
Breckenridge Exhibit 1002 
Breckenridge v. Novartis AG

UNITED STATES DEPARTMENT OF COMMERCE 

United States Patent and Trademark Office 

September 09, 2015 

THIS IS TO CERTIFY THAT ANNEXED IS A TRUE COPY FROM THE 

RECORDS OF THIS OFFICE OF THE FILE WRAPPER AND CONTENTS 

OF: 

APPLICATION NUMBER: 081416,673 

FILING DATE: April 07, 1995 

PATENT NUMBER: 5,665, 772 

ISSUE DATE: September 09, 1997 

By Authority of the 

Under Secretary of Commerce for Intellectual Property 
and Director of the United States Patent and Trademark Office 

jYJ ~ 
M. TARVER 

Certifying Officer 

f  

F
in

d
 a

u
th

e
n
tic

a
te

d
 c

o
u
rt d

o
c
u
m

e
n
ts

 w
ith

o
u
t w

a
te

rm
a
rk

s
 a

t d
o
c
k
e
ta

la
rm

.c
o
m

. 

https://www.docketalarm.com/


'~ 'y. - (-..---...--'.,'""";'I'. ----~#lll'!J.111'!'-""1C'¥(tt"'l ...... !lllllll"W®_,,, m, 

·" , 

.... 
·-~94109010 ~ ~ced h ~II/+ ~{Q,.'Sl/. PCT/EP93/02604 

{1__t c~{ tJ /) o1~199-S 

- 37 -

CLAIMS 

(I) 

0 ,,,--

24 

X is (H,H) or O; 

Y is (H,OH) or O; 

R1 and R2 are independently selected from 

H, alkyl, thioalkyl. arylalkyl, hydroxyalkyl, dihydroxyalkyl, 

hydroxyalkylarylalkyl, dihydroxyalkylarylalky0alkoxyalkyl, acyloxyalkyl, 
\ 

aminoalkyl, alkylaminoalkyl, alkoxycarbonylaminoalkyl, acylaminoalkyl, 
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arylsulfonamidoalkyl, allyl. clihydroxyalkylallyl, dioxolanylallyl, 

caralkoxyalkyl, and (R.3hSi where each R3 is independently selected from ~ 

methyl, ethyl. isopropyl. ,!-butyl. and phenyl; wherein "alk-" or "alkyl" refers 

to cl-6 alkyl, branched or linear, preferably c;.3 alkyl, in which the carbon 

chain may be optionally interrupted by an ether (-0-) linkage; and 

R' is m thy! or R" and R 1 together fOim ~ alkylene; 

provided th R ! and R: are not both H; and 

pro~ided that here R1 is carbalkoxyalkyl or (Ri),Si. X and Y are not both 0. 

2. Compounds ace · g to claim 1 selected from the following: 

1. 

2. 

3. 

4. 40-0-Allyl-rapam cin 

5. 40-0-[3'-(2.2-Dim yl-l.3-dioxolan-4{S)-yl)-prop-2'-cn-l'-yl]-rapamycin 

6. (2'E. 4'S)-40-0-(4' '-Dihydroxypent-2'-en-1 '-yl)-rapamycin 

7. 40-0-(2-Hydroxy)etbo carbonylmethyl-rapamycin 

8. 40-0-(2-Hydroxy)cthyl-

9. 40-0-(3-Hydroxy)propyl- amycin 

10. ~0-(6-Hydroxy)hexyl-rap ycin 

11. 40-0-[2-(2-Hydroxy)ethoxy]c yl-rapamycin 

12. 4Q.0-[(3S)-2.2-Dimethyldioxol -3-yl]methyl-rapamycin 

13. ~0-[(25)-2,3-Dihydroxypiop-l- J-rapamycin 

14. 40-0-(2-Acetoxy)ethyl-rapamycin 

15. 40-0-(2-Nicotinoyloxy)cthyl-rapamycin 

16. ~0-[2-(N-Morpholino )acetoxy]ethyl-~amycin 
\ 
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3. 

4. 

5. 
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17. ~6-0-(2-N-Imidazolylacemxy)ethyl-rapamycin 
18. 40-0-[2-(N-Methyl-N '-piperazinyl)acetoxy ]ethyl-rapamycin 

19. 3~f-Desmethyl-39,40-0,0-ethylene-rapamycin 
20. (26~~26-Dihydro-40-0-(2-hydroxy)ethyl-rapamycin 

21. 28-0- ethyl-rapamycin 

22. 40-0-(2 ·noethyl)-rapamycin 

23. 40-0-(2-~cetaminoethyl)-rapamycin 

24. 40-0-(2-N~~·namidoethyl)-rapamycin 
25. 40-0-(2-(N- ethyl-imidazo-2 '-ylcarbethoxamido )ethyl)-rapamycin 

26. 40-0-(2-Ethox carbonylaminoethyl)-rapamycin 

27. 40-0-(2-Tolyls~fon~doethy 1)-rapamycin 

28. 40-0-[2-( 4 ',5 '-D~\oethoxy-1 ',2' ,3 '-triazol-1 '-y 1)-eth yl )-rapamycin 

Compounds according to clallµ 1 where X and Y are both 0, R2 is H, R4 is methyl, 

and R 1 is other than H. \ . 

40-0-(2-Hydroxy)ethyl-rapamy\ 

Compounds according to any one ~~!aims 1 through 4 obtained or obtainable by (i) 

reacting a rapamycin, deoxorapam~~\· or dihydrorapamycin (optionally in 0-

protected form) with an organic radic' attached to a leaving group under suitable 

acidic or neutral reaction conditions, an (ii) optionally reducing the product.. 

6. A compound according to any one of clai 1-5 for use as a pharmaceutical. 

7. 

8. 

A pharmaceutical composition comprising a co\pound according to any one of 

claims 1-5 together with a pharmaceutically acceP.table diluent or carrier. 

Use of a compound according to claims 1-5 in th\ufacture of a medicament for 
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or preventing any of the following conditions: 

(i) .. 

(ii) 

(iii) 

(iv) asthma. 

(v) 

(vi) tumors or hyp roliferative disorders, or 

(vii) fungal infections, 

(viii) inflammation, 

• 

having Mip or Mip-like factors, or 

PCT /EP93/02604 

9. Novel products, processes, and utilities substantially as described herein. 
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