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A. Statement of the case

The application has been before the Board on prior occasions.

In initially filing and pursuing an appeal, Franz Esser, Helmut Stéhle,
Sven Liittke, Ikonobu Muramatsu, Hisato Kitagawa, and Shujil Uchida
(hereafter "Esser") sought review under 35 U.S.C. § 134(a) of rejections of
claims 21-24, 26, 30-33, 39-50, 55-65, and 71-81.

The real party in interest is Boehringer Ingelheim Pharma KG.

We have jurisdiction under 35 U.S.C. § 6(b).

Esser claims the benefit of (1) application 09/277,944, filed
11 January 1999 (now U.S. Patent 6,268,398), and (2) PCT/EP96/01568,
filed 13 April 1996.

The Examiner rejected various groups of claims as being unpatentable
(1) under 35 U.S.C. § 103(a) over the prior art and (2) for provisional double
patenting over Esser application 09/227,944, which ultimately matured into
Esser U.S. Patent 6,268,398.

On a prior occasion, a panel of the Board [Judges Ellis (who is no
longer at the Board), Scheiner and Adams] took the following action:

(1) A rejection of claims 21-24, 26, 47-50 and 73-81 as being
unpatentable under § 103(a) over Olson was reversed.
(2) A rejection of claims 21-24, 30-33, 39-50, 55-65, and 71-72
as being unpatentable under § 103(a) over York was affirmed, but the
affirmance was designated as a new rejection pursuant to 37 C.F.R.

§ 41.50(b).
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(3) A rejection of claims 21-24, 30-33, 39, 46, 61, 73-75, 77-79
and 81 as being unpatentable under § 103(a) over Stdhle (U.S. Patent
4,213,995) was not reached because the panel felt that a remand was
in order to clarify certain aspects of the rejection.

(4) A rejection of claims 21-24, 30-33, 39-50, 55-65, and 71-72
based on provisional double patenting was remanded for further
consideration in view of the fact that the application on which the
provisional double patenting was based had issued as a patent.

(5) A rejection of claims 21-24, 30-33, 39-50, 55-65, and 71-72
as being unpatentable under § 103(a) over Stahle (EP 012,822) was
not decided.

See Ex parte Esser, Appeal 2005-0393 (Bd. Pat. App. & Int. Apr. 14, 2005).

The Examiner responded to the remand. Examiner's Communication
dated 26 August 2005.

Esser in turn filed a response. See Communication Concerning
Decision on Appeal and Remand, filed 09 June 2005. In the
communication, Esser says (page 2:1-4):

[Esser] ... 1s not reopening prosecution or requesting rehearing

as to the new ground of rejection by the Board for Rejection II

under 37 C.F.R. § 41.50(b) [based on obviousness over Y ork].

Accordingly, the remand for Rejection IV [relating to

provisional double patenting] is also moot as all the claims in

Rejection IV have also been rejected under Rejection II.

Since Esser has elected not to take advantage of available

administrative remedies (37 C.F.R. § 41.50(b) (1) & (2) (2006)), Esser has
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waived its right to further consideration in this application of claims 21-24,
30-33, 39-50, 55-65 and 71-72.

A second remand was ordered by the panel. Ex parte Esser,
Appeal 2005-0393 (Bd. Pat. App. & Int. Nov. 30, 2005).

The Examiner filed a response to the second remand. See
Supplemental Examiner's Answer, entered 12 December 2005.

In the Supplemental Examiner's Answer, the Examiner addresses the
rejection under 35 U.S.C. § 103(a) over Stdhle (U.S. Patent 4,213,995). The
Examiner also advised the Board—correctly—that the panel had not decided
the rejection based on Stdhle (EP 0 012 822). At this point, however, Esser
is no longer pursuing any claim rejected over Stahle (EP 0 012 288).
Accordingly, the rejection based on Stéhle (EP 0 012 822) is moot and need
not be reached.

As a result of the prosecution history in this appeal, only claims 26
and 73-81 are now involved in the appeal.

The following prior art was upon by the Examiner.

Name Patent Number Issue Date
Stihle EP 0012 822 09 July 1980
Stéhle US 4,213,995 22 Jul. 1980
Olson US 4,287,201 01 Sep. 1981
York US 4,461,904 24 Jul. 1984
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A translation into English of Stahle EP 0 012 822 (which is written in
German) appears in the record. As noted earlier, however, the rejection
based on Stahle EP 0 012 822 is moot.

All four prior art references are prior art under 35 U.S.C. § 102(b).

We also cite the following patent.

Name Patent Number Issue Date

Esser US 6,268,389 Bl 31 Jul. 2001

As noted earlier, the Esser patent is the patent which matured from the
application upon which the Examiner previously had based a provisional

double patenting rejection.

B. Record on appeal
In deciding this appeal, we have considered only the following
documents:
1. Specification, including original claims (there are no
drawings).
2. Patent Application Publication US 2002/0040150 A1,
published 04 April 2002 (a publication of the Specification).
3. A rejection entered 25 March 2003 (Non-Final Office
Action).
4. The Appeal Brief filed 27 January 2004.
5. The Examiner’s Answer entered 09 April 2004.
6. The Reply Brief filed 22 April 2004.
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7. The Examiner's Notice transmitting the appeal to the Board
entered 28 June 2004.

8. The Decision of the Board entered 14 April 2005 (EX parte
Esser, Appeal 2005-0393 (Bd. Pat. App. & Int. Apr. 14, 2005).

9. The Examiner's Supplemental Answer entered 26 August
2005.

10. Esser's Communication Concerning Decision on Appeal
and Remand, filed 09 June 2006.

11. A Decision of the Board entered 30 November 2005
remanding the appeal to the Examiner. EX parte Esser, Appeal 2005-0393
(Bd. Pat. App. & Int. Nov. 30, 2005).

