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DIVISION DE NUEVAS CREACIONES mmmm ¥ mm ) ;'m;_ —1;7
E. S. D. m:eamn aoo1eee  Gdoeadn atinss |

Fecha (D) 2082221 16817435
Trasite ¢ O PTENTESD 1 REGISTRDI@E? mm
| Dependencia: 20D DIVISION TE MUEVAS CRERLI ‘

‘Re: Expediente No. 02013028
Solicitud de patente.

Solicitante: AVENTIS PHARMACEUTICALS INC.,

Yo, GUSTAVO HOLLMANN RESTREPO, vecino de Bogotd D.C,, ﬁortador de la tarjeta
profesional No. 5903, obrando como apoderado en este negocio, atentamente solicito a usted que se

\“‘\ggtiren las paginas 173 a 192 d’e.laﬂ memoria déscn‘ptiva presentada  en es¢ despacho el dia 15 de
féﬁ?e_r_p de 200_2 y las sustituyan por las paginas 173 a 298 que acompafio al presente memorial.
L 'Las nuevas péginas ordenan mejor y~haéen_,més fécil 1a comprensién de las tablas incluidas en e]la.

N

Doy Jas § graclas pof anuclpado por la colaboracidn que se sirvan prestar en este €aso.
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Table 2
Ry ﬁ
B-C~} ___
| ITI R,
tw 2)n
R
No. R 0 R | A R, R, " BK,
iy
827055 9 - H N —O'IICH CH,Ph 792
weemiy | ST ACHJFCA "'
827071 @ H N o {CH3);Ph 454
(racemic) or m ACH,)5C< | —OI"<O-_/CH3
827074 CH; N D (CH,),Ph 267
(racemic) CFm A(CH)3C ' '
827079 : / R CH; N D (CH;)sPh 126
(racemic) CFg s A(CH3CN .
827085 H N - CH,Ph 126
(racemic) . /Ej\_ls,( _(CHp)sC | —O CH,
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827086 R H CH,Ph 334
(racemic) . r j s“ /(CHz)E'C\

827087 @ H CH,Ph 178
(racemic) Fm _(CH)sCx —O N\

827088 H CH,Ph 284
(racemic) - |[ :l . “ /(CHz)'{;'C\

827089 CH, CH,Ph 307
(racemic) - ’©:s_"( /(Cﬂz)-a-c\

827090 CHiCH; CH,Ph 346
(racemic) - l :l < |] /(CHz)EC\ -

827101 H CH;Ph 148
(racemic) . |[ :l < “ ~(CH Z)EC

827102 9 H CH,Ph 218
(racemic) . I :] sﬂ /(CHz)ac

827105 9 H (CH,)sPh 117

. - mICH

(racemic) - m P (CHa)ac _ —O 2

827106 9 H (CH3)sPh 317
weme) | LT ACHICN &

827107 ; @ H (CH;):Ph | 489
(racemic) ; ’©:s—l’( (CH) —O \

827108 Q H (CHz);Ph 302
(racemic) . ’©:sj( A(CHL3C<
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827109 9 CH; (CH5);Ph 78.6
(racemic) . ’Q—s]/ _(CH z)EC\ -O
827110 Q CH;CH; _O (CHz);Ph 208
(racemic) . ,@:;j( /(CH2)§C\ ,
827111 E HO(CH_y) (CHy);Ph ' | 143
(racemic) ] ’@—sj/ CH)5C 2 _O
817047 ' o H & H 2.86
(racemic) /CU/ b /O fO
CF; s —CH, %
817048 ’ O H E H 2.85
racemi Ny S,
AN NS,
817049 2 H %\ H 7.02
(racemic) /@:_r HM : S
CFg s —cH, 3 Q
O~cH,
817050 ’ O H Cgal-l H 2.15
-R,R oW \B‘( /@
¢ CFg s —cH, =
817051 2 H CH, H 3.47
& CFg S —c?&?é{(
817244 O HO(CH,) _O H
. H lll()H3
cemic [ :l [ o
(racemic) CF3 s -—Sfa:( ?
817569A Y -H H 5.38
(-RR m "aPe ~ rmon,
CFg S —CH,
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818499 ' o H : 22.1
(racemic) m oD N
CFy 5 —~CH, T‘l CH,
81849:7 " o H ot 5.52
(racemic) oF s Y
—CH, %
3 H H | CH,
818673 o CH,Ph
CFy ) —~—CH, § ‘ &,
O
818674 H CH,Ph OH
(Isomer 2} ¥t
CFg S ~CH,
: CH,
827196 ﬁ 0 " H __O. 2.35
. H "lCHa
racemic N
(rcemic) _;?{(
817037 2 H 0.98
(racemic) Q\/ Hadoy "'O"'Cﬂs_
Cl ~—CH, §
Cl .
817038 Cl O H 0.952
(racemic) \(I H x —O-mcHa
? —CH; H
GHj
817039 O H 14.8
(racemic) £F “M o
. —CH, i
F
817040 O H 0.804
(racemic) @( H - . —-O- $1ICH,
S —CH,
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817045 e .
5.36
(racemic) :©/ ”~M - “#1CH,
HC g, —O
817041 5 _
0.776
(racemic) Ha D\ -
(ch __c?lﬂa. 2 ( 'O o,
Cl
817042 a 5 .
(racemic) \(:( HaS _O-.m\ 0.615
' ? —CH, CH,
CH,
817043 o)
(racemic) K oDy _O.",,\ 7.2
' —CH, § - CH,
F
817044 ' 5 -
(racemic) (I Ha N .
. o \\N —CH, § CH,
817046 H,C 5
ni \l% 1.92
(racemic) _ :©/ H "
HC —CH, H \cug
817090 ' 0
(')'R:R . H e -—Quu\ 2‘17
c ~CH, § CH,
Cl
817091 5 .
()RR ,@f Hag N 398
Ho” o, — & o
817092 0
' 3.39
(")"R,R /©/ H - it
c —~CH, § —O \CHe

395~
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- >
817094 /EI 2 y % - H N - "O'"GHs H 8.89 IS
H.C. Y A !\ o
0 ""CH;_. H
, CH,
817095 Cl 2 f ( H N O H 0.671
H atCH,
: —CH : 3
2 H
ci
O H N H 9.09
817096 g 2 y "O""
HCs Y CH
(o) —CH, T
CH,
Ct o H N H 0.636
817097 2 Ha, —O""
cl 4 .
9 ) N H 1.06 =
817098 Py 2 M H —O""CHs 0 3
N | —CH, § '
)
817099 2 MO, i: H N —O""CHa H 1.1
i Q "'C?"z ?-I
o H N H 0.75
817100 J 2 y ta( _.O..,.\
ﬁi ) —CH, § CH,
8 1 2 O H N H 0.547
81710 O el | __o\
' ~CH, CHe
817102 H,C 2 O H N | H 775 -
(>-RR ﬁ Py ~ A \”g?\
CH, —CH, § s



