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(57) Abstract: Compounds of Formula (I), where the for-
mula variables are as defined herein, are disclosed that ad-
vantageously inhibit or block the biological activity of the
HIV protease. These compounds, as well as pharmaceu-
tical compositions containing these compounds, are useful
for treating patients or hosts infected with the HIV virus. In-
termediates and synthetic methods for preparing such com-
pounds are also described.
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Category ° | Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.

X EP 0 706 794 A (JAPAN ENERGY CORP) 1,2,7,
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cited in the application
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transition-state mimic"
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"P" document published prior to the international filing date but
later than the priority date claimed

"T" later document published after the international filing date
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cited to understand the principle or theory underlying the
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"X" document of particular relevance; the claimed invention
cannot be considered novel or cannot be considered to
involve an inventive step when the document is taken alone

"Y* document of particular relevance; the claimed invention
cannot be considered to involve an inventive step when the
document is combined with one or more other such docu-—
merr:ts, such combination being obvious to a person skilled
in the art.
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Box | Observations where certain claims were found unsearchable (Contindation of item 1 of first sheet)

This International Search Report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons:

1. Claims Nos.: '

because they relate to subject matter not required to be searched by this Authority, namely:

Although claims 38-41 are directed to a method of treatment of the
human/animal body, the search has been carried out and based on the alleged
effects of the compound/composition.

2. Claims Nos.: 1(part),2-8,31-37(part),43(part)

because they relate to parts of the International Application that do not comply with the prescribed requirements to such
an extent that no meaningful International Search can be carried out, specifically:

see FURTHER INFORMATION sheet PCT/ISA/210

1
3. D Claims Nos.:

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a).

Box I Observations where unity of invention is lacking (Continuation of item 2 of first sheet)

This International Searching Authority found multiple inventions in this international application, as follows:

see additional sheet

-

As all required additional search fees were timely paid by the applicant, this International Search Report covers all
searchable claims.

2, D As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment
of any additional fee.

w

. D As only some of the required additional search fees were timely paid by the applicant, this International Search Report
covers only those claims for which fees were paid, specifically claims Nos.:

4. No required additional search fees were timely paid by the applicant. Consequently, this International Search Report is
restricted to the invention first mentioned in the claims; it is covered by claims Nos.:
Remark on Protest D The additional search fees were accompanied by the applicant's protest.

No protest accompanied the payment of additional search fees.
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Continuation of Box I.2

Claims Nos.: 1(part),2-8,31-37(part),43(part)

The initial phase of the search revealed a very large number of documents
relevant to the issue of novelty of claim 1 due to the extereme broadness
of the claim. So many documents were retrieved that it is impossible to
determine which parts of the claim(s) may be said to define
subject-matter for which protection might legitimately be sought (Article
6 PCT). For these reasons, only a small number of the documents which
have been found is cited.

Prodrug forms and pharmaceutically active metabolites have not been
searched.

The applicant’s attention is drawn to the fact that claims, or parts of
claims, relating to inventions in respect of which no international
search report has been established need not be the subject of an
international preliminary examination (Rule 66.1(e) PCT). The applicant
is advised that the EPO policy when acting as an International
Preliminary Examining Authority is normally not to carry out a
preliminary examination on matter which has not been searched. This is
the case irrespective of whether or not the claims are amended following
receipt of the search report or during any Chapter II procedure.




International Application No. PCTAUS 02 48717

FURTHER INFORMATION CONTINUED FROM PCT/ISA/ 210

This International Searching Authority found multiple (groups of)
inventions in this international appliication, as follows:

1. Claims: 1(part),2-8,31-37(part),43(part)

Compounds of formuTa (I-A) and their pharmaceutical use

2. Claims: 1(part),9,15-18,31-37(part),43(part)

Compounds of formula (I-B) and their pharmaceutical use

3. Claims: 1(part),10,19-21,31-37(part),43(part)

Compounds of formula (I-C) and their pharmaceutical use

4. Claims: 1(part),11,22,31-37(part),43(part)

Compounds of formula (I-D) and their pharmaceutical use

5. Claims: 1(part),12,23-24,31-37(part),43(part)

Compounds of formula (I-E) and their pharmaceutical use

6. Claims: 1(part),13,256-26,31-37(part),43(part)

Compounds of formula (I-F) and their pharmaceutical use

7. Claims: 1(part),14,27-30,31-37(part),43(part)

Compounds of formula (I-G) and their pharmaceutical use

8. Claim : 42

5-membered 2-carboxyl substituted nitrogen-containing
compounds in which the ring nitrogen is substituted by a
t-butyloxycarbonyl
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