12. Supplemental Examiner's Answer entered 12 December
2005.

13. Docketing Notice entered by the Board on 15 September
2006.

14. PTO bibliographic data sheet for the application on appeal.

15. Olson, U.S. Patent 4,287,201.

16. York, U.S. Patent 4,461,904

17. Stahle, U.S. Patent 4,213,955.

18. Stdhle, EP 0 012 822 (and a translation thereof).

19. Esser U.S. Patent 6,268,389 B1.

20. Claims 26 and 73-81 (see Appendix 1).
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C. Issues

There are several issues before us at this time:

A first issue is whether Esser has sustained its burden of showing that
the Examiner erred in rejecting the claims 73-75, 77-79 and 81 as being
unpatentable under 35 U.S.C. § 103(a) over Stdhle, U.S. Patent 4,213,955.

A second issue is whether claims 73-81 are unpatentable under
35 U.S.C. § 103(a) over York.

A third issue is whether, notwithstanding the earlier panel decision,

claims 26 and 73-81 are unpatentable under 35 U.S.C. § 103(a) over Olson.

D. Findings of fact

The following findings of fact are believed to be supported by a
preponderance of the evidence. To the extent that a finding of fact is a
conclusion of law, it may be treated as such. Additional findings as
necessary may appear in the Discussion portion of the opinion.

The invention

The typewritten specification of the application does not have line
numbers on each page.

The Patent Application Publication has page numbers and paragraph
numbers. We will refer to the Patent Application Publication and the
paragraph numbers of the publication with the understanding that we are
referring to the specification of the application, as filed.

The invention relates to the use of what Esser calls o, -agonists for
treating urinary incontinence, particularly stress incontinence. Publication,

0001.
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The term stress incontinence refers to a sudden loss of urine, which is
caused by incompetence of the bladder outlet during unobtrusive movement
of the bladder as a result of interabdominal increases in pressure due, inter
alia, to coughing, pressing, sneezing and heavy lifting. Publication, q 0003.

Among the preferred compounds for Esser's purpose are imidazolines

of the general formula:

R4 RS T
N
R3 N‘ﬂ/j
T
R? R H
Formula 1

wherein
R', R% R’ R, and R’ denote, independently of one another:

[1] hydrogen, [2] C,¢-alkyl, preferably C,_4-alkyl, most
preferably methyl, [3] C;¢-cycloalkyl, preferably cyclopropyl, [4]
C.¢-alkoxy, [5] preferably C,_4-alkoxy, most preferably methoxy,

[6] halogen, preferably chlorine or bromine, [7] —CF;, [8] —OCF; or
[9] —NR°R’ wherein

R® denotes [1] hydrogen, [2] Cs-cycloalkyl, [3] Cy¢-alkyl,
preferably C,_4-alkyl, most preferably methyl, or [4] C,4-acyl, most
preferably acetyl,

R’ denotes [1] hydrogen, [2] Cs¢-cycloalkyl, preferably
cyclopropyl, [3] Cs-alkyl, preferably C,_4-alkyl, most preferably
methyl, or [4] C,4-acyl, most preferably acetyl; or



SN U B~ WD

10
11

12
13
14
15
16

Appeal 2006-3252
Application 09/536,728

R® and R’ together [form various cyclic groups].
Publication, 9 0013 through 0023.
One compound within the scope of the Esser disclosure is
2-(3-dimethylamino-2-methylphenylimino)imidazolidine. Publication,

99 0096 through 0105. The compound has the chemical structure:

H H T
N
H N%j
N
N CHy ||4
RN

H3C CH;

Formula 2

A method for making the compound is described in Esser Example 1.
Publication, 9 0096 through 0105.

Another compound within the scope of the Esser genus is
2-(6-bromo-3-dimethylamino-2-methylphenylimino)imidazolidine.
Publication, 49 0106 through 0108. The compound has the chemical

structure:
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H Br T
N
|
N CHs H
7N\
HaC CHj

Formula 3

A method for making the compound is described in Esser Example 2.
Publication, 9 0106 through 0108.

A comparison of the compound of Esser Example 2 with
phenylephrine for treatment of urinary incontinence is described in Table 1.

Publication, 9 0137 through 0139.

Claims under consideration

Claims 26 and 73-81 are before us.

We refer the reader to Appendix 1 for a copy of the claims, as well as

non-involved claim 21 from which some claims before us depend.

Olson
Olson, owned by Merck & Co., Inc., relates to "novel" compounds
and a method of using the compounds to delay the onset of egg production
in young pullets and interrupting the egg production of mature laying hens
by administration of one or more of the compounds—usually in a feed mix.

Col. 1:6-21.

10
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The Olson compounds include those having the formula:

A
Aane

H

Formula 4a
where:
Ris

(1) C,4 alkyl, either straight or branched chain, such as methyl,
ethyl, 1- or 2-propyl, or 1- or 2-butyl, especially methyl,

(2) C,5 alkenyl, or
(3) halo, such as chloro, bromo or iodo, especially chloro and
R' and R? are independently

(1) C,4 alkyl, either straight or branched chain, such as methyl,
ethyl, 1- or 2-propyl, or 1- or 2-butyl, especially methyl,

(2) C,s alkenyl,

(3) halo, such as chloro, fluoro, bromo or iodo, especially
chloro,

(4) hydrogen [—H],
(5) nitro,

(6) amino,

11
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(7) C,; alkylamino,

(8) di(C, alkyl)amino,

(9) hydroxy,

(10) carboxy,

(11) C,5 alkoxycarbonyl,

(12) C,_4 alkanoyl, such as formyl, ethanoyl or the like,
(13) C,4 alkylthio,

(14) trifluoromethylthio,

(15) phenylthio, either unsubstituted or substituted with C;_;
alkyl, C,_; alkoxy, or halo such as chloro, or bromo,

(16) phenoxy, either unsubstituted or substituted with C, 3
alkyl, C,_; alkoxy, or halo such as chloro or bromo,

(17) C,4 alkyl substituted with
(a) amino,
(b) C,; alkylamino,
(c) di(C,; alkyl)amino,
(d) hydroxy, or

(e) C1_3 alkoxy.

