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[ 5 7 ] ABSTRACT 

A method for decreasing the reproductive function of 
mammals by administering a pharmacologically effec 
tive amount of a certain organosilicon compound. As 
a means of illustration. one can orally or parenterally 
administer an effective amount in the range of from 
100 mg. to 5.000 mg. per kilogram of body weight (ei 
ther as a single dose or as a daily dosage over a period 
of time) of an organosilicon compound of the formula 

( Halal Hal: 
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thereby rendering the subject (either a male or female 
mammal) sterile. 

6 Claims. No Drawings 
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METHOD FOR DECREASING THE 
REPRODUCTIVE FUNCTION OF MAMMALS 

This application is a continuation-in-part of US. ap 
plication, Ser. No. 837,922, ?led June 30, 1969; now 
US. Pat. No. 3,830,912 which in turn is a continuation 
in-part of US. application Ser. No. 741,336, filed July 
1, 1968', now abandoned. 
This invention relates to a method for altering the re 

productive function of mammals. 
We have discovered that the administration of a 

pharmacologically effective amount of a certain or 
ganosilicon compound can alter the genital function 
(which includes reproductive capacity) of mammals. 
More precisely, a male mammal so treated exhibits de 
pressant effects. For example, the sex accessory or 
ganos of the male (seminal vesicle, prostate) can be re 
duced in function and/or size and, with sufficient dos 
age, the male can also be rendered sterile as a result of 
depression of testes function. A female mammal so 
treated exhibits a decrease of fertility, i.e., the female 
mammal‘s capability to conceive is inhibited with 
larger doses such that the female may be rendered ster 
ile or abort if pregnant. 
The principal object of this invention is to provide a 

therapeutically effective organosilicon compound 
which can render a male or female mammal sterile. An 
other principal object of this invention is to provide a 
method of administering an organosilicon compound 
which can be useful in the treatment of prostatic hyper 
trophy. It is still another object of this invention to pro» 
vide a method of administering a certain organosilicon 
compound to females whereby the female’s capability 
to conceive or support and carry a living fetus through 
a normal pregnancy to a healthy birth can be inhibited. 
These and other attendant objects will become readily 
apparent from the detailed description which follows. 
This invention relates to a method for decreasing the 

reproductive function of mammals which comprises 
administering an effective amount in the range of from 
100 mg. to 5,000 mg./kg. of an organosilicon com 
pound of the formula 

The organosilicon compound can be named as mono 
phenylseptamethylcyclotetrasiloxane. 
The organosilicon compound noted herein can be 

readily prepared by well known techniques described 
in the literature, e.g., by the cohydrolysis of chlorosi 
lanes or by a suitable Grignard reaction. 
The process of the present invention is operative on 

any mammal, e.g., rodents such as mice, rabbits and 
rats; domestic animals such as cats, swine, dogs, cattle, 
horses, and sheep; animals wild in nature such as deer, 
fox, wolves and lynx; and primates such as monkeys 
and man. 

One can administer the organosilicon compound in 
any pharmacologically acceptable manner. They can 
be orally administered, parenterally administered or, in 
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certain species, topically administered. The parenteral 
mode of administration would, of course, include sub 
cutaneous administration, intramuscular administra 
tion and the like. 

It is of importance to note that the organosilicon 
compound described herein can be administered either 
in pure form in or combination with a pharmaceutically 
acceptable carrier or diluent. Suitable carriers include 
sesame oil, corn oil, mineral oil and other well known 
fat soluble carriers commonly employed in numerous 
pharmaceutical preparations. 
As mentioned herein, the dose range of the organosil 

icon compound is in a pharmacologically effective 
amount. A dose range of from about 100 mg. to about 
5,000 mg. per kilogram of body weight has been found 
to be suitable; however, the precise dosage is ultimately 
dependent upon the mammal, the vehicle used, the 
route of administration, and the speci?c effects one 
wishes to achieve. The organosilicon compound may 
be administered as a single dose or it may be adminis 
tered in daily dosage over varying periods of time, e.g., 
from about 7 to about 30 days or more. 
The time required to achieve the desired effect is also 

variable, ranging anywhere from days to weeks or 
months, depending upon various factors, e.g., the spe 
cies of mammal, dosage, route of administration, and 
the specific effect one wishes to achieve. 
The particular alteration of the reproductive function 

which has been observed after administering the com 
pound of the present invention to male mammals is a 
decrease in sex accessory organ function (decreased 
seminal fluid) and size (decreased seminal vesicle) with 
smaller doses of the compound and a decrease in pros 
tatic or testicular function (decreased sperm count) or 
size with larger doses. 