)
827253 _N | M, -<::>mcaa H 15.8
N —cH, {
827254 N o " H 8.66
H N == —O l\CH
N —CH; & =
817039A 0 o H 35
(racemic) i Hae (i
—CH, |
F
817090A H O o H 5.04
racemic N~
( ) cl —CH, § CH,
Ci
817571A CH, 9’ 9 iy, H 11.5
(racemic) Yt
. —~CH, § CH,
‘ H,C
817092A O/ ” o - H 223
racemic )
( ) cl —CH, § CH;
817570A HSC\@ y 9 i, H 5.04
racemic M
( ) CH, —CH, { ' CH,
817478A O ' H 1.99
(racemic) ©j HM —O""CHn
CH, —CH, §i
817043A . 2 H 18.6
(racemic) Ff\ﬁ H Y —O‘m\cH
—CH, T’l ' ¢
F
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817091A H, Y H 4.04
(FRR e O™,
. —CH, <
HC
817102A HLC. < O H 7.57
(-RR @f Har "O \ou
, CH, —CH, ‘.
818675DA O H 5.69
orr | L el e
CH, —CH, § ° CH;
827201 O H 126
(racemic) o] HM —O‘"‘CHa
<0 —CH, §
817093 N o H 597
. 'R,R- F ' HM —Ollll
0 F & Cl ---(37:12 a CH,
F
817480A N o H 5.33
racemic £ HM —O"“
( ) F A e =Y CH,
F
817566 Na 0 H 2.46
I P H N —On“\
o/ —CH, { CH;
817565 N Y H 1.73
"MCH,-
® e ~ e
_ -oar —CH, n
7198 CH, O
827198 @/( o)z H, "O"" o, H 161
—C?lz %!
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818427 S H 6.07
(racemic) \ / \ _O"'CHa
(o) l
817892 s H 547
(..)..R’R \ / \N —O-ulCHs
, (o)
817893 S H 245
(+)-S.8 WA ~ Do
ol
817892A s H 3.02
()RR a o,
0/
818574 S H 9.6
{racemic) WA -—<::>nu\
O’N CH,
817787 S _ H 5.81
L2
(RR g -0 o
817786 S. H 125
L11)1
(+)-S,8 \ /o}N _O o
817787A S H 1.76
(-)-R,}l \ /o)N —O \cHﬁ
817272 HC SN H 1.72
(racemic) NI ZN —O""\GH
H,C<\, )
HC” ch,
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817273 HC X O D : 3.05
(racemic) k/\g ___H o g o
H, o 2 M
H,C™ ~CH, :
817260 3 o ) 125
(racemic) F/W H\M % ""\CH
LR —CH, :
He o,
817261 F O G 9.23
(racemic) F/\F_.\"/Y H“ebé:( et
N /N .—CHZ H
HC |
H,C”™ ~CH,
827731 S o D 19.5.
(racemic) ‘ ZN : ¥ % e
H,C . ~CH, ?1
827732 S Q D 10.5
(racemic) g l ZN : 2 ""\CH
3 —CH, | ¢
817567 N o D 80.6
(racemic) "\/;'\I/ Hc§ ) e
] e, H
817568 ,1/\( O O 36.3
; H (133
(racemic) |\¢N _(}fz a'?i ’( CH,
827733 1 o D 1.19
(racemic) A H ¥ e " CH
| N —CH, § !
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818498 EN 3 e H N O H 25.6
{racemic) 1 =N H\De EY ( e '
—CH, T
827800 x 3 o H N O H 19.7
' A l H ot
(racemic) 2N _c\?_‘?%%{ . \CHg
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814648 m @ ‘ CH(CHa), 39.6
F s ACH)7 ~F

814649 g —cH, 38.9
F’(:Ej ACH)ZC( O \CLF

814650A . g CH; 18
FW ACHy)7C( \@F

813384 0 H 74
FW ACH)7C( QF

822129 ' @ CH 38

| Eouwl cHgb © |

822130 ' 0 CH;CH, \©:o> 51
F/©:s] - ACHR7C( o

822131 CH; 61
m ACH)TC ' \©“o-CH3

822132 CH;CH; H 18
F/Q;l( ACH)ZCS 15

HC

822133 CH 17

Bow

O=0

ACH)7C(

>

o
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|}

822134 2 H 82
i:@/ ACH)7C
822135 2 H F 3.6
m ACH)FC( ' \©
822136 2 g H 207
Boul ACH)z e
. Hac CHa
822137 m ) H UOO 36
F S ACH)7C(
822138 ,©\—J( 2 CH, 81
F s ACH)FC( M
[94]
822139 2 CH, F 21.2 o
F@J ACH)7C \fﬁj
822140 2 @ CH;, 112.8
,E): J ACH)7C \©\r"*‘=
F s- - HiC ch,
822142 . 2 CH, \OOO 39.1
F/(;(S] ACHTC
822143 2 C —CH, o 338
m ACHFC & T
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>
826804 H -—O-MCH 674 3
. 3 e
cEy” C:s] ACH3C &
826805 : H : <° 14.2
CF,)Q's] ACHIFCS —Om ot
826806 : / H 'O';" 40
CFz s - ACH)3CN | \QHa
826807 H _Q 43
(racemic) or; ,( j: s]l /(CH2)§C\ 9
3
826808 CH; 174
ch/Q:;J( ACHFC O .
826809 j / @ CH;CH, e 71 3
CFyg S ”~ (CHa).:s' ~
826810 HO(CH,), _O 86.7
CFy” C :sj ACHY5CS -
826820 ‘ g H 52.8
cFm SCHTCN A
826821 H O 70.1
o GF(Q;;]/ e (CHZ)EC\
826824 H 34.2
it CH
Jou ACHC (o




o5~

826825 3 H O H 74.9
Fﬁj /(CHZ):;@\ <O

826826 : 4 3 @ H "'O""\ H 274
F s~ ~{CHa)s N . cH,

826827 3 3 H 'H #39.5

{(racemic) , ,@j (CH 2)5@\ . _QGH:,

826828 3 ! CH; H 144
F«@\:l( /(CHz)'a'g\ —O

826829 3 CH;CH; . H 15
FW ~(CH3C _O

826830 3 HO(CH,), _O H 25.1
F/O:s]_ ~(CH)3C

826840 -3 g H _O H i1
F’©:s] A(CHR)zV

826841 : ; 3 g H -0 H 22
F s . ~(CH)50

822144 ' 2 g CH; \©~ H 144
FQ:’( ~(CHJ3 U o

822145 : 2 g H H 176
,«@\L;‘( ACHRFCS

=481 -
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Jog

822147 m 2 H 217

F s ACH )3 > oy
3¥ CH,

822148 2 H /@ ,@ 41 .4
Sowf _(CHy5C ' o

826844 2 B H "O""“CHa 0.591
F«Q:s]  ACHYFC.