12
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The Olson R' and R? radicals are known as "floating" radicals because

they can be attached to the phenyl group portion of Olson's compound in any

of five positions, i.e., positions 2-6:

5 6
4
1
3 2
Formula 5a

The 1-6 positions may also be designated by an equivalent numbering

system as follows:

3 2
4
1
5 6
Formula 5b

From a chemistry point of view Formula 5a and Formula 5b are
alternative ways of showing the same formula.
With the alternate equivalent number systems, it is also possible to

draw Olson Formula 4a as follows:

13
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H
g |
e
_|_ N
R R ||4

Formula 4b

As in the case of the numbered phenyl rings (Formula 5a and
Formula 5b), from a chemistry point of view, Formula 4b is an alternative
way of showing Formula 4a.

One compound described by Olson is "2-(3-diethylamino-2-
methyl)imidazolidine." Example 14, col. 15:50 through col. 16:2.

On page 2 of the Office Action entered 25 March 2003, the Examiner
notes that the name given the "compound" in Example 14 is not correct.

Instead, the Examiner found that Example 14 describes the
preparation of 2-(3-diethylamino-2-methylphenylimino)imidazolidine.

The Examiner repeated the finding on page 4 of the Examiner's
Answer entered 09 April 2004.

Esser did not challenge the Examiner's finding in either the Appeal
Brief filed 27 January 2004 or the Reply Brief filed 22 April 2004.

In any event, the Examiner's finding is supported by the evidence.
Olson describes modifying peracetylated 2-(2-methyl-3-nitro-
phenylimino)imidazolidine to convert the 3-nitro group to a 3-diethylamino

group—note the reference to the "diethylamino derivative". Col. 15:61.
We find, as did the Examiner, that a person skilled in the art would

have recognized that (1) the language "2-(3-diethylamino-2-

14
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methyl)imidazolidine" is a typographical error and (2) Example 14 describes
the preparation of 2-(3-diethylamino-2-methylphenylimino)imidazolidine.
The compound made by the process described in Example 14 has the

formula:
H H T
N
H N‘ﬂ/j
T
/N CHj H
H,C (l:H2
CHj CHj
Formula 6

Formula 6 corresponds to Olson's overall Formula 4b when the R, R
and R” radicals of the overall formula are:
R is methyl [—CHj;];
R’ is in the 3-position on the 6-membered aromatic ring and is
di(C,; alkyl)amino where the alkyl is ethyl: —N(CH,CHj3;),, which is two
ethyl groups attached to the amino nitrogen [N].
R' is hydrogen [—H].

Stahle U.S. Patent

Stahle, U.S. Patent 4,213,995, describes certain compounds which are
said to be useful as hypotensives. Col. 1:5-10.

15
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The most relevant compound described in the Stdhle patent is a
2-(substituted phenyl-imino)-imidazolidine having the formula set out at

col. 1:30-35 where R is 2-chloro-4-methyl-5-amino phenyl. Col. 1:38. The

N B W N

O 0 3 O

10
11
12
13
14

15
16

compound has the structural formula:

H cl T
N
HsC N‘ﬂ/j
N
|
N H H
VAN

York relates to compounds said to be suitable for use in the treatment

H

H

Formula 7

York

of glaucoma and ocular hypertension. Col. 1:5-7.

The York compounds are broadly described as including compounds

having the following structure.

R, T
N
R4 N‘ﬂ/
N
R3 R,
Formula 8

16
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where:
R = R, = methyl, ethyl, trifluoromethyl, chloro or bromo,
alternatively R; # R, = methyl, ethyl, trifluoromethyl, fluoro, chloro
or bromo;

Rj is selected from three groups, the relevant group being:

R4 = H [hydrogen];
Rs =H or lower alkyl;
R; = H, lower alkyl, 2-hydroxyethyl, 2-hydroxypropyl or 3-hydroxy
propyl; and
where the sum of the carbon atoms in Rs and R 1s 4 or less.
See Col. 1:60 through Col. 2:17.
One particular compound described by York has the following

chemical formula:

15
16

CHs
|
CH, T
N
—( )
N
|
H,N CH, H
|
CHj
Formula 9

17
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Other findings

Other findings are made in the Analysis portion of this opinion,
including findings related to (1) differences between the subject matter of

the claims and the prior art and (2) the level of skill in the art.

E. Principles of law

A claimed invention is not patentable if the subject matter of the
claimed invention would have been obvious to a person having ordinary skill
in the art. 35 U.S.C. § 103(a); KSR Int’l Co. v. Teleflex Inc., 127 S. Ct.
1727, 82 USPQ2d 1385 (2007); Graham v. John Deere Co., 383 U.S. 1
(1966).

Facts relevant to a determination of obviousness include (1) the scope
and content of the prior art, (2) any differences between the claimed
invention and the prior art, (3) the level of skill in the art and (4) any
relevant objective evidence of obviousness or non-obviousness. KSR, 127
S. Ct. at 1734, 82 USPQ2d at 1389, Graham, 383 U.S. at 17-18.

A person having ordinary skill in the art uses known elements and
process steps for their intended purpose. Anderson's-Black Rock, Inc. v.
Pavement Salvage Co., 396 U.S. 57 (1969) (use of radiant-heat burner for its
intended purpose held to be obvious).

The invention claimed in a patent is presumed to be operative because
the patent enjoys a statutory presumption of validity and operativeness is a
prerequisite to validity. Cf. In re Spence, 261 F.2d 244, 246, 120 USPQ 82,
83 (CCPA 1958).

