
WO 2007/099548 PCT/IN2007/000039  1 NOVEL
.11113-HYDROXYANDROSTA-4-ENE-3-ONES 5 The present
invention relates to novel anti-inflammatory and
antiallergic analogues of the 1 113-
hydroxyandrosta-4-ene-3-ones, represented as formula I
and physiologically acceptable salt  thereof, having
insignificant or no noteworthy systemic effects at
multiples"of efficacious dose, O Z-R4  O-CO-RS  HO RI
R2 O R3  I 0 Formula I  BACKGROUND OF THE INVENTION
Corticosteroids (or.glucocorticoids) having
anti-inflammatory properties are widely used for the
15 treatment of inflammatory conditions or disorders
of skin, airways, eve, GI tract, joints, CNS etc,  and
several autoinmmune disorders. Some of the
inflammatory skin disorders where treatment  with
glucocorticoids is prescribed are eczema, psoriasis,
allergic dermatitis, pruritis,  hypersensitivity,
reactions etc. Inflammatory or allergic conditions of
the airways for which  glucocorticoids are used
include disorders of nose, throat or lungs such as
rhinitis (including hay 20 fever), nasal polyps,
asthma (including allergen-induced asthmatic
reaction), chronic obstructive  pulmonary disease,
interstitial lung disease, fibrosis, etc.
Glucocrticoid administration is also  used for
'inflammatory bowel disorders such as ulcerative-
colitis and Crohn's diseases; and  -inflammatory joint
disorders such as rheumatoid arthritis which are auto
till mLine 'diseases.  However, -administration of
corticosteroids in general may cause, in addition to
the desired 25 pharmacological effect, undesirable or
adverse side effects at sites distant from the target
tissue,  the so-called systemic effects. Some of the
undesired systemic effects encountered include
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  2 widespread immunosuppression,
increased bone turnover, impaired growth, skin
thinning,  diabetes, obesity, water retention,
progesterone and estrogen related disorders. It is
therefore  desirable to have glucocorticoids which
possess potent anti-inflammatory activity at the
target  tissue, with minimal or preferably no systemic
activity at therapeutic doses when used for  5 chronic
treatment. Classical glucocorticoids are described in
United States patent No. 4335121 (the '121 patent;
Indian reference not available) ---- (S)-fluoromethyl
6 a,9 a-difluoro-1 I #-hydroxy-16 a-methyl-17
a-propionyloxy-3- 10
oxoandrosta-l,4-diene-17f-carbothioate (Fluticasone)
United states patent No. 3007923 (the '923 patent;
Indian reference not available) ----
16a-methyl-9a-fluoro-l,4-pregnadiene-11/3,17a,2I-triol
-3,20-dione (Dexamethasone)  United states patent No
3929768 (the '768 patent; Indian reference not
available)  exemplifies
(11,6,16a)-16,17-[Butylidenebis(oxy)]-11,21-dihydroxyp
regna-1,4--diene- 



15 3,20-dione (Budesonide)  United states patent No
4472393 (the '393 patent; Indian reference not
"available)  exemplifies
(11/3,16a)-9,21-Dichloro-17-[(2-furanylcarbonyl)oxy]-1
1-hydroxy-16- methylpregna-1,4-diene-3,20-dione
(Mometasone furoate) 20 The above mentioned drugs are
potent glucocorticoids which are already in clinical
use.  However, at high multiples of efficacy dose
these drugs have the potential to cause systemic side
effects. PCT publication WO 99/01467 describes
therapeutically active steroidal compounds or salts or
25 solvates having lactone group connected to the
cyclopentane ring of the steroid nucleus (as given
below). These compounds have been described to have
reduced potential for systemic activity  due to the
relative instability of the lactone system in plasma.
The compounds of the present  invention do not possess
a lactone group connected to the cyclopentane ring.
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  3 O O  O R1  HO R z  R3_  RQ O Rs
Our interest to develop compounds which act at the
specific site of inflammation with  insignificant or
no noteworthy side effects has led us to the discovery
of novel, safe I l(3 5 hydroxyandrosta-4-ene-3-one
compounds described in this invention. These compounds
possess  useful anti-inflammatory activity whilst
having insignificant or no noteworthy systemic effects
at  multiples of efficacious dose. DESCRIPTION OF THE
INVENTION  10 The present invention provides
11(3-hydroxyandrosta-4-ene-3-one, compound of formula
1, and  physiologically acceptable salt thereof, O
Z-R4  O-CO-R;  HO Ri  R7 O R3 Formula I  15 --
represents a single or double bond and  represents a
or f3-configuration. 



SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  4 wherein  Z represents 0 or S; R1
represents hydrogen or methyl which may be either in
aor (3-configuration, or methylene; R2 and R3 are the
same or different and each independently represents
hydrogen, halogen or a  5 methyl group; R5 represents
a group selected from (C,-C,,,)-alkyl,
(C3-C,3)-cycloalkyl, -0-(C,-C,())-alkyl, aryl or
heterocyclic ring wherein the ring or ring system is
unsubstituted or  substituted by one or more halogen,
-OH, (C,-C3)-alkyl, -O-(C,-C3)-alkyl,
(C3-C,3)-cycloalkyl;  wherein the alkyl or cycloalkyl
groups can optionally contain one or more
unsaturations and/or 10 can have one or more hetero
atom incorporated therein and optionally in each case
have one or  more hydrogen atoms replaced by halogen,
-OH, (C,-C3)-alkyl, -O-(C,-C3)-alkyl, (C3-C")-
cycloalkyl; and R4 represents moiety selected from a
group consisting of (A), (B) and (C), with a proviso
that  15 when R4 represents moiety (C), Z is S: P P
(H)m2 H)m3J  -(C)mi-CO-R6 -(C)mi C-X-C-(I)n,-K  Q Q L
(A) (B)  P -0-(i )mj R7  Q  (C)  wherein m, is 1, 2 or
3;  20 1112 is 0 or 1;  1113 is 0 or 1;  ni is0, 1
or2; R(, represents a group selected from
(C,-C8)-alkyl, (C3-C,3)-cycloalkyl, aryl and a
heterocyclic  radical, where the ring or ring system
is unsubstituted or substituted by one or more
substituents  SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  5 selected from
(C,-Cg)-alkyl, (C3-C13)-cycloalkyl, halogen,
O-(C,-C8)-alkyl, O-(C3-Ci,)- cycloalkyl,
OCO-(C,-C3)-alkyl, S(O)a2(C,-Cx)-alkyl,
COO-(C,-Cx)-alkyl, -000-O-(C,-C3)- alkyl,
-OCO-CO-O-(C,-C3)-alkyl, CONH2, CONH-(Ci-Cx)-alkyl,
CON-[(C,-Cx)-alkyl]., - NHCO-(C,-C8)-alkyl,
N-(CI-C8)-alkyl-CO-(C,-C8)-alkyl,
-NHCO-O-(C,-C8)-alkyl,  N-(C,-C,,)-5
alkyl-CO-O-(CI-C8)-alkyl, -NHCONH-(C,-C8)-alkyl,
-N-(C,-C8)-alkyl-CONH-(C,-Cx)-alkyl, -
NHCONH-SO2-(C,-C8)-alkyl,
-N-(CI-C8)-alkyl-CONH-SO2-(CI-C8)-alkyl, -NO2, -CN;
wherein the alkyl or cycloalkyl groups  can optionally
contain one or more unsaturations and/or can have one
or more hetero atom  incorporated therein and
optionally, in each case have one or more hydrogen
atoms replaced by  



10 halogen, -OH, (C,-C3)-alkyl, -OCO-(CI-C3)-alkyl or
(C3-C,3)-cycloalkyl; with a proviso that when R4
represents moiety (A) wherein Rr, represents (C3-C,
z)-cycloalkyl  optionally containing one or more
hetero atom incorporated therein, the hetero atom is
not  nitrogen; P and Q are independently selected from
hydrogen and C, to C3 alkyl; 15 or P and Q can be
joined together with the carbon atom to which they are
attached to form (C,- C8)-cycloalkyl as represented by
moiety (A-1): 0 tn,, R,  2 (A-I) wherein nnI is 1 and
112 is 0,1, 2, 3, 4 or 5 and R6 is an aryl as defined
above; 20 or P and R(, can be joined together to form
a cyclic system as represented by moiety (A-2):  O  G
nZ  (A-2)  wherein m, is I and n2 is 0, 1, 2, 3 or 4
and ring G is an aryl as defined above; SUBSTITUTE
SHEET (RULE 26) WO 2007/099548 PCT/IN2007/000039  6 X
represents either a double bond or a triple bond; and
J, K and L are independently selected from a group
consisting of hydrogen, halogen,  (C1-Clo)-alkyl,
(C3-C13)-cycloalkyl, -OH, -O-(C1-Clo)-alkyl,
-O-(C3-C13)-cycloalkyl,  -OCO-(C1-Cio)-alkyl,
-OCO-(C3-C13)-cycloalkyl, -OCO-CO-O-(C1-C1o)-alkyl, 5
-OCO-CO-O-(C3-C13)-cycloalkyl, -OCO-O-(C1-Clo)-alkyl,
-OCO-O-(C3-C13)-cycloalkyl,  -OCO-NH-(C1-C1o)-alkyl,
-OCO-NH-(C3-C13)-cycloalkyl, -OCO-N-[(C1-C1o)-alkyl]2,
-OCO-N-[(C3-C13)-cycloalkyl]2,
-OCO-NHSO2-(C1-Clo)-alkyl, -000-NHS02-(C3-C13)-
cycloalkyl, -NH2, -NH-(C1-Cg)-alkyl,
-N-[(C1-C8)-alkyl]2, -NO2 and -CN; , wherein the alkyl
or cycloalkyl groups can optionally contain one or
more unsaturations and/or  10 can have one or more
hetero atom incorporated therein and optionally, in
each case have one-or  more hydrogen atoms replaced by
halogen, -OH, (C1-C3)-alkyl, -O-(C1-C3)-alkyl,
-OCO-(C1-C3)-alkyl, -COOH, -COO-(C1-Cs)-alkyl,
-COO-(C1-C5)-haloalkyl, -NHCO-(C1-Cg)-alkyl, -ON02,
-NH-(C1-C8)-alkyl, -N-[(C1-C>;)-alkyl]2,  -NO2, -CN,
(C3-C13)-cycloalkyl, aryl or heterocyclic radical; 15
or .1, and K can be joined together with the carbon
atom to which they are attached to represent a
(C3-C13)-cycloalkyl or -CO- group and L is as defined
above;  or J, K and L are absent when n1 is 0; R7
represents a group selected from hydrogen, halogen,
aryl and CO-aryl, wherein the ring or  ring system is
unsubstituted or substituted as defined above; 20
Preferably,  1 10-llydroxyandrosta-4-ene-3-one,
compound of formula 1-B, and physiologically
acceptable salt  thereof: 



p Q H)m, I(H)m3 0 Z-()1IC-X-(-(C)n1-K  O-CO-R; 110 L
Ri  R. O R, 25 Formula I-B  SUBSTITUTE SHEET (RULE 26)
WO 2007/099548 PCT/IN2007/000039  7 wherein  Z
represents 0 or S; R, represents hydrogen or methyl
which may be either in a or f3-configuration, or
methylene; R, and R3 are the same or different and
each independently represents hydrogen, halogen or a
5 methyl group; R; represents a group selected from
(C,-C,,,)-alkyl, (C3-C,3)-cycloalkyl,
-O-(C,-Cio)-alkyl, aryl or heterocyclic ring wherein
the ring or ring system is unsubstituted or
substituted by one or more halogen, -OH,
(C,-C3)-alkyl, -O-(C,-C3)-alkyl, (C3-C,3)-cycloalkyl;
wherein the alkyl or cycloalkyl groups can optionally
contain one or more unsaturations and/or 10 can have
one or more hetero atom incorporated therein and
optionally in each case have one or  more hydrogen
atoms replaced by halogen, -OH, (C,-C3)-alkyl,
-O-(C,-C3)-alkyl,' (C3-C, 3)- cycloalkyl; and ni, is l
; 111) is 0 or 1;  15 ill-, is 0 or 1;  niis0,1or2;  P
and Q are hydrogen; X represents either a double bond
or a triple bond; and .1, K and L are independently
selected from a group consisting of hydrogen, halogen,
(C,-C,,,)- 20 alkyl, (C3-C,3)-cycloalkyl, -OH,
-0-(C,-C,o)-alkyl, -O-(C3-C,3)-cycloalkyl,
-000-(C,-C1,,)- alkyl, -OCO-(C3-C,3)-cycloalkyl,
-OCO-CO-O-(C,-C,o)-alkyl,
-OCO-CO-O-(C3-C,3)-cycloalkyl.  -OCO-O (C, C,o)-alkyl,
OCO O (C3-C,3) cycloalkyl, -OCO-NH-(C,-C,o) alkyl, OCO
NH  (C3-C,3)-cycloalkyl, -OCO-N-[(C,-C10)-alkyl]2,
-OCO-N-[(C3-C,3)-cycloalkyl)2, -000-NHSO,-
(C,-C,o)-alkyl, -OCO-NHSO2-(C3-C,3)-cycloalkyl, -NH,,.
-NH-(C,-C5)-alkyl, -N-[(C2-Cs)- 25 alkyl],, -NO7 and
-CN. Most preferably, I 1
f3-hydroxyandrosta-4-ene-3-one, compound of formula
I-B, and physiologically acceptable salt  thereof:
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  8 p Q I4)m21IIhn3 J 



O Z-(()1311-C-X-C-((')nI-K  'O-CO.-R5 lio lc1 ,  R, R3
Formula I-B  wherein Z represents S; 5 R1 represents
hydrogen or methyl which may be either in O' or
(3-configuration, or methylene; R2 and R, are the same
or different and each independently represents
hydrogen, halogen or a  methyl group; R5 represents a
group selected from (C,-C10)-alkyl,
(C3-C13)-cycloalkyl, -O-(C1-Clo)-alkyl, aryl or
heterocyclic ring wherein the ring or ring system is
unsubstituted or  10 substituted by one or more
halogen, -OH, (C,-C3)-alkyl, -O-(C1-C3)-alkyl,
(C3-C13)-cycloalkyl;  wherein the alkyl or cycloalkyl
groups can optionally contain one or more
unsaturations and/or  can have one or more hetero atom
incorporated therein and optionally in each case have
one or  more hydrogen atoms replaced by halogen, -OH,
(C1-C3)-alkyl, -O-(C1-C3)-alkyl, (C3-Ci3)- cycloalkyl;
and 15 111, is 1;  1112 is 0;  1113 is0; n1 is 0, 1 or
2; P and Q are hydrogen; 20 X represents a triple
bond; and .1, K and L are independently selected from
a group consisting of hydrogen, halogen, (C-C  alkyl,
(C3-C13)-cycloalkyl, -OH, -O-(C1-Clo)-alkyl,
-O-(C3-C13)-cycloalkyl, -000-(C1-C1,1)- alkyl,
-OCO-(C3-C13)-cycloalkyl, -0C0-CO-O-(C1-C10)-alkyl,
-OCO-CO-'O-(C3-C13)-cycloalkyl,
-OCO-O-(C1-Clo)-alkyl, -OCO-O-(C3-C,3)-cycloalkyl,
-0C0-NH-(C1-C,o)-alkyl, -000-NH- SUBSTITUTE SHEET
(RULE 26) WO 2007/099548 PCT/IN2007/000039  9
(C3-C13)-cycloalkyl, -0C0-N-[(C,-C,o)-alkyl]2,
-OCO-N-[(C3-C,3)-cycloalkyl],, -000-NHSO2-
(C,-Cui)-alkyl, -OCO-NHSO2-(C3-C,3)-cycloalkyl, -NH2,
-NH-(C,-Cg)-alkyl, -N-[(C,-Cs)- alkyl]2, -NO2 and -CN.
5 DETAILED DESCRIPTION OF THE INVENTION The present
invention relates to novel, safe
I1Q-hydroxyandrosta-4-ere-3-one, compound of  formula
I, and physiologically acceptable salt thereof. 10
Compound of formula 1, may be in the form of
diasteoromers and mixtures thereof. As used  herein,
any stereoisomeric form includes diastereomers and
mixtures thereof. Reference to compound of formula I
hereinafter includes a compound of formula I and
physiologically acceptable salt thereof. 15 With
respect to the various groups encompassed by the
generic terns used here and throughout  



this specification, the following definitions and
explanations are applicable: As used herein `alkyl'
can be straight-chain or branched and can optionally
contain one or more  20 unsaturations and/or can. have
one or more hetero atom incorporated therein and
optionally, in  each case have one or more hydrogen
atoms replaced by -F, -Cl, -Br. -I; -OH,
-OCO-(C,-C3)-alkyl, (C3-C,3)-cycloalkyl, aryl or
heterocyclic radical. As used herein `alkyl including
one or more unsaturations' is to be understood as
meaning  `alkenyl' and/or `alkynyl'. Exemplary alkyl
groups include methyl. ethyl, n-propyl, i-propyl, n-
25 butyl, t-butyl, n-pentyl, 3-pentyl, 2-octyl and the
like. Exemplary alkenyl groups include ethenvl.
propenyl, I -butenyl, (Z)-2-butenyl,
(E)-3-methylbut-2-enyl, (E)-2,4-pentadienyl,
(Z)-3-heptenyl and the like. Exemplary alkenyl groups
include ethynyl.  propynyl, l-butynyl, 2-butynyl,
4-methyl-2-pentynyl, 2,4-hexadiynyl and the like. 30
As used herein `cycloalkyl' is to be understood as
meaning monocyclic, bicyclic, tricyclic and
polycyclic ring systems such as norbotnyl, adamantly
and the like. The term `cycloalkyl' as used  herein
can optionally contain one or more unsaturations
and/or can have one or more hetero atom  SUBSTITUTE
SHEET (RULE 26) WO 2007/099548 PCT/IN2007/000039  10
incorporated therein -F, -Cl, -Br, -I, -OH,
-OCO-(C,-C3)-alkyl, (C,-Cu)-cycloalkyl. aryl or
heterocyclic radical. As used herein `halogen' or
`halo group' refers to fluorine, chlorine, bromine or
iodine.  5 As used herein aryl is to be understood as
meaning ring systems such as phenyl. naphthyl.
anthracenyl, phenanthryl, preferably aryl is phenyl.
As used herein heterocyle or heterocyclic ring is to
be understood as meaning ring systems  10 which, in
addition to carbon, also contain hetero atoms, such
as, for example, nitrogen. oxygen  or sulfur. This
definition furthermore includes ring systems in which
the heterocycle or  heterocyclic radical is fused with
benzene rings. Examples of heterocycles or
heterocyclic rings  are: heteroaryls, such as  15
benzimidazolyl, I-[(C, -C(,)-alkyl] benzimidazolyl,
imidazolyl, 2- or-3-thienyl,  2- or 3-furyl,  20
benzoxazolyl, benzothiazolyl,  2-, 3- or 4-pyridyl,
pyrimidinyl,  4-, 5- or 6-pyridazin-2H-yl-3-one, 25
4-, 5- or 6-pyridazin-2-(C i-Cs)-alkyl-2H-yl-3-one,
2-benzyl-4 -5- or -6-pyridazin-2H-yl-3-one, 3- or
4-pyridazinyl, 2-, 3-, 4- or 8-quinolinyl,  1-, 3- or
4-isoquinolinyl,  



30 1-phthalazinyl, 3- or 4-cunolinyl, SUBSTITUTE SHEET
(RULE 26) WO 2007/099548 PCT/IN2007/000039  11  2- or
4-quinazolinyl, 2-pyrazinyl,  2-quinoxalinyl,  2-, 4-
or 5-oxazolyl, 5 3-, 4- or 5-isoxazolyl,  2-, 4- or
5-thiazolyl,  3-, 4- or 5-isothiazolyl,
I-[(CI-C(,)-alkyl]-2-, -4- or -5-imidazolyl,  3-, 4-
or 5-pyrazolyl, 10 1-[(CI-C(,)-alkyl]-3-, -4- or
-5-pyrazolyl,  1- or 4-[ 1,2,4]-triazolyl, 4- or 5-[ I
,2,3]-triazolyl,  I-[(CI-C(,)-alkyl]-4- or -5-[
I,2,3]triazolyl,  3 , 4- or 7-indolyl, 15
N-[(Ci-C(,)-alkyl]-3-, -4- or -7-indolyl  2-[(C i
-C(,)-alkyl]-3(2H)-indazolyi, I -[(C 1-C(,)-alkyl]-3
(1 H)-indazolyl,  5-tetrazolyl, I -[(C i
-C(,)-alkyl]-1 H-tetrazolyl,  20
2-[(CI-C6)-alkyl]-2H-tetrazolyl. In one embodiment
the' preferred compounds of formula I are selected
from the compound.  wherein nil is 1 25 In one
embodiment the preferred compounds of formula I are
selected from the compound.- wherein nil is 1 and P
and Q are hydrogen. In one embodiment the compounds of
formula I are selected from the compounds wherein R_
represents moiety (A). 30 SUBSTITUTE SHEET (RULE 26)
WO 2007/099548 PCT/IN2007/000039  12 In one embodiment
the compounds of formula I are selected from the
compounds wherein R4  represents moiety (B). In one
embodiment the compounds of formula I are selected
from the compounds wherein R4  5 represents moiety
(C). In one embodiment the compounds of formula I are
selected from the compounds wherein nil is  1; P and Q
are both hydrogen and R4 represents moiety (A). 10 In
one embodiment the compounds of formula I are selected
from the compounds wherein m1 is  1; P and Q are both
hydrogen and R4 represents moiety (B). In one
embodiment the compounds of formula I are selected
from the compounds wherein nil is  



1; P and Q are both hydrogen and R4 represents moiety
(C). 15 In one embodiment the compounds of formula I
are selected from the compounds wherein R(, is
selected from a group consisting of (C1-C8)-alkyl,
aryl and a heterocyclic radical wherein the  ring or
ring system is unsubstituted or substituted as defined
above. 20 In one embodiment the compounds of formula I
are selected from the compounds wherein R;  represents
a group selected from R6, wherein R6 is selected from
a group consisting of (Ci-Cs)- alkyl and a
heterocyclic radical wherein the ring or ring system
is unsubstituted or substituted as  defined above. 25
In one embodiment the present invention provides
110-hydroxyandrosta-4-ere-3-one, a  compound of
formula I-A and physiologically acceptable salt,
thereof: SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  13 o c (c')mj Co-R,,  .O-CO-Its
110 Ri  O R; Formula I-A  5 -- represents a single or
double bond and  vwv represents a or (3-configuration.
wherein Z represents 0, S; 10 R1 represents hydrogen
or methyl which may be either in a or /-configuration,
or methylene; RZ and R3 are the same or different and
each independently represents hydrogen, halogen or a
methyl group; m1 is 1,2or3; R(, represents a group
selected from (C1-C8)-alkyl, (C3-C13)-cycloalkyl, aryl
and a heterocyclic  15 radical, where the ring or ring
system is unsubstituted or substituted by one or more
substituents  selected from. (CI-C>;
)-alkyl,,(C3-C13)-cycloalkyl, halogen,
0-(C1-C8)-alkyl, 0-(C3-C13)-cycloalkyl, OCO-(C1-
C3)-alkyl, S(0)0-2(C,-Cs)-alkyl, COO-(C1-C8)-alkyl,
-OCO-O-(C1-C3)-alkyl,  -OCO-CO-O-(C1-C3)-alkyl,
CONIi2, CONH-(C1-Cg)-alkyl, CON-[(C1-C)-alkyl],, 20
-NHCO-(C1-Cs)-alkyl, N-(C,-C8)-alkyl-CO-(C1-C$)-alkyl,
-NHCO-O-(C1-C;;)-alkyl,  -N-(C1-C>;
)-alkyl-CO-O-(CI-Cs)-alkyl, -NHCONH-(C1-C8)-alkyl,
-N-(C1-C;;)-alkyl-CONH-(C,-C`)-alkyl,
-NHCONH-SO2-(C1-Cs)-alkyl, -N-(C1
-Cg)-alkyl-CONH-SO2-(C, -C8)-alkyl, -NO2, -CN; wherein
the alkyl or cycloalkyl groups can optionally contain
one or'more unsaturations and/or  25 can have one or
more hetero atom incorporated therein and optionally,
in each case have one or  SUBSTITUTE SHEET (RULE 26) 



WO 2007/099548 PCT/IN2007/000039  14 more hydrogen
atoms replaced by -F, -Cl, -Br, -1, -OH,
-OCO-(C,-C3)-alkyl, (C3-C, 3)- cycloalkyl, aryl or
heterocyclic radical; with a proviso that when R4
represents moiety A wherein  R(, represents
(C3-C13)-cycloalkyl optionally containing one or more
hetero atom incorporated  therein, the hetero atom is
not nitrogen; 5 P and Q are independently selected
from hydrogen, halogen and C, to C3 alkyl; or P and Q
can be joined together with the carbon atom to which
they are attached to form (C3- Cx)-cycloalkyl as
represented by moiety (A-1): O  C nmil'R6  n2 (A-1)
wherein m, is I and n2 is 0,1, 2, 3, 4 or 5; 10 or P
and R(, can be joined together to form a cyclic system
as represented by moiety (A-2):  O  OC)m' DG n2 (A-2)
wherein m, is I and n2. IS 0, 1, 2, 3 or 4 and ring G
is optionally present, wherein G represents a
(C3-C8)-cycloalkyl, aryl or a heterocyclic radical as
defined above; 15 R5 represents a group selected'from
R6, -O-R6 or -N(Rg)Ro, wherein R(, is as defined above
and  Rs represents hydrogen, (C,-C(,)-alkyl or
(C3-C6)-cycloalkyl; In one embodiment the compounds of
formula I-A are selected from the compounds wherein 20
nil is 1; P and Q are both hydrogen; RR, is selected
from group consisting of (C,-Cs)-alkyl, aryl  and a
heterocyclic radical; or SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  15 wherein nil is 1; P
and Q are both hydrogen; R6 is aryl wherein the ring
or ring system is  unsubstituted or substituted as
defined above; or wherein R(, is phenyl wherein the
ring or ring system is unsubstituted or substituted as
defined  above. 5 In one embodiment the present
invention provides Il/3-hydroxyandrosta-4-ene-3-one, a
compound of formula I-B and physiologically acceptable
salt thereof: I' Q ~FI)m, 1H)m3 J 0 Z
(C)n,,-C-x-C-(C)nj-K  .O-CO-RS HO Ri  R, O R3  



10 Formula I-B  - represents a single bond or double
bond and  vwv\l represents a or f3-configuration.
wherein  15 Z represents 0, S; R, represents hydrogen
or methyl which may be either in aor 0-configuration,
or methylene; R, and R3 are the same or different and
each independently represents hydrogen, halogen or a
methyl group; 1111 is 1, 2 or 3;  20 in, is 0 or 1;
1113 is 0 or 1;  n1 is 0, 1 or 2; P and Q are
independently selected from hydrogen, halogen and C,
to C3 alkyl;  X represents either a double bond or a
triple bond; and SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  16 J, K and L are
independently selected from a group consisting of
hydrogen, halogen,  (C1-Clo)-alkyl, (C3-C13)-cycloaf
kyl, -OH, -O-(C1-Clo)-alkyl, -O-(C3-C13)-cycloalkyl,
-OCO-(C1-C1o)-alkyl, -OCO-(C3-C13)-cycloalkyl,
-OCO-CO-O-(C1-C1o)-alkyl,
-OCO-CO-O-(C3-C13)-cycloalkyl, -OCO-O-(C,1-Clo)-alkyl,
-OCO-O-(C3-C13)-cycloalkyl, 5 -OCO-NH-(C1-Clo)-alkyl,
-OCO-NH-(C3-C13)-cycloalkyl, -OCO-N-[(C1-Clo)-alkyl]2,
-OCO-N [(C3-C13)-cycloalkyl]2,
-OCO-NHSO2-(C1-Clo)-alkyl,
-OCO-NHSO2-(C3-C13)-cycloalkyl, -CO-[(C3-C1o)N-cyclo],
-OCO-[(C3-C1o)N-cyclo], -NH2, -NH-(C1-Cs)-alkyl,
-N-[(C1-Cg)-alkyl]2, -NO2, -CN, aryl and a
heterocyclic radical as  defined above; 10 or J and K
can be joined together with the carbon atom to which
they are attached to represent a  (C3-C13)-cycloalkyl
or -CO- group and L is as defined above; R; represents
a group selected from R6, -O-Ri, or -N(R8)R6, wherein
R6 is as defined above and  R8 represents hydrogen,
(C1-C6)-alkyl or (C3-C6)-cycloalkyl; In one embodiment
the compounds of formula I-B are selected from the
compounds wherein, .m 1  15 is I; P and Q are both
hydrogen; X represents either a double bond or a
triple bond; m, is 0; n13 is  0; ni is I and J, K and
L are independently selected from hydrogen, halogen,
-OH, -000-(C1- C l o)-alkyl and -OCO-O-(C 1-C l
o)-alkyl. Preferably,  20 1
If-hydroxyandrosta-4-ene-3-one, compound of formula
I-B, and physiologically acceptable salt  thereof P Q
1Wiii2 H)1113 -1 0 Z (C) ii C-X-C-(C)nl-K  O-CO-R; HO
RI  R, O 



