochloride and cyclamate of various bases

(;mde of taste (1 100 solutlon)

Bitter Base

d{-N-Methylephedrine Bitter

Hydrochloride

Cyclamate

Sweet

{-N-Methylephedrine ”

14

di-Ephedrine

Bitter strongly

/4

{-Ephedrine ”

4

Procaine

Bitter

Sweet strongly

Quinine

Bitter strongly

Sweet (follow mild bitter taste)

Guanofuracine 7

14
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Table 10I.
Iiydrochloride Cyclamate
"TAntihistamin | Antiacetyl- | Antihistamin | Antiacetyl-
B _action cholin actmn action cholin action
ase R I
I 10, 000 1:5,0001:10, 000, 1: 5, 0001 10,000} 1:5,0001:10 000]1 ,5,000
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di-N-Methyl-ephedrine | 4 i 4: l‘
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Table Iv. Toxicity of d/-N-Methylephedrine-cyclamate
Dosage (Subcutanously) (mg) ! M.L.D.
Chemicals assayed I (pro 20g Maus)
5 | 10 [ 15 | 20 | 22 | (mg)
dl-N-Methylephedrine-hydrochloride | 0/2 | 1/4 ! 4/4 ’ . . 15
di~N-Methylephedrine-cyclamate . |05 ‘ 0/5 ‘ 3/5 | 5/5 20
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Summary

We have prepared some cyclohexylsulfaminic
acid (cyclaminic acid) salts {Cyclamate) of Litter
taste bases, namely ephedrine, methylephed-
rine, quinine and quinidine.

All of these are sweet taste compounds.
When the cyclaminic acid-salt of methylephed-

rine is compared with its hydrochloric acid,

it is found :

1) Both of them possess considerably strong
antihistamine and antiacetylcholine activities.
The results obtainable in this experiment are
both in general approximately the same.

2) It is noticeable that the cyclamate is less
toxic than the hydrochloride of methyl ephed-
rine.
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