18
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F. Analysis

Examiner’s § 103 rejection based on Stihle

The difference between the subject matter of Esser generic claim 73
and Stéhle is that the 3-amino group of Stihle is not substituted with any
alkyl group, e.g., a methyl group. The Esser R” group is —NR°R’ where R®
cannot be hydrogen. Thus, the Esser R* amino group is a substituted amino
group, with the simplest Esser substitution being a methylamino group, i.e.,
—NHCH; whereas Stéhle group is amino, i.e., —NH,.

The Examiner reasoned that it would have been obvious to replace a
hydrogen with a lower alkyl group on a nitrogen atom. Examiner's Answer,
page 7. The Examiner does not rely on prior art, including any teaching of
Stihle, to support his reasoning. Rather, the Examiner cites Ex parte
Weston, 121 USPQ 428 (Bd. App. 1958) and In re Hoeksema, 399 F.2d 269
(CCPA 1968).

A resolution of a question of obviousness is necessarily and intimately
tied to the precise facts in each case. The facts here are not the facts in
Weston.

In our opinion and on this record, a person having ordinary skill in the
art would not have had a technological reason for believing that compounds
beyond those specifically described by Stihle would be useful for Stihle's
purpose. The broadest description of the Stihle invention involves the use
of a limited number of compounds as hypotensives. The "generic" formula

of the Stihle compounds is limited to compounds having the formula:

19
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H

L
R_N%Tj

H
Formula 10

where R is limited to the Markush Group:

(1) 2,6-dichloro-4-hydroxymethyl-phenyl;

(2) 2-chloro-4-methyl-5-amino-phenyl (the compound of Formula 7,
supra);

(3) 2,5-dichloro-4-methyl-phenyl;

(4) 2-chloro-4-methyl-5-nitro-phenyl;

(5) 2,3-dichloro-4-methyl-phenyl;

(6) 2-chloro-4-methyl-6-nitro-phenyl;

(7) 2-chloro-4-methyl-6-amino-phenyl;

(8) 2.4,6-trifluorophenyl;

(9) tetrafluorophenyl; or

(10) 3-bromo-4-fluoro-phenyl.

Stihle thus discloses ten compounds (although tetrafluorophenyl can
be considered a subgenus of compounds because there are four fluoro groups
and five positions on which a fluoro can be attached). The closest Stihle
compound is the compound of Formula 7, where the R includes a 5-amino
group [—NH;]—the compound identified in Markush member (2), supra.

The 6-amino compound identified in Markush member (7), supra, is not as

20
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close because the amino group is in the 6-position and Esser requires an
amino group in the 5-position.

The Examiner's rejection based on Stéhle is not a case where an
inventor has used a known element for its intended purpose to get an
expected result. We have been unable to find a reason why one having
ordinary skill in the art would have been inclined to depart from the precise
teachings of Stiahle. KSR notes that "it can be important to identify a reason
that would have prompted a person of ordinary skill in the relevant field to
combine the elements in the way the claimed new invention does." 127 S.
Ct. at 1741, col. 1, 82 USPQ2d at 1396.

In this case, the "relevant field" is the field of Stdhle looking for new
hypotensive compounds. The Stéhle patent, which is the only evidence
relied upon by the Examiner in support of the rejection, is narrowly drawn
and does not suggest much to one of ordinary skill in the art beyond its "four
corners." To the extent that (1) there is a "next adjacent homologue rule" as
mentioned by Weston, and (2) methyl (—CHj3) might in an appropriate
circumstance be regarded as the next adjacent homologue of hydrogen
(—H), this case 1s not that case. The teachings of Stdhle are too narrowly
drawn to permit broad inferences for departing from those narrow teachings.

Hoeksema likewise provides little comfort to support the rejection.

In that case, the CCPA reversed an obviousness rejection because the prior
art did not have an enabling description for making the Hoeksema
compounds. Accordingly, any discussion about substituting a methyl for a

hydrogen or vice-versa is dicta.

21
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Esser claims 74-75 and 77-79 also require a substituted amino group
at the 3-position. Accordingly, they fall with independent Esser claim 73.

Independent Esser claim 81, directed to a pharmaceutical
composition, has the same relevant limitations as Esser claim 73.
Accordingly, it too falls with claim 73.

The decision of the Examiner rejecting Esser claims 73-75, 77-79 and

81 as being unpatentable under 35 U.S.C. § 103(a) over Stéhle is reversed.

Examiner’s § 103 rejection based on Olson

We begin our analysis of the patentability of subject matter of Esser
claims 26 and 73-81 by acknowledging that a prior panel held that subject
matter to be non-obvious over Olson. The prior panel's decision reversing
the Examiner's rejection based on Olson has not become final. Likewise, the
prior panel entered its decision prior to KSR. We are obliged to follow KSR.
Under the circumstances, we believe that it is appropriate to sua sponte
revisit the Examiner's rejection under § 103 of the claims before us based on
Olson. We now affirm that rejection.

Prima facie obviousness

The difference between Esser claim 26 (to a specific compound—see
Formula 2) and the compound of Example 14 of Olson is that Olson does
not explicitly describe a compound with a dimethylamino group
[—N(CHs;),] at the 3-position on the phenyl ring.

However, Olson describes a fully analogous compound having a
diethylamino group [—N(CH,CHj3),] at the 3-position, and like the

compound of Esser claim 26, a methyl on the 2-position of the phenyl ring.

22
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Compare the Esser compound of Formula 2 with the Olson compound of

Formula 6:
H H T
N
H N‘ﬂ/j
T
/N\ CHj H
HsC CH,
Formula 2
H H T
N
H N‘ﬂ/j
T
N CHj H
H,C CH,
CHj CHj
Formula 6

What reason is provided in the prior art for modifying the Olson of
Formula 6 to replace two ethyl groups (—CH,CHj3;) with two methyl groups
(—CH3)?

