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1H NMR(400 MHz, D,0)& 8.1(1H, d), 7.8(1H, dd), 6.9(1H, d), 5.0(1H, m), 3.4(4H,
m), 2.2(4H, m), 1.9(3H, s)O
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H NMR(D,0)8 2.10(2H, m), 2.20(2H, m), 3.28(2H, m), 3.45(2H, m), 5.15(1H, m), 6
-91(1H, d, J 8.8 Hz), 7.78(1H, d, 8.8 Hz), 8.10(1H, s)O

oooooo

0o0o@oooooOo) Yoo OooDUo0oDo0Do0DoDOoDoDoOooODoOoOoODO

00000 NMR(A®-DMS0)3 1.91(2H, m), 2.14(2H, m), 3.07(2H, m), 3.21(2H, m),

5.19(1H, m), 6.90(1H, d, J 9.6 Hz), 7.83(1H, d, J 9.6 Hz), 8.21(1H, s), 9.17(2H,
bs). M.p. 1560 O

00000 NMR(A®-DMS0)3 1.93(2H, m), 2.16(2H, m), 3.08(2H, m), 3.20(2H, m),

5.20(1H, m), 5.27(1H, bs), 6.91(1H, d, J 9.2 Hz), 7.83(1H, d, J 9.2 Hz), 8.21(1H
, S), 9.35(2H, bs). M.p. 1310 O
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1H NMR(d®-DMS0)5 1.10(9H, s), 1.48(2H, m), 1.93(2H, m), 2.58(2H, m), 2.95(2H, m

). 4.99(1H, m), 6.83(1H, d, J 8.8 Hz), 7.77(1H, d, J 8.8 Hz), 8.18(1H, s)O

M.p. 91-960 O
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o000

H NMR(D,0)8 2.10(2H, m), 2.21(2H, m), 3.29(2H, m), 3.46(2H, m), 4.53(2H, s), 5
-17(dH, m), 6.93(1H, d, J 9.2 Hz), 7.80(1H, d, J 9.2 Hz), 8.12(1H, s)O
oooooo
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0.0000000% NMR(D,0)8 2.10(2H, m), 2.21(2H, m), 2.64(1H, d, J 15.2 Hz),
2.73(1H, d, J 15.2 Hz), 3.28(2H, m), 3.46(2H, m), 5.16(1H, bs), 6.915(1H, d, J

8.8 Hz), 7.79(1H, d, J 8.8 Hz), 8.10(1H, s). M.p. 880 O
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1H NMR(CD50D)3 2.05(2H, m), 2.20(2H, m), 3.23(2H, m), 3.39(2H, m), 5.30(1H, m),
6.72(2H, s), 6.83(1H, d, J 8.8 Hz), 7.70(1H, d, J 8.8 Hz), 8.11(1H, s). M.p. 12
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00000
1H NMR(d®-DMS0)3 1.85(2H, m), 2.13(2H, m), 3.13(2H, m), 3.27(2H, m), 5.20(1H, m

), 6.12(2H, s), 6.90(1H, d, J 9.2 Hz), 7.83(1H, d, J 9.2 Hz), 8.21(1H, s), 8.48(

2H, bs). M.p. 96-1040 O
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ooooo

1H NMR(d®-DMS0)3 1.66(2H, m), 2.02(2H, m), 2.80(2H, m), 3.09(2H, m), 5.08(1H, m

), 6.86(1H, d, J 8.8 Hz), 7.40(2H, t, J 9.6), 7.48(1H, d, J 9.6 Hz), 7.79(1H, d,
8.8 Hz), 7.91(2H, d, J 9.6 Hz), 8.19(1H, s). M.p. 1400 O
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00000 ™ NMR(d®-DMS0)3 1.90(2H, m), 2.15(2H, m), 3.12(2H, m), 3.25(2H, m),
5.19(1H, m), 6.91(1H, d, J 8.8 Hz), 7.85(1H, d, J 8.8 Hz), 8.21(1H, s), 8.80(2H,
bs). M.p. 1980 O

00000 T NMR(d®-DMS0)8 1.91(2H, m), 2.16(2H, m), 3.15(2H, m), 3.26(2H, m),
5.21(1H, m), 6.92(1H, d, J 9.2 Hz), 7.84(1H, d, J 9.2 Hz), 8.21(1H, s), 8.76(2H,
bs). M.p. 1830 O