R3 Formula I-B  SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  17  wherein Z
represents 0 or S; R, represents hydrogen or methyl
which may be either in a or 0-configuration, or
methylene;  R, and R3 are the same or different and
each independently represents hydrogen, halogen or a
5 methyl group; RS represents a group selected from
(C,-C,o)-alkyl, (C3-C,3)-cycloalkyl,
-O-(C,-Cio)-alkyl, aryl or heterocyclic ring wherein
the ring or ring system is unsubstituted  or
substituted by one or more halogen, -OH,
(C,-C3)-alkyl, -O-(C,-C3)-alkyl, (C-C,;)- cycloalkyl;
wherein the alkyl or cycloalkyl groups can optionally
contain one or more 10 unsaturations and/or can have
one or more hetero atom incorporated therein and
optionally in  each case have one or more hydrogen
atoms replaced by halogen, -OH, (C,-C3)-alkyl. -O-
(C,-C3)-alkyl, (C3-C,3)-cycloalkyl; and ill, Is 1;
ill? is 0 or 1;  15 m;is0or1;  n, is 0, 1 or 2; P and
Q are hydrogen; X represents either a double bond or a
triple bond; and .1, K and L are independently
selected from a group consisting of hydrogen, halogen.
(C',- 20 C,())-alkyl, (C3-C,3)-cycloalkyl, -OH,
-O-((,-C,o)-alkyl, -O-(C3-C,3)-cycloalkyl, -
000-(C,-CIO)-alkyl, -OCO-(C3-Cl3)-cycloalkyl,
-OCO-CO-O-(C,-C,o)-alkyl, -OCO-CO-O-(C:-C,;)-
cycloalkyl, -OCO-O-(C,-Cio)-alkyl,
-OCO-O-(C3-C,3)-cycloalkyl, -OCO-NH-(C,-C1())-alkyl,
-OCO-NH-(C3-C,3)-cycloalkyl, -OCO-N-[(C,-C,o)-alkyl]2,
-OCO-N-[(C3-C,3)-cycloalkyl],. -
OCO-NHSO2-(Ci-C,o)-alkyl,
-OCO-NHSO2-(C3-C,3)-cycloalkyl, -NH2,
-NH-(C,-C,,)-alkyl. - 25 N-[(C1-C8)-alkyl]2, -NO2 and
-CN. Most preferably,
11i3-hydroxyandrosta-4-ene-3-one, compound of formula
I-B, and physiologically acceptable salt  30 thereof:
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  18 J  0 Z-(C)mj C'-X-C-(C)nIK
O-CO-RS 1-10 Ri  R, O It3 



Formula I-B  wherein Z represents S; 5 RI represents
hydrogen or methyl which may be either in a or
fl-configuration, or methylene;  R, and R3 are the
same or different and each independently represents
hydrogen, halogen or a  methyl group; R; represents a
group selected from (CI-Clo)-alkyl,
(C3-C13)-cycloalkyl, -O-(C1-Clo)-alkyl, aryl or
heterocyclic ring wherein the ring or ring system is
unsubstituted  10 or substituted by one or more
halogen, -OH, (C1-C3)-alkyl, -O-(CI-C3)-alkyl,
(C3-C13)- cycloalkyl; wherein the alkyl or cycloalkyl
groups can optionally contain one or more
unsaturations and/or can have one or more hetero atom
incorporated therein and optionally in  each case have
one or more hydrogen atoms replaced by halogen, -OH,
(Ci-C3)-alkyl, -0- (CI-C3)-alkyl, (C3-C13)-cycloalkyl;
and 15 ml is 1;  m2 is 0;  1113 is 0; Ill is0, 1 or2;
P and Q are hydrogen; 20 X represents a triple bond;
and J, K and L are independently selected from a group
consisting of hydrogen, halogen, (C1- C1o)-alkyl,
(C3-C13)-cycloalkyl, -OH, -O-(C1-C1o)-alkyl,
-O-(C3-C13)-cycloalkyl, -000-(C1- CIo)-alkyl,
OCO-(C3-C13)-cycloalkyl, -OCO-CO-O-(C1-Clo)-alkyl,
-000-CO-O-(C3-C13)- cycloalkyl, -OCO-O-(C1-C1o)-alkyl,
-OCO-O-(C3-C13)-cycloalkyl, -OCO-NH-(CI-C10)-alkyl,
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  19 -OCO-NH-(C3-CI3)-cycloalkyl,
-OCO-N-[(C,-C1o)-alkyl]2,
-OCO-N-[(C3-C13)-cycloalkyl]2, -
OCO-NHSO2-(C1-Ci())-alkyl,
-OCO-NHSO2-(C3-C13)-cycloalkyl, -NH2,
-NH-(C1-Cs)-alkyl, - N-[(CI-C>;)-alkyl]2, -NO2 and
-CN. 5 In one embodiment the present invention
provides 11 j3-hydroxyandrosta-4-ene-3-one, a
compound of formula I-C and physiologically acceptable
salt thereof: I\/Q 0 Z-O-(C)mi Ri  .O-CO-Rc  Ri  O R,
Formula I-C  10 - represents a single or double bond
and  vvw\, represents a or a-configuration.  wherein Z
represents S; 



15 R, represents hydrogen or methyl which may be
either in a or $-configuration, or methylene; R2 and
R3 are the same or different and each independently
represents hydrogen, halogen or a  inethyl group; mI
is l,2or3; P and Q are independently selected from
hydrogen, halogen and C1 to C_ alkyl; 20 R7 represents
a group selected from halogen, CO-aryl and R(" wherein
the aryl ring of CO-aryl is  unsubstituted or
substituted by one or more substituents as defined
above for the ring or ring  system; R(, represents a
group selected from (C1-C8)-alkyl,
(C3-C13)-cycloalkyl. aryl and a heterocyclic  radical,
where the ring or ring system is unsubstituted or
substituted by one or more substituents  25 selected
from SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  20 (C,-C5)-alkyl, (C3-C,;
)-cycloalkyl, halogen, O-(CI-C8)-alkyl,
O-(C3-C13)-cycloalkyl, OCO-(C,- C3)-alkyl,
S(O)o-2(Ci-C8)-alkyl, COO-(Ci-C8)-alkyl,
-0C0-O-(C,-C3)-alkyl,  -0C0-CO-O-(Ci-C3)-alkyl, CONH2,
CONH-(C1-C8)-alkyl, CON-[(C1-C8)-alkyl]2,
NHCO-(C,-C8)-alkyl, N-(C,-C8)-alkyl-CO-(Ci-C8)-alkyl,
-NHCO-O-(C,-C8)-alkyl, 5
-N-(C,-C8)-alkyl-CO-O-(C,-C8)-alkyl,
-NHCONH-(C,-Cg)-alkyl,
-N-(C,-C8)-alkyl-CONH-(C,-C8)-alkyl,
-NHCONH-S02-(C,-C8)-alkyl,
-N-(C,-C8)-alkyl-CONH-SO2-(Ci-Cg)-alkyl, -NO2, -CN;
wherein the alkyl or cycloalkyl groups can optionally
contain one or more unsaturations and/or  can have one
or more hetero atom incorporated therein and
optionally, in each case have one or  10 more hydrogen
atoms replaced by -F, -Cl, -Br, -I, -OH,
-OCO-(C,-C3)-alkyl, (C3-C, 3)- cycloalkyl, aryl or
heterocyclic radical; R5 represents a group selected
from Rc, -O-R.( or -N(R8)R6" wherein .Rr, and Rx are
as defined  above. In one embodiment the compounds of
formula I-C are selected from the compounds wherein m,
15 is 1; P and Q are both hydrogen and R7 represents
R(, wherein, R6 is selected from group  consisting of
(C,-C8)-alkyl or aryl wherein the ring or ring system
is unsubstituted or substituted  as defined above.
Physiologically acceptable salts are particularly
suitable for medical applications, due to their  20
greater solubility in water compared with the starting
or base compounds. Suitable  physiologically
acceptable acid addition salts of the compounds of the
invention may be salts of  inorganic acids such as
hydrochloric acid, hydrobromic acid, phosphoric acid,
and the like or of  organic acids such as, for
example, acetic acid, benzenesulfonic acid, benzoic
acid, citric acid  and the like. Examples of suitable
physiologically acceptable basic salts are ammonium
salts, 25 alkali metal salts such as sodium salts and
potassium salts and alkaline earth metal salts such as
magnesium salts and calcium salts. The compounds of
formula I are useful in human or veterinary medicine,
in particular as anti- inflammatory and antiallergic
agents. 30 SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  



21 The compounds of formula I have potentially
beneficial anti-inflammatory or antiallergic effects,
which are demonstrated by, for example, their ability
to bind to the glucocorticoid receptor in  vitro; and
inhibit croton oil induced ear edema, cotton pellet
induced granuloma, sephadex  induced lung edema in
vivo models,-without causing systemic side effects
like involution of  5 thymus, enhanced deposition of
glycogen in the liver, or appreciable change in body
weight. All references to compound(s) of the formula I
herein refer to a compound/compounds of the  formula
(I) and to salt thereof. 10 The present invention
provides process for preparation of the compounds of
the formula 1,  comprising reacting the compound of
formula II, with R4-Y, a compound of formula Ill
(Scheme-I): O Z-H OZ-Ra  HO "O-CO-R5 - "o-CO-R-,  R,
1-10 R, R4-Y  O Formula [if O  R Formula II i Formula
I  15 Scheme-I represents a single or double bond and
represents a or /3-configuration.  wherein Z
represents 0 or S; 20 RI, R2, R3, R4 and R5 are as
defined above; Y represents a leaving group; In the
compound of formula III, Y represents a suitable
leaving group. A suitable leaving group  is any group
which upon reaction of a compound of formula II with
the compound of formula III,  facilitates formation of
a compound of formula 1. For example, Y may be
halogen, alkylsulfonate  SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  22 or arylsulfonate
group, like methanesulfonate, p-toluenesulfonate or
trifluoromethanesuIfonate  group. In one embodiment
the present invention also provides a compound of
formula I-A and a process  5 for preparation of
compound of formula IA comprising reacting a
carboxylic acid compound of  formula II-A (a compound
of formula II, wherein Z is 0) or a carbothioic acid
compound of  formula II-B (a compound of formula 11,
wherein Z is S) with a compound of formula 111-A
.(Scheme-ll): o z-1I  "O-CO-RS  IK) 1,\ Q O/_-(C')mi
C'O-Ra  Q "O-CO-115  



R, Y-(C)mi CO-R6 HO Ri  Formula 111-A Ri R,  O Ili
Formula II Formula I-A 10 Scheme-II  - ' represents a
single or double bond and 'nnnn1 represents a or
(3-configuration.  wherein Z represents 0, S; R1, R2,
R;, R5, R(,, Y, P, Q and ml are as defined above; 15
The reactions represented by Schemes I or 11 can be
advantageously carried out in a suitable inert
organic polar solvent or solvent system, for example,
acetone, acetonitrile, i\'.N- dimethylformamide, NN-
dimethylacetamide, dimethyl sulfoxide and the like or
mixture thereof,  in presence of a suitable base, for
example, alkali or alkaline earth metal carbonates
like  potassium carbonate, sodium carbonate, sodium
bicarbonate and the like. 20 The starting compounds of
formula II are either known in the art or can be
prepared by following  known methods, for example,
Gordon J. Phillips et al., .1. Med. Chem., 37,
3717-3729 (1994);  SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  23 United States Patent
No. 4335121; PCT publication No. WO 04/001369 or WO
04/039827,  incorporated herein by reference.
Scheme-Ill represents a reaction sequence following
which compound of formula II can be  5 prepared. O OH
O OH O OH O Formula V Formula IV-A Formuila Il-A O ZH
O ZH /JO  HO --OH HO R1 R5  R1  R2 R2 O /  O  R3 R3
Formula IV-6; Z=S Formula 11-I1; Z=S  Scheme-III 10
Preferably, the compounds of formula II-A ( compound
of formula 11, wherein Z is 0) may be  prepared by
treating a compound of formula IV-A with compounds of
formula R5COOH or an  active derivative thereof such
as an activated ester, anhydride or halide thereof,
especially all  acid halide, for example, an acid
chloride, in the presence of an organic base like
triethylamine  



or an inorganic base like potassium carbonate. To
obtain compounds of formula II-A, wherein R; 15
represents -0-R6 or -N(R8)R6, the compound of formula
IV-A is reacted with corresponding R,,- O-C0-Y' or
R6(R8)N-CO-Y' where Y' represents a leaving group such
as a halide, 4- nitrophenolate etc, in the presence of
an organic base like triethylamine or an inorganic
base like  potassium carbonate. To obtain compounds of
formula II-A, where R5 represents -N(R8)RI" and  Ru is
hydrogen, the compound of formula IV-A can be reacted
with the corresponding  20 isocyanate OCN-R6. The
compounds of formula IV-A may be prepared by oxidation
of SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  24 compounds of formula V in
presence of of a chemical oxidizing agent like
periodic acid or  sodium periodate. 5 Preferably, the
compounds of formula 1l-B ( compound of formula II,
wherein Z is S) may be  prepared from compound formula
II-A by initial reaction with
N.N-dimethylthiocarbamoyl  chloride, followed by
aminolysis of the resulting rearranged mixed anhydride
with diethylamine,  or methanolysis by methanol and
potassium carbonate, or reaction with sodium
hydrosulfide in a  suitable solvent, for example,
NN-dimethylfomiamide. 10 The compounds of formula
II-B, where Z is S may also be prepared by treating a
compound of  formula IV-B with compounds of formula
R5COOH or an active derivative thereof such as an
activated ester, anhydride or halide thereof,
especially an acid halide, for example, an acid
chloride, in the presence. of an organic base like
triethylamine or an inorganic abse like 15 potassium
carbonate. In compounds of formula II-B wherein R5
represents -O-Rr, or -N(R,;)R,,,  the compound of
formula IV-B is reacted with corresponding R(,0-CO-Y'
or R6(Rx)N-CO-Y'  where Y' represents a leaving group
such as a halide, 4-nitrophenolate etc, in the in the
presence  of an organic base like triethylamine or an
inorganic base like potassium carbonate. 20 The
compounds of formula IV-B, where Z. is S may be
prepared from compound formula IV-A  by carbonyl
activation with 1,1'-carbonyldiimidazole and reaction
with hydrogen sulfide or  sodium hydrosulfide in a
suitable solvent, for example, NN-dimethylfonmamide.
The compounds of formula II may be conveniently used
as acid addition salts thereof, preferably  25 in
crystalline form. Any suitable base addition salts can
be used, for example, sodium or  potassium salt. The
compound of formula 111-A are known or may be prepared
by methods known in the art. 30 In one embodiment the
present invention provides a compound of formula 1-B
and a process for  preparation thereof comprising
reacting a carboxylic acid compound of formula Il-A (a
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  25 compound of formula II, wherein
Z is 0) or carbothioic acid compound of formula 11-B
(a  compound of formula 11, wherein Z is S) with a
compound of formula 111-B (Scheme-IV): o z-I1
,.O-CO-RS  lio O R, 1,\ II)m, H)m; i -O-('O-R;  



/ I I HO \'-(C)m i-C-X-C-(C)n I-K,  R3 Formula 111-13
L R  O Ri  Formula II Formula I-B  5 Scheme-IV  -
represents a single or double bond and 10 M represents
a or 13-configuration. wherein Z represents 0 or S;
R1, R2, R3, R5, Y, P, Q, J, K, L, m) and n, are as
defined above, X represents either a double bond  or a
triple bond, m2 i00 or 1 and ni3 is 0 or 1; 15 The
compound of formula I-B can be prepared by alkylation
of compound of formula 11 with  compound of formula
III-B, advantageously carried out in an inert organic
polar solvent, for  example, acetone, acetonitrile,
N,N-dimethylformamide, N,N-dimethyl acetamide, di
methyl  sulfoxide and the like in presence of a
suitable base, for example, alkali or alkaline.earth
metal  carbonates like potassium carbonate, sodium
carbonate, sodium bicarbonate and the like. The  20
compound of formula III-B are known or can be prepared
by methods known.in the art. SUBSTITUTE SHEET (RULE
26) WO 2007/099548 PCT/IN2007/000039  26 In one
preferred embodiment, the present invention provides a
compound of formula I-C and a  process for preparation
thereof comprising reacting a compound of formula VI
with a compound  of formula III-C (Scheme-V): ~n  0 11
Q  Z ZO-Rp,,,-ic7  .O-CO-Rs 10 110  R 1 It i,  V R7 R
-\C~~ 0 Formula 111-C 0 R3 Ri  Formula VI Formula I-C
5 Scheme-V  -- represents a single or double bond and
NWVV represents a or (3-configuration.  



wherein Z represents S; 10 R1, R2, R1, R5,R7,Y, P, Q
and ml are as defined above; The compound of formula
I-C can be prepared by the alkylation of compound of
formula VI  with compound of formula III-C,
advantageously carried out in an inert organic polar
solvent, for  example, acetone, acetonitrile, N,N
dimethylformamide, NN-dimethylacetamide, dinmethyl 15
sulfoxide and the like in presence of a suitable base,
for example, alkali or alkaline earth metal
carbonates like potassium carbonate, sodium carbonate,
sodium bicarbonate and the like. The  compound of
formula III-C are known or can be prepared by methods
known in the art. The compound of formula VI may be
prepared by oxidation of compound of formula II-B with
20 oxidizing agent, for example, hydrogen peroxide,
urea-hydrogen peroxide, peracetic acid, m-
chloroperbenzoic acid, sodium periodate and the like
in a polar organic solvent such as methanol,  ethanol,
2-propanol, acetic acid and the like. SUBSTITUTE SHEET
(RULE 26) WO 2007/099548 PCT/IN2007/000039  27 The
compound of formula I and physiologically acceptable
salt thereof can also be used. as  intermediates for
preparation of derivatives thereof, for example, the
-OH group can be  converted to halo group or
acetylated, sulfonated etc. 5 The present invention
also relates to the dosage forms for local application
depends on the  precise type of formulation to be
prepared but generally may be within the range of
0.001 to 10%  by weight. Generally, however for most
types of preparations advantageously the proportion
used will be within the range of 0.005 to 1% and
preferably 0.01 to 0.5%. However, in powders  for
inhalation or insufflation the proportion used may be
within the range of 0.1 to 5%. The daily 10 dose may
vary and would be dependent on the condition being
treated, and the duration of  treatment desired. In
one embodiment, the amount of a compound according to
formula I used to attain the desired  biological
effect depends on a number of factors, for example the
specific compound selected,  15 the intended use, the
type of administration and the clinical state of the
patient. In general, the daily dose is in the range of
0.01mg to 500mg (typically from 0.1 mg to 10mg).
Orally  administrable individual dose formulations
such as, for example, tablets or capsules can contain,
for example, from 0.1mg to 500mg, typically from Img
to I00mg. 20 In the case of physiologically acceptable
salts, the above mentioned masses.relate to the mass
of  the free compound on which the addition salt is
based. The compounds used for the prophylaxis  or
therapy may be the compounds according to formula I
themselves, or, in one embodiment,  they are present
in the form of a pharmaceutical composition together
with an acceptable carrier.  In one embodiment, the
carrier must be naturally acceptable, in the sense
that it is compatible 25 with the other ingredients of
said composition and is not harmful to the patient's
health. The  carrier may be a solid or a liquid or
both and is preferably formulated with the compound as
an  individual dose, for example as a tablet that may
contain from 0.05% to 95% by weight of the  active
compound. The pharmaceutical compositions of the
invention may be prepared according  to any of the
known pharmaceutical methods which essentially
comprise mixing the ingredients  30 with
pharmacologically acceptable carriers and/or
excipients. SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  



28 Another aspect of the present invention relates to
formulation of compounds of formula I in a  suitable
form for administration to a subject. Pharmaceutical
compositions of the invention are those which are
suitable for oral, rectal,  5 topical, peroral (e.g.
sublingual) and parenteral (e.g. subcutaneous,
intradennal or intraarticular)  administration,
although the most suitable manner of administration,
depends in each individual  case on the nature and
severity of the condition to be treated and on the
nature of the compound  according to formula I used in
each case. Sugar-coated formulations and sugar-coated
delayed- release formulations, too, are included
within the scope of the invention. In one
embodi.1nent, 10 preference is given to acid-resistant
and enteric formulations. Suitable enteric coatings
include  cellulose acetate phthalate, polyvinyl
acetate phthalate, hydroxypropylmethylcel lu lose
phthalate  and anionic polymers of methacrylic acid
and methyl methacrylate. Suitable pharmaceutical
compounds for oral administration may be present in
separate units as,.  15 for example, capsules,
cachets, lozenges or tablets, which in each case
contain a particular  amount of the compound according
to formula I; as powders or granules; as solution or
suspension in an aqueous or non-aqueous liquid; or as
an oil-in-water or water-in-oil.emulsion.  These
compositions can be prepared according to any suitable
pharmaceutical method which  includes a step in which
the active compound and the carrier (which may
comprise one or more 20 additional components) are
contacted. In general, the compositions are
prepared-by uniform and  homogeneous mixing of the
active compound with a liquid and/or finely dispersed
solid carrier.  after which the product is shaped, if
necessary. Thus a, tablet, for example, may be
prepared by  pressing or shaping a powder or granules
of the compound, where appropriate with one or more
additional components. Pressed' tablets can be
prepared by tableting the compound in free 25 flowing
form, for example a powder or granules, mixed, where
appropriate, with a binder.  lubricant, inert diluent
and/or one or more surface active/dispersing agents in
a suitable machine.  Shaped tablets can be prepared by
shaping the pulverulent compound, moistened with an
inert  liquid diluent, in a suitable machine. 30
Pharmaceutical compositions which are suitable for
peroral (sublingual) administration include  lozenges
which contain a compound according to formula I with a
flavoring agent, usually  SUBSTITUTE SHEET (RULE 26)
WO 2007/099548 PCT/IN2007/000039  29 sucrose and gum
arabic or tragacanth, and pastilles which comprise the
compound in an inert  base such as gelatin and
glycerol or sucrose and gum arabic.  Suitable
pharmaceutical compositions for parenteral
administration may, for example, comprise 5 sterile
preparations of a compound according to formula I.
These preparations may be  administered'
intradermally, although they may also be administered
subcutaneously,  intramuscularly or intraarticularly
as an injection. These preparations may be prepared by
mixing  the compound with water and rendering the
obtained solution sterile. Injectable compositions of
the invention generally contain from 0.01 to 5% by
weight of the active compound. 10 Suitable
pharmaceutical compositions for rectal administration
are present as individual dose  suppositories. These
may be prepared by mixing a compound according to
formula I with one or  more conventional solid
carriers, for example cocoa butter, and shaping the
resulting mixture. 



15 Suitable pharmaceutical compositions for topical
application to the skin may be present as  ointment,
cream, lotion, paste, spray, aerosol or oil. The
carriers which may be used include. for  example,
petroleum jelly, lanolin, polyethylene glycols,
alcohols and combinations of two or  more of these
substances. In one embodiment, the active compound is
present at a concentration  ranging from 0.1 to 15%,
for example from 0.5 to 2%, by weight of the
composition. 20 Transdermal administration is also
possible. Suitable pharmaceutical compositions for
transdennal administration may be present as
individual patches, which are suitable for long- term
close contact with the epidermis of the patient. Such
patches suitably contain the active  compound in an
optionally buffered aqueous solution, dissolved and/or
dispersed in an adhesive 25 or dispersed in a polymer.
A suitable active compound concentration is from
approx. 0.1% to  35%, preferably approx. I to 15%. A
particular possibility is the release of the active
compound  by electro-transport or ionophoresis, as
described, for example, in Pharmaceutical Research,
2(6): 318 (1986). 30 In one preferred embodiment the
compounds of formula I are adapted for local
administration.  Local administration as used herein
includes administration by insufflations and
inhalation. The  SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  30 various types of
dosage forms useful for local administration include
ointments, lotions, creams,  gels, foams, preparations
for transdermal delivery by patches, powders, sprays,
aerosols,  capsules or cartridges for use in inhaler
or insufflator or drops (for example, eye,or nose
drops),  solution/suspensions for nebulisation,
suppositories, pessaries, retention enemas and
chewable or  5 suckable tablets or pellets or
microencapsulation preparations. Ointments, creams and
gels, may for example, be formulated with an aqueous
or oily base with  the addition of suitable thickening
and/or gelling agent and/or solvents. Such bases may
thus, for  example, include water and/or oil such as
liquid paraffin or a vegetable oil such as arachis oil
or 10 caster oil, or a solvent such as polyethylene
glycol. Thickening agents and gelling agents which
may be used according to the nature of the base
include soft paraffin, aluminum stearate,  cetostearyl
alcohol, polyethylene glycols, woolfat, beewax,
carboxypolymethylene and cellulose  derivatives,
and/or glyceryl monosterate and non-ionic emulsifying
agents. 15 Powders for external application may be
formed with the aid of any suitable powder base, for
example, talc, lactose or starch. Drops may be
formulated with an aqueous or non aqueous base  also
comprising agents, solubilizing agents, suspending
agents or preservatives. Spray compositions may for
example be formulated as aqueous solution or
suspensions or as  20 aerosols delivered from
pressurized packs, such as a metered dose inhaler,
with the use of a  suitable liquefied propellant.
Aerosol compositions suitable for inhalation can be
either a  suspension or a solution and generally
contain a compound of formula I and suitable
propellant  such as a fluorocarbon or hydrogen
containing chlorofluorocarbon or mixtures thereof,
particularly hydrofluoroalkanes, especially
1,1,1,2-tetrafluoroethane, 1,1,1,2,3,3,3-heptafluoro-n
25 propane or a mixture thereof. The aerosol
composition may optionally contain additional
forniulation excipients well known in the art such as
surfactants e.g. oleic acid or lecithin and co
solvents e.g. ethanol. Advantageously, the
formulations of the invention may be buffered by the
addition of suitable  



30 buffering agents. SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  31 Capsules and
cartridges for use in an inhaler or insufflator, for
example gelatine, may be  formulated containing a
powder mix or for inhalation of a compound of the
invention suitable  powder base such as lactose or
starch. Each capsule or cartridge may generally
contain between  20g-1000g of the compound of formula
I. Alternatively, the compound of the invention may  5
be presented without excipients such as lactose. The
proportion of the active compound of formula I in the
local compositions according to the  invention depends
on the precise type of formulation to be prepared but
will generally be within  the range of form 0.001 to
10% by weight. Generally, however for most types of
preparations 10 advantageously the proportion used
will.be within the range of form 0.005 to 1% and
preferably  0.01 to 0.5%. However, in powders for
inhalation or insufflation the proportion used will be
within the range of from 0.1 to 5%. Aerosol
formulations are preferably arranged so that each
metered dose or. "puff' of aerosol  15 contains
20g-2000g, preferably about 20g-500g of a compound of
formula I.  Administration may be once daily or
several times daily, for example 2, 3, 4 or 8 times,
giving  for example 1, 2 or 3 doses each time. The
overall daily dose with an aerosol will be within the
range 100g-1000g preferably, 200g-2000g. The overall
daily dose and the metered dose  delivered by capsules
and cartridges in an inhaler or insufflator will
generally be double those  20 with aerosol
formulations. Topical preparation may be administrated
by one or more applications per day to the affected
area, occlusive dressing may advantageously be used. A
continuous or prolonged delivery may  be achieved by
an adhesive reservoir system. 25 A pharmaceutical
composition may be a solution or suspension comprising
a therapeutically  effective concentration of compound
of formula I, with or without other bioactives in
pharmaceutically effective concentrations. The
composition may additionally comprise of  various
pharmaceutically acceptable excipients such as
chelating agents, pH modifiers, buffers,  30 viscosity
enhancers, isotonicity agents, solubilizers,
preservatives, antioxidants and the like. SUBSTITUTE
SHEET (RULE 26) WO 2007/099548 PCT/IN2007/000039  32 A
compound of formula I may be formulated in the form of
drug delivery systems such as gel  forming solutions.
For internal administration the compounds according to
the invention may, for example, be  5 formulated in
conventional manner for oral, parenteral or rectal
administration. Formulation for  oral administration
include syrups, elixirs, powders, granules, tablets
and capsules which  typically contain conventional
excipients such as binding agents, fillers,
lubricants, disintegrants,  wetting agents, suspending
agents, emulsifying agents, preservatives, buffer
salts, flavoring,  coloring and/or sweetening agents
as appropriate. Dosage unit forms are, however,
preferred as  10 described below. Slow release or
enteric coated formulations may be advantageous,
particularly for inflammatory  



bowel disorders. 15 Preferred forms of preparation for
internal administration are dosage unit forms i.e.
tablets and  capsules: Such dosage unit forms contain
from 0.01mg to 20mg preferably from 2.5111g to I Wig
of the compounds of the invention. The present
invention provides a pharmaceutical composition
comprising 11j3-hydroxyandrosta- 20 4-ene-3-one, a
compound of formula I and physiologically acceptable
salt thereof. The present invention in one embodiment
provides a pharmaceutical composition comprising
11(3-hydroxyandrosta-4-ene-3-one; a compound of
formula I-A, and physiologically acceptable  salt
thereof. 25 The,present invention in one embodiment
provides a pharmaceutical composition comprising
11(3-hydroxy androsta-4-ene-3-one, a compound of
formula I-B, physiologically acceptable salt  thereof.
30 SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  33 The present invention in one
embodiment provides a pharmaceutical composition
comprising  11(3-hydroxyandrosta-4-ene-3-one, a
compound of formula I-C, and physiologically
acceptable  salt thereof. 5 The invention is
illustrated but not restricted by the description in
the following examples.  EXAMPLES 10 Example I
9,11-Epoxy-17a-hydroxy-16a-methyl-3-oxandrosta-1,4-die
ne-17/3-carboxylic acid H  O O OH  ...OH .,.OH  A
solution of periodic acid (4.59g, 0.0201mo1) in water
(25m1) (prepared by heating to 50-55C 15 and then
cooling to 30-35C) was added dropwise to a stirred
suspension of 17a,21-dihydroxy-
9,11-epoxy-I6a-methylpregna-1,4-diene-3,20-dione
(5.0g, 0.0134mo1) in tetrahydrofuran (25ml)  at 0-5.
The reaction mixture _was stirred at 0-5C for 2hrs,
water was added to the reaction  mixture at 0-5C. The
precipitated product was filtered, washed with water,
and dried to yield  the title compound as white solid
(4.75g, 98.7%). 20 'H NMR (400 MHz in CDC13), &
0.92(d, J=6.99Hz, 3H), 1.04(s, 3H), 1.29-1.36(m, 1H),
1.44(s,  3H), 1.41-1.82(m, 4H), 2.12-2.94(m, 6H),
3.19(s, IH), 3.55-3.65(m, 1H), 6.11(s, IH), 6.14(dd,
J,=10.09Hz; J2=1.68Hz, 1H), 6.60(d, J=10.06Hz, 1H).
Example 2 25 9,11-Epoxy-l7a-[(2-furanylcarbonyl)oxy]
16a-methyl-3-oxoandrosta-1,4-diene-17/3- carboxylic
acid SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  34  O OH O OH  