in view of the above, the method ofthis invention can 
be useful for decreasing the size of male sex accessory 
organs. In this regard, sex accessory organs are more 
sensitive than the testes to the organosilicon compound 
so that it is possible to decrease prostatic function and 
size without producing a significant effect on testicular 
size. 
Furthermore, the method of this invention can be 

particularly useful for the treatment of prostatic hyper 
trophy. For example, by orally administering the com 
pound of the formula 

at a daily (seven daily doses) dosage level of 100 mg. 
per kg. of body weight, it has been found that the pros 
tate is signi?cantly reduced in size. 

If a high dosage level is maintained over a fairly long 
period of time in females prior to, during and/or follow 
ing copulation, the anticipated embryo may fail to form 
or it may be resorbed by the female mammal. 

It is also possible to prevent pregnancy (contracep 
tion) or abort pregnancy in female mammals because 
of an estrogenic depressant activity of certain of the or 
ganosilicon compound described herein. 

In all of the foregoing cases, the pharmacological ac 
tions are reversible. 
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The following examples are illustrative only and 
should not be construed as limiting the invention which 
is properly delineated in the appended claims. 

EXAMPLE I 

4 
for 3 days with autopsy of day four. The percent in 
crease in uterine weight was determined between the 
control (sesame oil) and the treated animals. Table ll 
illustrates estrogen-like activity in the immature female 

5 rat based upon percent increase in uterine weight. 
This example illustrates depressant activity of a cer 

tain Organosilicon compound in the male rat. 
A group of male rats (Sprague - Dawlcy strain) were TABLE H 

orally dosed via gastric intubation with an organosili- EstrogemLike Activity Ofit Certain Organosilicon 
con compound of the formula lO Compound in the Immature Female Rat 

Mean 
Uterine 

_ -_ _ ~_ Weight (gm) Uterine 
‘CH9’ ‘ O ‘ ‘CH9’ 100 gm, Weight 

Dose final 92 
Group mgJkg. n Body Weight ln~ 

(CH3)1— i—-O— i—C,,H_? l5 crease 
H Control (sesame oil) — 6 6l .64 - 

II 

. . . (CH )— i-_O- i—(CH_) * 

The animals were administered lOO mg./kg. of body a ' l 1 2 
weight of the compound for a period of seven days with 20 
autopsy on day eight. Final body weights‘ were deter- (CHa),_si__O_ FC'H‘ 50 6 H718 90“ 
mined in the fasted state just prior to sacrifice. Table 1 
illustrates the depressant activity in the form of de- H“ 
creased seminal ?uid, seminal vesicle and prostate (CH,),- i—0— i-—(CH,),* 
weights. 

EXAMPLE 2 (CH,),— i—0— i_c.ii, 200 s l76.93 I87" 

This example illustrates the estrogen-like activity of CH, 
the Organosilicon compound in the immature female ‘daily ommmingfma daywm‘ autopsy on day Q‘ 
rat. "p .0] compared to control. 

TABLE I 

Depressant Activity of The Organosilicon Compound in the Male Rat 
Mean Mean Mean Mean 
Initial Final Seminal Seminal Mean Mean 
Body Body Fluid Vesicle Prostate Testes 
Weight Weight Ratio‘ Ratio Ratio Ratio 

Group It (grams) (grams) :S.E.—_, :S.E,—, :S.E.—, ?.E.—-, 

Control (sesame oil) 10 380 384 .00264 .00158 .001 l9 .00905 
:00020 100005 :00005 $00016 

(ilk), ( Halt“ 
i-O- i 

i-O- i—C,|H,, 10 381 37l .00115 .00i00 .0007‘! .00860 

( “,1, H, 1.00019" :OOOOS‘" :.00006*" 100018 

‘ratio equals organ or ?uid weight (grams??nal body weight (grams) 
"daily oral dosing of I00 mgJkg. of body weight for 7 days with autopsy on day 8. 
'"p .00] compared to control, . 