826845 2 g H 0 442

- ) (1] CH3

JCFJ (CH5C O

826846 2 9 H _ /CHs 17.6

R

FO;’( (CH5C. O

826847 : / 2 g H __Q 1.01
F 5 ” (CHz)'é' ~ CH

- 826848 2 g - CH; _O 4.35
F,@S] ACHyJ5C |

826849 2 9 CHi:CH, 54.2
,«@j A(CHFCA O

826850 2 g . HO(CH,): _O 18.8
m (CHpC

826860 2 9 H . 3.48
F@Q( ~ (CHp)Cx, 5
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826861 | 2‘89
F : :S‘ e (CH 2)5. C\
825857 Hg - ' H |
Racemic [ :[ u H
C|:3 - :
] —d & :
825860 H, - H 130
Racemic |
Cl:a - :
C o H E ]
825870 H, - H 100
Racemic | -
CFa ) —c?iz éH
825871 Hy 0 “\ G ,CHy _ 137
R ] CH N
acemic CF; S H}La:( z \CHa
: —d, &
825872 H, 0 \ H |
- j lr H cHe_q
Cpa - :
—c, &,
825881 H = H 189
] ) CHa
CF 3 s —--C’Hz %Ha
825882 HM -CH2~ i _
CF : -—- %"
3 c z CHa
825883 H 140

o]
Py
) ¥>\

- 681 -



» o | ¥oR

825886 : / 2 H 0 H N -CHzﬁo) H 40.2
CFg s ' ____g:z %Hs\ o
825887 2 H O H N o H 904
CFj 8 ——( %Ha ' \GH;-« D .
825888 2 H o H N O—CH,7 H 894
Joul "B e -Q—o-—cw
G TS —cH, th, 0—CH,
825893 : / 2 " 9 H N —< H 73.8
CFg S ""0; Ez %Ha 1.
825894 2 o H N CH H 59
CF. s E ' CH,
3 . —CH, &y
825895 2 N H N Nore<] H | 317
AL =N |
825896 j / 2 H o H N ~—CH, H 533
CF3 S ____cﬁ,,gz %H; O
825897 2 9 : H N H 140
/(:t—lf( H\b%{ ox; /0\
| CFz s , —d, & .
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825898 2 9 H 49
jout M ol
o s _—
o
825899 : / 2 M A N oHg oF, H 429
CFy S ——Cﬁ-iz ‘%Ha
0 N
826065 j / 2 Mo e @ H 175
CFg s . —czna i \
822202 j / 2 y 0 —< H 8.1
CF; s —CH, % |
606 : / 2 9 C CH H 60.3
CF; s ~CH, § CHy
o
826067 j / 2 y Nen < H 19.3
CFg s --can2 % L
826068 2 y O —CH, H 54.6
| Bow A | &
826069 2 9 J H 272
m M ¥ e 1 \CH?(;}
CF3 s —CH, §y - .
826070 2 o H 12.6
H N
JI j ll M CH
CFg S -"c?'z%! = S

- LGL.
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I

826071

(!) T
o
(@]

b o

~

CH CF,

165

822203

™
X
(@]

e}
N:,'
el U

\CH / \‘

30

826072

| x
n'
g
Q

N
I

CH,

62.6

826073

| =
2,
!

o]

»
X

323

826074

| <
Q,
(]
o
0

X

72.6

826075

‘!) x
”:ll
-
O

I

35.6

826076

S
(o]

|
2
T

15

826077

[\~
0

88.9

826078

N
(&)

o
-

162

s
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822204 2 " o H N —CH, ' o) 12.6
CFy” : ; "'C\Hz%-l \ C
826079 2 " o4 H N C—-CH, 106
m : e 0—CH
o e h o—CH
: b
826080 2 O H N “'c““( N 14.8
jouf "Bl e )
CF3 S ~CH, f_,
: )
815916 j ;| 2 o H N (S, 5
CFg i) ~CH, 5'-;-'1
(+)-816589 2 —CH, H H N . 1070
) Jowut Hw'j\ ot
CFg s 5
-)-817569 2 O H N 2.62
()<R,R) /C‘L‘j( HaS ~ >--nucH,
| CFg S —~CH, 5
815917 2 O H N o) 18
H ) 1
’cpm 2 _OMKOACH
3 S —CH, § 9
. 3} CcH
815918 2 Ml H N D S 15
cFy” 3 :s] —CH, %
826055 2. He N O H N 31
()F{O:ST —CH, % \ Haly
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826656 2 2 H N —Ct, H 45
/@:‘f HM Q,CH;hi o
CF3 S ~—CH, %"H
826658 : / 2 " 0 H N H 17
CFy s ~ch, 3
826884 : / 2 » % H N CH, H 15.2
CF3 s” —ch, %

CH; N H 20.3

826885 : p 2
CF ) ’

e~
pe 4

e o
2
L (N
)

826886 H 136

o)
Ty
m ;
XY
x
ob
i
Q
Z

s
=

826887 : / 2
CF; S

| =
Q
e
i
Q

b

H 37.2

x
b .

io

a

z,

826888 , 2
cFy” c :; .

|
Z

H 36.2

T
O
ez
z

826889 | 2
. cF/©:é]

W
|
)
==
~N
T

RS
o
G
©
T o [
A
Q

X
ﬁ

o]
e
z
uay
w
oo

826890 : S 132
CFy”. S

@
i

Q

o
b

CH
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=y
b
-

826891 ‘ j ;1 2 i H N 5 263
CF; s —ci, 3 n
. CH,
826892 2 Y 'H N OH 25.9
ﬂ J ﬂ H ok hy,,
CFg s —CH, § | ij
826893 . 2 0 H N CH, 204
CFg3 S —CH, §
CH,
o
826894 : / 2 i CHiCH, N \O 35
CF s ~CH, T \ :
. o
826895 j / 2 4 HO{(CH3): N \O 48.8
CFg s ~CH, 3 °
826897 : / -2 H O H N OO CH, 128
CF; s —cH, & \6
| ) Og_0._.CH
826898 : -/ 2 HO, Q{ H N O, 50.5
CFg ) ~CH, %
§16078A 3 5 H N s 89.7
HCI lt m H llllll( ,H
sa CFy s —CH, a?., Ny °

qiLov v

- g6t -

»24



97y

826678

o
ot
05 i .

u
O

l
0
3
zw

—OnullCHa

{5

826679

| =
L,

o

' o)

»
X

~ O
llll“<
QINbHa

9.1

826680

| =
L,
e

0

»
S x

58

826681

ju g
O

&
NI “
be

48

826682

X
Q4
Lt
O

~

—C
QEHQ'CO

103

826684

| =
Q0
o

(o]

»
X

O

7.9

826665

A x
e
o]

X

@llll]lCHa

1.9

826666

| =
Q,
L

O

[
T

]
_OHIIII(O’CH"’

6.3

826667

J
O

2]
-

CH,
—Oxumﬂ/ :

2.3

826668

I
©

$
-~
T

_OH-J;