OH O / O  O O To suspension of
9,11-epoxy-1-7a-hydroxy-I6a-methyl-3-oxoandrosta-1,4-d
iene-I7/3-carboxylic  acid.(4.5g, 0.012mol) in acetone
(25m1) at 10-115C was added sequentially triethylamine
(5.3m1,  0.038mo1) and 2-furoyl chloride (4.96g,
0.038mo1). After stirring for 4 hrs at 25-30C, 5
diethylamine (2.63m1, 0.025mo1) was added dropwise at
10-15C and then stirred at ambient  temperature for
lhr. Thereafter the reaction mixture was acidified to
pH 1.0-1.5 at 0-5C, the  precipitated product was
filtered, washed with water, and dried to yield the
title compound as  white solid (5.96g, 99%). 'H NMR
(400 MHz in CDCI3+DMSO-d6), 6. 0.98(d, J=7.09Hz, 3H),
1.07(s, 3H), 1.25-1.48(m,  10 2H), 1.46(s, 3H),
1.66-1.81(m, 3H), 2.02-2.74(m, 6H), 3.26(s, IH),
3.26-3.32 (m, 1H), 6.19(s, IH), 6.22(dd, J,=10.13Hz,
J2=1.76Hz, 1H), 6.53(dd, Ji=3.44Hz, J2=1.61 Hz,  1H),
6.64(d, J=10.04Hz, 1H ), 7.15(d, J=3.37Hz, 1H),
7.62(d, J=0.81 Hz, I H). Example 3 15
17/((N,N-Dimethylcarbamoyl)thio]carbonyl-9,11-epoxy-17
a-1(2-furanylcarbonyl)oxyk- 16
a'-methyl-3-oxoandrosta-1,4-diene O 1  0 OH 5 O o I F%
O  / O O A solution of
9,11-epoxy-I7a-[(2-furanyl"carbonyl)oxy] 16a-methyl-
3-oxoandrosta-l,4-diene- 17,8-carboxylic acid (7.0g,
0.0129mo1) and NN-dimethylthiocarbamoyl chloride
(2.74g,  20 0.0259mo1) in tetrahydrofuran (35m1) was
cooled to 10 to 15C and treated with triethylamine
(2.86g, 0.0283mol) and tetrabutulammonium iodide
(0.5g). The reaction mixture was. then  warned to
ambient temperature, stirred for 4hrs and then added
N,N-dimethylacetamide (21 nil)  followed by water
(140m1). The resultant mixture. was cooled to 0C, the
product filtered.  washed with water and dried to
yield the title compound as light yellow solid. (6.6g,
79.1'%. SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  35 ~H NMR (400 MHz in
CDCI3+DMSO-d6), S. 1.01(d, J=7.1 IHz, 3H), 1.15(s,
3H), 1.41-1.49(m,  2H), 1.46(s, 3H), 1.72-l.87(m, 3H),
2.19-2.73(m, 6H), 3.06(s, 3H), 3.16(s, 3H), 3.30(s,
IH),  3.30-3.32(m, IH), 6.19(s, 1H), 6.22(dd,
J,=10.02Hz, J2=1.74Hz, IH), 6.58(dd, J,=3.5 l Hz,
J2=1.68Hz, 1H), 6.64(d, J=10.09Hz, 1 H ), 7.22(d,
J=3.51 Hz), 7.67(d, J=0.9OHz, IH). 5 Example 4
9,11-Epoxy-I7a-1(2-furanylcarbonyl)oxyl-17a
hydroxy-16a-methyl-3-oxoandrosta-1,4-
diene-17#-carbothioic acid O SH O S ..0- ~  O 



O  O 10 A suspension of
173-[(N,N-dimethylcarbamoyl)thio]carbonyl-9,11-epoxy-l
7a-[(2-
furanylcarbonyl)oxyl-16a-methyl-3-oxoandrosta-1,4-dien
e (5.0g, 0.0106 mol) and potassium  carbonate (2.94g,
0.0213mol) in methanol (25m1) was stirred at ambient
temperature for 5hrs  under a blahket of nitrogen.
Thereafter, water was added to the reaction mixture
and the resultant  clear solution was washed with
toluene . The aqueous layer containing the product was
15 charcoalized and then acidified with 2N HCl until
pH was 1.5 to 2.0. The precipitated product  was
filtered, washed with water, and dried to, yield the
title compound as an off-white solid (3.6g,  83%). 1H
NMR (400 MHz in CDC13), &. 1.01(d, J=7-1 lHz, 3H),
L12(s, 3H), 1.36-1.48(m, 2H), 1.46(s,  3H),
1.72-1.81(m, 3H), 2.18-2.69(m, 6H), 3.28-3.31(m, 1H),
3.31(s, IH), 6.21(s, 1H), 6.25(dd,  20 J,=10.08Hz.
J2=1.76Hz, 1H), 6.55(dd, J,=3.48Hz, J2=1.6lHz, IH),
6.63(d, J=10.06Hz, 1H ),  7.23(dd, J,=3.45Hz,
J2=0.58Hz, 1H), 7.64(d, J=0.97Hz, 1H). Example 5 25
17p-[(NN-Dimethylcarbamoyl)thiolcarbonyl-6a,9a-difluor
o-17a-[(2-furanyl-
carbonyl)oxyl-11/-hydroxy-16a-methyl-3-oxoandrosta-1,4
-diene  SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  36 O ON YN,  NO ...0 O S O  O D / F
F To a solution of
6a,9a-difluoro-17a-[(2-furanylcarbonyl)oxy]-11,8-hydro
xy-l6a-methyl-3- oxoandrosta-l,4-diene-17,8-carboxylic
acid (12.3g, 0.025mo1) and NN-dimethylthiocarbamoyl
chloride (9.29g, 0.075mo1) in tetrahydrofuran (60ml)
was added triethylamine (10.48m], 5 0.075mol) at
10-15C and tetrabutylammonium iodide (0.92g) and the
mixture stirred for 4hrs  at ambient temperature.
Dimethylacetamide (37m1) and water (310ml) were added
to the reaction  mixture and stirred for 2hrs at 0C.
The solid obtained was filtered, washed with water and
dried  to yield the title compound as a white solid
(14.3g, 99%). 'H NMR (400 MHz in CDCI3+DMSO-d6), &.
1.00(d, J=7.lOHz, 3H)1 1.19(s, 3H), 1.30-1.36(m,  10
IH), 1.54(s, 3H), 1.63-2.00(m, 3H), 2.22-2.60(m, 4H),
3.03(s, 3H), 3.16(s, 3H), 3.31-3.36(m,  lH), 4.29(d,
J= 8.91Hz, 1H), 5.39(br-s, 1H), 5.43-5.59(ni, 1H),
6.22(s, 1H), 6.27(dd,  J1=10.15Hz, J2=1.75Hz, 1H),
6.60(dd, Ji=3.49Hz, J2=1.70Hz, 1H), 7.15(d, J=3.46Hz,
I H ),  7.26(d, J=9.85Hz, 1H), 7.80(d, J=0.92Hz, 1H).
15 Example 6 6a,9
a-Difluoro-11/3-hydroxy-16fi-methyl-3-oxo-17a-propiony
loxyandrosta-l,4-diene-17fl- carbothioic acid 0 O SH
O S HO .,,0 ^  I I F O 



O F  O F 20 A suspension of 1
7,-[(N,N-dimethylcarbamoyl)thio]carbonyl-6
a,9a-difluoro-11,8-hydroxy-16/3-
methyl-3-oxo-17a-propionyloxyandrosta-1,4-diene (5.0g,
9.27 mmol) in 75m1 diethylamine was  heated under
reflux for 8hrs. The cooled reaction mixture was
poured in to ice-water acidified  with 2N HCl to pH 2
and extracted with ethyl acetate. The ethyl acetate
extract was washed with  SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  37 water, dried, and
concentrated in vacuo. The residue obtained was
crystallized from ethyl acetate  to give the title
compound as light yellow solid (3.2g, 73.7%) 'H NMR
(400 MHz in CDCI;),. S: 1.06(s, 3H), 1.16(t, J=7.52Hz,
3H), 1.20-1.25(m, 1 H), 1.39(d.  .1=7.23Hz, 3H),
1.54(s, 3H), 1.67-2.05(nm, 4H), 2.22-2.80(m, 4H),
2.39(q, J=7.69Hz, 2H).  5 4.45(br-d, J=7.69Hz, I
H),5.30-5.50(m, IH), 6.38(d, J=9.93Hz, IH), 6.43(s, I
H), 7.15(dd.  J=10.17Hz, 1H). In an analogous manner
was prepared
6a,9a-difluoro-17a-[(2-furanylcarbonyl)oxy]-l l f3-
hydroxy-16 f3-methyl-3-oxoandrosta-1,4-diene-17f
-carbothioic acid. 10 Example 7 6
a,9a-Difluoro-17a-I(2-fu
ranylcarbonyl)oxy]-11/3-hydroxy-16a-methyl-3-oxoand
rosta-1,4- diene-17f3-carbothioic acid 0N. 0 SH  O S
HO H0 0 O  "'0 0 A suspension of
17/3-[(NN-dimethylcarbamoyl)thio]carbonyl-6a,9a-difluo
ro-l7a-[(2- 15
furanylcarbonyl)oxy]-1lp-hydroxy-16a-methyl-3-oxoandro
sta-l,4-diene (14.2g, 0.024mol) and  potassium
carbonate (6.78g, 0.0491mo1) in methanol (70ml) was
stirred at ambient temperature  for 6hrs under a
blanket of nitrogen. Thereafter, water was added to
the reaction mixture and the  resultant clear solution
was washed with toluene. The aqueous layer containing
the product was  charcoalized and then acidified with
2N HC1 until pH was 1.5 to 2.0. The precipitated
product 20 was filtered, washed with water, and dried
to yield the title compound as white solid (I 1.8g
94.8%). ~H NMR (400 MHz in CDCI3+DMSO-d6), S:
1.03(d,J=7.17Hz, 3H), 1.20(s, 3H), 1.31-1.37(111- I
H), 1.56(s, 3H), 1.73-2.03(m, 3H), 2.28-2.59(m, 4H),
3.37-3.42(m, I H), 4.35-4.38(br-d, 1 H)- 4.89(d,
J=1.22Hz, 1H), 5.34-5.51(m, 1H), 6.34(dd, J,=10.06Hz,
J2=1.88Hz, 1H), 6.39(s, 1H) 25 6.53(dd, J,=3.45Hz,
J2=1.73Hz, 1H), 7.14(dd, J,=3.28Hz, J2=0.49Hz, 1 H),
7.25(dd, J,=10.12Hz- J2=1.30Hz, 1H), 7.63(dd,
J,=1.73Hz, J2=0.63Hz, 1H). SUBSTITUTE SHEET (RULE 26)
WO 2007/099548 PCT/IN2007/000039  38 The following
17/3-carbothioic acids were prepared by an analogous
method to example 7:
9a-Fluoro-17a-[(2-furanylcarbonyl)oxy]-11 f-hydroxy-1
6a-methyl-3-oxoandrosta- l ,4-diene- 



I7/3-carbothioic acid. 5 Ga,9a-Difluoro- l
1/3-hydroxy- l 6a-methyl-I
7a-[[(3-methyl-2-furanyl)carbonyl]oxy]-3-
oxoandrosta-l,4-diene-I7,6 carbothioic acid.
6a,9a-Difluoro- l
7a-[(3-furanylcarbonyl)oxy]-11/3-hydroxy-16a-methyl-3-
oxoandrosta- I ,4- .10 diene-17/3-carbothioic acid.
6a,9a-Difluoro-I 1/3-hydroxy- l
6a-methyl-3-oxo-17a-[(2-thienylcarbonyl)oxy]-androsta-
1,4- diene-17/3-carbothioic acid. 15
17a-[[(5-Chloro-2-thioenyl)carbonyl]oxy]-6a,9a-difluor
o-I I /3-hydroxy-16a-methyl-3-
oxoandrosta-1,4-diene-I7/8-carbothioic acid. 17
a-Cyclopropylcarbonyloxy-6a,9a-difluoro-11/3-hydroxy-l
6a-methyl-3-oxoandrosta-l,4- diene-I7/3-carbothioic
acid. 20
17a-Cyclobutylcarbonyloxy-6a,9a-difluoro-11/3-hydroxy-
16a-methyl-3-oxoandrosta- I ,4-diene- 17/3-carbothioic
acid. 17
a-Cyclopentylcarbonyloxy-6a,9a-difluoro-11/3-hydroxy-1
6a-methyl-3-oxoandrosta-1,4- 25 diene-17f-carbothioic
acid. 17 a-Cyclohexylcarbonyloxy-6 a,9 a-difluoro-11
/3-hydroxy-16a-methyl-3-oxoandrosta- l ,4-
diene-I7/3-carbothioic acid. SUBSTITUTE SHEET (RULE
26) WO 2007/099548 PCT/IN2007/000039  39
17a-Cyclohexylmethylcarbonyloxy-6a,9a-difluoro-11/3-hy
droxy-16a-methyl-3-oxoandrosta-
1,4-diene-I7i-carbothioic acid. 9a-Fluoro-11
/3-hydroxy-I 6a-methyl-3-oxo-l7a-propionyloxyandrosta-
I ,4-diene-17/3- 5 carbothioic acid. 9a-Fluoro-11
/hydroxy- 16#-methyl-3-oxo- l 7a-propionyloxyandrosta-
l ,4-diene-17 #- carbothioic acid. 10
6a,9a-Difluoro-11/3-hydroxy-16a-methyl-3-oxo-17a-propi
onyloxyandrosta-1,4-diene-17/3- carbothioic acid. 6a,9
a-Difluoro-11
/3-hydroxy-16/3-methyl-3-oxo-17a-propionyloxyandrosta-
l ,4-diene-17/3- carbothioic acid. 15
7a-Butryloxy-6a,9a-difluoro-11
/3-hydroxy-16a-methyl-3-oxoandrosta-l,4-diene-17/3-
carbothioic acid. 6a,9a-difluoro-11,8-hydroxy-
16a-methyl-3-oxo-17a-valeryloxyandrosta- l
,4-diene-17/3- 20 carbothioic acid. 6a,9a-Difluoro-11
/3-hydroxy-16a-methyl- l
7a-(2-methylpropionyl)oxy-3-oxoandrosta-1,4-
diene-17/3-carbothioic acid. 25
17a-Dichloroacetoxy-6a,9a-difluoro-11/3-hydroxy-16a-me
thyl-3-oxoandrosta-l,4-diene-17/3- carbothioic acid. 6
a,9 a-Di fluoro-11 /3-hydroxy-17
a-(methoxymethylcarbonyl)oxy-16 a-methyl-3-oxoand
rosta- 1,4-diene-17,6 carbothioic acid. 30 



SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  40
6a,9a-Difluoro-17a-(ethoxymethylcarbonyl)oxy-11
f3-hydroxy-I 6a-methyl-3-oxoandrosta-I 1,4- diene-
7/6-carbothioic acid. I 7a-( Ethoxycarbonyl)oxy-11
f6-hydroxy-I6a-methyl-3-oxoandrosta-l,4-diene-17/3-car
bothioic  5 acid. 6a,9a-Difluoro-I
7a-(ethoxycarbonyl)oxy-I
18-hydroxy-16a-methyl-3-oxoandrosta-l ,4-diene-
17Q-carbothioic acid. 10 Example 8- Compound IA.44
2-Phenyl-2-oxoethyl 6a,9a-difluoro-l l
fhydroxy-16a-methyl-3-oxo-17a-
propionyloxyandrosta-1,4-diene-17fi-carboxylate O  O
OH O O ~ /  HO O O  F  F 2-Bromo-I-phenylethanone
(0.438g, 2.2mmol) and sodium iodide (50mg) were added
to a  15 stirred mixture of
6a,9a-difluoro-11,8-hydroxy-l6a-methyl-3-oxo-17a-propi
onyloxy-androsta- 1,4-diene-17/6-carboxylic acid
(1.0g, 2.20mmol) and anhydrous potassium carbonate
(0.360g,  2.6numol) in acetone (15m1). The mixture was
stirred under a blanket of nitrogen at 25 to 30C  for
8hrs, then poured into water and extracted with ethyl
acetate. The organic layer was washed  twice with
water, dried, and concentrated in vacuo. The residue
was purified by Column  20 chromatography (40% ethyl
acetate in hexane) to yield the title compound as a
white solid. The following compounds were prepared in
a manner similar to example 8 using an appropriate
carboxylic acid of formula II and compound of formula
III-A: IA.1, IA.2, 1A.4, IA.5, IA.7 to IA.10, IA.12,
IA.15 to IA.19, IA.21, IA.23 to 25, IA.28 to 30,  25
IA-32, IA.33, IA.36, IA.37, IA.42, IA.46, IA.48, IA50,
IA.52, IA.54, IA.57, IA.60, IA.62 to  IA.67, IA.71,
IA.72, IA.74, IA.76, IA.77, IA.80, IA.82, IA.84,
IA.87, IA.91, IA.103, [A. 115.  IA.1 18, IA.121,
IA.133. SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  41  Example 9- coin pound IA.38
S-12-Oxo-2-(4-trifluoromethylphenyl)ethyl
6a,9a-difluoro-1 l f-hydroxy-I6a-methyl-3- oxo-17a
propionyloxyandrosta-I,4-diene-17fi-carbothioate O SH
HO ,,.0` O S I ./ CF,  HO 0` "0  



O / F F  5 A mixture of
2-bromo-I-(4-trifluoromethylphenyl)ethan-l-one
(0.569g, 2.13mmol), 6a,9a-
difluoro-11,3-hydroxy-l6a-methyl-3-oxo-17a-propionylox
yandrosta-1,4-diene-17,8 carbothioic  acid (1.0g,
2.13mmol) and anhydrous potassium carbonate (0.295g,
2.13mmol) in acetone  (25m1) was stirred under a
blanket of nitrogen at 25 to 30C for 3hrs. The
reaction mixture was '10 then poured into water and
extracted with ethyl acetate. The organic layer was
washed with  water, dried, and concentrated in vacuo.
The residue was purified by column chromatography
(40% ethyl acetate in hexane) to yield the title
compound as a white solid. The following compounds
were prepared in a manner similar to example 9 using
an appropriate  thioic acid of formula II and compound
of formula III-A: 15 IA.3, IA.6, IA.11, IA.13, IA.14,
IA.20, IA.22,.IA.26, IA.27, IA.31, 1A.34, IA.35,
[A.39,IA.40,  IA.43, IA.45, IA.47, IA.49, IA.51,
IA.53, IA.55, IA.56, IA.58, IA.59, IA.61, IA.63, [A.68
to  IA.70, IA.73, IA.75, IA.78, IA.79, IA.81, IA.83,
IA.85, IA.86, IA.88 to IA.90, IA.92 to IA.102,  IA.104
to IA.108, IA.I 10 to IA.114, IA.116, IA.117, IA.119,
IA.120, IA.122 to IA.124, IA.126  to IA.132, IA.134 to
IA.186, IA.198. 20 Example 10- Compound IA.59
S-[1,l-Dimethyl-2-oxo-2-phenylethyl]
6a,9a-difluoro-11/hydroxy-16a-methyl-3-oxo-l7a-
propionyloxyandrosta-1,4-diene-17fi-carbothioate  O SH
HO O S I .~.  HO 0'`  O O F SUBSTITUTE SHEET (RULE 26)
WO 2007/099548 PCT/IN2007/000039  42
2-Bromo-2-methyl-l-phenyl-propan-l-one (0.483g,
2.13mmol) was added to a stirred mixture of
6a,9a-difluoro-1 l
f3-hydroxy-l6a-methyl-3-oxo-l7a-propionyloxyandrosta-I
,4-diene-178- carbothioic acid (1.0g, 2.13numol) and
anhydrous potassium carbonate (0.295g, 2.l3mmol) in
acetone (20m1) and the mixture was stirred under a
blanket of nitrogen at 25 to 30C for 3hrs. 5 The
reaction mixture was then poured into water and
extracted with ethyl acetate. The organic  layer was
washed with water, dried, and concentrated in vaauo.
The residue was purified by  column chromatography
(40% ethyl acetate in hexane) to-yield the title
compound as a white  solid. 10 The following compounds
were prepared in a manner similar to example 10 using
an appropriate  thioic acid of formula II and compound
of formula III-A: IA. 109, IA. 187 to IA. 197,
Example I1- Compound IA-1.2 15
S-(I-Benzoylcyclopentyl)
6a,9a-difluoro-11/3-hydroxy-16a-methyl-3-oxo-l7a-
propion yloxyandrosta-l,4-diene-17/3-carbothioate 



0  O gH 0 5 HO 0 HO 0  F _  O O (1-Bromocyclopentyl)
phenyl methanone (0.539g, 2.13mmol) was added to a
stirred mixture of  6 a,9 a-d i fl
uoro-11,8-hydroxy-16 a-methyl-3 -oxo-17
a-propionyloxyandrost a-1,4-diene- 17,8 20 carbothioic
acid (1.0g, 2.13mmnol) and anhydrous potassium
carbonate (0.295g, 2.13mmol) in  acetone (25nm1), and
the mixture was stirred under a blanket of nitrogen.
at 25 to 30C for 3hrs.  The reaction mixture was then
poured into water and extracted with ethyl acetate.
The organic  layer was washed with water, dried, and
'concentrated in vacuo. The residue was purified by
column chromatography (35% ethyl acetate in hexane) to
yield the title compound as a white  25 solid. The
compound IA-1.1 was prepared in a manner similar to
example 1 1.  SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  43  Example 12-
Compound IA-2.1
S-(1-Oxo-1,2,3,4-tetraliydronapthalen-2-yl)
6a,9a-difluoro-1 lfl-hydroxy-16a-methyl-l 7a-
propionyloxy-3-oxoandrosta-1,4-diene-17f3-carbothioate
o SH . o s  HO 0` \ HO ..O O  0 o O 5
2-Bromo-I-tetralone (0.395g, 1.75mmol) was added to a
stirred mixture of 6a,9a-difluoro-1 1,6-
hydroxy-l6a-methyl-3-oxo-l
7a-propionyloxyandrosta-l,4-diene-17l-carbothioic acid
(0.5008,  1.06mmol) and anhydrous potassium carbonate
(0.161g,_1.17mmol) in acetone (10mi) and the  mixture
was stirred under a blanket of nitrogen at 25 to 30C
for 3hrs. The reaction mixture was  then poured into
water and extracted with ethyl acetate. The organic
layer was washed with 10 water, dried, and
concentrated in vacuo. The residue was purified by
column chromatography  (40% ethyl acetate in hexane)
to yield the title compound as a white solid. Example
13- Compound IA.41
S-12-Oxo-2-(2,4,6-Trimethylphenyl)ethyll
9a-chloro-17a-[(2-furanylcarbonyl)oxyI-1i p- 15
hydroxy-16a-methyl-3-oxoandrosta-1,4-diene-17,3-carbot
hioate O SH O S  ...0 VON HO .,,0 O O  CI  0 / 0 /
2-Bromo-l-(2,4,6-trimethylphenyl)ethanone (0.287g,
1.13mmol) was added to a stirred mixture  



of
9,11-epoxy-17a-[(2-furanylcarbonyl)oxy]-16a-methyl-3-o
xoandrosta-1,4-diene-17,6- carbothioic acid (0.600g,
1.28mmol) and anhydrous potassium carbonate (0.194g,
1.40mmol) in 20 acetone (251111) and the mixture was
stirred under a blanket of nitrogen at 25 to 30C for
2.5hrs.  The reaction mixture was then poured into
water and extracted with ethyl acetate. The organic
layer was washed with water, dried, and concentrated
in vacuo. The crude solid was dissolved in  glacial
acetic acid (10ml) and concentrated hydrochloric acid
(iml) was added at 10-15C. The  mixture was stirred at
15-20C for 30 min, poured into ice-water (400m1), the
product filtered.  SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  44 washed with water,
and finally dried in air oven. The crude solid was
purified by column  chromatography (35% ethyl acetate
in hexane) to yield the title compound as a white
solid.  Example 14- Compound IB.45 5
S-14-Hydroxy-but-2-ynyll 9a-chloro-17a-I(2-fu
ranylcarbonyl)oxyl-1 l p-hydroxy-l 6a-
methyl-3-oxoandrosta-1,4-diene-17/3-carbothioate OH  O
SH O S 0 HO %  O 0  O O CI  0
4-(Tetrahydropyran-2-yloxy)-but-2-ynyl
toluene-4-sulfonic acid ester (0.727g; 2.24mmol) was
added to a stirred mixture of
9,11-epoxy-l7a-[(2-furanylcarbony1)oxy]-17a-hydroxy-l6
a- 10 methyl-3-oxoandrosta-1,4-diene-17/3-carbothioic
acid (1.0g, 2.13 mmol) and anhydrous potassium
carbonate (0.300g, 2.34mmol) in acetone (20m1) and the
mixture was stirred under a  blanket of nitrogen at 25
to 30C for 4hrs. The reaction mixture was then poured
into water and  extracted with ethyl acetate. The
organic layer was washed with water, dried, and
concentrated  in vacno. The crude solid was dissolve
in methanol (15ml) and concentrated hydrochloric acid
15 (4m1) was added at 10-15C. The mixture was stirred
at 25-30 for 30min and then heated at  60C for 4hrs.
The mixture was then cooled and poured in to
ice-water. The solid was filtered- washed with water,
and dried. The crude solid was purified by column
chromatography (3"r~  methanol in dichloromethane) to
yield the title compound as a white solid. 20 Example
1 5- Compound IB.2 S-(4-Hydroxy-but-2-ynyl)
6a,9a-difluoro-11fl-hydroxy-16a-methyl-3-oxo-17a-
propionyloxyandrosta-l,4-diene-17,&carbothioate OH  SH
S  HO 0 HO ... 0`  F O SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  



45 4-Chloro-but-2-yne-l-ol (0.169g, 1.62mmol) was
added to astirred mixture of 6a,9a-difluoro- I l
fl-hydroxy-16a-methyl-3-oxo-l7a-propionyloxyandrosta-l
,4-diene-I 7f-carbothioic acid  (0:800g, 1.54 mmol)
and anhydrous potassium carbonate (0.234g, 1.70 mmol)
in acetone (20ml)  and the mixture was stirred under a
blanket of nitrogen at 25 to 30C for 3hrs. The
reaction 5 mixture was then poured into water and
extracted with ethyl acetate. The organic layer was
washed with water, dried, and concentrated in vacuo.
The residue was purified by column  chromatography (3%
methanol in dichloromethane) to yield the title
compound as a white solid.  The.following compounds
were prepared in a manner similar to example 15 using
an appropriate  10 thioic acid of formula II and
compound of formula III-B: 113.1, 113.4, 113.5, 113.7
to IB.11, IB.20 to 113.24, 1B.26 to 113.29, IB.38,
IB.39, 113.61, 113.62,  1B.1.32. Example 16- Compound
IB.25 15 S-13-(1-Hydroxycyclohexyl)prop-2-ynyl]
6a,9a-dilluoro-17a-1(2-furanylrarbonyl)oxyl- 11 fl-hyd
roxy-16 a-methyl-3-oxoand rosta-1,4-diene-17-carboth
ioate HO  O SH HO ...0 \ ` ..,0 J  HO  O F / - p F  O
F F
4-Methyl-[3-(hydroxycyclohexyl)prop-2-ynyl]benzenesulf
onate (0.222g, 0.72mmol) was added  to a stirred
mixture of
6a,9a-difluoro-l7a-[(2-furanylcarbonyl)oxy]-11
fl-hydroxy-l6a-metlryl- 20
3-oxoandrosta-1,4-diene-17fl-carbothioic acid (0.350g,
0.688mmo1) and anhydrous potassium carbonate (0.104g,
0.756mmo1) in acetone (20m1) and the mixture was
stirred under a blanket of  nitrogen at 25 to 30C for
3hrs. The reaction mixture was then poured into water
and extracted  with ethyl acetate. The organic layer
was washed with water, dried, and concentrated in
vacua.  The residue was purified by column
chromatography (35% ethyl acetate in hexane) to yield
the  25 title, compound as a white solid. SUBSTITUTE
SHEET (RULE 26) WO 2007/099548 PCT/IN2007/000039  46
Compound IB.40 was prepared in a manner similar to
example 16.  Example 17- Compound IB.35
S-I4-n-Butylcarbonyloxy-but-2-ynyll
6a,9a-difluoro-11/3-hydroxy-16a-methyl-3-oxo-l 7a- 5
propionyloxyandrosta-1,4-diene-17fl-carbothioate H 0
O S O S  HO -0 F - / 0  