An immature female Wistar rat was orally adminis- 50 EXAMPLE 3 
tered (via gastric intubation) either 50 mg./kg. of body 
weight or 200 mg./kg. of body weight of an orariosili 
con compound of the formula 

55 

This example illustrates the anti-estrogen activity of 
the Organosilicon compound in the immature female 
rat. Organosilicon compound induced depression of 
uterine weight stimulated by estrodial benzoate was 

used as a measure of anti-estrogen activity. Table III il 

lustrates the results obtained. 

TABLE "I 

Group 

Anti-Estrogen Activity of The Organosilicon 
Compound in the Immature Female Rat 

Organosilicon Mean Uterine Weight 
Dose (grams)ll00 grams 

mgJkg. n Final Body Weight 

(A) Control (sesame oil) 

(B) Estradial benzoate 
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TABLE Ill-continued 

Anti-Estrogen Activity of The Organosilicon 
Compound in the Immature Female Rat 

Organosilicon 
Dose 

Mean Uterine Weight 
(gramsl/lOO grams 

Group mg./kg. n Final Body Weight 

(1.0 mg. total dose) —- 6 197.06 

( HI)! ( H1)!‘ 

5.0 6 194.74 

|—O— |—C|,H5 

H: 

(D) (CH3), i-O- “Cl-lg,’ 20.0 6 1169.33 

‘Compound administered orally for three days with autopsy on day 4. Estradial benmate given subcutane 
ously in groups B. C and D. 

EXAMPLE 4 25 
Table IV illustrates the antifertility activity noted 

above. 

TABLE IV 

Antifertility Activity of The Organosilicon Compound Administered Orally 
for Seven Days Prior to Mating to Proven Breeder Female Mice 

First Mating Second Mating 
Number Pregnant Mean Number Number Pregnant Mean Number 
Total Number Pups/Female Total Number Pups/Female 

(A) Control - No Treatment 3/3 9.33 3/3 13.0 
(B) Sesame Oil 3/3 10.33 3/3 12,0 
(C) (CH,)1— i-O- MCI-1,), 

3/3 10.33 1/3 14.0 

(CH,),- i—O- i-(I-Hl 

H: 
(50 mgJltg.) 

(D) (Cl-ldr- i-O-Ti-(Cm), 
3/3 l0.67 1/3 18.0 

(CH|);— i-O- i-C.H, 

H: 
(200 mgJkg.) 

This example illustrates the antifertility activity of the 
organosilicon compound administered orally for seven 
days prior to mating to proven breeder female mice. 
A group of untreated female mice (Cox strain) were 

mated with a group of untreated male mice and animals 
which became pregnant and delivered an average nor 
mal litter in this ?rst mating. Mice from this group were 
then selected as proven breeders for a second mating. 
These mice in the second mating were orally dosed (via 
gastric intubation) with either nothing, sesame oil, or 
two different doses (50 mgJkg. of body weight or 200 
mgJkg. of body weight) of the organosilicon com 
pound of the formula 

50 

55 

That which is claimed is: 
l. A method for decreasing the reproductive function 

of mammals which comprises administering to a mam 
mal an effective amount in the range of from 5 mg. to 
200 mgJkg. of mammal body weight of an organosili 
con compound of the formula 

( Halal Ha): 

i-O- l 

i-O- l-CH. 

( us): a“: 

2. The method as recited in claim 1 in which the. de 
pression of the reproductive function is the depression 
of the weight of male sex accessory glands. 

3. The method as recited in claim 1 in which the de 
pression of reproductive function is female antifertility. 

4. The method as recited in claim 1 in which the or 
ganosilicon compound is administered orally. 
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5. The method as recited in claim 1 in which the or 

ganosilicon compound is administered in combination 
with a pharmaceutically acceptable carrier. 
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8 
6. The method as recited in claim Sin which the car 

rier is sesame oil. 