39
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Jis

826670

| =
B
e

[

(Y
I

4.2

826677

~

| =
2.,
T (i
O

23

826864

N

| =
L,
W

(@]

2.16

826365

| x

c,I

wy
O

9
=4

3.68

826866

X
(o]

|
0
AL

1.24

826867

| x
é@a
bl
(o]

1.89

826868

o
x

| =
o'l
o

O

CH;

3.49

826869

| "=
.,
1)
T
0

CH3;CH;

6.75

826870

o o
O

|
O
&=
T

HO(CH,),

7.4

826880

T
Q

&
'E:'I
Ly

2.86
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826881 : / ) 0 \O 2.38
F s —ch, 3
F s ( \ M
825826G P H 32.5
(Maleate F,@:_l( 2 \ N:©
Salt) S ,.O CHr(\N
825827 : / _{,0 —< 54.8
i -
O CH 21.8
825828 -—é‘: ~ox C N: 5
£ C :sj ,O Ch,
825829G < o< 40.1
(Maleate %
Salt) F § 'O
825830 __JO —CH, O 64.6
2
AL Be!
825831 ___4,0 ~ ﬂ 48.1
Z CH2 ()
A b
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1. @ 9IS

826062 40
A3 “ O
826063 : / __//0 —CH, o
F s _jo @c?
826064 JO N
%
—— 0 '~’
826086 : / ~ai N,C"'a 103
2
CFg s "'""C\:‘z CH,
826092 : / —CH, CH, 293
CFg s —-C\I\:I, O
Q
826098 : / —CH, o> 451
CFg s _c\;‘_,a ©:0
826100 : s S 193
CFy s —d, NZ
o
826102 : / H 210
CFg s — \GH;{\N:@
2 4 N

- 002 -
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826104 N ~ /[Ha 16.8
cH,—< >—-N
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832510 25 R,R E
A/Q_K o
F E 5 —N
832511 12.3 R,R £ '
| )(Q_f AL
F S .,
832512 15.7 RR - E HG,
)(Q_g /N\’/\/N v
l
832577 1.85 RR F T+
5o .
F
F s N‘CH,
832578 25.8 R,A.(R,S) E
. F/*’(::ij( /N\v/\\/g:;]
F g
CH,
832579 6.29 R.R . N CH
)rm /N\/\/N\)
FA s
832580 28.83 R,R
' F N
R0y LI
E S H,C”™ T"CH,
832581 67.35 R.R . N
kaqf P N\) 0\/\0H
832582 25 R.R - o
' F N
)ﬁm /rQ/\f oH,
S e
CH,

7Sy
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832583 1.61 R,R N N N
\Q“ﬁ
N
832654 4.72 R.R CH ~
N/\/\N/%N
—
832714 12.4 R,R CH \N/\/\N
832715 166.46 R,R CH
00
832716 7.54 R,A CH \
N
ol ol
832734 9.85 AR N N
Toa
832735 35.8 R,R N (\N A~OH
/”\)
832736 2.74 R.R N AN
832737 542 R,R N

Yse

Slob v
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832738

3.26

R.R

832738

2.89

R,B

832740

30.2

R.R

832741

6.03

R.R

832742

5.75

R,;R

832743

2.36

R,R

832744

137

R.R

832745

15.04

R.R

eH,
1c—0
o
”
\

PAT

SLov v
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832747ES 1.05 R,R H,c—© AN,
N
{
CH,
832748FH 79.07 R,R HCC AN
(\N CH,
s .
b
CH,
832789 3.05 R,R F /“() \/@\
\ & CH,
P s
832833 18.2 A/,R B(Q_f /T:a
\ N CH
Fh 8 hll/\ '
e
832834 12.2 R,R
[ E N
F ~ 2
F g
832835 18.1 R,R
' F
0 gt P
il s < HC”
832859 14.3 R.R j\/m \/OH
Fy s N
833062 55.4 R,A 5(@_{
3 /“\/©\
e !
FTF
833064 28.8 R,R, (R,S)

Ys3.
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833065 692.37 R.R N
L,
/N
833080 22.9 RR CH OH
JJ
833090 41.85 - R.R CH \N/\/\O
833091 117.7 RR CH O—- D
. — N
833092 33.47 RR CH Ny ’ N
s
N
833097 0.9 R,AR,S N B‘/Q—f | o\/@
£ AN N~
k 5
833098 8.84 R,R,R N

ClLob v
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833120

138

R.R

833121

26.5

AR

833122

52.89

R.R

833123

26.26

AR

CH,
X
N

833124

26.83

R.R

833125 -

70.76

R,R

YSg
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833136

14.3

R.R

&n,
833151 11.2 R.R CH \
‘ N mQ  CH,
F S Q' H,C CH,
F7F
833157 43.88 R.R CH \N/\/\O
F }N
Nj
F
833197 45.38 R.R N . Hac,O j\
V N~ TCH,
! _N
N
SH,
833277 16.7 R,.R N N \F’c
F Ve \/\N H Hy
50 2
. F F 5 )
833278 7.04 R.R N }Q‘ﬁ @NNYO
N He. O
i s g H,c>l/
CH,
833305 8.81 RA CH

Ve
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833322 12.8 R.R N - /”\/\N/ﬁ ‘
3 NH
A n
833323 3.46 R,R N F ' (\N/\/NHZ
\ N
F s - ‘
F x
833512 217 R,R N jrQ_}/ AN F
; X
F s F
833513 431 RR N - @
\ N
Tk 8 /IO/
833514 0.38 R.R N
' F
Tk s /hg\/
833515 48.3 R.R N . . =t
)rQ_f ~°
F
F s, N
B33516 21.7 R,R N E AN F
YT QLY
il s F
833585ES 5.86 R.R CH Y F \N/\/\,O
“{cn,
833625 22,2 R.RR N o
LANLE ] F
¥ 0yt kO~
ok 5 HC
H,C CH,
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833626 2.17 R,R H C/O /N\O \QF
3
N/
¢H,
833627 1.63 R,R H:,G"o /N\O \J:;r’i
\ N.
N £
&,
833628 95.62 RA s ®
I\ _N N
N ( 7
l?’/
CH,
833629 2.69 R,R H:,G’O /N\/\©\
\
N’N ’
SH,
833630 52.09 R,R,R e .
1 1 H c
a \ /N\‘\‘,DN\(O
N O _CH,
v Ten
CH, s
833631 31.3 R,R H:,C’O ?Ha
¥ AN
o CH,
&n