. F F Valeryl chloride (0.337g, 2.79mmol) was added at
10-15C in to a stirred mixture of S-(4-
hydroxy-but-2-ynyl)6a,9a-difluoro-11,B-hydroxy-l6a-met
hyl-3-oxo-17 a-propionyl- oxyandrosta- 1,4-diene-
1.78-carbothioate (0.5g, 0.93mmol) and triethylamine
(0.282g, 2.79mmol) 10 in acetone (20m1) and the
mixture was stirred under a blanket of nitrogen at
25-30C for 8hrs.  The reaction mixture was then poured
into water and extracted with ethyl acetate. The
organic  layer was washed with water, dried, and
concentrated in vacuo. The residue was purified by
column chromatography (35% ethyl acetate in hexane) to
yield the title compound as a white  solid. 15 The
following compounds were prepared with similar manner
to example 17: 113.31 to 18.37, 113.48 to IB.53,
113.55 to 113.60, 113.67 to IB.73, IB.75 to [B.86,
[B.88, 1B.92- IB.102, 113. 104 to 113. 122, 1B. 124,
113. 133, 113. 135, 113. 148, ][B. 155, 113. 157: 20
Exainple 18- Compound IB.3 S-(4-Fluorobut-2-ynyl)
6a,9a-difluoro-I lp-hydroxy-l6a-methyl-3-oxo-l
7a-propionyl- oxyandrosta-l,4-diene-17fl-carbothioate
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  47 F  / OH O S  O S HO O MO F  O O
/ F Diethylaminosulfur trifluoride (DAST) (0.151g,
0.93mmol) was added to a stirred solution of S-
(4-hydroxy-but-2-ynyl) 6a,9a-difluoro-1
If-hydroxy-I6a-methyl-3-oxo- 17a-
propionyloxyandrosta-l,4-diene-17fl-carbothioate
(0.450g, 0.783mmo1) in dry dichloromethane 5 (20m1) at
25-30C and the mixture was stirred under a blanket of
nitrogen at 25-30C for 2hrs.  The reaction mixture was
washed with sodium bicarbonate solution (25rn1),
water, dried, and  concentrated in vacuo. The residue
was purified by column chromatography (40% ethyl
acetate  in hexane) to yield the title compound as a
white solid. 1,0 The compound 113.6 was prepared in a
manner similar to example 18.  Example 19- Compound
IB.15 S-(4-Hydroxy-(Z)-but-2-enyl)
6a,9a-difluoro-17a-[(2-fu ranylcarbonyl)oxy]-I
lfi-hydroxy-
16a-methyl-3-oxoandrosta-1,4-diene-17fi-carbothioate
OH  O SH O O S  HO O O  HO O  



O O 15 F  (Z)-4-Chloro-but-2-en-l-ol (0.691g,
6.48mmol) was added to a stirred mixture of 6a,9a-
difluoro-17a-[(2-furanylcarbonyl)oxy]-11 f
hydroxy-16a-methyl-3-oxoandrosta-1,4-diene-17/3-.
carbothioic acid (3.0g, 5.87mmol) and anhydrous
potassium carbonate (0.895g, 6.48 mmol) in  acetone
(60m1) and the mixture was stirred under a blanket of
nitrogen at 25 to 30C for 3hrs. 20 The reaction
mixture was then poured into water and extracted with
ethyl acetate. The organic  layer was washed with
water, dried, and concentrated in vacuo. The residue
was purified by  SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  48 column
chromatography (1% methanol in dichloromethane ) to
yield the title compound as a  white solid. The
compounds 113. 16, 113.30 were prepared with similar
manner to example 19. The compounds  113.13, 113.14,
113.17 were prepared by similar manner using
(E)-4-bromo-but-2-en-l-ol and an  5 appropriate thioic
acid of formula II. Example 20- Compound IB.44
S-14-(2-Ethoxy-1,2-dioxoethyl)oxy-(E)-but-2-enyll
6a,9a-difluoro-11 f3-hydroxy-16a- methyl-3-oxo-17
a-propionyloxyandrosta-l,4-diene-17f-carboth ioate ^ ^
0II  ~OH 00\/  O p 5 S HIO ."0  HO ,.,p` h- \ IOI  / F
O O  10 F Ethyl oxalyl chloride (0.352g, 2.58mmol) was
added at 10-15C in to a stirred mixture of S-(4-
hydroxy-(E)-but-2-enyl)-6a,9a-difluoro-11
/3-hydroxy-16 a-methyl-3-oxo-17 a-
propionyloxyandrosta-1,4-diene-I7 3-carbothioate
(0.7g, I.29mmol) and triethylamine (0.260g,  2.58mmol)
in acetone-(20ml) and the mixture was stirred under a
blanket of nitrogen at 25-30C 15 for 8hrs. The
reaction mixture was then poured into water and
extracted with ethyl acetate. The  organic layer was
washed with water, dried, and concentrated in vacuo.
The residue was purified  by column chromatography
(35% ethyl acetate in hexane) to yield the title
compound as a white,  solid. 20 The compound IB.46 was
prepared in a similar manner to example 20. The
compounds 113.47  and [B.54 were prepared from IB.15
and I13.4 respectively, in a similar manner to example
20.  Example 21- Compound IB.4221- Compound IB.42
4-Methoxy-4-oxo-(E)-but-2-enyl 6a,9
a-difluoro-11p-hydroxy-16a-methyl-3-oxo-l 7 a- 25
propionyloxyandrosta-1,4 diene-17/3-carbothioate
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  



49 O SH O S  HO ,,0` HO p  F F O 0  F F Methyl
4-bromocrotonate (0.191g, 1.06mmol) was added at
25-30C in to a stirred mixture of  6a,9a-difluoro-11
fl-hydroxy-16a-methyl-3-oxo-l7a
propionyloxyandrosta-1,4-diene-I 7/3- carbothioic acid
(0.5g, 1.06mmol) and anhydrous potassium carbonate
(0.146g, 1.06mmol) in 5 NN-dimethylformamide (10ml)
and the mixture was stirred under a blanket of
nitrogen at 25- 30C for 1.5hrs. The reaction mixture
was then poured into water and extracted with ethyl
acetate. The organic layer was washed with water,
dried, and concentrated in, vaciio. The residue  was
purified by column chromatography (40% ethyl acetate
in hexane) to yield the title  compound as a white
solid. 10 Compounds 113.41 and 113.43 were prepared in
a manner similar to example 21.  Example 22
6a,9a-DifluoroT
17a-[(2-furanylcarbonyl)oxy]-11,&hydroxy-16a-methyl-3-
oxoandrosta-1,4- 15 diene-173-carbonylsulfenic acid OH
S, O  O SH HO 0 HO O I , O  O ,O F  F O  O F A
solution of urea-hydrogen peroxide (2.41g, 0.0256mo1)
in NN-dimethylformamide was added  at 1 0 to 15C into
a clear solution of
6a,9a-difluoro-17a-[(2-ftiranylcarbonyl)oxy]-i 1 / 3 -
h y d r o x y - l 6 a - m e t h y l - 3 - o x o a n d
r o s t a - 1 , 4 - d i e n e - 1 7 / 3 - c a r b o t
h i o i c acid (13.0g, 0.0256mo1) in N,N 20
dimethylfonnamide (40m1). The reaction mixture was
stirred at 10-15C for 30min, then poured  into
ice-water. The solid was filtered, washed with water,
and dried at 50-60C to yield the title  compound as
white solid (12.0g, 89.48%). SUBSTITUTE SHEET (RULE
26) WO 2007/099548 PCT/IN2007/000039  50 'H NMR (400
MHz in CDCI3+DMSO-d6), (5: 1.06(d, J=7.09Hz, 3H),
1.19(s, 3H), 1.33- 1.38(m, 1H), 1.55(s, 3H),
1.58-1.98(m, 4H), 2.26-2.52(m, 4H), 3.02-3.06(m, IH),
4.32-(br-d,  J=8.76Hz, IH), 5.14-5.19(br-s, I H),
5.38-5.54(m, IH), 6.29(s, IH), 6.30(d, J=8.7l Hz, I
H),  6.54(dd, J,=3.32Hz, J2=1.53Hz, I H), 7.08(d,
J=3.37Hz, I H), 7.27(d, J=10.30Hz, I H), 7.67(s,  5
IH). Example 23 



6a,9a-Difluoro-l
1/3-hydroxy-16a-methyl-3-oxo-l7a-propionyloxyandrosta=
l,4-diene-17fl- carbonylsulfenic acid 4H  0 S 0 SH HO
HO p` - O eO  F O O F  10 Hydrogen peroxide (30vol,
60m1) was added to a suspension of
6a,9a-difluoro-11/3-hydroxy- 16 a-methyl-3-oxo-1 7
a-propionyloxyandrosta- 1 ,4-diene-I73-carbothioic
acid (20.0g,  42.68inniol) in methanol (120m1) at 10
to 15C . The reaction mixture was stirred at ambient
temperature for lhr. Excess peroxide was neutralized
with 10% sodium metabisulfite solution, 15 the product
was filtered, washed with water, and dried to yield
the title compound as white solid  (19.9g, 96.22%). 'H
NMR (400 MHz in CDCI3+DMSO-d6), 5; 0.98(d, J=7.10Hz,
3H), 1.08(t, J=7.55Hz, 3H),  1.12(s, 3H), 1.25-1.33(m,
1H), 1.53(s, 3H), 1.58-1.93(m, 4H), 2.12-2.47(m, 4H),
2.33(q,  .1=7.57Hz, 2H), 2.95-2.99(m, 1H),
4.24-4.27(br-d, IH), 5.15(br-s, IH), 5.36-5.53(m, 1
H). 6.26(s.  20 1 H), 6.27(dd, J,=10.21Hz, J2=1.68Hz,
1H), 7.24(d, J=9.73Hz, I H). The following
178-carbonylsulfenic acids were prepared by an
analogous method to example 23:  9 a-Fluoro-17
a-[(2-furanylcarbonyl)oxy]-11,13-hydroxy-16
a-methyl-3-oxoandrosta- I ,4-d i ene 25
17/3-carbonylsulphenic acid. SUBSTITUTE SHEET (RULE
26) WO 2007/099548 PCT/IN2007/000039  51 6a,9a-Di
lluoro-1 1 f3-hydroxy-16a-methyl- l
7a-penatanoyloxy-3-oxoandrosta- l ,4-diene-17/3-
carbonylsulphenic acid. Example 24- Compound IC.3 5
6a,9a-Difluoro-I
1/3-hydroxy-16a-methyl-3-oxo-17a-propionyloxyandrosta-
1,4-diene-I 7#- carbonylsulfenic acid fluoromethyl
ester H O,-F  p O I 0 5  HO 0 HO 0  F F O a  F
Bromofluoromethane (1.5m1) was added at 0C in to a
stirred mixture of 6a,9a-difluoro 10 1 1
/-hydroxy-16a-methyl-17a-propionyloxy-3-oxoandrosta-l,
4-diene-17l-carbonylsulphenic  acid (1.5g, 3.lmmol)
and anhydrous potassium carbonate (0.427g, 3.lmmol) in
acetone (50nm1).  The mixture was stirred under a
blanket of nitrogen at 5 to 10C for lhr. The reaction
mixture  was then poured into water and extracted with
ethyl acetate. The organic layer was washed with  



water, dried, and concentrated in vacuo. The residue
was purified by preparative HPLC to yield  15 the
title compound as a white solid. Structure of compound
IC.3 was confirmed by single crystal X-Ray as shown
below: 06  C19 } F3  C18 02 05 C25 $1  C11 C12 C13 C17
C2a C5 Ca C10 C16  C6 C7 9 C14 04  s c1s C3 03  -V Ce
C21 C20  F2 C1 C2 FI C22  01 C23 SUBSTITUTE SHEET
(RULE 26) WO 2007/099548 PCT/IN2007/000039  52 The
compounds IC.4, IC.II to IC.14 were prepared in a
similar manner to example 24 using  appropriate
carbonyl sulfenic acid of formula VI and compound of
III-C. Exaniple 25- Compound IC.5 5 6a,9a-Difluoro-l
7a-[(2-furanylcarbonyl)oxy]-11fl-hydroxy-16a-methyl-3-
oxoandrosta-1,4- diene-I7(3-carbonylsulfenic acid
(4-fluorophenyl)methyl ester 4H 0 I /-F  0 S S HO HO
"0  O n 0  / - F 0 F F 4-Fluorobenzyl chloride
(0.277g, 1.91mmol) was added at 25-30C in to a stirred
mixture of  6 a,9 a-di fl uoro-17
a-[(2-furanylcarbonyl)oxy]-1 1,B-hydroxy-16
a-methyl-3-oxoandrosta-1,4 10
diene-17,6-carbonylsulfenic acid (1.0g, 1.91mmol) and
anhydrous potassium carbonate (0.344g,  2.49mmol)
inNN-dimethylfonnamide (15m1), and the mixture was
stirred under a blanket of  nitrogen at 25-30C for
2hrs. The reaction mixture was then poured into water
and extracted with  ethyl acetate. The organic layer
was washed with water, and concentrated in vacuo. The
residue  was purified by crystallization from acetone
to yield the title compound as a white solid. 15 The
compounds IC.1, IC.2, IC.6 to IC.9, IC.15, IC.16,
IC.18 to IC.23 were prepared in a manner  



similar to example 25. Example 26- Compound IC 10
6a,9a-Difluoro-11/3-hydroxy-16a-methyl-3-oxo-17a-propi
onyloxyandrosta-l,4-diene-17(3- 20 carbonylsulfenic
acid [2-(4-chlorophenyl)-2-oxoethyl] ester ci  pH Q 0
S O S 0  HO 0 HO 0  0 O F  O  F
2-Bromo-l-(4-chlorophenyl)ethanone (0.120g, 0.51mmol)
was. added at 25-30C in to a stirred  mixture of
6a,9a-difluoro-1
1,3-hydroxy-I6a-methyl-3-oxo-17a-propionyloxyandrosta-
1,4- SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  53 diene-170-carbonylsulfenic acid
(0.25g, 0.51mmol) and anhydrous potassium carbonate
(0.070g, 0.51 mmol) in acetone (20ml) and the mixture
was stirred under a blanket of nitrogen at  25-30C for
2hrs. The reaction mixture was then poured into water
and extracted with ethyl  acetate. The organic layer
was washed with water, dried, and concentrated in
vacuo. The residue 5 was purified by column
chromatography (35% ethyl acetate in hexane to yield
the title  compound as a white solid. Compound IC. 17
was prepared in a similar manner to example 26.
Example 27-Compound IB.63 10 S-(4-Methoxyca
rbonyloxy-but-2-ynyl)
6a,9a-difluoro-17a-((2-furanylcarbonyl)-oxy1-I 1 /3-
hydroxy-16a-methyl-3-oxoandrosta-1,4-diene-170-carboth
ioate H O40- 0  O S O S HO ...0 HO .,O  F O O  F F
Methyl chloroformate(0.33g, 3.48mmol) was added at
25-30C in to a stirred mixture of S-(4-
hydroxy-but-2-ynyl)
6a,9a-difluoro-17a-[(2-furanylcarbonyl)oxy]-I 1
Q-hydroxy- l 6.a-methyl-3- 15
oxoandrosta-1,4-diene-17f3-carbothioate (1.0g,
1.74mmol) and triethylamine (0.70g, 6.96mmol) in dry
dichloromethane-(30ml). The mixture was stirred at 25
to 30C for 6hrs, then washed with  water and
concentrated in vacuo. The residue was purified by
column chromatography (30%  ethyl acetate in hexane)
to yield the title compound as a white solid. The
compounds 113.12, 1B.18, 113.19, [B.64 to ][13.66,
1B.89, 1B.91, 113.123, 113.125 to 113.129,  20
113.131, IB.134, IB.137 to IB.147, 113.149, E3.150,
IB.153, 113.154, IB.156 were prepared in a  manner
similar to example 27. Example 28-Compound IB.103 



S-(4-(N,N-Dimethylaminocarbonyloxy)-but-2-ynyl]
6a,9a-difluoro-l7a-((2-furanyl- 25 carbonyl)oxyl-11
fi-hydroxy-16a-methyl-3-oxoandrosta-1,4-diene-17/3-car
bothioate  SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  54 H 0  HO O HO O .,,0 O  F 0 0  F
N,N-Dimethylcarbamoyl chloride (0.23g, 2.0mmol) was
added at 25-30C to a stirred mixture of
S-(4-hydroxy-but-2-ynyl)
6a,9a-difluoro-17a-[(2-fiiranylcarbonyl)oxy]-1
1,B-hydroxy-16a-
methyl-3-oxoandrosta-l,4-diene-17/3-carbothioate
(1.0g, I.74mmol) and triethylamine (0.70g. 5 6.96mmol)
in dichloromethane (30m1). The mixture was stirred at
25 to 30C for 4hrs, then  washed with water and
concentrated in vacuo. The residue was purified by
column  chromatography (40% ethyl acetate in hexane)
to yield the title compound as a white solid. The
compounds 113. 129 to 113. 131 were prepared in a
manner similar to example 28.  10 Example 29- Compound
1B. 158 S-14-Methoxybut-2-ynyl]
6a,9a-difluoro-17a-[(2-furanylcarbonyl)oxyk-11/3
-hydroxy-l6a-
methyl-3-oxoandrosta-l,4-diene-17fl-carbothioate.  0
SH 0 S  HO ..,0  O F 0 F  1-Chloro-4-methoxybut-2-yne
(0.086g, 0.72mmol) was added to a stirred mixture of
6a,9a- 15
difluoro-17a-[(2-furanylcarbonyl)oxy]-11/3-hydroxy-16a
-methyl-3-oxoandrosta-l,4-diene-17,0 carbothioic acid
(0.350g, 0,688mmol) and anhydrous potassium carbonate
(0.104g, 0.756mniol )  in acetone (20m1). The'mixture
was stirred under a blanket of nitrogen at 25 to 30C
for 31irs..  then poured into water and extracted with
ethyl acetate. The organic layer was washed v ';111l
water, dried, and concentrated in vacuo. The residue
was purified by column chromatography  20 (35% ethyl
acetate in hexane) to yield the title compound as a
white solid. Compounds 113. 159, 113. 160 were
prepared in a manner similar to example 29.
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  55 Table 1- Lists the compound of
formula I-A which have been synthesized  t\ /Q 0
z-(C)111,-CO -R"  O-CO-R s 110 R,  



R2 O R, Formula I-A  5 Table-I  No. 12, R= R3 R, Rs P
01 m, 'Z Chemical Name IA.I H H H Ethoxy 4-Chloro- H H
1 0
2-(4-Chlorophenyl)-2-oxoethyl17a-ethoxycarhonyloxy-II/
i- phenyl h drox -3-oxoandrosta-l,4-diene-I7f-carbox
late. IA.2 a- F F Ethyl 4-Chloro H. - H' I 0
2-(4-Chlorophenyl)-2-oxoethyl6a.9a-dilluoro-l1/3-hydro
xy-I6a- CH3 phenyl methyl-3-oxo-l7a-pro
ionyloxyandrosta-{,4-diene-17/3-carbox late  IA.3 a- F
F Ethyl 4-Chloro- H H I S
S-[2-(4-Chlorophenyl)-2-oxoethyI] 6a.9a-dilluoro-I
I/3-hydroxy ('H, phenyl l Ga-methyl-3-oxo-17
a-propionyloxyandrosta- I ,4-dicne-17/3- carbothioate.
IA.4 Ii H H Ethoxy 4-Fluoro- H H I 0
2-(4-Fluorophenyl)-2-nxoethyll7a-ethoxycarhonyloxy-11/
3 phenyl
hydroxy-3-oxoandrosta-l,4-diene-17/3-carbuxylate.
IA.i a- F F Ethyl 4-Fluoro- H H I 0
2-(4-Fluorophenyl)-2-oxoethyI
6a,9a-ditluoro-II/3-hydroxy-I6a- (' 13 phenyl
methyl-3-oxo-l7a-propionyloxyandrosta-l.4-dicne-I7/3
carboxylate.  1A.6 a- F F Ethyl 4-Fluoro- H H I S
S-[2-(4-Fluorophenyl)-2-oxoethyI]
6a,9a-dillu01'o-II/3-hydruxy- ('143 phenyl
I6a-methyl-3-oxo-17a-propionyloxyandrosta-I.4-dicne-17
/3 carbothioate.  IA.7 H H H Ethoxy 2,4-Ditluoro- H H
I 0 2(2,4-Ditluorophenyl)-2-oxoethyI
17a-(ethoxycarbonyl)oxy-II/3- phenyl
hydroxy-3-oxoandrosta-1,4-diene-17/3-carboxylate. IA.8
H H H Ethoxy 2,4-Dichloro- H H 1 0
2-(2,4-Dichlorophenyl)-2-oxoethyI
I7a-(ethoxycarbonyl)oxy-I I  phenyl hydrox
-3-oxoandrosta-l,4-diene-17/3-carbuxylate. IA.9 a- F F
Ethyl 2,4-Difluoro- H H I 0
2-(2,4-Ditluorophenyl)-2-oxoethyl6a,9a-dilluoro-I
I/3-hydroxy- ('113 phenyl
16a-methyl-3-oxo-17a-piopionyloxyandrosta-1.4
dicne-17/3- carboxlate. IA.ll) a- F F Ethyl
2,4-Dichloro H H 1 0
2-(2,4-Dichlorophenyl)-2-oxoethyl6a.9a-dilluoro-I
I/3-hvdruxy  CH1 Phenyl
I6a-methyl-3-oxo-17a-propionyloxyandrosta-1,4-diene,
17/3- carboxylate. IA.] I a- F F Ethyl 2,4-Ditluoro- H
H I S S-2-[(2,4-Ditluorophenyl)-2-oxoethyI]
6a,9a-di1lu01'o-I 1/3- phenyl hydroxy-I
Ga-methyl-3-oxo-l7a-propionyloxyandrosta- l .4-diene-
171-carbothioate. IA.12 H H H Ethoxy 3,4-Dichloro- H H
I 0 2-(3,4-Dichlorophenyl)-2-oxoethyI
l7a-ethoxycarhonyloxy-lI/3- phenyl h
droxy-3-oxoandrosta-l,4-diene-17/3-carboxylate. IA.13
a- F F Ethyl 2,4-Dichloro- H H I S
S-[2-(2,4-Dichlorophenyl)-2-oxoethyI]
6a,9a-ditluoro-l1/3- C'1-1y phenyl
hydroxy-I6a-methyl-3-oxo-17a-pro pionyIuxyandr
usta-I.4-diene- 7/3-carbothioate. IA.14 a-3 F F Ethyl
3.4-Dichloro- H H I S
S-[2-(3,4-Dichlorophenyl)-2-oxoethyI]
6a,9rr-dilluoro-II/3 ('I1, phenyl
hydroxy-16a-methyl-3-oxo-]7a-propionyloxyandrosta-1.4
diene- 17/3-carbothioate. SUBSTITUTE SHEET (RULE 26) 



WO 2007/099548 PCT/IN2007/000039  56 No. It, It, R, R,
Re 1' m, Z Chemical Name IA.15 a- Ir F Ethyl
3.4-Dichloro- II Ii I O
2-(3.4-I)ichlornphcnyl)-2-oxoethyl(,a.')a-ditluoro-
('I I, phenyl I I/1-hydruxy-l6a-nulhyl-3-uxu-I 7a-
propinnyluxyaiidrosia-1,4 dienc-17/J-carboxylate.
IA.16 II II 11 Ethoxy 2-ihienyl 11 Ii I O
2-Oxo-2-(thi(iphen-2-yl)cthyl 17a-
(etloxycarhunyl)oxy-II/i-hydroxy-t-nxuandrusta-l.4- d
i cnc- 17/3-carhoxylatc. [A. 17 II II Ii Ethoxy
5-Chloro- I-I hl I 0
2-(5-C'hlorothiophcn-2-yl)-2-oxoethyl 17a 2-thienyl
(eihoxycarhonyl)oxy-II/1-hydroxy-3-oxoandrosta-1.4-
diene-I7/3-carbox late. IA. 19 a- I h Ethyl 5-Chloro-
1-1 I-1 I 0 2-(5-l'hl(irothiophcn-2-yl)-2-oxuethyl Ere
9a-dilluoro- (I I, 2-th icnyl I I /i-hydruxy- I h
a-mct hyl-3-oxo- 17 a  pro
ionyloxyandrosta-l,4-diene-I7/J-carhuxvlatc.  IA. 19 H
li 1-1 Ethoxy 5-Methyl- H 1-I I O
2-(5-Methyliltran-2-yl)-2-oxoethyl 17a 2-futyl
(cthoxycarhonyl)oxy-II/J-hydruxy-3-uxuandrusta-l,4-
diene- 17/3-carhoxylatc. IA.20 a- 1= F Ethyl 5-Chloro-
H 14 I S .S-12-(5-('hlor(ithiopheii-2-yl)-2-oxuethyl]
6a,9a- ('I-I, 2-thienyl dilluoro- I I JJ-hydroxy- I
Oa-methyl-3-oxo-17 a- propionyloxyandrosta-1,4-diene-I
7/J-carbothioatc. IA.21 a- F F Ethyl 5-Methyl- H H 1 0
2-(5-Mcthyllitran-2-yl)-2-oxoetllvl6u.9a-dilluoro-II/3
- ('H 2-fury) hydroxy- l Ga-methyl-3-uxo- l 7
a-propionvl oxya ndrosta- I ,4-diene-
17/1-carboxylate. IA.22 a- F F Ethyl 5-Methyl- H H I S
S-[2-(5-Methylfuran-2-yl)-2-oxuethyl] 6a.9a-dilluoro-
C-1-13 2-furyl I l /3-hydroxy- 16a-methyl-3-oxo- 17 a
pro ionyloxyandrosta-l,4-diene-17/3-carbothioate.
IA.23 H H H Ethoxy )-Butyl H H 1 0
3,3-Dimethyl-2-oxohutyl l7a-(eth)xycartx,nvl)oxy II
-hydroxy-3-oxoandrosta-l,4-diene-I7/J-carboxylate.
IA.24 I-I H H Ethoxy Methyl H H I 0 2-Oxopropyl
l7a-(ethoxycarbonvl)oxy-II/1-hydruxy-3-
oxoandrosta-l,4-dienc-17/J-carhoxylatc. IA.25 a- F F
Ethyl (-Butyl H H I 0
3.3-Dimethyl-2-oxobutylha,9rrditluuru-I1/t-hydroxv-
CH: I6a-methyl-3-oxo-17a-prupioilyloxyalldrnaa-l -4-
diene-17/3-carboxylate.  IA.26 a- F F Ethyl )-Butyl H
H I S S-(3.3-Dimethyl-2-oxohutyl)6a.9a-dillu11o-11/1-
hydroxy-IGa-methyl-3-oxo-l7a-propionylo.xyatulrosta-
I,4-diene-17J3-carbothioate.  IA-27 a- F F Ethyl
Methyl H H I S S-[2-Oxopropyl] 6a,9a-dilluoro-I
IJ3-hvdroxv-lha- C'11, methyl-3-oxo-I
7a-propionyloxyandrosta-I.4-dicne- 17/3-carbothioate.
1A.25 a- F F Ethyl Methyl H H I 0 2-Oxopropyl
6a,9a-dilluoro-I l/J-hydrox%-16a-ntethyl- C'I-1;
3-oxo-17a-propionyloxyandrosta-1.4-dien-I
carboxylate. IA.29 H H H Ethoxy 4-Methoxy- H H I 0
2-(4-Methoxyphenyl)-2-oxoethyl l7a 



phenyl
(ethoxvcarbonvl)oxy-II/3-hvdroxv-3-oxoandrosta-l.4-
dien-17/3-carboxylate.  IA.30 a- F F Ethyl 4-Methoxy-
H H I 0 2-(4-Methoxyphenyl)-2-oxoethyl
Ga.)a-dilluoro-I 1/3 C'Ii; phenyl
hydroxy-IGa-methyl-3-oxo-l7a-propion li xvandrosta- I
,4-diene- 17 /3-ca rbox y la te. IA.31 a- F F Ethyl
4-Methoxy- H H 1 S S-[2-(4-Methoxyphenyl)-2-oxoethyl]
6a.9a-dilluoro- ( 1-13 phenyl I
I/3-hydroxy-IGa-methyl-3-oxo-17a- -
propionyloxyandrosta- I ,4-diene-17/3-curh"thioate.
IA.32 H H H Ethoxy I-Adamantyl H H 1 0
2-(Adanlantan-I-yl)-2-oxoethyl I7a -
(ethoxycarbonyl)oxy-ll/7-hydroxy-3-oxoandrosta-l.4-
diene-17 -carboxylate. IA.33 a- F F Ethyl I-Adamantyl
H H I 0 2-(Adamanta n-I-yl)-2-oxocthyl
ha,')rr-dilluoro-I I/3- CH; hydroxy-l(a-methyl-3-uxu-I
7a-prupiunl Ioxvandrosta- ,4-diene-17-carboxylate.
IA.34 a- F F Ethyl I-Adamantyl H H I S
S-[2-(Adanlantan-I-yl)-2-oxoethylI6a.va-dil1uoro- I
I/3-hydroxy-I6a-meth yl-3-oxo-17a-
ropionyluxyandrosia- I ,4-diene- 17JJ-carhuthioatc.
1A.35 a- F F Ethyl 4-Tritluoro H H I S
S-[?-Oxo_2-(4-u'ifluorunlcthyloxyphcn)'lieth l~
irX.9r1- C' I {, nlethyloxyphen dilluoro- I I
/1-hydroxy- I (a-mcthyl-3-oxo- 17 a Yl
propionyloxyandrosta-l,4-tliene-I7/J-curhothiuaic.
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  57 No. R, 122 R-1 Ra R6 P in, Z
Chemical Name IA.36 a- F F Ethyl 4-Tritluoro- H H I 0
2-Oxo-2-(4-tritluoromethyloxyphcnyl) thyl CI 13
methyloxy- dilluoro- I I /1-hydroxy- 16
a-methyl-3-oxo- 17 7a- phenyl tro ion lox
androsta-l,4-diene-171-carbox late.  IA.37 I1 11 Ii
Ethoxy 4-Tritluoro- H 11 I 0
2-Oxo-2-(4-u'illuoromcthyloxyphcnyl)ethy117a
methyloxy-
(ctlulxyca'honyl)oxy-II/1-hydroxy-3-oxoundrosta-I,4-
phenyl dicnc-l71-carbox late. IA.38 a- 1. F Ethyl
4-Tritluoro H Ii S S-1
2-Oxo-2-(4-tritluoromcthylphcnyl)cthylI6a.9a- CI11
methylphenyl dilluoro-I
I/J-hydroxy-16a-methyl-3-oxo-17a- roion lox
androsta-l,4-dicnc-171-carhothioate. IA.39 a- P F
5-Cliloro- 4-Trifluoro- H H I S
S-[2-0xo-2-(4-trilluor(imcthylphcnyl)clliylI17a-[((5-
('ll1 2-thienyl methylphenyl
chloro2-thienyl)carbonylloxyl-6a.9a-dilluoro-II/J-
hydroxy- 16a-methyl-3-oxoandrosta- I.4-dicnc- 17/1-
carhothioatc. IA.40 a- F F 5-Chloro- 2,4,6- H H I S
S-12-Oxo-2-(2.4,6-tt-imethylphcnyl)etlrvlI l7a-II(5-
('li1 2-thicnyl Trintethyl-
chloro2-thicnyl)carbonylloxyj-6a.9a-dilluoro-II3-
phenyl hydroxy-I6a-methyl-3oxoandrosta-l.4-diene-l7/1-
carbothioate. IA.41 a- CI H 2-Furyl 2,4,6 H H I S
S-[2-Oxo-2-(2.4.6-triniethylphenyl)ethvlI9a-chloro- C'
l11 Tri methyl- I 7 a-I (2-I'i,ranylcarbonyl )oxy l- I
I /1-hydroxv- l 6 a- phenyl meth
l-3oxoandrosta-l.4-diene. I7/1-carbotllioate. 