A person having ordinary skill in the art would be taught by Olson
that the R5 and R; groups of the amino group at R; can be hydrogen or lower
alkyl having 1-3 carbon atoms. Olson, col. 2:68. A lower alkyl having 1-3

carbon atoms include both methyl and an ethyl group.
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Olson, unlike the facts involving the rejection based on Stéhle,
provides a reason why one skilled in the art would have found it obvious to
substitute ethyl groups on the compound of Olson represented by Formula 6
with methyl groups. Olson contains an express suggestion to do so with its
alkyl having 1-3 carbons teaching. Moreover, given the presumption that
the subject matter claims by Olson is enabling, In re Spence, supra, there is
no reason to believe one skilled in the art would not have been inclined to
follow the overall teachings of Olson.

Esser's argument in favor of patentability over Olson

Esser's arguments for patentability over Olson appear on pages 5-8 of
the Appeal Brief and pages 1-2 of the Reply Brief.

Esser argues that Olson is "nonanalogous" art and therefore the
Examiner's rejection cannot stand.

Apparently, what Esser contends is that Olson is essentially irrelevant
since it concerns delaying the onset of egg production in young pullets and
interrupting the egg production in mature laying hens whereas Esser is
concerned with treating urinary incontinence.

Esser's pre-KSR argument is now foreclosed. KSR makes a couple of
points relevant to Esser's argument. First, KSR tells us that what matters is
the "objective reach of the claim." 127 S. Ct. at 1742, 82 USPQ2d at 1397.
Second, KSR also tells us that in evaluating obviousness we are not to be
confined "to the problem the patentee was trying to solve." 127 S. Ct. at
1742, 82 USPQ2d at 1397. The Federal Circuit has expressed similar
reasoning in a case involving teachings from a combination of two or more

references to meet the objective reach of a claim. In re Kemps, 97 F.3d
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1427, 1430, 40 USPQ2d 1309, 1310 (Fed. Cir. 1996) ("Although the
motivation to combine here differs from that of the applicant, the motivation
in the prior art to combine the references does not have to be identical to that
of the applicant to establish obviousness." See also In re Beattie, 974 F.2d
1309, 1312, 24 USPQ2d 1040, 1042 (Fed. Cir. 1992) (the law does not
require that the teachings of references be combined for the reasons
contemplated by the inventor).

On several occasions, the Supreme Court has emphasized that the
purpose of § 103 is to preclude removal of existent knowledge from the
public domain. Graham v. John Deere Co., 383 U.S. 1, 6 (1966). Section
103 permits free access to materials already available. The Supreme Court
reemphasized the point, albeit in somewhat of a different context involving
preemption of state law protecting inventions, in Bonito Boats, Inc. v.
Thunder Craft Boats, Inc., 489 U.S. 141, 146 (1989) (United States
Government should not "authorize the issuance of patents whose effects are
to remove existent knowledge from the public domain, or to restrict free
access of materials already available."). KSR again reemphasizes the point
in a § 103 context by noting that a patent which withdraws what is already
known into the field of its monopoly "diminishes the resources available to
skillful men" quoting from Great Atlantic & Pacific Tea Co. v. Supermarket
Equipment Corp., 340 U.S. 147, 152 (1950). 127 S. Ct. at 1739.

What Esser seeks to do is remove from the public domain the right of
the public to use for any purpose compounds that Olson suggests, including
the use described and claimed by Olson. But, for reasons given above, that

use would have been obvious. Consistent with Graham, Bonito Boats and
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KSR, no cogent rationale can justify granting Esser a patent to compounds
which the public is free to use to accomplish objectives described by Olson.

In this case, it turns out that the prior art ultimately shows that Esser
invented a new use of a group of known or obvious compounds described by
Olson. A new and unobvious use of a known compound may be patentable.
In this case, the Examiner thought the new use was patentable. Based on the
Examiner's assessment, the Director granted Esser Patent 6,268,389 to a
method for the treatment of urinary incontinence by administering
compounds, some of which fall within the scope of the Olson compounds.
We can agree that a method of delaying onset or interrupting egg production
with particular compound generally would not suggest the use of the same or
some of the same compounds to treat urinary incontinence. But, Esser's
discovery should not result in the public being precluded from using the
Olson compounds for Olson's purpose. That is exactly what would happen
if Esser is granted a patent with the compound claims now before us in this
appeal.

In a case, such as the case before us, where obviousness is based on a
single reference, Esser's argument that to be reasonably pertinent, a
reference must logically have commended itself to an inventor's attention in
considering an inventor's problem (Appeal Brief, page 6) misses the mark.
The question here is not whether Olson deals with Esser's problem. Rather,
it is whether Esser's claimed compounds are within the grasp of one of
ordinary skill in the art and thereby in the public domain.

In general, the question of "nonanalogous" art surfaces only where the

teachings of two or more patents are sought to be combined. Cf. Dannv.
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Johnston, 425 U.S. 219, 229 (1976) and Graham v. John Deere Co., 383
U.S. 1, 35 (1966).

The prior panel decision

Esser maintains, and the prior panel found, that there would have been
no reason to modify the Olson compounds to come up with the now claimed
Esser compounds. Both Esser and the prior panel believe that the mere fact
that the now claimed Esser compounds are a "subgenus" of the "genus" of
compounds described by Olson does not, by itself, establish obviousness.
The panel, but not Esser, cited and relied on In re Baird, 16 F.3d 380, 382
(Fed. Cir. 1994). According to the panel, (1) one must first select the
compound of Olson Example 14 and then (2) pick and choose from the
possible R groups listed in col. 3 of Olson to come up with Esser's claimed
compounds. Consistent with KSR principles applicable to the obviousness
inquiry, we believe a focus on "selecting" and "picking and choosing" is too
narrow and represents a "rigid approach" to resolving obviousness which
KSR tells us we are to avoid.

We need not decide in resolving the rejection based on Olson whether
Baird survived KSR. Even if one can assume arguendo that Baird remains
viable, Baird is not applicable here.