B Y6 B
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833632 .06 RAR |1 N | o0
8 N . NH
[\ e \w“C
N
N
CH,
833686 7.22 R.R 1| CH NNy
4 )
S
F—i—F
F
833690 7.97 RR 1| CH N
\ O"l
o CH,
F F
. R F
833692 72.9 R,R 1 CH o) N
| - Q!
cl N “ CH,
833693 18.4 R,R 1| CH /N\O
) A
. mu WCH:!
Br
CH,
833694 46.9 R,R 1| CH B,\QY /NO
N’L "CH,
H
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833685 176 RR CH N
<\ @
N “cH,
73
!
833696 268 R,R CH /N\O :
{ .
F /b., "'CH‘.,
F F ,‘CHa
833697 105 RR cH /NO
A\
F)(Q{” "'CH,
833698 134 R,R CH /NO
A\
F N "' CH,
Y
F
833699 7.2 R.R N \( /NU
lN ‘g CH:,
833700 3.24 R,R N

O
" oH

Sy
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833701

1.28

R.R

o8

o

833702

0.495

R,R

/Z\Z/i

(9]
X
@

833703

1.92

R,R

—h

o
CD\Z/R\

833704

2.3

R,R

\
@]
= /Z
Z

833769

1.63

R,R

CH

m
-
b ]
A
Z

0
-

833821

6.91

R.R

N

# N\

833822

0.64

R.A

L
g =

VA
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833823

0.637

RR

833834

0.333

R.R

833835

0.489

R.R

833836

1.36

R,R

833910

1.09

RR, (R,S)

CH

833911

1.26

R.R (R,S)

CH

SO v
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833934 0.633 R.R CH /N\O
" CH,
833941 8.98 RR CH R /NO
834003 3.51 RR CH F rf“)
. \ NI
E s
834012 0.241 R,R CH FFE /NU
F ‘ ”
834015 1.24 R,R CH 1B },Q—S \NMIO
L s
834016 1.63 R.R CH . N
\ o,
F i s ‘CH,
834017 1.62 R.R CH ; ~
F N
0 O
F E 8 \’)
834054 138 RR CH N
| 1@
" “aH,
C
ne® H,
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834055 62 R.R CH H,C CH,
f N
Y CH,
Io CHS
H,C
834056 93.2 R.R CH : SN
T @
"
CH
Hac’o $
834057 89.4 R.R CH _ ~N
3 SO
N
10 CHS
H,C
834058 91.4 R.R CH FN
b NN
N/
/0 éH@
HC
834059 276 R.R CH Hac\©:___n/ /NO
/N ol
N " CH,
CHS
834129 86.75 R.R CH HG. ] rﬁN
N A /N\/\/N\)
o,
1 5. R H
83417 65.2 R CH ] - o,
N
'}"N H,C
O CH,
HC

Yom
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834172 0.837 R,R N |4N
Jos, D
cl S
834173 5.15 R,R (R,S}) N H_.,c’o
Y /Q
v N
CH
3 O
A002200835 0.4 R,R (R.S) CH Ee
F)Q(I:{N /Q
N
O
AQ02200836 1.51 KRR CH FE ~n
F /=N
> C
. . o
A002200837 0,368 R,R CH Fe =
9
A AN
o'N
A002200838 0.807 R,R CH "Fp \N/\/\O
. . o
A002243383 25.09 R.R N e =
{ AN
N
Y
CH,
A002243384 133.36 R.R N

!
n
w
-

.
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AQ02287512 0.647 R,R (R,S) CH
ol
N
&
A002287513 3.57 R,R CH . |
500 "‘
“k s UH
AQ02287764 0.48 RB - CH . SNy
F
j
o—N
AQ02287765 0.011 R.R CH l../;’>
F
4 AN
ot
AD02287766 126.3 R.R,S CH- E
| F /Q
o—i{l N
]
AQ02328939 201.16 R,R CH \N
- %
Y
,0 CH, N\
HC CH,
AD02328940 26.8 R,R CH H,C i ~N
N
CH,
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A002325098 345.2 R,R CH \O\/
/=N
Jos, -
Br S
A002329099 206 R.R (R,S) CH
_ /O\/(N /hO\
7/
Br S N
&
A002329100 6.32 R.R CH _ \N/\/\O
A\
foo
Br S
ADD2436288A 105.69 R,R CH NH
o \,N /N\/Q
F CH,
AD02437094 91.93 R.R N = SN
» 4N O
NTNg
A002437350 16.2 R,R N N\ =N,
i \[lq/ /N\/\/Q
A002437351 32.68 R.R N

SOy v
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AD02437353 0.937 R,R,S CH
' 2
-k l\{N
CH,
A002437354 1.03 R,R,S CH HC i
N
iy
CH,
A002437355 1.87 A,R,S CH .
b\
1 N
o~
H,cjﬁ
CH,
A002437357 14.03 R,R (R,S} N’ B(Q’f
3
FL s
AD02437358 8.858 R.R (R,S) N S(Q'f
\
FA 5
A002437359 0.541 R,R.S CH

933
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A002437360 0.239 R,R,S CH
F N
M Q
FF 97 N
| O
AC02437517 10.51 RR CH B(Q_j O oH
\ i,
A002437802 0.251 - RRS N =~
|§| Y ) /Q
S N
O
AD02438636 13.04 R.R.S N - N
' Y =)
Y 5 e
A002438637 21.18 R,R.R N - _
/\/Q_f Q_
B F F S OH
A002438638 3.28 R.R,.A N ¢ ,< >
FL s %
A002438639 97.32 R,R CH

Y
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AD02438663 1.37 RRS |1 N NY
N.
.
A002438664 6.49 RR 1 [ CH Uf‘\ —en
/(:E{N —N/_/_
Br s
A002439099 491 RR 1T N E CH
3
)rm ~ N% /
Fy S N
A002439100 551.94 RR 1] N NY | " N—cn
f T e
-—N
A002439258 34.08 RA 1| CH Hscxm,
R —nN H,C o)
A O
e N ' °
HC :
A002439259 39.05 R.R 1] CH " No—en
F /'—/— —
/ —nN
¢ NN
. H,C
A002439260 0.303 RRS |1]CH
F, ,l Va Q
—b
F N
R 2
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CH