IA.42 a- F F Ethyl 4-Methane- H H I 0
2-(4-Methanesulphonylphenyl)-2-oxoethyl ba,9a- ('111
sulfonyl- ditluoro-I I )3-hydroxy-I6a-methyl-3-
ixo-I7a- phenyl ro ion lox
androsta-l.4-diene-17/3-carhoxxvlate. IA.43 a- F F
Ethyl 4-Methane H H I S
S'-[2-(4-Methanesulphonylphenyl)-2-oxoethyII (a.9a- C'
li 1 sulfonyl- d illuoro- I I /1-hydroxy- l 6 a-met
hyl-3-oxo- 1 7 a phenyl ro
ionyloxandrosta-l,4-diene-17/1-carhothioate.  IA.44 a-
F F Ethyl Phenyl H H I 0 2-Oxo-2-phenylethyl
6a,9a-ditluoro-l I f1-hydroxy- C'Ii1
I6a-methyl-3-oxo-17a-propionvlnxyandrasta-1.4-
diene-17 -carbox late. IA.45 a- F F Ethyl Phenyl H H I
S S-[2-Oxo-2-phenylethylj 6a,9a-(Ii tluoro-I
I/1-hydroxy- C'H1
I6a-methyl-3oxo-17a-propionyloxvandrosta-l.4- d iene-
17/1-carhothioate. IA.46 a- F F Ethyl 4-Methyl- H H I
0 2-(4-Methylphenyl)-2-oxoethyI6u.9a-ditluoro-II/1-
C'I-11 phenyl
hydroxy-I6a-methyl-3-oxo-l7ra-propionvloxvandrosta- I
,4-diene- 17/3-carhoxvlate. IA.47 a- F F Ethyl
4-Methyl- H H S .S'-[2-(4-Methylphenyl)-2-oxoethylj
6a.9a-difluorn- C'li1 phenyl
II(i-hydroxy-I6a-methyl-3-oxo-17a- -
ropionyloxyandrosta-I.4-diene- 17/3-carhothioate.
IA.48 a- F F Ethyl 2,6-Dichloro- H H 0
2-(2,6-Dichlorophenyl)-2-oxoedlyl6a.9a-dilluoro- C'li3
phenyl I I /1-hydroxy-l 6a-methyl-3-oxo- l 7a - ro ion
lox androsta-l,4-diene-l7fi-carhoxylate.  IA.49 a- F F
Ethyl 2,6-Dichloro- H H I S
S-[2-(2,6-Dichlorophenyl)-2-oxoethyll6a.9a-dilluoro-
CH1 phenyl I I 7a prop ionylox
androsta-l,4-diene-I7fi-carhothioate.  IA.-SO a- F. F
Ethyl 2,3-Dichloro- H H I 0
2-(2,3-Dichlorophenyl)-2oxoethvl6a.9a-dilluoro- C'111
phenyl I I fl-hydroxv-I6a-methyl-3-oxo-I7a
propionyloxyandrosta- I.4-diene-17/1-carhoxvlate.
IA-51 a- F F Ethyl 2,3-Dichloro- H H ' I S
S-[2-(2,3-Dich]orophenyl)-2-oxoethylI60.'a-ditl1,1oro-
('lil phenyl I I /1-hydroxy-I 6a-methvl-3-oxo- 17a 1ro
ionyloxyandrosta-1.4-diene-17/1-carbothioate.  IA.52
a- F F Ethyl 2,6-Ditluoro- H H I 0
2-(2,6-Ditluorophenyl)-2-oxoethyl6a.9a-ditluo1'o-I1,6-
('Ii3 phenyl
hydroxy-16a-methyl-3-oxo-l7a-propiunyloxy'androsta-
1,4-diene-I7 -carbox late. IA.53 a- F F Ethyl
2,6-Ditluoro- H H I S
S-[2-(2,6-Ditluorophenvl)-2-oxoethylI6a.9a-ditluoro-
('111 Phenyl I 1 pro ndrosta- I ,4-diene- 17/1-c a
rboth ioa te. IA.54 a- F F Ethyl. 2,3-Ditluoro- H H I
0
2-(2,3-Ditluorophen),l)-2oxoethvl6a.9a-ditluo1'o-11/3-
('I11 phenyl
hydroxy-I6a-methyl-3-oxo-I7a-propiunvloxyandrosta-
I.4-diene-I7/1-carhoxvlate. IA.SS a- F F Ethyl
2,3-Ditluoro- H H I S
S'-[2-(2.3-Ditluorophenyl)-2oxoethyI I ha.Oa-dilluoro-
('H1 phenyl I I3-hydroxy-I 6a-methyl-3-oxo- 17a-
propionyloxyandrosta- I.4-d i ene- 17 fi-carbot h i
Date. SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  58 



No. It, H= ,t3 Its 126 1' m, Z Chemical Name IA.56 rr-
F F 5-('hloro- 4-Chloro- II I-I I S
,1'-12-(4-('Iiloruphcnyl)-2-oxoclliylI
I7a-1I(5-chloro- ('l1, 2-thienyl phenyl
2-thienvl)carhonylloxyl-6aOa-dilluuru-II/1-
hydroxy-1(a-methyl-3-oxoandrosta-t,4-dicnc-17/3
carhothioate. IA.57 rr- F F Ethyl 2,4,6- H H 1 0
2-Oxo_2-(2,4,6-trimcthylphenyl)ethyl6a,9a- ('11,
Trimethyl- dilluuru-I
I/J-hydroxy-I6a-methyl-3-uxo-I7a- phcnyl
propioii),Ioxyaiiiii-(ista-1,4-(Iietie-I 7 carbnx
late. IA.5t a- F F Ethyl 2,4,6- H 11 I S
S-(2-Oxo-2-(2,4,6-trimethylphenyl)ethylI6a,9a- (-1 I,
Tri methyl- ditlunro- I I /1-hy(iroxy- 16
a-methyl-3-uxo- 17 a- phcnyl ro ionvlox
androsta-l.4-dicnc-173-carbothioatc. IA.59 rr- 1: F
Ethyl Phenyl C flh C'li3 I S
S-1I.1-l)imcthyl-2-oxo-2-phcnylethyll 6a,9a- ('I I,
ditlunro-I I/1-hydroxy-I6a-methyl-3-oxo-I 7 a- roion
lox androsta-I,4-dicnc-17 3-carbothioatc. IA.bO a- F F
Ethyl 2-Thienyl H H I 0 2-Oxo-2-(thiophen-2-yl)ethyl
6a,9a-ditlunro-II/3- (' I I, hydroxy- 16
a-methyl-3-oxo- 17 a-propion vloxy- androsta-I
,4-diene-I7/3-carboxylate IA.61 a- h F Ethyl 2-Thienyl
H H I S S-[2-Oxo-2-(thiophen-2-yl)ethyl]
6a,9a-dilluoro- ('I-h I I
/3-hydroxy-16a-methyl-3-oxo-17 a roion lox
androsta-l,4-diene-I 7/3carbothioate.  IA.62 a- F F
Ethyl 3,4-Difluoro- H H 1 0
2-(3,4-Dilluorophenyl)-2-oxoethyl6a,9a-difluoro- ('
I-I3 phenyl II )3-hydroxy- 16 a-methyl-3-oxo-.17 a
roion lox androsta-l,4-diene-I7/3-carbnx late.  IA.63
a- F F Ethyl 3,4-Difluoro- H H I S
S-[2-(3,4-Dilluorophenyl)-2-oxoethyll6a,9a  ('1-13
phenyl diloom-I I/3-hydroxy-I6a-meihyl-3-oxo-I7a
ropionvlo.xyandrosta- l ,4-diene- 17/3-carbothioate.
IA.64 a- F F Ethyl 2-Furyl H H I 0
2-(Furan-2-yl)-2-oxocthyl6a,9a-ditlu0ro-I I/3 (' I-I,
hyd rox v- 16 a-methyl-3-oxo- 17 a-propi on vtoxy-
androsta-l.4-diene-17 3-carbox 'late IA.65 a- F F
Dichloro- 4-Fluoro- H H I O
2-(4-Fluorophenyl)-2-oxoethyl17a-dichloromethyl- CH3
methyl phenyl
carbonyloxy-6a9a-difluoro-II/3-hydroxy-I6a-
methyl-3-oxoandrosta-1,4-diene-17/3-carhoxylate.
IA.66 a- F F Dichloro- 2,4-Ditluoro- H H I 0
2-(2,4-Dilluorophenyl)-2-oxoethyl I7a 0-I3 methyl
phenyl 3ichloromethvlcarbonyloxy-6a,9a-clifluurn-II/3-
hydroxy- 16 a-methyl-3-oxoandrosta- I ,4-diene-17/3
carbox date. IA.67 a- F F Ethyl 2-Benzofuryl H H 1 0
2.(Benzoturan-2-y1)-2-oxoethyl ha,9a-difluoro-l 1/3-
(I-I,, hydroxv-I6a-methyl-3-oxo-I7a-
ropionxloxyandrosta-I,4-dicnc-I7/3-carhoxylate. IA.68
a- F F Ethyl 2-Fury) H H I S S-[2-(
Furan-2-yl)-2-oxoethvll6a.9a-ditlunro-lI/3- ('113
hydroxy-I 6a-methvl-3-oxo-I 7a- propionvioxyandrosta-
l ,4-diene- 17/3-carbothioate. IA.69 a- F F Ethyl
2-Benzofuryl H H I S S-[2-(Renzoluran-2-yl)-2-oxoethyl
Ea,9a-dilluoro- C'H3 1 I /3-hvdroxv-I
6a-methyl-3-oxo-I7a 



roionvlox androsta-l,4-dicnc-17/3-carbothioate.  IA.70
a- F F Ethyl 4-t-Butyl- H H I S
S-[2-(4-i-Butylphenyi)-2-oxoethyl] 6a9cr-dilluoro-
('I-13 phenyl I 1 /3-hydroxy-I 6a-methyl-3-oxo-I7a
roionvloxyandrosta-l.4-dicnc-173-carbothioate.  IA.7I
a- F F Ethyl 7-Methoxy- H H I 0
2-(7-Methoxvbenzolinan-2-yl)-2-oxoethyl 6a,9a- C'I-13
2-benzofuryl difluoro-I I
/3-hydroxy-I6a-methyl-3-uxo-I7a ro
ionvloxyandrosta-I,4-diene-17 3-carhux late  IA.72 a-
F F Ethyl 4-t-Butyl- H H 1 0
2-(4-t-Butvlphenyl)-2-oxoethyl 6a1a-difluoro-t I/3-
('I-I3 phenyl hyclrroxv-I6rz-methyl-3-uxo-I7a
n-oionvloxyandrosta-1.4-diene-17 3-carboxylate- IA.73
a- F F Ethyl 7-Methoxy- H H I S
S-(2-(7-Meth(ixybenzofuran-2-yi)-2-cixnethylI  ('I I,
2-benzot-uryl 6aOa-difluoro-I I
/3-hydroxy-I6a-methyl-3-nxu 17 a-prop
ionytoxyandrusta- t ,4-d ienc-17/3- carbothioate. IA74
a- F F Ethyl 2-Fluoro-4- H H I 0
2-(2-Fluor(i-4-methoxyphenyl)-2-oxoethyl6a,9a- ('FI,
methoxy- dill uuru-1 I
/3-hydroxy-I6a-methyl-3-oxo-I7a- phenyl
propionvloxy-androsta-l,4-diene-17/3-carboxylate.
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  59 No. Ri. R2 R, Rs R6 P mt z
Chemical Name IA.75 a- F F Ethyl 2-Fluoro-4- li 1-1 I
S S-12-(2-Fluoro-4-methoxyphenyl)-2-oxrethyl]
methoxy- (,a t a-d i lluuro- I I /3-hydruxy- 16a-nn
thyl-3-uxo- phenyl 17 a-propionyloxya ndrosta- I ,4-d
icnc- 17/1 carbuthioate.  IA.76 a- F F Ethyl
2-Methoxy- II H I 0 2-(2-Methoxyphenyl)-2-oxtx:thyl
ba.9a-dilluoro- ( H, phenyl I
I/3-hydruxy-I(a-methyl-3-oxo-I7a toion lox
androsta-l,4-dicnc-17 -carbox late.  IA.77 a- F F
Ethyl 2,4- H H I 0 2-(2,4-Diniethoxyphcnyl)-2-oxocthyl
6a,9a- ('I-l Dimethoxy- dillutuo-I
/3-hydruxy-l6a-methyl-3-oxo-I 7a phenyl roion lox
androsta-l.4-diene-17 arlxix late.  IA.78 a- F F Ethyl
2,4- H H I S s-12-(2,4-I)imetlioxyplienyl)-2-oxoethylJ
6a,9a- C'l1, Dimethoxy- dilluoro-l /3-hydruxy-I
ba-metlryl-3-oxo-l 7a phenyl roion
Ioxandrosta-l,4-diene-17 arbothioate.  IA.79 a- F F
Ethyl 2-Methoxy- H H I S
S-[2-(2-Methoxyplienyl)-2-oxoethylJ ba,9a- C'1-13
phenyl dilluoro-I I /3-hydruxy-I6a-methyl-3-oxo-l 7a
roion lox androsta-l,4-diene-17 i-carbothioate.
IA.8(1 a- F F Ethyl 2-Tritluoro- H H 1 0
2-Oxy-2-(2-trilluoromethylphenyl)ethyl 6a,9a- C H,
methyl phenyl dilluoro- I /1-hydruxy- I b
a-methyl-3-oxo-17 a roion lox -androsta-l,4-diene-17
arbox late.  IA.81 a- F F Ethyl 2-Tritluoro- H H I S
S-[2-0xy-2-(2-trilluoromethylphenyl)ethyl) 6a,9a
C'li, methylphenyl ditluoro-I
I/3-hydroxy-I6a-methyl-3-tixo-l7a - roion lox
androsta-l,4-diene-17 arbothioate.  IA.82 a-. F F
2-Furyl 4-Fluoro- H H I 0
2-(4-Fluorophenyl)-2-oxoethylJ 6a,9a-dilluoro-l7a- 



CH, phenyl [(2-furanylcarbonyl)oxy]-1 1 f-hydroxy-I
ba-methyl- 3-oxoandrosta-l ,4-diene-
17/i-carbothioate. IA.83 a- F F 2-Furyl 4-Fluoro- H H
I S S-[2-(4-Fluorophenyl)-2-oxoethyl] ba.9a-ditluoro-
(H3 phenyl 17a-[(2-furanylcarbonyl)oxyJ-I I
f-hydroxy-I6a- meth l-3-oxoandrosta-I,4-diene-17
arhothioate. IA.84 a- F F 2-Furyl 2,4-Ditluoro- H H I
0 2-(2,4-Dilluorophenyl)-2-oxoethyl ba.9a-ditluoro-
(H, phenyl 17a-[(2-fiiranylcarhonyl)oxyJ-I I
/3-hydroxy-I6a- meth
l-3-oxo-androsta-l,4-dicnc-17/3-carhoxylate. IA.85 a-
F F 2-Furyl 2,4-Ditluoro- H H I S
S'-[2-(2,4-Dilluorophenyl)-2-oxoethyl] 6a,9a C l-E
phenyl ditluoro- 17 a-[(2--furanylcarbon yl )oxy]- I I
/3-hydroxy- 16 a-methyl-3-oxoandrusta- l .4-d i
ene-17/3-.  carbothioate. IA.86 a- F H Ethyl 4-Fluoro-
H H I S S-[2-(4-Fluorophenyl)-2-oxocthyl] 9a-tluoro-I
l fl- CH, phenyl hydroxy- I b a-methyl-3-oxo- 17
a-propion yloxy- androsta- 1,4-diene-I
7,8-carbothioate. IA.87 a- F H Ethyl 4-Fluoro- H H I 0
2-(4-Fluorophenyl)-2-oxoethyl 9a-tluoro-II/i- CH,
phenyl hydroxy-I6a-methyl-3-uxo-I7a-propionyloxy-
androsta-1,4-diene-17 -carbon late. IA.88 a- F F Ethyl
3,5- H H I S
S'-[2-13,5-Bis(trilluoroniethyl)phenyll-2-oxoethyl]
CH1 Bis(tritluoro- 6a.9a-dilluoro-I I /3-hydruxy-
16a-methyl-3-oxo- methyl)phenyl
I7a-prupiunyloxyandrosta-l,4-dicnc-17/3 carboth ioate.
IA.89 a- F F Ethyl 3-Trifluoro- H H I S
S-[2-Oxo-2-(3-trilluoromethyl)phenylethyli 6a.9a- C'
H, methylphenyl d i tluoro- I I f-hydroxy- 16
a-methyl-3-oxo-I7 a .
1)ropionyloxyandrosta-1,4-diene-I7f-carbothioate.
IA.90 a- F F Ethyl 4-Isobutyl- . H H I S
S-[2-(4-Isobutylphenyl)-2-oxoethyl] 6a.9a-ditluoro-
(H. phenyl I
I/3-hydroxy-I6a-methyl-3-oxo-I7a-propionyloxy-
androsta-l,4-di ene-17/i-carbothioate. IA.91 /1- F H
Ethyl 4-Fluoro- H H I 0 2-(4-Fluorophenyl)-2-oxoethyl
9a-Iluoro-IIl- C' li, phenyl hydroxy-160-meth
yl-3-uxo- 17 a-propit) n yloxy- androsta-l,4-diene-17
fl-ca rhoxylate. IA.92 a- F F Ethyl 4-Ethyl- H H I S
S-[2-(4-Ethylphenyl)-2-oxocthyl] 6r 9a-ditluoro- ('H9
phenyl II/3-hydruxy-l6a-methyl-3-oxo-I7a-propiunyloxy-
androsta- I ,4-diene-17/i-carbuthioutc 5 SUBSTITUTE
SHEET (RULE 26) WO 2007/099548 PCT/IN2007/000039  60
\o. it, I(= R..i Rs R6 I' mt Z Chemical Name IA 93 a-
F F Ethyl 4-Cyclohexyl- 11 H I S
S-12-(4-(`yclnhexylphcnyl)-2-uxuethvlIbat9a- ('I i
phenyl dilluoro-I I/1-hytlroxy-l0a-mclhyl-3ytxo-l7a
t'o ionvloxandrusta-I.4-dicnc-17 1-carhuthioatc.
IA')4 /1- F I-I Ethyl 2,4-Ditlioro- ti H I S
S-12-(2.4-I)illuorophenyl1-2-uxncthyl 911-Ilu0r0-
phenyl I I/1-hydroxy-I0/3-methyl-3-oxu-I
7a-prupiunyluxy- 



anth-osta-I ,4-dicnc-17 1-carhuthioatc. IA.95 a- F F
Ethyl 4-Isopropyl- Ii Ii I S
S-12-(4-Isopt'opylphcnyl)-2-uxutahylI 6rr.9a- C11,
phenyl dilluons-I I/1-hydruxy-I6a-methyl-3-oxu-I7a ro
iotilox amlrosta-I,4-diene-I7 i-carbothioatc.  1A.96
a- F F Ethyl 4- H H I S
s-12-(4-('yclopeiltyl(ixyplicnyl)-2-t)xactliyII 6a,9a-
('11, Cyclopenlyl- dilluoro-I
I/1-hydruxy-I6a-methyl-3-oxo-I7a oxyphcnyl pro ionylox
androsta-l,4,dicnc-Ill-carbothioate.  IA,97 a- F H
Ethyl 4-Methyl- Ii H I S
S-[2-(4-Methylsolli)iiylplienyl)-2-oxoethylI 9a- CF1,
sul lonyl- tluoro- I I /3-hydroxy- I6a-methyl-3-oxu-
17a andrusta-l,4-dicnc-171-carhuthioatc.  phenyl
propionylox IA 04 a- F I-I Ethyl 2.4-Ditluoro- H H I S
S-[2-(2,4-Dillttorophenyl)-2-uxtiethylI 9a-Iluoro- CI
I phenyl I I /1-hydroxy- 16a-methyl-3-oxo- 17 a-prop
ionyloxv- androsta-l,4-dicne-I7/)-carhuthioatc. IA.99
/3- F 1-1 Ethyl 4-Methyl- H H I S
S-[2-(4-Methylsolfonylphenyi)-2-oxoethylI 9a- Cl 6
sulfonyl- Iluoro- I I /3-hydroxy-
I6fl-mclhyl-3-oxu-l7a- phenyl propionyloxyandrosta-
I,4-dienc-171-bothioate, IA. 100 a- F H Ethyl
4-Chloro- H H I S S-[2-(4-Chtorophenyl)-2-oxoethylI
9a-Iluoro-l 1%3- CH, phenyl hydroxy- 16a-methyl-3-oxo-
17 a- ropionyloxyandrosta-l,4-dicne-17
J3-carbothioatc. IA. 101 /3- F H Ethyl 4-Chloro- H H I
S S-[2-(4-C'Iiloroplienvl)-2-oxoethylI 9a-tluoro-I1/-
C' I I, phenyl hydroxy- 16/3-methyl-3-oxo- l 7 a-
ropionyloxyandrosta- I ,4-dienc- 17/3-carbothioate.
IA. 102 a- F F Ethoxy 4-Tritluoro- H H I S
S-[2-Oxo-2-(4-triiluoromethylphcnyl)cthylI6a9a- (H3
methylphenyl dilluot'o-17a-(cthoxvcarbonvl)uxy-I I
/1-hydroxy- 16 a-methyl-3-oxou n d t osta- I
.-t-dienc-17/1- carbothioatc. IA. 103 a- F F Cyclo-
4-Fluoro- H H I 0 2-(4-Fluorophenyl)-2-oxoethvl 17a
C'F6 propyl phenyl
cyclopropylcat-bonyloxy-6a.9rz-dilluuro-lI/i- hydroxv-
16a-methyl-3-oxoandrosta- I .-t-dicne-17/3-
carboxylate. IA104 a- F F Cyclo- 2,4-Ditluoro- H H I S
S-[2-(2.4-Ditluorophenyl)-2-oxoethylI l7a- 0-13 propyl
phenyl cyclopropylcarhonyloxy-6a.9a-dilluuro-II/i-
hydroxy-16a-iimethyl-3-oxoandrosta-l,4-diene-17/3-
carhothioate. IA-l05 a- F F Ethoxy 4-Chloro- H H I S
S-[2-(4-('Iiloroplienyl)-2-oxoctlivlI ba, )a-dilluoru-
CH_, phenyl 17a-(ethoxycarbonvl)oxy-1 I /3-hydruxy-
16a-methyl- 3-oxoandrosta-l
,4-diene-17/1-carbothioate. IA. 106 a- F F Cyclo-
4-Chloro- H H I S S-[2-(4-('hlorophenvl)-2-oxoethylI
l7a-cyclopropyl- C-1-13 propyl phenyl
carbons'Ioxy-6a,9a-dilluuro-I I f-hydruxy-l6a- methyl-
3-oxoandrosta-I ,4-dicnc-17/3=carbothioate. IA-107 /3-
F H Ethyl 4-Methoxy- H H I S
S-[2-(4-Methoxyphenyl)-2-oxucthyII )a-Iluoro-I1/3- CI
1, phenyl hydroxv-I 60-methyl-3-oxo-I 7a-propioneloxv-
andrusta-1.4-diene-17/3-carbothioatc. 