The panel, and presumably Esser, apparently had some difficulty with
why one skilled in the art would "first select" the compound of Example 14
of Olson. The proper question is: Why would a person skilled in the art not
select any of the options offered up by Olson? Olson describes in Example
14 a compound useful for Olson's purpose and therefore one skilled in the

art is free to "select" the compound of Example 14 whether it is the "first",
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"second" or umpteenth" selection. The Examiner did not have to have a
reason for "first" selecting the compound of Example 14 because Olson
explicitly tells one that the compound is useful for Olson's purpose.

The question then becomes, why modify the compound of
Example 14 to account for differences between that compound and, e.g., the
compound of Esser claim 23. There are not a "large number of variables"
involved. The only "variable" (difference would be a better word) is the
ethyl groups on the nitrogen of the Example 14 compound (Formula 6). The
relevant question is: Would one having ordinary skill in the art have found
it obvious to replace those ethyl groups with methyl groups to "come up"
with the compound of Esser claim 23 (Formula 2) for use in the process of
Olson. The answer is "yes." Why? Olson tells us in no uncertain terms that
the groups which can be attached to the nitrogen are hydrogen and 1-3 alkyl
(which means methyl, ethyl, propyl and iso-propyl, or a total of five
choices). The KSR reason for changing ethyl to methyl is provided right in
the prior art and it manifestly would have been "obvious to try" (in the KSR
sense, 127 S. Ct. 1742, col. 2) hydrogen, methyl, propyl or isopropyl in
place of ethyl. Section 103 allows one skilled in the art to do so and Esser is
not entitled to a claim which preclude one skilled from doing so.

The panel made the following observation on page 7 of its opinion:
"there is no evidence that the claimed compounds are homologs or that they
have the same properties as the prior art [Olson] compounds." At pages 7-8
of the opinion, the panel also said there was no expectation that Esser
compound (Formula 2) and the Olson compound (Formula 6) would have

similar properties. The Olson ethyl compound (Formula 6) and the Esser
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compound (Formula 2) are indeed homologs in the sense that ethyl is the
next adjacent homolog of methyl. A series of organic compound in which
each successive member has one more CH, is a homologous series.
Hawley's Condensed Chemical Dictionary, page 606 (12th ed. 1993);
Morrison & Boyd, Organic Chemistry, page 87 (6th ed. 1992). While
homology gives rise to a general scientific presumption that homologs
would be expected to have similar properties, in this case there is no need to
rely on any legal presumption based on homology. Olson itself tells us that
the hydrogen, methyl and ethyl options are all useful for Olson's purpose.
There is absolutely no reason to question the Olson teachings. One skilled
in the art would have expected the Olson ethyl compound and the Esser
methyl compound to have similar properties—for Olson's purpose or for that
matter Esser's purpose albeit Olson's purpose is what defeats Esser
entitlement to the claims before us.

Disposition of the rejection based on Olson

The decision of the Examiner to reject claims 26 and 73-81 over
Olson is affirmed.

Patentability of claims 73-81 over York

Esser claims 73 include numerous compounds, including a subgenus

of compounds:
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R* RS T
N
R3 N*ﬂ/j
|
RZ Rl H
Formula 1
where:

R' can be methyl, ethyl or halo [halogen];
R? can be —NR°R’, where

R® can be methyl and

R’ can be hydrogen, methyl and ethyl;
R’ can be hydrogen;
R* can be hydrogen; and

R’ can be hydrogen, fluoro, bromo and iodo.

York describes a different genus of compound, but falling within the
genus of the York compounds is a subgenus of compounds similar to the

subgenus of Esser.
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R, T
N
|
R3 R, H
Formula 8

York's R, corresponding to Esser's R* can be methyl or ethyl;
York's R4 corresponding to Esser's R® is hydrogen, as is Esser's R’;
York's R; corresponding to Esser's R’ is —NR;sR5, where

Rs can be hydrogen or lower alkyl and

R; can be hydrogen or lower alkyl; and

York's R, corresponding to Esser's R' can be methyl, ethyl, fluoro,
bromo or iodo.

While Esser claim 73 includes additional compounds and York
describes additional compounds, it is apparent that there is a considerable
overlap in the Esser and York compounds. What the considerable overlap
shows is that granting a patent to Esser containing claim 73 would preclude
those with skill in the art, and the public, from using a sizeable number of
York compounds for York's purpose. For reasons advanced in connection
with the Olson analysis, § 103 operates to preclude Esser from preventing
the public from using the York compounds for York's purpose.

Esser claims 74-81 involve a similar overlap in coverage and therefore

are unpatentable for the reasons given in connection with Esser claim 73.
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Patentability of claims 74-80 under § 112,94

Claims 74-76 and 78-80 depend directly or indirectly from non-
involved Esser claim 21.

Esser claim 21 calls for an R' that inter alia can be fluorine, bromine
and iodine (actually bromo, fluoro and iodo). Esser claim 73, which
depends from Esser claim 21, calls for an R' that can be halogen. Halogen is
broader than fluoro, bromo and iodo, because halogen includes, e.g., chloro.
Accordingly, Esser claim 74 does not narrow the scope of Esser claim 21; in
fact, Esser claim 74 purports to broaden the scope of Esser claim 21.

The same is true of Esser claims 75-76 and 78-80. A dependent claim
which does not include all the limitations of the claim from which it depends
is not patentable under the fourth paragraph of 35 U.S.C. § 112. Pfizer, Inc.
v. Ranbaxy Laboratories Limited, 457 F.3d 1284, 1292, 79 USPQ2d 1583,
1590 (Fed. Cir. 2006) ("Although the district court was reluctant to find the
fourth paragraph of § 112 to be an invalidating provision, doing so does not
exalt form over substance. Rather, it is consistent with the overall statutory
scheme that requires applicants to satisfy certain requirements before
obtaining a patent, some of which are more procedural or technical than

others.")
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G. Conclusions of law

Esser has sustained its burden on appeal of showing that the Examiner
erred in rejecting Esser claims 73-75, 77-79 and 81 as being unpatentable
under 35 U.S.C. § 103(a) over Stéhle.