TR,

A002439261 55.3 R.R )@Y CH,
H,C
F —N o
, e;
7Y oN _<0
A0D2440433A 180.18 AR CH —-\—CN
F ) :
FE NN
H,C
A002440437A | 41.24 R.A CH — \-C
N
F ]
e O
AD02609935 0.142 R,R,S CH
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S Y=(),
' \
R1 / _N
X .
MDL # D3 Ki {niy) Chirality X Y R1 n. R2
827393 391 Racemic O CH H 1 k! \
. ~ \//E;:>
827394 391 Racemic O CH H 1 - /‘j N
N S ———
aY
827395 31.4 Racemic 6] CH H 1 F
_-NH
827397 M Racemic (o] CH H 1 H ==
i/
829460 158 R.R (6] CH H 1 /N\
829461 306 R,R O CH H 1 ~
: N
@
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829462 9.65 R,R, (R.S) CH 1 Hy
Y
829463 4,76 Racemic CH 1 ~n
N
S\)Q
N
. CH,
829464 22.4 R.R CH 1 GHé
N /g H,
N
L
829465 80.3 R.R CH 1 ~
N
O”CL
F
829466 24.8 RR CH 1 \N
-
0
829467 9.01 R,R CH 1 \O
\Q
829590 109 Racemic CH 1
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829591 72.4 Racemic CH ~
N
O”O
829592 423 Racemic CH <N
829593 350 Racemic .CH \
L)
829594 364 Racemic CH \
:/
829595 201 Racemic CH \'O\
, F
829596 4.41 R,R CH FN
/N\/\/N\’)
829597 226 Racemic CH \
N’j
&T
CH,
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830126 23.8 Racemate O N H
/N-Ouu CHa
830127 1.66 Racemate o N H -O
N «t CH,
/
830250 48.6 R,R O CH H
O
830251 11.4 R.R O CH H
N-OMOH
/
830252 110 R,R O CH H /\ N=
—'\_/N@
830827 9.85 R,R (o} CH | 3-CH,4 N 14
830828 8.57 R,R Q CH H -N-{CH_)5 -Ph
830829 5.3 R,R O CH H -N-(CHg)o -Ph
830830 2.58 R,R 0] CH H —N
N
830831 3.19 RR O CH H —N
F
W
N
830832 67.7 R,R 0 CH H N 0
831045 335 R.R O CH H —-H
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831046 158.5 R.R O CH H ""H
N O
S/
831047 2.87 R,R O CH H -N-{CH.), -Ph
831048 11.3 R,R Q CH H -N-{CH;)3 —N{CH5),
831082 38.2 S,S O N H O | .
N » GH,
/
831083 3.2 AR 0] N H
X0
831192 3.44 R,R O CH H N
)“”\—@
831193 23.8 R.R O CH H O——@
831194 - 5,06 R,R O CH H
831195 1.84 R,R O CH H n N
l s
N
831196 7.81 R.A o) CH| H CH,
~ 1]
N
831197 4.17 R,R ] CH H \N N
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831198 1.76 R.R o Ch - 1%
N/\/\
K\S—CI
=N
831199 2.78 R.R O CH ' \b(D
831267 28.3 R.R N-Ts N F,N
/N\/\/N\/)
831273 68.6 R.R o CH ~
N/\//\ l\\l’\N‘\>
831274 17.4 RR 0 CH W7
\N [ ,
831275 5.156 RR O CH ,Jb
~ [
N
Ry
HC
831276 3.85 R,R O CH
~ !
N
Q
)
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-$9¢ -

<59



-

831277 5.38 R,R O CH H !
~
N
CH,
831278 18.1 B,R o} CH H /\/[b
N ..
)
CH,
831315 29.3 R,R NH N H @
AAANT
831343 13.7 R.A 0] CH H @
‘ Ao
831344 5.1 RA 9] CH | H =N
831345 34.4 A.R 0 . CH H |~1’°
o
)
/N
831374 1.12 R,R O CH CH; ‘4
MNANMNI
831375 2.9 R,R O CH CHs ~N-{CH,); -Ph
831376 40.3 R.R O CH H —
/N\/\/'Q
831377 4,68 R.R o) CH H ~ AT

NESK
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831378 35.6 R.R 0 CH —
\N/\/\NI?/EN
831379 46.7 R.R 0 CH P
O’Nj—’\
\./“\/N Al
N
1,
831385 227 Racemic 0] CH N 7/ ]
[
831390 0.861 Racemic 0 CH (\N/\©:c:
/N\) ol
831453 18.3 Racemic 0] CH j\
, l/\N 0/\©
/N\/‘
831454 1.86 Racemic O CH
/N
831455 6.79 Racemic O - CH —N . .
831456 6.21 Racemic o CH N SN
\/\()
N
831457 1.83 Racemic O CH /N\O \/@
N
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831458 7.43 Racemic 0 CH
831453 4,95 R,R 0 N
PANT N
831494 28.3 R.R 9] N -N-{CH,)3 -Ph
831599 49.8 Racemic O CH @_@
—N

831602 18.6 Racemic o] CH

A
831603 20.8 Racemic O CH /@

. -~ N\/\N
831621. 70.3 Racemic O CH
\/\)L

831622 34.6 Racemic O CH
831649 173 Racemic O CH
831673 235 Racemic N-fe N

Sslov v
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831686

25.3

Racemic

CH

AN

| RS
s
N
831687 277 Racemic CH H N
/”\/\/'!'\@
831689 16.4 Racemic CH H
A 0 ot
Qe
0’ o
831701 55.7 Racemic CH H
831702 27.9 Racemic CH H
831703 45 Racemic CH H
831704 47.5 Racemic CH H
831735 81.3 Racemic CH H
831736 291 Racemic CH H
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831737

CH

1.25 Racemic Y
s,
i
831738 223 Racemic CH
N eH,
A I\CH,
831740 2.96 . Racemic CH NG /\q/ o
3
o] r«i\
CH,
831741 125 Racemic CH (\N,CH,
/”\/\/N\)
831794 273 Racemic CH O/O\@
/N Cl
831795 1.82 Racemic CH A Oen
\Q\/Q/
831798 46.3 Racemic CH %‘
/N
831799 124 Racemic CH /N\/\ch'
831800 5 Racemic CH /N\/\©\
cl
831801 11.2 Racemic CH /N\/\©/F
831802 13.4 Racemic CH /N\/O
F
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7.44

831803 Racemic o CH| H /N\/\©\

) ) ) CH,
831804 9.89 Racemic (o} CH H /"\/\@"\cﬂs
831805 102 Racemic o CH | H /N\/j@

, ?
831818 0117 Racemic o CH | H \O\/“
g 831819 0.1 Racemic O CH H
| Q. fl
831820 6.54 Racemic 0. CH H \O \/@, \©
831821 24.1 "~ Racemic 0 CH| H \O \:@
N
. I 1
831822 1.38. Racemic o] CH H A '
U
831823 237 Flacemic 3) oH | H N
| |OVS
831830 0.76 RR N-Me N | H =\
N ) N
AN AN
831631 6.31 ~Racermic 9] CH| H
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831835 234 Racemic O CH H QL
: . » /N\)
831836 94.3 Racemic O CH H ]/\ i\\g?
_ -
] »
831837 491 Racemic O CH H of
N,S
| e
- 831838 141 “Racemic ) CH H (\ AP
A .
/N\)N,\/@
831936 347 R.A, (R.9) 0. CH | H o,
831937 AR 0. CH| H | =
, AN S,
531938 AR ] CH | H Hac)“
. /N\/\/N)‘CH,
831951 36.7 R.R N-Ts N H
. N sy OH
/ ] -
831954 15.6 R.R 0O CH CH, /N O_
- OH
831985 473 R.R O N H
831956DA | 5.91 AR N-Ms N | H
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831957 §3.2 R,R CH
N
oA
831991 0.722 Racemic CH T
_N o)
VO
831992 4.81 Racemic CH P CH,
831993 2.51 ‘Racemic CH AN F
T
- 831994 2.68 Racemic CH AN
T
: F
831995 473 Racemic CH /N\O :
N ¢l
831996 7.97 Racemic CH AN cl
| |08 e
831997 3.55 Racemic CH AN Ci
Y
831998 7.46 . Bacemic CH A <t
X
Ct
831999 473 Racemic CH N x>
832000 79.6 Racemic CH
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832001 157 Racemic CH H (\N
/“\) Z
\l
832044 657 Racemic CH H N~ z,:o
1 N
N Z
832045 22 Racemic CH H AN s
, />—' NH,
Heo N
832046 35.5 Racemic CH H AN
\/\QKCHa
ek
832047 25.8 Racemic CH H ¥ e
/N\/WF
832049 8.54 Racemic CH H (\N
’“Jjj
S L
832055 112 Racemic CH H o
spee
) AN (o)
832057 21.7 Racemic CH H l/\N
/”\)
832058 242 Racemic CA | H