IA. 108 a- F H Ethyl 4-Tritluoro- H H I S
S-[2-Oxo-244-trit]u(lromethylphenyl)-2-oxoethylI  11,
methylphenyl 9a-tluoro-I I
/3-hydroxv-I6a-methyl-3-axo-l7a- ro
ionyloxyandrosta-l,4-diene-17/3-carhothioate IA.109 a-
F F Ethyl 4-Methoxy- CH3 CH, I S
S-[I,I-Dimethyl-2-(4-methoxyphcnyl)-2-uxoethyII  CFI,
phenyl 6a,9a-ditluoro- I I /1-hydroxy-
I6a-niethvl-3-nxo- 17 a-propionyloxyandrosta- l
,-l-dienc-17/3- carbothioute. IA.I10 a- F F Ethoxy
4-Fluoro- H H I S S'-[2L(4-Fluoroplien
vl)-2-oxoethyII6rz.9rz-dilluuro- C'113 phenyl I 7
a-(ethoxycarbonyl )oxy- I I /f-hytlroxy- I (ia-methyl-
3-oxoandrosta-l,4-dicnc-17/1-carbothioate. SUBSTITUTE
SHEET (RULE 26) WO 2007/099548 PCT/IN2007/000039  61
No. R, R= R, R. Rs P to. 7_ Chemical Name IA.III /3- F
Ii Ethyl 4-Tritluoro- H 1-1 I S
S'-12-Oxo-2-(4-(rilluuromcthylphcnyl)-2-oxoethyl[  ('I
I, methylphenyl 9a-Iuoro-I I (3-hydruxy-I
6/3-methyl-3-uxo-l7a- io ion lux a,1llrosta-I,4dlenl I
7I-curholhioate. IA.112 rr- I' F Cyclo- 4-Trilluoro-
If 11 I - S ,S-12-Oxo-2-(4-trilluuromclhylphenylMthyl[
17a- ('11, hexyl methylphenyl
cyclohexylcarbonyloxy-6a,9a-dilluuro-11/1- hydruxy-l
6a-t"cthyl-3-oxoandrosta- l ,4-dicnc-17/1-
carbothioatc. 1A.1 13 a- F F Cyclo- 4-Chloro- H H I S
S-12-(4-('hlorophenyl)-2-oxoethyIl 17a- ('11, c hexyl
phenyl cyclohexylcarbonyloxy-6a,9a-ditluoro-II/1-
hydroxy-I6a-methyl-3-oxoandrosta-I.4-diene-17/1-
carbothioutc. IAA 14 a- F F Cyclo- 2,4-Difluoro- H H I
S ,S'-[2-(2,4-Dilluorophenyl)-2-uxocthy1117a- ('114
hexyl phenyl cyclohexylcarbonyloxy-6a,9a=ditluoro-I
I/1 hyd oxy-I6a-methyl-3-oxoandrosta-I.4-diene-17/3-
carbothioate. IA. 115 rz- F F Cyclo- 4-Fluoro- H H I-
0 2-(4-Fluorophenyl)-2-oxoethyl 17rr ('Ii1 hexyl
phenyl cyclohexylcarbonyloxy-6a.9rz-dilluuro-II/i-
hydroxy-I6a-methyl-3-oxoandrosta-I.4-diene-17/3-
carboxlate. IA. 116 a- F F Cyclo- 4-Methoxy- H H I S
S'-[2-(4-Methoxyphenyl)-2-oxocthylI 17a- ('II, hexyl
phenyl cyclohexylcarbonyloxy-6a,9a-ditluoro-II/3-
hydroxy- 16a-methyl-3-oxo-an drusta- I.4-d icne- l
7/3- carbothioate. IA. 117 a- F F Cyclo- 4-Chloro- H H
I S S-[2-(4-Chlorophenyl)-2-oxoethyl) 17a ('14 ,
pentyl phenyl
cyclopentylcarbonylnxy-ba,9a-ditluoro-II/i-
hydroxy-I6a-methyl-3-oxoaneh-osta-l.4-dicnc-17/3-
carbothioate. IA.III a- F F Cyclo- 4-Fluoro- H H 1 0
,S'-[2-(4-Fluorophenyl)-2-oxocthyll l7a- C'1-13 pentyl
phenyl cyclopentylcarhonyloxy-ba.9re-ditluo1'o-II/I-
hydioxy-I 6a-methyl-3-oxoandrosta- I.4-d icne- 17/I- 



carboxylate. IA.] 19 a F F Isopropyl 4-Trifluoro- H H
I S S-12-Oxo-2-(4-trifluoromethylphcnyl)ethylI6a,9a-
('hl, methylphenyl ditluoro-I 1
/3-hydroxy-I6a-methyl-l7a-(2-
methylpropionyloxy)-3-oxoandrosta-l.4-dicnc-17/3-
carbothioate. IA.120 a- F F Cyclo- 2,4-Difluoro- H H I
S S-12-(2,4-Dilluorophenyl)-2-uxocthvlI 17a- ('Ii,
pentyl phenyl
cyclopentylcarbonyloxy-6a.9a-ditluoro-II/i-
hydroxy-I6a-methyl-3-uxuandrusta-I.4-dicnc-17/3-
carbothioate. IA.121 a- F F Isopropyl 4-Fluoro- H H I
0 2-(4-Fluor(iphenyl)-2-oxoethyl 6a.9a-ditluoro-II/3-
0-13 phenyl hydroxy- 16a-methyl-17
a-(2-methylpropionyloxy)-3- oxoandrosta-1,4-diene-17
-carboxylate. IA.122 a- F F Isopropyl 4-Methoxy- H H I
S 5-12-(4-Methoxyphenyl)-2-oxoethyl) 6a9a- (' li ;
phenyl di Fuoro-I I /7-hydroxy- I (a-ntcthcl-17 methyl
prop ionyloxy)-3-uxoandrosla-I.4-diene-17(3-
carbothioate. IA.123 a- F F Isopropyl 2,4-Difluoro- H
H I S S-12-(2.4-Dilluorophenyl)-2-uxoethyll6r,9rr-
C'1-I, phenyl ditluoro- I I /1-hydroxy- I6a-methyl-17
a-(2 methyl prop ionyloxy)-3-oxoandrosta-
I.4-diene-17/3- carbothioate. IA.124 a- F F 2-Furyl
4-Tritluoro- H H I S
S-[2-Oxo-2-(4-tritluoromethylphenylkahy116a,9a- C11,
methylphenyl ditluoro-17a-[(2-Iuranylcarbonyl )oxyl-I
113-hydroxy- I6a-methyl-3-oxoandrosta- I.4-diene-17/3
carbothioate.  IA.125 a- F F Ethyl 4-Chloro- CHj CH3 I
S S-[ 1,1-Dimethyl-2-(4-chlorophen),l)-2-uxoethYII
CH3 phenyl 6a,9a-ditluoro-l
I/3-hydruxy-I6a-methyl-3-oxo- 17
a-propionyloxyandrusta- I.4-dicnc-17/1- carboth ioa
te. IA.126 a- F F Ethoxy 4-Methoxy- H H I S
S-[2-(4-Methoxyphenyl)-2-oxaethyll brt,9a- (.'1-1,
phenyl dlillum-o-]7a-(cthoxycarhonyl lazy-I
I/1-hydroxy- 16 a-methyl-3-uxuandrusta-1 .4-d i ene-
17/3- carbothioate. SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  62 No. It, 1t= R., Its
It, P m, 1 Chemical Name IA. 127 rr- I' F 2-Furyl
4-Mcthoxy- H II I S
5-12-(4-Mclhoxyphcnyl)-2-uxuclhylI(wa9a-dilluoru-
C'l1, phenyl 17a-1t2-tiu'anylcarbonyl )oxyl- I I
/1-hydruxy-I 6a- mclh l-3-oxuandrusta-l,4-dicnc-I7
1-carbuthioate. [A. 128 a- F F' n-Butyl 4-Trilluoro-.
I1 I-I I S S'-12-Oxo-2-(4-trilluaromethylphcnyl)ethylI
I7a-n- ('II nicthylphcnyl
hutylcarhonyloxy-ba9a-dilluoro-I I f1-hyd1'oxy-I6a-
nieth l-3-oxuandrusta-1,4-dicnc-I7l-carbuthioate.  IA.
129 a- F F n-Butyl 4-Chloro- H I-I I S
.S-12-(4-('Iilnrophenyl)-2-(ixocthyII l7a-n 



(113 phenyl hutylcarhonyloxy-6a,9rx-d itluoru- I I
/1-hydruxy- I6rx- meth
l-3-oxoandrosta-I,4-dicnc-t7l-carbothioate.  [A. 130
a- F F n-I3utyl 2,4-Ditluoro- H H I S
S-12-(2,4-Dilluorophcnyl)-2-oxocthylI17a-n (-I13
phenyl hutylcarhonyloxy-6a.')a-d itluoro-I I
/1-hydruxy- I6a- mcth
l-3-oxoandrosta-1,4-dicnc-171-carbothioate.  IA.131 a-
F F n-Butyl 4-Fluoro- H H I S
S-12:(4-1:luor(iphenyl)-2-oxoethyll I7a-n-hutyl C'11,
phenyl carhonyloxy-6a9a-dilluoro-I I /1-hydruxy-I 6a-
methyl-3-oxuandrusta-I ,4-dicne-17 1-carbuthioate.
IA. 132 a- F F Isopropyl 4-Chloro- H 11 I S
.S-12-(4-('Idurophcnyl)-2-oxoclhylI (,a.9a-ditluoro
C'li, phenyl I
If-hydruxy-I6a-methyl-I7rr-(2-mclhylprupionyl-
(ix)-3-oxoandrosta-l,4-diene-17/1-carbuthioate.
IA.133 a- F F Cycln- 4-Fluoro- H H I 0
S-12-(4-Fluorophenyl)-2-oxoethyll 17a-cyclohutyl butyl
phenyl - carbonvloxy-6a9a-dilluoro-Ilf3-hydroxy-I6a-
methyl -3-oxoandmsla-I,4-dicnc-I7 -carboxyl ate..
IA.134 a- F F Cyclo- 4-Trilluoro- H H I S
S-[2-Oxo-2-(4-trifltioromethylpllenyl)etliylI I7a
('I4, pentyl methylphenyl
cyclopentvlcarhonyloxy-6a')a-dilluoro-II/i- hydroxy-
16a-methyl-3-oxoandrosta- I.4-dicnc-17/3-
carbothioate. IA. 135 F F Cyelci- 4-Chloro- H H I S
S-(2-(4-C'hlorophenyl)-2-oxoethyll17a- ('H, butyl
phenyl cyclohutylcarbonytoxy-6a9rr-dilluoro-II/i-
Ihydroxy-I6a-methyl-3-oxoandrosta-I.4-dicnc-17/3-
carbothioate. IA.136 co- F F Cyclo- 4-Trilluoro- H H I
S S-12-Oxo-2-(4-tritluoromethylphcnyl)ethytI17a- (I1
butyl methylphenyl
cyclobutylcarbonyloxy-6a9a-dilluoro-II/1- hvdroxy-
I6a-methyl-3-oxoandrosta- I.4-dicne-17/3-
carbothioate. IA.137 a- F F Cyclo- 2,4-Ditluoro- H H I
S .5-12-(2,4-Ditluorophcnyl)-2-oxoethyll 17a- C1-1,
butyl phenyl cyclobutylcarbonyloxy-6a9a-dilluoro-I
I/1- hydroxy-I6a-methyl-3-oxoandrosta-l.4-dicnc-17/3-
carboth i oate. IA.139 a- F F Cyclo- 4-Methoxy- H H I
S S-[2-(4-Methuxyphenyl)-2-oxoethyll 17a- butyl phenyl
cyclohutylcarbonytoxy-6a9rr-difluoro-II/)-
hydroxy-16a-methyl-3-oxoandrosta-I.4-diene- 17/3-
carbothioate. IA.139 a- F H 2-Fury) 4-Tritluoro- H H I
S S-12-Oxo-2-(4-tritluoromethylphenyl)ethylI9a- (I I,
methylphenyl Iluoro-I 7a-I(2-1in'anvlcarb(invl)oxyl-I
I/3-hydroxy- 16a-methyl-3 -oxoand costa- I
,4-dicne-17/i- carbothioate. IA.I40 a- F H 2-Furyl
2,4-Ditluoro- H H I S
S-12-(2.4-Ditlu(irophenvl)-2-oxocthylI 9a-Iluoro- C(I,
phenyl 17a-[(2-linanytcarbonyI)oxy I-I I /3-hydroxy-
16a- methyl-3-oxoandrosta-I.4-dicne-I7/i-carbothioate.
IA.141 a F I-I 2-Fury) 4-Chloro- H H I S
S'-[2-(4-C'hlor(iphenyl)-2-oxoethyII9a-Iluoro-1 7a-
('113 phenyl [(2-fiiranyIcarbonyl)oxyl= I I
/1-hydroxy-1 6a-methyl- 3-oxoandrosta- I ,4-dicne-I
7/i-earboth ioate 



IA.142 a- F li 2-Furyl 4-Methox- H H I S
S-[2-(4-Methoxyphenyl)-2-oxoethylI9a-Ilu111'u-I7a-
CIi3 yphenyl I(2-furanylcarbonyl)uxyl-I
I/3-hydruxy-I6a-mcthyl- 3-oxoandrosta- I ,4-diene-
17/3-carboth iua te IA.143 rr- F 11 2-Fury1 4-Fluoro-
H H I S S-[2-(4-Fluorophenyl)-2-oxoethyl1')a-Iluoro-1
7a- CI13 phenyl I(2-furanylcarhonyl)uxyl- I I
/3-hydroxy-I6a-methyl- 3-oxoandrosta- I ,4-diene-
17/)-carbothioate. SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  63 No. it, R= Rx R, R6
P m, Z Chemical Name IA.144 a- F F Isopropyl 2,4,6- H
1-1 I S S-I 2-Oxo-2-(2.4,(,-Irinxlhylphcnyl)cthyII
6a.l)a- C'FI Trimethyl- dilluuro-1 I
/3-hydroxy-I6a-methyl-I 7a-(2-ntethyl- plienyl
propionyl(ixy)-3-oxoandrosta-l,4-dime-17/1
earhothioate. IA. 145 a- F F Cyclo- 2.4,6- H li I S
S'-12-Oxo-2-(2.4.6-tIinicthylplienvI)etliylI17r, ('II,
hexyl Trimethyl-
cycluhexylcarhonyluxy-6a.9a-dilluoro-II/1-hydroxy-
phenyl I6a-meth
l-3-oxoanlhYlsta-I.4-dicne-I7l-carbothlnate.  IA. 146
a F F Cyclo- 2.4.6- H H I S
.S'-[2-Oxo-2-(2,4.6-trimethylphenvl)ethyII17a ("fl,
pentyl Trimethyl-
cyctnpentylcarhonyloxy-6a,9rr-dilluuro-II/I-hvdroxy-
phenyl I ba-meth
1-3-oxoandrosta-l.4-diene-I71-carhothinate.  IA. 147
a- F F Cyclo- 2,4,6- H H I S
.S'-[2-Oxo-2-(2.4,6-trintetltylphenylkthyll 17a- butyl
Trimethyl-
cyclohutylcarhonyloxy-6a,9a-dillu4)1-0-II/1-hvdroxy
phenyl I 6a-meth
l-3-oxoandrosta-l.4-diene-I71-carbothioate.  IA- 149
a- F F Cyclo- 2,4,6- H H I S
S-(2-Oxo-2-(2,4,6-triniethylphcnvl)ctliylII7a ('I-f,
hexyl- -Trimethyl-
cyclohexylntethylcarbonylaxy-6rr.9a-ditluoru-IIfl-
methyl phenyl
hydroxy-I6a-methyl-3-oxoandrosta-l,4-diene-17/1,
carbothioate. IA. 149 a- F F 2-Thienyl 2,4,6- H H I S
S-[2-Oxo-2-(2,4,6-trintethylphcnyI)elhvll6re9a- C'16
Tri methyl- dilluoro- I I /3-hyd roxy- l
6a-methyl-3-oxo- 17 a-I (_'- phenyl
thienylcarhonyl)oxyandrosta-I.4-diene-I7/1
carbothioate.  IA. 150 a- F F Cyclo- 2,4- H H I S
S-(2-(2,4-Difluorophenyl)-2-nxocthvfI I7a C'li, hexyl-
Difluoro-
cyclohexylmethylcarhonyloxy-6r..9a-diflunro-II/3-
methyl phenyl
hydroxy-I6a-methyl-3-oxoandrosta-l.4-diene-l7/3-
carbothioate. IA. 151 a- F F Cyclo- 4-Chloro- H H I S
.5[2-(4-Chlorophenyl)-2-oxocthvlI I7a C'113 hexyl-
phenyl
cyclohexyhnethylcarbonyloxy-6a.9a-ditluoru-I113-
methyl
hydroxy-I6a-methyl-3-oxoandrosta-l.4-diene-17/3-
carbothioate. IA.152 a- F F Cyclo- 4-Trifluoro- H H I
S S-12-Oxo-2-(4-tritiuor0metllylphenvl)ethylI17a- CH,
hexyl- methyl-
cyclohexyhnethylcarbonyloxy-6a.9ro-ditluoru-II/3-
methyl phenyl
hydroxy-I6a-methyl-3-oxoandrosta-l.4-diene-17/3-
carbothioate. IA. 153 a- F F Cyclo- 4-methoxy- H H I S
.S'-[2-(4-Metlioxyphenyi)-2-oxoethv]I I7a 



('1-1, hexyl- phenyl
cyclohexylmethylcarbonyloxy-6ri9a-ditluoru-II1- methyl
hydroxy-I6a-methyl-3-oxoandrosta-l.4-diene-17/3-
carhothioate. IA. 154 a- F F n-Butyl 2,4,6- H H I S
S'-[2-Oxo-2-(2A.6-trimetllylphenvl)ethylI I7a-n C' H,
Tri methyl- hutylcarhon yloxy-6 a.9 a-d i (Moro- I I
/3-hyd r(Ixv- I b a- phenyl
methyl-3-oxoandrosta-I,4-diene-17/3-carbothioate.
IA.155 a- F F Ethoxy 2,4,6- H H I S
.S'-[2-Oxo-2-(2,4,6-trimethylphenvl)ethyl(6a.9a-. C'H3
Trimethyl- dilluoro-I 7a-(ethoxycarbonyl)oxy-I I
J3-hydroxv-16 a- phenyl methvl-3-oxo-androsla- l
.4-diene- l 7 f3-carbothioate.  IA.156 a- F F 2-Furyl
2,4,6- H H I S
S-[2-Oxo-2-(2,4.6-trimethylphenvI)ethyll(a9a C'H3
Trimethyl- ditluor0-17a-I (2-furanylcarbonyl )oxy l-I
I /1-hydroxy- phenyl
I6a-methyl-3-oxoandrosta-l.4-diene-17f1-carbothioate.
IA. 157 a- F F 2-Furyl 4-Chloro- H H I S
.S-[2-(4-('hlorophenyl)-2-oxoethvll(a.9a-dilluor0 ('13
phenyl 17a-[(2-Iuranylcarbonyl)oxy]-I 1
/3-hydroxy-I6a- methyl-3-oxoandrosta-l,4-diene-17
-carbothioate.  IA. 155 /3- F F Ethyl 4-Chloro- H H I
S S-[2-(4-(hlorophenyl)-2-oxoethyII6a.9a-difluoro-
C'1-13 phenyl I l f3-hydroxy-16fl-methyl-3-oxo-I 7a
prop ion lox androsta-t,4-diene-17 3-carbothioate.
IA. 159 a- I- F 2-Thienyl 4-Trifluoro- H H I S
.S'-(2-Oxo-2-(4-tritluoromethylphenyl)cthyl] ba.9a-
C'143 methylphen dilluoro-I 7a-[(2-thienylcarhonyl
)oxyj-I I f3-hydroxy YI I 6a-meth
l-3-oxoandrosta-l,4-diene-I7fl-carhothinate.  IA. 160
a- F F Ethyl 3- H H I S
.S'-[2-(3-Nitrophenyl)-2-oxoethyll609a-ditluoru-I1/3-
C' 1-13 N i trophen yl hydroxy- 16 a-methyl-3-oxo-17
a-prop i on ylo x wand rosta- I A-diene-
17/1-carbothioate. SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  64 No. 121 11, It, Rs
It, 1' 1111 7. Chemical Name IA.I(,I a- F F Ethyl
3,4-Dimcthyl- II ti I S
.1'-[2-(3,4-t)islethylphenyl)-2-uxocthvlI6rr.9a- ( '
11, phenyl di Il unru- I I /i-hydroxy- I (,
a-nlcthyl-3-oxo- 17 a- ____________ roion lux
atlllrosta-I,4-1hc11e-I7 i-carbothioatc. IA.162 /1- 1
F Ethyl 4-Trilluoro- I1 11 I S
.1'-12-Oxo-2-(4-irillu(ironlethylphenyl)ethyl16a,9a-
('I I, methylphenyl dilluoru-I
I/1-hydroxy-I6/I-methyl-3-oxo-I 7 a- roion lox
andrusta-I.4-dienol7l-cat'hothioatc. IA. 163 a- I l:
n-Propyl 4-Trilluuro- Ii H I S
S-12-Oxo-2-(4-trilluuromcthylphcnyl)ethylI6a,9a- ('l
I, methylphenyl dilluoru-I
I/1-hydroxy-16a-nieiliyl-3-uxu-17a-n-
propylcarhonyloxyandrosta-l.4-dicnc-17/7-
earhotllmate. IA.I64 a- F F u-Propyl 4-Chloro- H ll I
S .1'-12-(4-('hlorophcnyl)-2-uxnethylI6a.9a-dilluoro-
('l l phenyl I I /J-hydroxy-I6a-methyl-3-uxu-l7a-n-
prupylcarhunyloxyandrosta-I.4-dicnc-I7/1 IA.165
carblldln,atc. a- F F n-I'ropyl 2,4-Ditluoro- Ii H I S
.ti'-[2-(2,4-Dilluorophenyl)-2-uxocdlyl[ 6a 9a (' Iih
phenyl d i tl uoro- I I /1-hydroxy- 16
a-methyl-3-ltxn- 17 a-n- 



propylcarbonyloxyandrosta- I ,4-d icne-17/3-
earhothioute. IA.I(u6 a- F F 11 -1'mpyl 4-Fl,,,, - Ii
H I S S'-(2-(4-Fluorophenyl)-2-&uucthyl[
6a-9a-dilluoro- ('li phenyl I I /3-hydroxy-I
6a-methyl-3-uxu- I7a-n- propylcarbon yloxyand rosta-
I.4-d i cne-17/1- carbothioate. IA167 a- F F n-Propyl
4-Melhoxy- H H I S S-[2-(4-Methnxyphenyll-2-oxucthyl)
6a 9a- ('Ii, phenyl difluoro- I I /3-hydroxy- 16
a-nlcthyl-3-uxu- 17 a-u- propylcarbon ylo.x yandrosia-
l .4-d icne- 17/1- carbothioate. ~6a.9rr-dilluorll.-
IA.16It a- F F 2-Fury) 3-Chloro- H H I S
S-[2-(3-(:Illorophcnyl)-2-oxucthY1 CI-I phenyl I7a-1
(2-Iirany1carhonyl)oxyl-I I fI-hydroxy-l6a-
methyl-3-oxoand costa- I.4-dicne- 17 1-ca Thoth ioa
te.  )A)69 J1- F F 2-Fury) 4-Trilluoro- H H I S
S-[2-Oxo-2-(4-ti-illtioromcthylpliciiyl)edlylI6a,9a
(1-I3 niethylphenyl difluoro-I 7
a-[(2-luranylcarhonyl)oxy[-I I /i-hydroxy-
16J3-methyl-3-oxoandrusta- I.4-dicnc- 17/1-
carhothioate. IA 170 a- F F 2-Furyl 3,5- H H I S
S-[2=(3,5-Dinlethoxyphcnyl)-'-oxncthvl[ ba.9a- ('I-I,
Diniethoxy- di Iluoro-17 a-I (2-furanvlcarbunyl)oxy[-I
I /i-hvdroxy- phenyl
I6a-nlcthyl-3-oxoandrusta-1.4-dicnc-17/1 carbothioate.
-uxucthyl[6r9a-dilluoru- IA. 171 a- P F 2-Fury)
4-Nitrophenyl H H ~1 S S-[2-(4-Nitraphenyl1-_ CH,
17a-[(2-I uranylcarbunYI k,x, [- I I /I-hvdruxy- I 6a-
nleth l-3-oxoandrosta-I.4-dene-I7/3-carhothioate. IA
772 a- F F \lethoxy- 4-Tritluoro- H H. I S
S-[2-Oxo-2-(4-trifluommclhvlphrnylIethYII6aAa- C'H;
methyl methylphenyl
difluoro-II/3-hydroxy-I7a-(nlethoxymetliyl- carbonyl
)oxy- 16a-methyl-3-oxuan~trusta- 1.4 -d iene-
17/1-carbothioate. IA.173 a- F F Methoxy- 2,4,6- H H I
S- S'-[2-Oxo-2-(2,4,6-tiimathylphenyl)ethvl[ 6a,9a-
C'II, methyl Trimethyl-
ditluoro-II/3-hydroxy-I7a-(nleth(ixymetlrvl- phenyl
carbonyl)oxy-I6a-nuthyl-3-oxoandrusta-l.4-dicne 17/3-c
arboth i oate. IA. 174 a- F F Ethyl 3-Chloro-4- H H I
S S-12-(3-Chl(iro-4-tluorophenyl)-2-oxoethvij ba.9a-
(`I I, tluorophenyl dilluoru-I
I/3-hydroxy-I6a-methyl-3-oxo-I7a- ropionyfox
-androsta-1.4-dicne-17/1-carbothioate. [A 17, /1- F F
2-Fury) 2,4,6- H H I S-
S-[2-Oxo-2-(2,4,6-iiimethylphenyl)ethyl[ (im9a- C'I1,
Trimethyl- difluoro-I 7a-[(2-titrany)carbonyl)usYI-I
I/i-hydroxy- phenyl
16/3-methyl-3-oxoandrusta-I.4-dicne-17/3 -
carbothioate. IA 176 a- -F-r- Ethoxy- 2,4,6- H H I S
S-[2-Oxo-2-(2,4:6-iiimethylphenyl)ethYII61i.9ro- ('I-h
methyl Trimethyl-
difluoro-I7a-(ethoxyniethylcarbonylloxv-IIfl- phenyl
hydroxy-I('.a-methyl-3-oxoandrusta-l.4-dicnc-17/1 



carbothioate.  IA 777 a- F F Ethoxy- 4-Tritluoro- H H
I S S-12-Oxo-2-(4-iritluoroniethylplicnyl)etliNI (c0a-
methyl methylphenyl
dilluoru-I7a-(ethuxyniethylcarhnnylloxy-II/I hydroxy-I
ba-nuthyl-3-oxoandrusta-I .4-dicne-I7/3- carhothnlalc.
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  65 No. It, It, R, R, R. P ttq z
Chemical Name [A. 179 a- F F 2-Furyl 2-Naphthyl H H I
S .S'-[2-(Naphthalen-2-yl)-2-oxt)clhylI
(u')rrdilluoro- ( 11, 17rr-I(2-I'uranylcarhonyl)uxvl-I
I/t-hydruxy-Iba- meth I-3-oxllanllrtmtu-I.4-diene-I7
J-l'urhnthltlate. IA.IRO a- 1: 1. 2-Furyl I -Naphthyl
- H H I S S-[2-(Naphthalen-I-yI)-2-uxoc(hylI
orr,9a-dilluoro- C'Il, 17(x-I(2-Iuranylcarbunyl)uxyl-I
I/)-hydruxy-16a- meth
l-3-oxoandrosta-I.4-dicnc-I7/)-carbothioale. IA.191 a-
F F 3-Methyl- 4-Trifluoro- H H I S
,S'-I2-Oxo-2-(4-trilluoromcthylphcnvl)ethylI6a.9a-
C'H3 2-furyl methylphenyl
diflu411-o-Il/)-hydroxy-17a-II(3-Illethyl2-Iuranyl)-
carhonylloxyl-16a-methyl-3-oxoandrosta-1.4-diene- I7
-carbothioate. IA.I 92 a- F F 3-Methyl- 2,4,6- H H I S
[2-Oxo-2-(2,4,6-trin)cthylphenyl)cthyI 16a.9a- 2-furyl
Trimethyl-
difluoro-II/)-hy(hx)xy-17a-II(3-ntethyl2-furan),l)-
phenyl carbonyl Iuxyl-I6a-methyl-3-Oxpall(11'lltila-l
.4-diene 17 - arhothioatc. IA. 183 a- F F 2-Furyl
3-Nitro-4- H H I S
.S'-I2-(3-Nitro-4-mcthoxyphenyl)-2-oxoethyll6a,9a-
C'H3 methoxy- di Iluoro-17 a-[(2-furanylcarbonyl )oxv
I- I I /1-hydroxy- phenyl -
16a-methyl-3-oxoandrosta-1.4-dicnc-I7/1 carbothioatc.
IA-194 a- F F 2-Furyl 3,4-Dimethyl- H H I S
.S'-12-(3.4-Dimethylphenyl)-2-oxocthyII6r19a- C'H3
phenyl difluoro-I7a-[(2-Ihranylcarbonyl)uxyl-II
/1-hydroxy 16a-methyl-3-oxoandrosta- l .4-dicnc- l 7
/)- carbothioate. IA.185 a- P F 3-Furyl 4-Trifluoro- H
H I S
,S'-12-Oxo-2-(4-trilluoromethvlphenyl)ethyll6a.9a- C'
H, methylphenyl t1 i ll uoro-17 a-[(3 -fu ran
ylcarhonyl )Oxy l- I I /i-hvdroxy-
I6a-methyl-3-oxoandrosta- l .4-dicnc-17/i- -
carbothioale. IA 186 a- F F 3-Furyl 2,4,6- H H I S
S-[2-Ox(i-2-(2,4,6-trimethylphenyl)ethyll6a.9a- C'H3
Trimethyl- di 1luuro-17a-I(3-furanylcarhonyl )oxy I -
I I /)-hvdroxy- phenyl -
I6a-methyl-3-oxoandrosta-l.4-dicnc-17/1 carbothioate.
IA. 187 a- F F Ethyl 4-Tritluoro- CH3 CHI I S
S-[I,1-Dimethyl-2-oxo-2-(4-lrillnornntethylphenyl)-
CH, methylphenyl ethyl] 6a,9a-dilluoro-1
I/1-hydroxy-l(,a-methyl-3-
oxo-l7a-propionyloxyandrosta-l.4-(Iicnc-I7/3-
carbothioate. IA 188 a- F F Ethyl 4-Fluoro- CH3 CH3 I
S S-I1,1-Dimethyl-2-(4-I1uurophcnyl)-2-oxoethylI  