On the record before us, Esser is not entitled to a patent containing
Esser claims 26 and 73-81.

Esser claims 26 and 73-81 are unpatentable under 35 U.S.C. § 103
over Olson.

Esser claims 73-81 are unpatentable under 35 U.S.C. § 103 over York.

Esser claims 74-76 and 79-80 are unpatentable under the fourth
paragraph of 35 U.S.C. § 112.
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H. Decision

ORDERED that the decision of the Examiner rejecting
claims 73-75, 77-79 and 81 over Stihle is reversed.

FURTHER ORDERED that the decision of the Board of Patent
Appeals and Interferences in Ex parte Esser, Appeal 2005-0393 (Bd. Pat.
App. & Int. Apr. 14, 2005), reversing the Examiner's rejection of claims 26
and 73-81 as being unpatentable over Olson is vacated.

FURTHER ORDERED that the decision of the Examiner
rejecting Esser claims 26 and 73-81 as are unpatentable under 35 U.S.C.

§ 103 over Olson is affirmed.

FURTHER ORDERED that Esser claims 73-81 are
unpatentable under 35 U.S.C. § 103 over York.

FURTHER ORDERED that Esser claims 74-76 and 78-80 are
unpatentable under the fourth paragraph of 35 U.S.C. § 112.

FURTHER ORDERED that since our rationale for refusing
Esser claims 26 and 73-81 is new, our determination that those claims are
unpatentable is designated as a new rejection. 37 CFR § 41.50(b) (2006).

FURTHER ORDERED that our decision is not a final agency
action.

FURTHER ORDERED that within two (2) months from the
date of our decision appellant may further prosecute Esser claims 26 and
73-81 by exercising one of the two following options:

1. Request that prosecution be reopened by submitting

an amendment or evidence or both. 37 CFR § 41.50(b)(1) (2006).
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2. Request rehearing on the record presently before the
Board. 37 CFR § 41.50(b)(2) (2006).
FURTHER ORDERED that no time period for taking any
subsequent action in connection with this appeal may be extended under

37 C.F.R. § 1.136(a)(1)(iv) (2006).

AFFIRMED
(37 C.F.R. § 41.50(b) (2006))

SD

cc (via First Class mail)

Michael P. Morris, Esq.

BOEHRINGER INGELHEIM CORPORATION
900 Ridgebury Road

P. O. Box 368

Ridgefield, CT 06877-0368

Tel: 203-798-5285
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Appendix 1
Copy of Esser claims 21, 26 and 73-81.
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21} A compound of the formula (I)

wherein:
R' is hydrogen, methyl, ct.lryl,' n-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, tert-butyl,
pentyl, hexyl, Css-cycloalkyl, C..yalkoxy, fluorine, bromine, iodine, -CFj3, or -OCFhs;

R?is -NR°R’, whercin

RS is methyl, n-propyl, isopropyl, #-butyl, isobutyl, sec-butyl, tert-butyl, pentyl, hexyl, or
Cs.¢-cycloalkyl, ‘

R’ is hydrogen, methyl, ethyl, #-propyl, isopropyl, n-butyl, isobutyl, sec;butyl, tert-butyl,
pentyl, hexyl, Cs.s-cycloalkyl, or C;4-acyl, or

R® and R7 together with the nitrogen between them form a 5- or 6-membered, saturated
or unsaturated ring containing 0, 1, or 2 additional heteroatoms selected from the group
consisting of oxygen, sulfur, and nitrogen, whercin each additional nitrogen atom is
unsubstituted or substituted by methyl, ethyl, n-propyl, isopropyl, n-butyl, isobutyl, sec-
butyl, or tert-butyl, or R® and R’ together with the nitrogen between them form
phthalimido; '

R! is hydrogen, halogen, methyl, ethyl, n-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, terr-
butyl, pentyl, hexyl, Cy¢-alkoxy, -CF3, or -OCFy; '

A

R* is hydrogen, halogen, methyl, ethyl, n-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, rert-
butyl, pentyl, or hexyl; and

R’ is hydrogen, mcthyl, ethyl, n-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, tert-butyl,
peatyl, hexyl, C, ¢-alkoxy, halogen, -CF3, or -OCF;;

or a pharmaceutically acoceptable salt thereof.,

26. 2-(3-dimethylamino—Z-methylphenylimino)imidazolidine, or a pharmac
acceptable salt thereof. '

eutically



73. A compound of the formula (II)
RS R® H

~

wherein: . i
R! is hydrogm, methyl, ethyl, n-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, tert-butyl,
pentyl, hexyl, Cjs-cycloalkyl, C;s-alkoxy, halogen, -CF3, or -OCFj;

2 i3 -NR°R’, wherein

R® is mcthyl, n-prapyl, isopropyl, n-butyl, isobutyl, sec-butyl, tert-butyl, pentyl, hexyl, or
C;.a-c:ycloalkyl,

R’ is hydrogen, methyl, ethyl, n-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, rert-butyl,
pentyl, hexyl, Cy.¢-cycloalkyl, or Cy4-acyl, or '

RS and R’ together with the nitrogen between them form a 5- or 6-membered, saturated
or unsaturated ring containing 0, 1; or 2 additional heteroatoms sclected from the group
consisting of oxygen, sulfur, and nitrogen, wherein each additiongl nitrogen atom is
unsubstituted or substituted by methyl, ethyl, n-propyl, isopropyl, n#-butyl, isobutyl, sec-
butyl, or fert-butyl, or R® and R’ together with the nitrogen between them form
phthalimido;

3 is hydrogen, halogen, methyl, ethy], n-propyl, isopropyl, n-butyl, isobutyl, sec—butyl tert-
butyl, pentyl, hexyl, Cl.s-alkoxy, -CF3, or -OCF;;

7 is hydrogen, halogen, methyl, eth)d, n-propyl, isopropyl, -butyl nsobutyl, sec-butyl, tert-
butyl, pentyl or hexyl; and
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R® is hydrogen, methyl, ethyl, n-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, fert-butyl,
pentyl, hexyl, C;.¢-alkoxy, fluorine, bromine, iodine, -CF3, or -OCFj;

or a pharmaceutically acceptable salt thereof.