Y9,
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832059

4.13

Racemic

CH

832153

30.74

Racemic

CH

832154

21.86

Racemic

CH

832155

0.434

Racemic

CH

832156

0.315

Racemic

CH

832157

0.226

Racemic

CH

832158

0.37

Racemic

CH

832164

6.6

Racemic

CH

832165

30.13

Racemic

CH

832185

7.87

Racemic

CH

832186

16.06

Racemic

CH
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832187 19.14 Racemic CH H N CH,
CH,
CH,
832188 10.1 Racemic CH H ia
'/\N CH,
/mv)
832189 58.47 Racemic CH H (\NMCH’
/N\/J
832190 94.61 Racemic CH H '/\N/\/O‘cn,
/”\/‘
832191 8.06 Racemic CH H
I
832192 7.81 Racemic CH H =
/N\/\/@\l
832193 13.14 Racemic CH H (\N
N
N
832194 23 Racemic CH H H,
o
AN HC CH,
832195 22.8 Racemic CH H N/\O
/"’\/l
832196 22.9 Racemic CH H
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832197 17.1 Racemic o CH I/\N/\/\Q
/N\)
832198 5.81 Racemic 8] CH m
e
832199 18.7 Racemic O CH E
/N,,, O F~l-F
N
N~
832207 54.84 R,A N-Me N =
N/
Ay
832269 5.1 R,R, (R,S) _ O CH
e
832340 11.54 Racemic 0 CH N
\Q\/@\
F
F
832341 2.63 Racemic O CH AN
oA
832342 0.077 Racemic O CH AN F
\ON\/@,:
832343 0.718 Racemic @] CH 11
AN
F
832344 2.76 Racemic O CH /“\O \/@/F
N
F
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832345 1.46 Racemic CH . £
gove
F
832346 12.88 Racemic CH . ¥
-~
o0
Gi
832347 1.88 Racemic CH i
/N
@
Cl
832348 0.465 Racemic CH AN
T
CH,
832349 0.843 Racemic CH £ r
N.
832391 77.93 Racemic CH N
O.__CH,
CHCH’
832392 2.29 Racemic CH N
O
N N
832393 8.44 Racemic CH A A
. . N S t.
832394 8.32 Racemic CH AN VZ
832395 30.2 Racemic CH

Ll -
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832397 51.94 Racemic CH H /©/C'
AN
832464 12.8 Racemic CH H /N\O Gt
s :
832487 66.1 Racemic CH H AN
T O
) Cl
o]
832488 39.5 Racemic CH H /”\O
o]
832489 95 Racemic CH H N (\N/\CH
K]
VLL
o ©
832505 40.6 Racemic CH H AN A ol
U ™ AN
(o]
832513 55.4 R,R (isomer 1) CH H fHa
0
832514 114.6 S,S, (isomer 2) CH H ?Hg
-~ N\/\C’>
832527 45,4 RR CH H
I_Q
S
/N

Slov v

-84¢-

-



832528 48.5 RR CH
/N\¢”\§ m'i cl
e
832529 145.6 R,R CH o
/N\/\h}i(/'
832530 16 R,R CH AN o
\/\/\E”D
832531 67.67 R.R CH Q
Y
N
joke
832532 14.4 R.R CH I/\N/\E:[CI
/N\) cl
832533 412 R,R, (R,S) CH /N\/\O
O N
jr CH,
ch:Ha
832565 1.45 R.R N =N
Y
N\/\/
832566 1.76 RR N

Y93

siov v

-6L¢-

_gat



832573FH 4.52 Racemic O ChH AN
\Ol\/\©/0§
832574FH 57.34 R,R o] CH
/‘“\/\/g ﬁ
N
832575ES 4.06 Racemic O CH /“\O
. N N
1]/ Cl
832578ES 17.5 Racemic 0 CH /N\O
N _N
b
© F
832634 7.63 R,R N N =
AN N
] >
F~ F
832648 20.8 R.R N N N, O\
OH
F
F
832692 7.29 R,R N-Ph N =
P
832723 54 R,R 0 CH

Sob v

- 08¢ -



832724 1.44 K],AR CH ‘f“a
/N o)
109¢
832725 422 /.8 CH /N\/\Q\
F
832726 7.056 R,AR CH /“V@/’
832727 1.19 R,R CH N
T2
F
832728 3.12 R,R CH N
T
Cl
832729 1.67 R.R CH N Cl
| LT
832730 3.62 R.R CH AN
O@
Cl
832731 0.699 R.,R CH N Cl
L
Cl
832732 0.74 R,R CH AN F
L
832733 0.656 R.R CH P
| T 0
832788 1.84 RR CH AN
T
CH,

gLov v

-i82-

X



832816 2.57 R,R N-Ph N N, Q
OH

832849 1.12 R,R N-Ph N ANa, O\
CH,

832850 0.264 R,R N N AN,

>
. F

832881 37.86 R.R N N AN, O\

CH,
F .
F
833333 8.1 R,R N N —-
AN
F Q
F
F
833372 1.04 Racemic O CH AN
O\/CHs
833373 85.46 R.RS o) CH -
/“\.\-"CN\(
He~”
HE on,

~ 8¢ -

Siov v



833374 30.6 R.R (R,S) CH H \/O
AN N O« _-CH,
T Ron,
O CH,
833375 24.2 R,R CH H /ﬁ\ H:CHS
N o7 TeH,
. /N "
833382 2.32 R,R CH H AN N
R
U‘\/L’N>
833383 2.57 R.R CH H N
T
833384 5.68 R,RR CH H
N [ :N
27N
833385 3.31 R,R (R,S) CH H
/”\/(?N
833385 36.46 R,R CH H \QH
N
833482 0.962 R,AR CH H AN CH,
T
833483 0.93 R.R CH H AN
A
833485 2.99 AR CH H N Z
T2
833509 41.53 R,R CH H
) I‘()/\/

Slov v

- €8¢ -



833714 4.16 AR O CH H AN
O
4]
B Cl
833715 57 ‘H,R O CH H AN
UTN
L
F
833748 1.38 R,R 0 CH H N
833855 12.4 1.R N N H N, Q
OH
F 0
>y
F