C'H1 phenyl 6a.9a-difluoro-I
I/i-hydraxv-I(a-methyl-3-oxu-
17a-propionyloxyandrosta- I.4-dicnc-17/i-
carbothioate. IA. 189 a- F H Ethyl Phenyl CH3 CH3 I S
S-[ I,I-Dimethyl-2-phenyl-2-oxoethylI9a-Iluoro- CH,
1113-hydroxy-I6a-methy1 -3-oxo-17a-pmpionyloxy-
androsta-1,4-diene-17 carbothioatc. IA.190 a- F F
Cyclo- Phenyl CH3 CH3 I S
S-1I,1-Dimethyl-2-phenyl-2-oxtxthvlI l7a- CH, hexyl
cyclohexylcarhonyloxy-6a,9a-dilluoro-II/1-
hydroxy-l6a-methyl-3-uxoandrusta-l.4-diene-;7/1-
carbothioule. IA.191 a- F F Cyclo- Phenyl CH3 CH3 I S
S-[I,I-Dimethyl-2-phenyl-2-oxoethyll l7a- C'H, peenyl
cyclopentylcarbonyluxy-6a,9r!-(II11t1Ur(1- 1,1 /i hyd
roxy-I (a-me thyl-3-oxoait dt'osta- I.4-die n e-17/i-
carbothioale. IA,192 a- F F Isopropyl Phenyl CH3 CH3 I
S S-[I,1-Dimethyl-2-phenyl-2-oxoethvlIfia9a- Cl-I3
dilluoro-I 1/1-hydroxy-I6a-methyl-17a-(2-
ntethylpropionyloxy)-3-oxoandrosta-1.4-diene-17,8-
carbothioate. IA. 93 a- F F Cyclo- Phenyl CH3 CH3 I S
S-II,I-Dimethyl-2-phcnyI-'_-uxucthyll I7o CH, butyl i
l l llunro- I I /1-h,droxy-
16a-methyl-3-oxoandrosta-l,4-dicnc-17/i- carhothioatc.
IA.11)4 a- F H 2-Furyl Phenyl, CH3 CH3 I S
S-[1,1-Dimethyl-2-phenyl-2-uxucthylI9a-Iluuru- CI I,
17a-[(2-liu-anylcarb(inyl)oxyl-I I /1-hydruxy-I ba-
methyl-3-oxoandrosta-I,4-diene-17/1-carbothioate.
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  66 No. It, R= it, Rs R, P III, z
Chemical Nance IA. 195 (Y- F F ('yclohe- Phenyl ('11,
CI13 I S S-11,1-1)imclllvl-2-phenyl-2-oxuclhylI17a
('Il, xylnlclhyl
c,clohexylnlclhylcarhunyluxy-6rr,')rr-ditiuoro-II/1-
hvdroxy-Iha-methyl-3-uxoandrusta-I,4-diene-17/1-
carhothioatc. IA. 196 a- F F 2-Fury) 4-Fluoro- ('1:1,
C1 1, 1 S
S-[I,I-I)inuethyl-2-(4-Ihioruphcnyl)-2-oxucthylI  ('II
phenvi Err 9a-dilhuntl- l 7a-t(2-luranytearhnnyl IoxxJ
I I /1- hyd mxy- 16 a-methyl-3-oxoanehnsta-
I.4-diene-17/1- carhothioatc. IA. 197 a- I: F 2-Furyl
4- rilluoro- ('113 CI-13 I S S-[
I,I-Dimethyl-2-oxo-2-(4 C'I-I, nlethylphenyl In i
tlu(iromethylphcnyl )ethyl 16rr,9a-dillunro-17a [t
22-titranvlcarhonyl )axy l-I I /1-hydroxy- I
oa-nlethyl- 3-oxoandrosta-l,4-diene-17 1-carluthioalc.
IA. 198 a- F F 5-Chloro- 3,4-Dinlcthyl- Ii Ii I S
S-12-(3,4-Dinnthylphcnyl)-2-uxoethylJ 17ii-(115- (11,
2-thienyl phenyl
chlor(i-2-thicnyl)carhonylluxy1-6a,9a-dills n-II/1-
Itvd roxy- l 6a-nicl hyl-3-oxoa ndrostu- l ,4-d i
enc-17/1- 



carhothioate. .5 Table 2- Lists the compound of
formula I-A-1 and Table-3, lists the compound of
formula I- A-2 which have been synthesized 0  C Rn (]
` n C m G  O z fl ^z  HO -O-C(1-R; R, HO O-CO-RS  R1
R R2  O R3 Formula I-A-1 Formula I-A-2  10. Table 2
Sr. R, R. R, Rs R,, n2 in, Z - Chemical Name  No IA-
a- F F. Ethyl 4-. 2 I S
S-[I-(4-Fluorobenzoyl)cyclopenlylJ 6a,9a-dillunro-I
I/1-hvdroxv-I0a-nlclh_yI-7- 1.1 Fluoropheny] oxo-1
7a-propionyloxy-androsta-I,4-diene-17/1-carhothioatc.
IA- F F Ethyl Phenyl 2 I S S-[I -Benzoylcyclopentyl]
6a,9a-dillunro-I I/1-hydroxy-Iha-methyl-3-oxo-l7a- 1.2
('113 prop ionyloxyandrosta-I,4-diene-I
7/1-carbothioate. 15 Table 3 Z Chemical Name  Sr. R,
K: R, it, n2 o C I'll No I J ~I I IA. a- ! F F Ethyl 2
li I'henyl I I S
S-(I-oxo-1,2,3,4-tetrahydronapthalcn--'-y1)6a.`)a-elil
luorn-IIfl-hydoxy-I6r- 21 - ('II, I I
methyl-3-oxo-l7a-pro
ionyloxyandrosta-I,4-diene-17/1-carhothioatc.
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  67 Table 4- Lists the compound of
formula I-B which have been synthesized j llnm  ~Illn,
+  P O-CO-R.  11(1 ~~ . ' Ri  R R Formula I-B  5
Table-4  



Sr. No RI R, 12. Rs P Q J K Z X ml mn 111.1 nl I.
Chemical Nanle I 113.1 a- F F Ethyl H. H H H 0 I 0 0 I
OH ' 4-llydroxy-but-2-ynyl 6a.9a-dil1uoro-l I/3- (II,
hydroxy-I6a-nlclhyl-3-uxn-17(z- propiunyloxyandro;
ta-l.4-diene-17/3- carboxlate. 113.2 a- F F Ethyl H H
H H S I 0 0 I OH
S-(4-Hydroxy-hut-2-ynyl)6a.9a-dilluoro- CIi, I I
/hydroxy- I6a-nlclhyl-3-oxo-17a- propionyloxyandrosta-
I.4-tliene- l 7/3- carbolhioate. 113.3 a- F F Ethyl H
H H H S I 0 0 I F S'-(4-Fluoro-hut-2-ynyl)
ba.9a-dilluoro- (' I I, I I 13-hydruxy- Ib a-Ines
hyl-3-oxo- 17 a- propionyloxyandrosta- I.4-diene-17/3-
carbothioate. 113.4 a- F F 2-Furyl H H H H S I 0 0 I
OH .S-(4-Hydroxy-hut-2-ynyl) 6a,9a-dilluoro- C'li3
17a-[(2-luranylcar1)(inyl)oxyl-I 1/3-
hytlroxy-I6rz-methyl-3-uxoandrosta-I.4- diene-
17/3-carbothioate. 113.5 a- F Ii Ethyl H H H H S I 0 0
I OH .S-(4-Hydroxy-hut-2-ynyl)9a-1luoro-II/3- CH, .
hydroxy-I6a-methyl-3-oxo-l7a-
prnpionyloxyandrosta-I.4-diene-17/3- carbothioate.
113.6 a- F F 2-Furyl H H H H S I 0 0 1 F
S-(4-Fluoro-but-2-ynyl)6a,9a-dilluo1`o- ( H,
17a-1(2-tLranylcarbonyl)oxyl-I I/3- llydroxy-
I6a-methyl-3-oxuan(h'nsta-I ,4- d
iene-17/3-carbothioate. 113.7 a- l= F Isopropyl H H H
H S 1 0 0 I 01-I S-(4-Hydn)xy-hut-2-ynyl)
6a.9a-dilluoro- (H 11/3-hydroxy-I6a-methyl-17a-
(2-methyl-propionyloxy)-3-oxoan(hosta- I ,4-diene- l
7/3-carbothioate. 113.8 a- F F Cyclo- H H H H S I 0 0
I Olt S-(4-llydroxy-hu1-2-ynyl) I7a CH, butyl
cyclohutylcarhonyloxy-ba.9rz-dilluoro- I I /3-hydruxy-
I6a-methyl-3-oxoandrosta- I.4-d
iene-17/3-carbothioate. 113.9 a- F H 2-Furyl H H H H S
I 0 0 I OH S-(4-Hydroxy-but-2-ynyl) 9a-Ilunro-I7a- CH
[(2-(uranylcarbonyl )oxy l- I I /3-hydroxy-
Iba-nlelhyl-3-oxoandrosta-I.4-diene-17/3-
carbothioate. 113.10 a- F F 2-Thienyl H H H H. S I 0 0
I 01] , S-(4-Hydroxy-hot-2-yny1)bw.9a-dilluoro- ( li,
I I/3-hydroxy-I6a-methyl-3-oxo-I7a-[(2-
thienylcarbonyl )oxy l-androstu- l .4-diene-
17/3-carbothioate. 113.11 a- F F Ethyl H H -- -- S I 0
I 0 -- S'-(Prop-2-ynyl)6a9a-dillu0r0-11/3- (.H,
h01-oxy-I6a-nlelhyl-I-oxo-17a-propionyl- 



oxyandrosta- 1,4-d ienc- 17/3-carbothioate. SUBSTITUTE
SHEET (RULE 26) WO 2007/099548 PCT/IN2007/000039  68
No it, it, It, It, I' J K Z X m, int m. n, I. Chemical
Name  113.12 a- F F 2-Furyl If Ii II 11 S 1 0 (1 I
I,4-Dioxa- .1'-I4-(I,4-I)iuxa-spirul4.5Idccan-2- ('II,
spirol4,51 yhnclhaxycarhunyluxy)-but-2-ynyII 6a.9a
decan-2- dilluoro-l7a-I(2-li,ranylcmhunyl)uxyl-
ylnlethoxy I I/1-hydroxy-l ba-,17elhyl-;
-l/xna,ltlr(lsta carbonylox)' 1,4-dicnc-17
1-carholhiuate. 111.13 a- F F Filly] 11 11 11 II S = I
I I I Oil S-I4-hydruxy-(/:/ but-2-cnyll (a.9a- ('11,
(E dilluoro-I I/1-hydruxy-16rr-nlcthyl-3-oxo- 17
a-prop ionyloxyandrosta- I.4-d icite- 17/1-
earbothioate. 113.14 rx- F F 2-Furyl 11 1.1 Ii li s =
I. I I I 011 S-I4-Iiyltroxy-(!E)-but-2-cnyll6a,9rr-
('lll (E) diflu0ro-I7(x-I(2-Itu'anylcarhnnyl)oxyl-I I-
/1-hydroxy I (,a-nlcthyl- 3-nxoandrostu- l .4 - d i
ene- 17/1-carbuthioate. 113.15 rr- . F F 2-Fury) li
1-1 If li S = I I I I OH S-14-1
Iydruxy-(Z/-bu1-2-enyll6~~9rx (-1I3 (Z)
dilluoro-17a-I(2-ti,ranylcarhunyl)oxyl-I I -
/1-hydroxy- I (,a-methyl- 3-uxuandcosta- I ,4- d
iene-17/1-carboth joule. 113.16 a- F F 2-Thienyl I-1 H
H H S = I I I I Oil S-14-hydroxy-(Z)-but-2-cnyll
ba,9a- (7_) difluoro-I I/1-hydruxy-Iba-methyl-3-oxo-
17 a-I (2-thienylcarhon yl )uxv- la n d costa- I ,4-
diene-17/1-carhuthioate. 113.17 a- F F 2-Thienyl H H
1-1 H S = I I 1 I Oli
S-[4-Hydroxy-(E)-but-2-cnyll6a,9a- C'II., (E
dilluoro-I I/1-hydroxy-I6a-methyl-3-oxo-
17a-I(2-thienylcarhonvl)oxy I -androsta-.
1,4-diene-17/1-carboth ioate. 113.18 a- F F 2Furyl H H
li H S 1 0 0 I 1,4-Dioxa-
S-[4-(1,4-Dioxa-spirul4,4lnnnun-2- ('II, spiro[4,4)
y1nlethoxyearhonyIoxy)-hut-2-ynyll6a.9a- nonan-2-
difluo1-0-I7a-[(2-tLranvl-carhonvl)oxyl- ylmethoxy II
/3-hydroxy-I 6a-nlethvl-3-uxoandrnsla- carbonyloxy
1,4-diene-I 7/1-calhuthioutc. 113.19 a- F F 2-Furyl H
H H H S I 0 0 I OCO-
.1'-(4-(4-Nitroxybutylosyearhonyloxy)-httt- C'II,
O(CH,)4- 2-ynyl)6a.9a-dilluoro-1'7a-I(2- ONO,
turanylcarhonyl)oxvl- I I /i-hydruxy-I6a
nlethyl-3-uxoandrosta-I.4-d icnc- 17/)- carbothioate.
113.20 rx- F F 5-Chloro- H H H H S I 0 0 I OH
S'-[4-Hydroxy-but-2-ynyII I7a-f1(5- CH, 2-Thienyl
chloro2-thicnyl)carhonvlluxyl-6O9a- di ll uoro- I I
/3-hydruxy- 16a-nlcthyl-3- uxoandrosta- 1,
4-dicnc-17/1-carholhiuate. 



113.21 a- F F 2-Furyl 1-1 H l-- H S 1 0 0 I 1-I
S'-[13u1-2-vnyll (a.9a-di11uuru-I7a-I(2- ('11,
iuranylcarbonyl)uxvi-IIfl-hydroxy-I6a-
methyl-3-oxoandrosta-1.4-(Iiene-17/)- caibothioale.
113.22 a- F F 3-Methyl- H H H H S I 0 0 I OH
S-[4-I-lydrnxy-bu1-2-y11yIl609a-ditluor0- C l-13
2-fury) I I/3-hydruxy-I7a-1 [(3-methyl2-furanyl)-
carbonylloxyl-I6a-methvl-3-uxuanlh'osta- 1.4-diene-17
-carbuthioate. 113.23 a- F F Fthoxy- H H H H S I 0 0 I
OI-1 .S'-[4-Hydroxy-but-2-ynylI6u9a-dilluoro- Cl-h
methyl I7a-(ethoxyniethylcarbonvl)uxy-II/1- 11 ydroxy-
I6a-methyl-3-oxoandrosta- IA - diene-
17/3-carbuthioate. 113.24 F F Methoxy- H Ii li H S I 0
0 I Oli S-[4-Hydroxy-hot-2-ynyll6a.9(r-ditluoro-
(.'41, methyl II/7-hydruxy-I7a-(mcthuxymethyl-
carbonyl)oxy-I6a-methvl-3-r.oumi Irosta-
1,4-diene-17/1-carholhiuate. 111.25 a- F F 2-Fury) H H
(CH2)s S I 0 0 I OI-1 S-[3-( I-H
-droxycyciohexyllprup-2-vnyll  (II,
6a.9a-diIlu0ro-I7a-I(2 liaanylcarhanyl)- uxyl-II
13-hydroxy-I 6a-nlcthyl-3-
uxoundrusta-I,4-dicnc-17/1-carbuthioate. SUBSTITUTE
SHEET (RULE 26) WO 2007/099548 PCT/IN2007/000039  69
S r. No R, Rt R, R. 1' J K Z X mt m2 mt n, L Chemical
Name  IR?(+ rr- h I Cyclo- 11 11 H It s I 0 0 I 011
,S-[4-Flydroxy-but-2-,vny1[ 17a ('ll, Ilexyl_
cycluhexylnuthylc:u'honyluxy-6(r,9a- methyl ditluoro-
I I /1-hydruxy- I 6u-methyl-3- oxoandrosta-I ,4-dicne-
17/1-carbothioatc. Ill?7 rr- P F Butyl Ii I-I II I1 S
I 0 0 I OH S'-[4-Flydruxy-but-2-ymi~ 17(1-n ('1 I,
butylcarbonylnxy-(in.')((-dllltlnl'n-I I/i-
Itydroxy-I6a-methyl-3-oxoandrusla-I.4- dicne- 17
1-carbothioatc. 113.25 a- F h Ethyl H H -- -- O e I 0
I 0 Prop-2-ynyl6a,9n-dilluuro-II/1-hydmxy- ('ll,
I6a-mclhyl-3-oxo-I7a-propionyloxy-
androsta-l.4-dicne-171-carhux late. II1?'> rr- h h
Cyclo- H H li II S I 0 0 I OH
S-[4-1-lydroxy-hot-2-ynyl[ 17a ('11, pcntyl
cyclopentytcarbonyfoxy-6a-9a-ditluoro- I I /3-hydroxy-
16 a-mclhyl-3-nxuandrosta- 1,4-diene-17 carbothioatc.
1133(1 a- F F Ethyl Ii H H H S = I I I I OH
S-[4-Hydroxy-(Z)-but-2-CnyI[6a.9a- ('I 1, (Z)
ditluoro-I I/1-hydruxy-I(la-methyl-3-oxo- 17 a-propi
ottyloxymidrosta- I ,4-ct icne- 17/1- carbothioate. 



113.31 a- P P Ethyl H H H H S I 0 0 I OCOC2H;
S-[4-I'ropionyloxy-but-2-ynyl) ba.9a- ('li, -
ditluoro-II/3-hydruxy-I6a-mclhyl-3-oxo- 17 a-propi
onyloxyandrusta- l .4-dicne-17 fl- carbothioatc.
II3.32 a- F P Ethyl H H H H S I 0 0 1 OCOC'Iil
S-14-Acetoxy-bun-2-ynylj ba,9a-difluoro- I 1
/3-hydruxy-I 6a-ntethvl-3-oxo-I7a-
pt'opionyloxyandrosta- I.4-diene- 17/3- carbothioate.
113.33 a- F F Ethyl H H H H S I 0 0 I OCO-
S'-[4-n-Propylcarhonyloxv-but-2-ynyl]  ('I-l, ,+-C3H7
6a,9a-dilluO1'n-II/1-hydroxy-I6a-methyl-
3-oxo-I7a-prop+unylox,andrnsta-I 4 d
iene-17/1-carbothioatc. 113.31 a- I F Ethyl H H H H S
I 0 0 I O('O- 3-[4-(2-Methylpropionyloxy)-but-2-yny1[
CIi, ('H(C'l-1:)2
6a,9a-ditluoro-II/1-hrdnuy-I6a-methyl-
3-oxo-I7a-propionylnxxandrnsta-I,4- diene-
17/3-carbothioatc. 113? a- 1= F Ethyl H H H H S I 0 0
1 ,O-CA, 60)a-diflu rarhtl%yh droxy-16a ('I I, methyl-
3-oxo-17 a-prnpionyloxcandrosta-l.4-
diene-I7/3-carbothioate. [  113,3(+ a- F F Ethyl H H H
H S 1 0 0 I OCO-
.S-[4-Cyclobutylcarhon)1uxy-hot-2-y11y1 ('H cyclohutyl
6a,9a-ditluoro- I I /1-hydruxy- I6a-mcthyl- 3-oxo-I
7a-propionyloxvandrosta- l.4-,  diene-17
-carbothioate. 113.37 a- F F Ethyl H H H H S I 0 0 I
OCO- S-[4-n-Pentylcarbnnyluxc-but-2-ynYI[  Cli,
n-CsHi, 6a,9a-ditluoro-I I/1-hvdn+xv 16rr-methyl- 3
-oxo- 17 a-propionylox, a nd costa-l,4- diene-17
3-carbothioate. 113.38 /3- F II Ethyl II H H H S I 0 0
I Oil S-[4-Hydroxy-but-2-ymiI9a-Iluoro-I1/3- C'I I,
hydroxy- 16/3-methyl-3 6/3-methyl-1-ow- 17 a-
propionyloxyandrosta- I .a-dicne-17/3- catbothioate.
113.39 /3- F F Ethyl Ii H H H S = 1 0 0 1 OH
S-[4-Hydroxy-but-2-ynyl[ 6m9a-di0uoro- C'l 13 I 1
/1-hydroxy- I6/1-meihyl-3-oxo-I 7a-
propionyloxyandrosta- l .a-dicne-17/3- eal-bothioale.
II340 a- F F 2-Fury) I-1 H CH. CH, S = 1 0 0 I OH
S-[4-Hydroxy-4-methyl-pent-2-ynylI  6a,9a-ditluoro-17
a-[l'--~ui anyl C'II - carbonyl)o.xy[-I I
/1-hvdruxv-l6n-methyl-3-
oxoandrosta-I,4-dicne-I7/1-carbothioate.  SUBSTITUTE
SHEET (RULE 26) WO 2007/099548 PCT/IN2007/000039  



70  Sr. No it, R= It, Its P J K Z X in, rn m., o, I.
Chemical Name 113.41 a- F F Ethyl II If 0 0 I I I
I)('li, 4-Mcthoxy-4-oxo-(/")-I\ut-2-cnyl (,mOa- C' 11,
(!) ditluoro-I I /1-hydroxy-I 6rr-methyl-3_oxo-
17a-propianylnxyandrosta-1.4 diene-17/3- carbox 'late
113.42 rz- F F Ethyl 11 It 0 S = I I I I OC'I1,
.5-14-Mcthoxy-4-oxo-(E)-but-2-cnyI C I I, (b)
ba,.9a-ditluoro- I I /1-hydroxy-) 6a-methyl-
3-oxo-I7a-propionyloxyandrnsia-1.4 diene- 17
1-carhothioate. 113.43 - Ii 11 I:thoxy Ii H 0 O = I I
I 1 OCII 4-Mcthoxy-4-oxo-(E)-hot-2-eny'I17a- (F)
(cthoxycarbony))oxy-IIfl-hydroxv-3-
r,xoandrosta-I,4-diene-I7/1-carhuxvia te. 113.44 a- F
F Ethyl H H H H S = I I I I ()('OCO-
1'-14-(2-litlu,xy-I 2-dioxoelhyly-//i)-but-2- (E)
0C,11: enyl] 6a,9a-ditluoro-I I//-hydroxy-l6a-
niethyl-3-oxo-17rz-propionyluxyandrosta- 1,4-dienc-17
-carhothioate. 113.45 a- Cl 'II 2-Fury) H H H H S I 0
0 I OH S-[44 Hydroxy-but-2-ynyll9a-chloro-I7a- C'll,
I(2-fltranylcarhonyl)oxy-I1/3-hydroxy-
l6a-methyl-3-oxuandrosta- I.4-diene-I 7/3-
carbothioate. 133.46 a- F I. 2-Furyl H H It H S = 1 I
I I OCOCO- S-[4-(2-Ethoxy-1,2-diox(iethyl)oxy-(E)-but-
C'Il, (E) OC2H, 2-enyl] 6a,9a-ditluoro-17a-[(2-
furanylcarbonyl )oxy!-I I /1-hydroxy-I6a-
ntethyl-3-oxoand rosta- I .4-t1 icne-17/1-
carbothioate. 11347 a- F F 2-Furyl H H Ii H S. I I I I
OC'OCO- S-14-(2-Fthoxy-1.2-(Iioxuethyl)oxy-(/)-hut-
CII, (Z) OC'2H; 2-enyl] Oa.9a-ditluoro-l7a-I(2-
furanylcarhonyl )oxy I- I I /I-hydroxy- 16 a-
ntethyl-3-oxuandrosta-I.4-dienc-17/1 - carbothioate.
{13.48 a- F F 2-Fury) H H H H S I 0 0 I (S)-(-)-2-
S-14-((s)-(-)2-Acctuxypropionyloxy) but-2- Acetoxy-
ynyl] 6a.9a-ditlu0ro-I7a-](2-(inanyl- propionyl-
carbon v))oxyl-I I f-hydroxy-l Ere methyl-',-Y Y
oxuandrosta-1,4-dicnc-I7/1-carbothioate.  113.49 a- F
F 2-Fury) H H H H S I 0 0 I OC'O-
S'-[4-n-Propylcarbonyluxy-but-2-ynylI  CH n-(',117
Oa,9a-difluOiO-I7a-I(2-Inl'an\')l'arbon\'!) oxyl-I I
/3-hydroxy-I 6a-methyl-3- oxoandrosta-I ,4-dienc-
17/I-carbothioate- 113.50 a- F F 2-Fury! H H H H S 1 0
0 1 OC'O- 4-[4-(2-Metltylpropinny'luxy)-hut,2-ynyl]
C'I-F CH((-H3)2
6a.9a-ditluoro-I7a-I(2-luranvlcarhon\'ll- oxy]-I I
/3-hydroxy-I6a-mcthyl- 3-
oxoandrosta-I,4-diene-17/3-carhothioate. 



113.51 a- 1= F 2-Fury) H H H H S I 0 0 I OC'O- S-[
442.2-Dimethylpropionyloxy)-but-2- ('11; C(C'1F),
ynvl] 6re,9a-ditluoro-I7a-[(_'-furanvl-
carbonyl)oxy]-1 )/3-hydroxy-I6a-methyl-3-
oxoandrosta-l,4-dicnc-17/1-carhothioate. !13.32 a- F F
Ethyl H H H H S 0 0 I OCO-
S'-[4-12.2-Dintethylpropionyloxyl-but-2- ('H3 ('1CH,6
ynyl] 6a 9a-d,Ilun'oIIJT-hvdroxy-IGrr- methyl-3-oxo-
17 a-prop i on yl oxyan drosta-
1,4-diene-17/1-carbothioate.. 113.53 a- F F 2-Fury) li
H H H S = I I I I OCO-
S'-[4-ii-Piopylcarhonyloxy-(7.l-but-2-eny11  C'I-I (Z)
n-C,Hs 6a.9a-ditluoro-I7(x-](2-11tranylcarhonyl)-.
oxy]-I I /3-hydroxy- I6a-methyl-3 oxoand rosta-
I.4-diene-17 1-carhothioate.  113.54 a- F F 2-Fury! H
H H H S I 0 0 1 OCOCO-
S-14-(2-Ethoxy-1,2-dioxocthvlloxy-hut-2- ('I-I OC2H;
ynyl] 6a,9a-diflu0ro-I7a-I(2-furanyl carbonyl )oxy I
1/3-h ydroxv- 16a-mcthyl-3- )xoandrosta- I ,4-d
icne-17/3-carbothioate.  113.55 a_ F F 2-Thienyl H H H
H S I 0 0 1 OCO- S-]4-n-P ropylcarhonyloxy-hot-2-ynyll
n-C,H- 6a.9a-difluoro-II/3-hydroxy-I6a-methyl-3- oxo-
l 7a-[(2-thienylcarbonvl loxy]andro;ta-
1,4-dienc-17/1-carhothioate.  SUBSTITUTE SHEET (RULE
26) WO 2007/099548 PCT/IN2007/000039  71  Sr. No It,
K, It, R, P J K Z X in, ni, m, n, L Chemical Name
IH.56 a- F F 5-CI-2- H H H H S I 0 0 I OCO-
S_I4-ii-Propylcarbonyloxy-but-2-ynyll  ('I 3, Thienyl
If-C31 17 I7a-1f(5-chlom2-Ihicnyl)carhonyll-oxy]-
6a,9(x-di Iluoro-I 1 /1-hydroxy- I6a-methyl-3-
oxo-androsta-I,4-dicne-17 arhothioatc. 113.57 a_ F F
2-Furyl 11 H 1-1 H S I 0 0 1 OCO-
S-1(4-cyclopropylearhonyloxy)-hut-2-ynyll  CI I,
cyclopropyl 6a,9a-dilluoro-17a-1(2-Ihranylcarbonyl)
oxy]-I I /3-hydroxy-I6a-methyl-3- oxoandrosta-
1,4-dicne-I7 -carhothioate. 113.58 a- F F 2-Fury) H H
Ii H S I 0 0 I OCO-
S-1(4cyclnhutylcarhonyloxy)-hut-2-ynyl]  ('113
cyclobutyl ba.9a-dilluoro-17a-I(2-1-uranylcarhonyl)-
oxy]- I I f-hydroxy- 16a-methyl-3 oxoan drosta- l
.4-diene-17 1-carhothioate.  113.59 a- F P 2-Fury) H H
H H S I 0 0 I OCO-
S-[(4-cyclopcntylcarhonyloxy)-hut-2-ynylj  ('I I,
cyclopenlyl 6a,9a-dilluoro- 17a-](2-furanylcarhonyl )-
oxyl-I I f-hydroxy-l6a-methyl-3
oxoandrosta-l,4-dicne-17 carbothioate.  113.60 a- F F
2-Furyl H H H H S = I I I I OCO-
S-[4-n-Propylcarbonyloxy-(E)-hut-2-enylI  ('11, (E)
n-C3117 6a,9a-dilluoro-I7a-[(2-turanylcarhonyl) oxy]-
I 1 /3-hydroxy- 16 a-methyl-3- 



oxoandrosta-1,4-dicne-I7 arhothioate.  113.61 a- F F
4-Cl- H H H H S I 0 0 I OH S-[4-Hydroxy-hurt-2-ynyll
17a-(4-chloro ('H, phenyl
phenyl)carbonyloxy-6a,9a-dilluoro-IIi- hyd roxy-16
a-methyl--3-oxoandrosta- I ,4- diene-17 arbothioatc.
113.62 a- F F 3-Cl- H H H H S 1 0 0 1 OH
S-[4-Hydroxy-but-2-ynyl] 17a-(3 ('li, phe1lyl
chlorophenyl)carbonyloxy-6a.9a-ditluoro- I I
/3-hydroxy-I 6a-methyl--3-oxoandrosta- 1,4-diene-17
-carbothioate. 113.63 a- F F 2-Fury) H H H H S I 0 0 I
OC'O-OC:H, S-[(4-Methoxycarb(inyloxy)-but-2-ynyl]
C'H3 6a,9a-dilluoro-I7a-[(2-furanylcarhonyl)- oxy]-I
I/3hydroxy-16a-methyl-3- oxoandrosta- l ,4-diene-I
7/3-carhothioate. 113.64 a- F F 2-Furyl H H H . H S =
I 0 0 I OC'O-OC,H:
.S-[(4-Ethoxycarbonyloxy)-hut-2-ynyl]  CH,
6a,9a-dilluoro-I7a-1(2-Iinranylcarbonyl)- oxy]-I I
Q-hydroxy- I6a-methyl-3  oxoandrosta-1,4=diene-I7
3-carbothioate. 113.65 a- F F 2-Fury) H H H H S I 0 0
I OCO- S-[4-(2,2-Dimethylethyloxycarhonyloxy)- CH3
OC'(CH,), but-2-ynyl] 6a,9a-difluoro-I7a-](2 f
uranylcarbonyl)oxyl-I I /3-hydroxy-I6a-
melhyl-3-oxoandrosta-I.4-diene-I7/3-.  carbothioate.
113.66 a- F F 2-Furyl H H H H S 1 0 0 I OCO-
S-[4-(2-Methylpropylaxycarhonyloxy)-but- CH, OCH2CH-
2-ynyl] 6a,9a-difluoro-I7a-[(2 (CH,),
furanylcarbonyl)oxyl-II/3-hydroxy-I6a-
methyl-3-oxoandrosta- l .4-diene-17/3- carbothioate.
113.67 a- F F 2-Furyl H H H H S = I 0 0 I OCO-
S-[4-(3-Chloropropylcarh(inyloxy)-but-2- (CH,)2CH,C1
ynyl] 6a,9a-dilluoro-I7a-](2-tiu'anyl- carbonyl )oxy]-
I I /3-hydroxy- 16 a-methyl-3-
oxoandrosta-I,4-diene-I7f-carbothioate. 113.68 a- F F
2-Furyl H H H H S = I I I I OCO-
S-[4-(2,2-Dimelhylpropionylnxy)-(Z)-but-2- CII, (Z)
C'(CH3)3 enyl] 6a,9a-dilluoro-I7a-[(2-furanyl-
carbonyl )oxy]-I I /3-hydroxy-I6a-methyl-3-
oxoandrosta-I, 4-dicne-ill -carbothioate. 113.69 a- F
F 2-Furyl H H H H S = I 1 I I OCO-
S-[4-(2,2-Dimethylpropionyloxy)-(E)-but- C'14, (E)
C(CH,)3 2-enyl] 6a,9a-difluoro-I7a-((2-furanvl- -
carbonyl)oxy]- I I /3-hydroxy-I6a-methyl-3-
oxoandrosta-I,4-diene-17 -ca rbothioate. 113.70 a- F F
2-Fury) H H H H S e 1 0 0 1 OCOCHCI,
S-[4-Dichloroacetoxy-hut-2-ynyll6a.9a- C-1-1,
difluoro-I7a-[(2-ftiranylcarbonyl)oxy]-
II/3-hydroxy-16a-methyl-3-oxoandrosta- I ,4-diene-
17/3-carhothioate. SUBSTITUTE SHEET (RULE 26) 