00000

ooo@oO, 00)

0 .00000 1 NMR(d®-DMS0)8 1.53(2H, m), 1.94(2H, m), 2.59-3.02(4H), 5.04(1H)
, 6.84(1H, d, J 8.7 Hz), 7.77(1H, d, J 8.7 Hz), 8.17(1H, s)O
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1H NMR(d®-DMS0)& 10.74(1H, s), 8.00(1H, s), 7.35-7.20(5H, m), 3.76(2H, s), 2.72
, 2.262(0 2x1H, Abg), 1.29(3H, s)U
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1H NMR(300 MHz, d6-DMS0)& 10.74(1H, s), 8.00(1H, s), 7.35-7.20(5H, m), 3.76(2H,
s), 2.72, 2.262(0 2x1H, ABq), 1.29(3H, s)O
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1H NMR(300MHz, d8-THF)3 , 9.91(1H, bs), 7.57(1H, s). 4.53, 4.44(2x 1H, O ABqQ), 1
.52(3H, s)O
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1H NMR(300MHz, d6-DMS0)5 10.74(1H, s), 8.20(1H, d), 8.01(1H, s), 7.81(1H, dd),
6.87(1H, d), 5.09(1H, m), 3.52-3.35(4H, m), 3.13(2H, m), 2.02(2H, m), 1.72(2H, m
). 1.33(3H, s)O
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43.1Hz); 3.33 (1H, brs); 3.42 (1H, dd, J 10.6, 9.8Hz); 3.66 (1H, dd, J 10.6, 4.2
Hz); 3.99 (2H, AB, J 13.5Hz, A 32.4Hz); 4.03 (1H, dd, J 9.8, 4.2Hz); 7.0-7.5 (10
H, mJ
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spexial reason (as specified) “Y" document of pan.lllwlllr relevance: e claimed invention cannot be
rys . . considered 10 involve a5 invenlive itep when the document is
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Box No.II Observations where certain claims were found unsearchable (Continuation of item 2 of first sheet)

This internationsl search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons:

L Claims Nos.: 12
hecause they relate to subject matter not required to be searched by this Authority, namely:
Claim 12 relates to a method of treatment of the human or
animal body by surgery or by therapy, as well as diagnostic

Y
2. [T Claims Nos:
because they relate to parts of the intermational application that do not comply with the prescribed requirements to such an
extent that no meamingful international search can be carried out, specifically:

3. D Claims Nos.: '
because ihey are dependent ¢laims and are nof drafted in accordance with the seeond and third sentences of Rule 6.4(a).

Box Nu, ITI  Observations where unity of invention is lacking (Continuation of ftem 3 of first sheet)

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

In order to fulfil the requirements of wunity of
invention, the intermediate compounds must be <¢losely
interconnected with the end products. Such close
interconnection requirea that the essential structural part of
the end product is incorporated by the intermediate compound.

N

1. Qﬂ-m required additional search fees were timely paid by the applicant, this international search report covers all searchable
aims. ‘

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.

3. D As only some of the required additional search fees were timely paid by ihe applicant, this international search report covers
only those claims for which fees were paid, specifically claims Nos.:

4, D 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 [[] The additional search fees were accompanied by the applicant’s protest and, where applicable,
the payment of a protest fec.
]:] The additional search foes were accampanied by the applicant’s protest but the applicable
protest fee was not paid within the time limit specified in the invitation,
[<] Wo protest accompanied the payment of additional search fees.
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Box III

Thus, the present application lacks a single general inventive
concept based on the above principle. This leads to the
presence of the subjects listed below, each falling under its
own restricted inventive concept.

The following separate inventions were identified:

1: Claims 1-14, directed to a crystalline form G of the
claimed compound and a process for its preparation.

2: Claime 15-16, directed to a process for preparing a
compound with formula (IV){an intermediate) from a compound
with formla (XI}.

3: Claim 17 directed to a process for preparing {(28)-2-amino-
3-benzylthio-2-methylpropionamide (R} -(-)mandelate hemihydrate
(an intermediate).

4: Claims 18-19 directed to a process for preparing a compound
with formula (IV) (an intermediate) comprising enzymatic
desymmetrisation of a meso-amide with formula (XIV}.

All the claims have been searched.

Form PCT/ASA/210 (extre sheet) (April 2007)
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