833856 3.01 AR N N H /N:,, O\

el

F
833876 50.3 R,R N N H /Nh, O\
CH,
F (8]
F
F

Siov v
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833909 1.86 R,R N-Ph CH N, O\
CH,
834205 90.47 R,R N N \N/\/\N/\l
o
F
£ OF
834206 88.82 R.R N N —
N
N S
4
F
£ F
834207 714 R,R N N '—'\_\—
< O
Fo O
>
F
A002201842 30.2 R,R N N \N/\/\O
F
A002202401 206.3 R.R N-(CHp)a-CH3 | N =
-~ N\/\/'N &
A002202402 47.33 R,R N-Me N —
H'\./"

-98¢ -

Clov v



A002202403 86.78 R,R N-Me N H —-\ Q
| Nt
AD02243385 660.86 A.R N N H ~\_\\~ Q
Nz
Fu O
B
: E
AD02243404 492.34 B,R N N H /N:,,Q
OH
F
AQ02287757 2.41 AR N-Me N H N
/ _<i:jh“;i::>
A002287758 139.32 R,R N N H _H
N N—cH,
F O
By
F
AQ02287767 3.3 R,R N-CHo-CF3 CH H r‘
A AN
A002328969 1371 R,R N-CH,-CF; CH H

55§y§¥

Sior v

- 98z~



A002328970 36.2 RA N-CH.CF, ] CH 1 H D__\
: —nN
M
K/.”
A002329040 159.9 RR N-Mo N A =N
hNIVan
e
A002350369 100.28 AR N-Me N H ”N\_\_
O
A002350370 81.25 AR N-Me N H —N
N S
_/
AD02436290 | 520.47 RA N-Me CH| H —_k\_
A002436291 0.629 RA N-Me CH | H =
AN
A002436292 128.56 RR N-Me CH1 H O—\
h
A002436428 2.17 RR N-Me N H Q’UF
N F
A002436429 416 RR N-Me N H /"O i
[

CLOb v

- 18¢ -



AC02437082 9.23 R.A N N "Q i
F O
=1
F ] :
A0D2437083 |  11.03 RA N N O/\CE
N
F O
=Y
F
AC02437084 | 7.105 R.R N N ‘O‘
Fo 0O
g
F
A002437352 122 R.R.S N-Me CH
AC02438640 | 104.16 AR N-Me CH —-H
A002438641 62.76 R.A N-Me CH

-88¢-

1X01 A



A002439262 28.3 R,R N-Ph CH ¢
O

AD02430263 306 R.R N-Ph CH =

N
A002439265 87.98 RA N-CH,-CFs | CH —-N\_\_

N —-CHa
A002439266 66.04 RR N-CH,-CF, | CH N
AD02440434A 462.13 R,R N-Me CH N @H
A002440435A 304,55 RR N-CH-CF; | CH —_\’Q”
A002440436A 11.38 RR N-Ph CH N \"Q“”
833127 79.63 RR - 0 CH
833128 28.69 R.R 0 CH /@\

Cl

833129 95.34 RR 0 CH

CHt Ny W

-68¢ -




833130 8.85 /R 0 CH H £ e
. /NVUkF
833131 16.8 R,R o CH H (\N/\/\©
/”\)
833132 107.5 R.R 0 CH H I/\N/\©\
: /N\) F
833133 113.7 R.R 0 CH H ‘/\N/\Q
/N\) ?
CH,
833160 2.09 R.R C CH H F e
N F
T
833163 17.5 R.R ‘0 CH H 7
(\N/\/Q
| e
833164 52.55 R.A o CH| H =
"NQ‘”\) |
833165 1.07 R,R O CH H AN E
\O‘\/@F
833166 1.72 R,R O CH H F
_AN
\O\‘\/@\F
833167 157 R,R O CH H AN F
joVes
F

S0\

- 06¢ -
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833168

3.11

R,R

CH

834126

4.9

R.R

N-Bn

g

ClLOP v
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otT



L B AV e

S

\ 7\,
o

(All Compounds Racemjc)

-292 -

MDL #

D3 Ki (nM)

831452

115

831811

819

831812

433




A—X N
() <N
n
MDL# | D3Ki{nM) | Chirallty { n X Ar
829997 10.4 Racemic | 2 N
@5\>
F S
829830 65.3 Racemic | 1 | CH S
\ /[ }N
0
829996 277 Racemic | 1 N S
W/ ’\N
O
830000 286 Racemic | 2 N S
W )N
O

S

CcInG ¥

-€62 -

e



R1 R2

X

D3 Kl {nM) | Chirallty | X Y R1

MDL # R2
830557 97 4 S CH| O | OH O
830558 342 R CH|{ O [|OH O
830573 547 R CH 0] OH ‘O
832212 301.8 na. N 0 R =

N/
o1
AC02201941 119 n.a. N | N-CH; | H /N,,.O\
CH,

-

- v6¢ -



Ar’x\/l
MDL # D3 Ki (nM) X Ar R
832171 4.9 CH S N
7~
\ /C;N /N\v/\w,N~J>
832180 Y CH S “NA-(CHg)z-Ph
L7 N
O
832231 6.93 N o N
| (2
N N_~N
F
i )
F
832239 206.8 CH S -
N\ / .‘N Q
O
832240 185.96 CH S _"“H_ :
i /N
N\ AN
O
832241A 51.8 CH S AN, Q
\
-y O.N CH,

CiNd W

- §6¢ -



832242A 436.2 CH S /"\O
\ s,
\ 4 N “
O CH,
832317 943 CH S N@
- /
\ ey
\ / .N OH
» 0
832517 172.58 N /NU
N\ ""1
F s CH,
F
F A
832518 |  98.2 N : —'\x
F
‘F
832519 97.51 N -NH-(CH_); -Ph
%)(I\é
F s
F
F .
832520 140.93 N
/“'“O.
“OH
833330 72.69 CH

SiY

- 96¢ -



833365 166.4 CH
\, \w’“\/ﬁ\<::>
F o
Oy,
833378 23.7 CH )
¥ D
. S /N N \/\/ N \)
O~c,
833475 22.45 "N
A \Nzﬂ\/"ﬁi::>
F s '
F
F
833476 131.37 CH
\N /N~<i::)m0H
7
F O
O~cH,

W
4

- 1l6¢-



v Q

SO v

Ar CH3
MDL # D3 Ki (nl) | Chirality Ar
832831DA 153.74 Racemic S
ol 7
0/‘
. 833953A 88.82 Racemic
P F%/Q—f
F
.. F S
: . \\-%’N
!
N O \O\
R
A\
N/N
X H
MDL# | D3Ki{nM) | Chirality | X R
830115 45.3 Racemic | H | Me
830130 668 - ) Bacemic | F Et

OO A Viw. |

Ol
-

'vag