74. The compound of the formula (II) .aocord.ing to claim 21, wherein;

R! is hydrc;ge,n, methyl, ethyl, n-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, tert-butyl,
cyclopropyl, Cis-dlkoxy, halogen, -CFs, or -OCF;;

R? is -NR°R’, wherein

R® is methyl, n-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, ferr-butyl, -or
Cs.scycloalkyl,

R’ is hydrogen, methyl, ethyl, n-propyl, isopraopyl, #-butyl, isobutyl, sec-butyl, tert-butyi,
Cs.¢-cycloallkyl, or acetyl, or

R® and R’ together with the nitrogen between them fogm phthalimido;

‘Ris hydrogen, halogen, methyl, ethyl, n-propyl, isopropyl, n-bﬁty], isobutyl, sec-butyl, rerr-
butyl, C].rﬂ].kOX)’, -CF,, of -OCF;;

R* is hydrogen, methyl, ethyl, n-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, fers-butyl, or
halogen; and,

R’ is hydrogen, methyl, ethyl, n-propyl, isopropyl, n-butyl, iéobutyl, sec-butyl, tert-butyl,
Ci4-alkoxy, fluarine, bromine, iodine, -CFs, or -OCFj;

or a pharmaceutically acceptable salt thereof.

[75. The compound of the formula (1) according to claim 21, wherein:
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R! is hydrbgen, methyl, ethyl, #-propyl, isopropyl, n-butyl, isobutyl, sec—butyl,' cyclopropyl,
C\.;-alkoxy, halogen, or -CFs;

R? is -NR°R’, wherein
RS is methyl, n-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, tert-butyl, or cyclopropyl,

R is liyd,rogen, methyl, ethyl, n-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, ar tert-
butyl, or '

RS and R” together with the nitrogen between them form phthalimido;

R? is hydrogen, methyl, ethyl, n-propyl, isopropyl, n-butyl, isobutj(l, sec-butyl, Cy.3-alkoxy,
halogen, or -CF3; o

R* is hydrogen, methyl, ethyl, »-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, or balogen;

and,

R® is hydrogen, methyl, ethyl, n-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, C;.s-alkoxy,
fluarine, bromine, iodine, or -CFj3;

or a pharmaceutically ecceptable salt thereof,
776. The compound of the formula (II) according to claim 21, wherein:
R' is hydrogen, methy), ethyl, n-propyl, isoproplyl, or halogen;
R? is -NRR7, wherein
R® is methyl,

R’ is hydrogen or methyl, or
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Réand R’ together.with the nitrogen between them form phthalinﬁdo;
R} is hydrogen, methyl, ﬂuorine,l chlorine, or bromine;
R? is hydrogen; and
R?is hydrogm, methyl, or bromine;
ora phannac;xtica'lly acceptable salt thereof.

77. A pharmaceutical composition comprising a'compound in accordance with claim 73, and
one or morc pharmaceutically acceptable excipients, adjuvants, carriers, or preservatives,

78. A pharmaceutical composition cozhptising a compound in accordance with claim 74, and
one or moare pharmaceutically acceptable excipients, adjuvants, carriers, or preservatives.

79. A pharmacecutical composition comprising a compound in accordance with claim 75, and

one or more pharmaceutically acceptable excipients, adjuvants, carriers, or preservatives.

80. A pharmaceuntical composition comprising a compound in accordance with claim 76, and

one or more pharmaccutically acceptable excipients, adjuvants, carriers, or preservatives.

81. A pharmaceutical composition comprising a compound df the formula ()
R4 5 '_(
N
R% N={ ]
2 1 N
R
R _H )

wherein: : :
R! is hydrogen, methyl, ethyl, #-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, rert-butyl,
pentyl, hexyl, Cy.s-cycloalkyl, C,.s-alkoxy, halogen, -CFa, or -OCF3;
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R?is -NR°R’, wherein
RS is ethyl,

R’ is hydrogen, methyl, ethyl, n-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, tert-butyl,
pentyl, hexyl, C; ¢-cycloalkyl, or C;4-acyl, or

R® and R’ together with the nitrogen between them form a S- or 6-membered, saturated
or unsaturated ring containing 0, 1, or 2 additional heteroatoms selected from the group
consisting of ‘'oxygen, sulfur, and nitrogen, wherein each aﬂdiu'onal nitrogen atom is
unsubstituted or substituted by methyl, ethyl, n-propyl, isopropyl, a-butyl, iscbutyl, sec-
butyl, or tert-butyl, or RS and R’ together with the nitrogen between them form

phthalimido; -

R} is hydrogen, halogen, methyl, ethyl, n-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, tert-
buryl, pentyl, hexyl, C,¢-alkoxy, -CFj, or -OCF;;

R'is hyd.rog_en, balogen, methyl, ethyl, n-propyl, isopropyl, n-butyl, isobutyl, sec-butyl, terz-
butyl, pentyl, or hexyl; and ' '

R’ is hydrogen, methyl, ethyl, n-propyl, isopropyl, n-butyl, isobutyl, sec-butyl,. tert-butyl;
pentyl, hexyl, C,.¢-alkoxy, fluorine, bromine, iodine, -CFj, or -OCP,;

or a pharmaceutically acceptable salt thereof; and

one or more phanngcéuﬁcally acceptable excipients, adjuvants, carriers, or preservatives.
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