WO 2007/099548 PCT/IN2007/000039  72  Sr. No R, R= it,
Rs I' J K Z X m, m: m, n, L Chemical \atne 113.71 a- F
I- 2-Furyl II II II 11 S I 0 0 I 2-methyl
J'-I4-(2-nlclhvlpropylcarhonylaxy)-but-2- ('11,
propyl- ynyll6a,9rr-dinnnrn-17a-]t2-iuranyl-
carhonyloxy carhonyl)oxy]-II /1-hydroxy-I6a-methyl-3
nxoandrosla- l,4-dienc- 17 f-carhothioate.  113.72 a-
F F 2-Furyl 11 13 H II S I 0 0 1 O('OCH3-
S-14-(3,3-dimcthylpropylcarhonyloxy)-hut- ('li,
('(C'II,)3 2-ynyl] (,a,9(r-dilluoro-l7a-]I?
t'uranylcarhonyl )oxy l- I l /1-hydroxy-l 6a-
nelhyl-3-oxoandrosla- I.4-dienc-17/1- carbothnlate.
113.73 a- F F 2-Fury) If Ii If if S I 0 0 I OCO-
S'-14-I'ropionylaxy-but-2-ymll6rr,9a- ('113 ('II2('H3
dilluoro-II/1-hydroxy-17(r-(t2-tin'anyl- carhonyl )oxy
l- 16a-mclhyl-3-oxoandrosta- 1,4-dicnc-17
1-cerhoth)oatc. 113.74 a- F F Cyclo- El 1-1 I-I 1-1 S
I 0 0 1 OCO-
S-[4-(2-1?thoxy-l.2-(Iioxocllivlluxy-but-2- C'1-I3
butyl COOCH1Ct13 ynyll
17a-cyclobutylcarbonvl-oxy-6a.9a- - dilluoro- I
1/1-hydroxy-I6a-methyl-3 uxoand rosta- I ,4-dicnc-
17/1-carhothioate.  113.75 a_ F F Cyclo- 1-1 H H H S I
0 0 I OCO- S-(4-(2-Methylpropionyloxyrhut-2-ynyl)
('113 butyl ('I-I(CH3)z
I7a-cyclohutylcarhonylox),-ha,9a d i Il uoro- I I
/3-hydroxy- 16 a-methyl-3- oxoandrosta-l,4-dicnc-17
-carhothioate.  113.76 a- F F 2-Furyl H H H H S I 0 0
I Adamantyl- S-[4-(Adamantylcarbonyloxy)-but-2-ynyl]
CH, carhonyloxy 6a,9a-dilluoro-I7a-[(2-furanvl ca rbon
yl )oxy]- I I /7-hydroxy- 16 a-methyl-3 -
oxoandrosta-l.4-dicne-l7/1-carhothioate.  113.77 a- F
F 2-Fury) H H H H S 1 0 0 1 OCOCH1-
S'-(4-(3,3.3-Tritluoropropionyloxy)-but-2- C'H, C'F3
ynyl) 6a,9a-dilluoro-I7a-I12 tiuranylcarbonylloxyl-I I
/i-hydroxy-I6a- nlethyl-3-oxo-androsta- I
,4-dienc-17/1- carhothioatc. 113.78 a- F F 2-Furyl H H
H H S 1 0 0 I OCOCH3-
S-(4-(Metli(ix\,acelyloxy)-but-2-vnyl)  ('H3 OCH,
6a.9a-dilluoro-17a-[(2-Iinanyl- carhonyl )oxyl- I I
/3-hydroxy- I6a-methyl-3- oxoandrosta- I ,4-t1
iene-17/1-carhothioate. 113.79 a- F F 2-Furyl H H H H
S I 0 0 I OC'OCH3-
S-(4-(EthoxyacetvIoxy)-but-2-vnyl)6a.9a- CH3 OCH2CH3
di lluoro-I7a-I(2-Iitranyl-carhonvl)oxyl I I /7-hyd
ruxy- 16a-mclhyl-3-ox,,androsta- 1.4-dicne-I7
1-carhuthioatc. 113.80 a- F F 2-Furyl H H H H S = I 0
0 I OCOC'H3- S-I4-(4-1-Iydn,xvhutyl-1
,4-dione)oxy-but-2- C'H, CH?COON
ynylIba,9a-ditluoro-II/3-hydroxy-I6a- 



methyl-17 a-I (2-luranylcarbonyl foxy1-3- oxoand i os
ta- I.4-diene- 17/1-carhothioate. 113.81 a- F F
2-Furyl H H H H S a 1 0 0 1 OCOCH3
S-I4-Acetoxv-but-2-yo yl] 6a.1)a-dilluoro- CH,
17a-[(2-lin'an),lcarhonyl) -oxvJ-I I /1- hydroxy-
16a-methyl-3-oxoandrosta-l.4- dicne-I7 1-carhothioate.
113.82 a- F F 2-Fury) H H H H S = I 1 1 I OCO-
S-I4-(2-Methvlpropionyloxy.i-HE)-but-2- C'H3 (E) C
11(CH3h_ enyl I 6a,9a-dilluoro-I7a-It2-
titranylcarhonvl loss l- I I /1-hxdroxy- I6a-
methyl-3-oxoandrosm- I ,4-diene-17/7- carbothioatc.
113.83 a- F F 2-Furyl H Ii H H S = I I I I 0('0-
.1'-I4-(2-Metliylprnpionyl(i.x i-iZ)-but-2- CH3 (Z)
CH(CI-I0). emy11 6a,9a-(1illuoro-I7a+2-
Iubanylcarhonvl )oxvl- I I /1-hxdroxy I6a-
nethyl-3-oxoandrosta-I .4-diene-17/1- carhothioate.
113.84 a- F F Cyclo- 14 H H H S I 0 0 I OCO-
b'-14-(2,2-I)inlcthylpropionyloxy)-but-2- ('H3 butyl
('((1-13)3 ynyl] I7a-cyclohutvIcarhon'Ixv-ba.9a- di
lluoro-I I /i-hydri,xy-I 6a-methyl-3-
oxoandrosta-I,4-dicne-I7/i-carhothioate. SUBSTITUTE
SHEET (RULE 26) WO 2007/099548 PCT/IN2007/000039  73
Sr, No 14, It, K, K, P J K Z \ m, mt n13 At I.
Chemical Name 111.1(5 rr- F F 2-Ftlryl Ii II 11 H S a
I 0 0 1 2,2-
1'-[4-(2,2-Dinlcthylhutylcarhunylasy)-hut- ('II,
Dinlethyl- 2-ynylI ba,9n-dilluoru-l7a-Ill-tiu'anyl-
butylcarhony carbonyl) uxyl-I
I/1-hydroxy-I(,a-nledlyl-3 loxy
oxoandrosta-1,4-diene-17 1-carhothioatc.  111.1(6 a- F
F 2-Fury) 1.1 li H li S 0 0 I (I.S)-
5-14-(I.S')-Canlphanylcarhnnyluxy-but-2- ('11,
Canlphanyl- ynyll (a,9a-dilluoru-I7rr-1(2-tiu'anyl
carhonyloxy carbonyl)oxy]-I I/1-hydroxy-I(a-methyl-3-
oxoandrosta-I,4-diene-I7 i-carhothioatc.  113.97 a- F
F 2-Fury) H li H H S I 0 0 I OC'ONH-
S-14-(l,I-Dimcthylcthylcarhanu,ylaxy)-hut 11,
C'(C'H3)3 2-ynyllba,9a-dilluoru-I7a-I(2-Iiuanyl-
carhon yl )oxy ]- I I /1-hydroxy- 16 ri-nlcthyl-3 -
oxoandrosta- I ,4-diene- 17 1-carbnthuoalc. . 113.1(8
a- F F 2-Fury) li li li li S I 0 0 I O('O(C'l-l,)1-
.S'-14-(4-Ethuxybutyl-l.4-diuneloxy-but-2- ('Ii3
COOC2Ii5 ynyll (a,9a-dilluoru-I7a-1(2-titranyl- carbon
yl )oxy I- I I /J-hydro xy- I (tct-methyl-3- oxoand
rosta- I ,4-d icnc- 17/1-carhoth ioate. 113.89 a- F F
2-Fury) H H H H S I 0 0 I Menthy)-
S-[4-Menthylcarb(inylt)xy-but-2-ynylI  ('113
carhonyloxy (a,9a-dilluoru-I7a-[(2-liu'ai v)carhonyl)-
oxy[-II/3-hydroxy-I6a-nlcthyl-3- 



oxoandrosta- I ,4-diene- 17/1-carhothioatc. 113.90 a-
F F 2-Fury) H H H H S I 0 0 1 OCOCH3NH
SS-[4-Acetaniidoacetoxy-hut-2-cnylI (a,9a- -C'OCH3
ditluoro-I7a-[(2-litranyl-carhonrl)oxyJ- 1113- hyd
roxy- 16 a-met hyl-3-oxoandrosta I ,4-diene-
17/3-carbothioale. 113.91 a- F F 5-Chloro- H H H H S I
0 0 I OCOOCH2-
5-14-(2-Methylpropyloxycarhonyloxy)-hut- CIi,
2-Thienyl CH(CH3)2 2-ynylJ I
7a-[[(5-chluro2-thicnrl(carbonylJ- oxy]-b a.9 a-tli
Ouaro- I I /1-hydroxy- 16a- methyl-3-oxoandrosta-
I.4-d icne-17/1- calbothtoatc. 113.92 a- F F 5-Chloro-
H H H H S I 0 0 I OCO-
.S-14-(2-Mcthy)prupionylu.xyl-hut-2-ynyl1  C'H3
2-Thienyl CH(('H3)2
17a-[[(5-chloro2-thicnyl)-carhonviloxyl-
oxy-6a,9a-dilluo10-I I/1-hydr0x%-I6a-
ntethyl-3-oxoandrosta-l.4-diene-17/1- carbothioate.
113.93 a- F F 2-Fury) H H H H S I 0 0 I 0('OCH=CH-
S-[4-(4-Ethyloxy-(Z)-but-2-cn-1.4- -.  C H ('oOC,H.
diene)oxy-hut-2-ynylj (,a,9a-ditluoro-I7a-
[(2-(uranylcarhonyl loxyl- I I /)-hydroxy-I ba-
nicthyi-3-oxoandrosta-l.4-diene-17/3- carbothioate.
113.94 a- F F 2-Fury) H H H H S I 0 0 I OCO(CH3).-
.S-14-(4-Methoxybuty1-1.4-dioncwxy-hut-2- ('H3
('000')4 ynylI ba,9a-ditluoro-l7rz-]('_- iiranyl-
carbonyl )oxy - I I /1-hydroxy- I (o-methyl-3-
oxoandrosta- I ,4-diene- 17/1-carbothioate. 11395 a- F
F 2-Fury) H H H H S 1 0 0 I OC'O(('H2)2-
S-14-(4-Isopropyloxyhutyl-I.4-drtme)oxy- C'143 COOCH-
but-2-ynyll ba,9a-didluoro-I7a-I(24uranyl- (CH3)2
carbonyl)oxyl-I I /1-hydroxy-I bri-methyl-3 oxoand
rosta- 1,4 -d i ene-17/1-c a rhothioate.  113.96 a- F
F 2-Fury) H H H H S = I 0 0 I OCO(CH3)2-
S-[4-(4-IsobutyIoxybutyI-I.4 -dione)oxy- C'H3 COOCH,CH
hut-2-ynyl16a,9a-ditluoro-17a-112-(uranyl -(CH3)2
carbonyl)oxyl-l I/1-hydroxy-I(a-methyl-3-
oxoandrosta-I,4-diene-I7/1-carbothioate.  )B.97 a- F F
2-Furyl H H H H S 1 0 0 I OCO(CH,)2-
S-[4-(4-n-Qutyloxybutyl-I.4-dione)oxy-bul ('H3
COO(CH2)3- 2-ynylJCa,9a-dillu01'0-I7a-I(2-turanyl- CH,
carbonyl)oxy]-I I/1-hydroxy-Ibrr-methyl-3-
oxoandrosta-l,4-diene-I7/1-carbothioate. 113.98 a- F F
2-Furyl H H H H S = I 0 0 I 3-Chloro-
.S-[4-(3-C'hloro-2.2-(Iimethylprupionyloxy)- ('H, 2.2-
but-2-ynyl I Ca,9a-di1l11oru-I 7a-1(2- dimethyl-
lm-anylcarhonyl)oxyl-II/1-hydroxy'-I6a propionyloxy
methyl-3-oxoandrosta-1,4-diene-17/3- carbotllioate.
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  74  



Sr. No K, R, It., R% P J K Z X in, nil nil 111 1.
Clicinical Name 113.99 a- F F 2-Furyl Ii H H H S e 1 0
0 I OCO('1lCII- S-14-(4-Isohutyloxy-(%)-but-2-cn-1.4-
('1I, C<NR'II,('14 dionc)oxy-hut-2-ynylI
(a.9a-dilluoro-l7a- lCl10- I(2-iltranY'"
learbonY1)oxyI-I I/1-hYdroxY-I6a nuthyl-3-oxoandrosl:r
1,4-diene-17/J- carbothioatc. 111.100 a- F F 2-Furyl H
II II li S I 0 0 I OCOCIi=CI I-
.S'-14-(4-Mthoxy-(/=j-hot-2-cn-1.4 ('I1, C(x)(.'li,
dinne)oxy-but-2-ynyl]6a.0a-dilltutro-l7a- I)
2-furanylcarhnnyl )nxv l- I I /t-hydroxy- 1ba-
tnelhyl-3-oxoandrosta- 1.4 -diene-17/1- carbolhioate.
111.1(11 a- F F 2-Furyl li II H H S 0 0 1 CO_ 0N-I4-(
3-Methyl-l-oxohutyloxy)-hot-2-yml] ('I-I,
(ILCll(C'16)= oa,9a-dilluoro-17a-I(24uranylcarhunyl)-
nxy ]- I I fl-hydroxy- I Oa-methyl-3-
oxuandrosta-1,4-dicnc-I 7/1-carbothioate. 111.1(12 a-
F F 2-Furyl H II H H S I 0 0 I OCO-
S-[4-(2-Ethy1-I-oxohutyloxy)-but-2-ynyl]  ('H,
C'H(C1H;)2 6a,9a-dilluoro-l7(z-[(2-1uranylcarhonyl)-
oxy)-I I /3-hydroxy-I (,a-methyl-3- oxoandrosta- l
,4-diene-17/1-carholhioate. 111.103 a- F F 2-Fury] H H
li H S I 0 0 I OCON(CH,):
S-[4-(N.N-Dimethylaniin(icurhonvl-oxy)- hut-2-ynyl]
6a,9a-ditluoro-l7a-[(2- litranylcarhonyl)oxy]-I I
/1-hydroxy-l6a- methyl-3-oxoandrosta-l.4-diene-17/1=
carholhioate. II).104 a- F F 2-Furyl H H H H S = I 0 0
1 OCO- S-[4-(2-C'hlnro-2-methylpropionyl -oxy)- C'Ii,
(Y'I(CHa)2 hut-2-ynyl] 6rx,9ri-di1lunru-1 7a-[(2 t
uranylcarhon yl )ox v l- I I /J-hydroxy-16 a-
methyl-3-oxoandrosta- I.4-diene-17/1- carbothioale.
10.105 a- F F 2-Furyl H li H H S I 0 0 I OCO(CH2)2-
S-[4-(4-Methyl-l-oxopentyloxy)-but-2- ('H, ('H(CI-13)2
vinyl] ba,9a-di1luoro-l7a-I(2 I uranylcarbonyl)oxyl- I
I /1-hydroxy- 16a- methyl-3-oxoandrosta-
I.4-diene-17/1- carhothioale. 113.106 a_ F F 2-Fury) H
H H H S e I 0 0 I OCO(CH2F-
S-[4-(4-Fluoromcthoxy-1.4-dioxo-,  C'1-I3 MOCHA-
huty1)oxy-hot-2-yny1] 6cr.Oa-tl )luoro-I 7a- (2-I
iumnylcarhonyl luxe ~- I I /1-hydroxy- I6a-
methyl-3-oxoandrosta-l.4-diene-17/1- carbothioalc.
II).107 a- F F 2-Fury) H H H H S s 1 0 0 I OCOCH=CH-
S-(4-(4-Flunromelhylnsy-l l-dinxn-(Z1-hut- C'H,
COOCH,F 2-ell )oxy-hut-2-ynvl] 6a.9a-dilluoro-17a 1t
2-titranylcarbonyl lnxv]-1 1 /1-hydroxy- 16a-
methyl-3-oxoandrosta- I -4-diene-17/3- 



carhothioate. 10.108 a- F F 2-Furyl H H H H S I 0 0 1
OCOCH,- .S-[4-(3-MethoxypropYI-13-dionc)oxy-but- CH3
COOCH3 22-Ynyl] 6a0)a-ditluoro-17a-I(2-
turany1carbony1)oxy1-I I /1-hydroxy-l6a-
methyl-3-oxoandrosta-l -4-diene-17/3- carbolhioate.
113.109 a- F F _ 2-Fury) H H H H S I 0 0 1 OCOC(CH,),-
S-14-(3-Methoxy-2.2-dimethylpropyl-I.3- ('11; CCOCH,
(ione)tixy-but-2-yny11 (1a.9a-dilluoro-1 7a-
](2-furanylcarbonvl) -oxy I- I I /1-hydroxx'-
I6a-methyl-3-oxoandrosta-f .4-diene-I 70-
carholhioate. 113.110 a- F F 2-Furyl H H H H S I 0 0 I
OCOC(OH)- S-[4-(2-Ilydroxy-2-methYlpropi(inYloxYt- (
1i CH,), but-2-ynyl] (,a.9a-dilluor0-I7a-[(24uranyl-
carbonyl )oxy]- I I /J-hydroxy- I ba-methyl-3-
oxoandrosta-I.4-diene-I 7/3-carbothioate 1131 I I a- F
F 2-Fury) H H H H S 0 0 I OCOCF(CH,)_-
.S-14-(2-Fluoro-2-methylpropi(inyloxy) -but- C'H.
2-vinyl] 6rx,9a-dillu0ro-1 7a-](2-furanyl-
carhonyl)oxy]-I I /J-hydroxy-16ro-methyl-3-
oxoandrosta- l .4-diene- 17/3-carholhioate.
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  75  Sr, No It, R, R, 12. P J K Z X
m, m= m, n, 1. Chemical Name 111.112 rr- F F 2-Fmyl II
1.1 11 11 S 1 0 0 I ()C()('Ii=cli-
.1'-14-(4-Mclhoxy-(7.)-hul-2-en-1,4-dione)- ('l13 -
('000II OX)'-but-2-ynyI1 0a.9a-dI iLiu'o-17a-I(2- I
uranylearhun yl )oxy l- I I /Lhydroxy- 1(a-
,ethyl-3-oxoandrosta- I ,4-dienc-17/1- carbothioatc.
111.113 a- F F 2-Furyl I] hI H H S I 0 (I I Oc(X
li=CH- ,';-14-(4-Ethoxy-(L)-but-2-cn-I,4-dione)oxy-
113 COOC:II,
but-2-ynyll6a.9a-dilluoru-17a-1(2-Iuranyl-
carbonyl)oxyl-I I /7-hydroxy-I ba-methyl-3-
oxoamb'osta-l,4-dime-17 carhothioate. 111.114 a- F 1:
2-Furyl 1] If II I] S I 0 0 I OCOCH=CII-
S-14-(4-1sohutyloxy-1,4-dioxo-(F-)-but-2- ('113
COOCI42- en)oxy-but-2-ynylI6a.9a-ditlu0ru-17a-[(2-
('II(('li,l: lioanYlcarhonYI) 'uxYIII/1-hYdroxYIra
methyl-3-oxoandrusta- I ,4-cl i cite- 17/1-
carhothioate. 111.115 a- F F 2-Furyl I-I H H I] S I 0
0 I O('OCH=CH-
5-14-(4-n-hutyloxy-I-4-dioxo-(/c)-but-2- ('11
C00(CH_)r en)oxy-but-2-ynyl] 6a.9rr-dilluuro-I7a-[(2-
( iuranylcarhnnyl)oxy]-I1/1-hydroxy-I(a
methyl-3-oxoandrusta-l,4-dienc-17)3- carhothioate.
113.116 a- CI H 2-Furyl H H H H S I 0 0 I OCOCII-
S-[4-(2-Methylpropionyloxy)-hut-2-ynyl]  



C'H, (('H3)2 9a-chloru-I7a-I(2-Iiiranylcarhonyl)oxyl-
I I 13-hydroxy- I6a-methyl-3-oxoandrosta= -
I,4-dienc-I7 3-carhothioate. 113.117 a- F F 2-Furyl H
H 11 H S I 0 0 I 2-(S)-
S-[4-(2-(S)-methylhutyryloxy)-hut-2-ynyl]  ('16
Methyl- ba.9a-dilluuro-I7a-I(2-(uranylcarhonyl)-
butyryloxy oxy]-I 1/1-hydroxy-I6a-methyl-3
oxoandrosta- I ,4-d iene- 17/3-carhothioate.  113.118
a- F F 2-Furyl H H H H S I 0 0 I OC'O- S-1
4-((furan-2-yl)carbonyloxy)-hut-2-ynyl]  ( I],
(222-Furyl) 6a.9a-dilluuro-I7a-[(24uranvlcarbonyl)
oxy]-I I /3-hydroxy-I 6a-nicthyl-3- oxoandrosta- I
,4-dienc- I7/1-carhothioate.  113.119 a- F F 2-Furyl
1] H H . H S 0 0 I OCOC'H=CH- S-[4-(4-Isopropyloxy-1;
4-dioxo-(E)-but-2 C ('OOCI3- cn)oxy-but-2-ynyl]
6a,9a-dilluuro-I7a-((2- turanY- (carbonYI)
-oxY]-11/3-hYdroxY-I6a- methyl-3-oxoandrusta-
I.4-dime-17/3- carbothioate. 111.120 a- F F 2-Furyl H
H H H S = I 0 0 I 3-Hydroxy-
S-)4-(3-Hydroxy-2.2-dimethyl-propionyl- ('I-I 2.2-
oxy)-but-2-ynyl] brr.9a-dilluuro-I7a-[(2- dimethyl- to
anylcarbonyl )oxy I- I I /3-hydroxy- I ba- PropionYl-
methyl-3-oxoandrosta-l,4-dienc-17/7 oxy carhothioate.
113.121 a- F F 2-Furyl H H H H S I 0 0 I OCO-
S-(4-Acryloyloxy-hut-2-ynyl) 6a,9a ('113 CH=C1-I2
ditluoro-17a-[(2-furanylcarhonyl)oxy]-II/3-
hydroxy-I6a-,ethyl-3-txoandrusta-1,4- diene-I7
-carhothioate. 113.122 a- F F 2-Furyl H H H H S I 0 0
I OCOC(OH)- S-[4-(l-Ethyl-I-hydioxypropylcarhonyl- C11
, - '(C2H;)2 oxy)-bun-2-ynyl] 6a.9a-ditluoro-I7a-[(2-
Iuranylcarbonyl)oxy]-I I /I-hydroxy- I ba-
methyl-3-oxoandrosta- I ,4-el iene-17/3- carbothioate.
113.123 a- F F 2-Fury) H H Ii H S 1 0 0 1 OCOOOH2-
S-I4-(C'yclopropylmethyluxycarbonyl-oxy)- C'H,
cvclopropyl but-2-ynyl]6a,9a-dilluuro-17a-I(2-iuranyl-
carbonyl)oxy]-I I /3-hydroxy- I (,a-methyl-3-
oxoandrosta-l,4-diene-17/1-carhothioate. 113.124 a- F
F 2-Furyl 1] H H H S I 0 0 I OC'OC'~C'-
4-Methoxyhut-2-yne-1,4-dione)oxy- CI-I3 COOC'I-I,
hut-2-ynyll6a,9a-ditluoru-I7a-I(2-luranyl- carhonyl
)oxy]- I I /1-hydroxy- I6a-methyl-3- oxoandrosta- l
,4-dime- 17/I-carhothioate. SUBSTITUTE SHEET (RULE 26)
WO 2007/099548 PCT/IN2007/000039  76  .Sr. No It, Itt
R. Rs 1' J K Z X in, m= m, n, I. Chemical Name 113.125
rr- F F 2-Furyl II Ii II I-1 S I 0 0 I O('00-
S-14-(('yclolxntyluxycmhunyloxy)-but-2- 



('1I3 cyclopenlyl vnylJ6ri9rrdilluuro-l7rr-I(2furanyl-
carhonyl)oxy[-I I /1-hydroxy-I Err-nlctltyl-3-
oxoandrosla-I,4-dicnc-I7 1-carbothioate. 10.126 rr- F
F 2-Furyl 11 11 11 I-I S 1 0 0 I OC'00-CI i.-
.S-I4-(C'yclopcntybnclhyloxycarh(inyl-oxy)- ('133
cyclopentyl but-2-ynyl]6a,9a-dilluuro-I7a-I(24uranyl-
carhonyl)oxyl-I I /1-hydroxy-16a-methyl-3-
uxuandrosta-I,4-dicnc-I7 3-carbothioate. 113.127 a-
('I I I 2-Furyl Ii H H H S 1 0 0 I 0000-('I13-
.5-14-12-Mcthylpropyluxycarbonylt)xy) -hut- ('II
('H(('lia, 2-ynyll9a-chloro-I7a-I(24iuanyl- carhonyl
)oxy J- I I /3-hydru.xy- 16/1-methyl-3-
Uxoandrosta-I,4-diene'-I7 -carbothioate. 113.128 rr- F
F 2-Furyl H H 11 H S. 1 0 0 I 2,2- .S-1
4-(2,2-)imethyl- I3-dioxolan-4-yl- l'I1, Dimcthyl-
melhoxycarh(inyloxy)-hut-2-ynylI ba,9a- 1.3-dioxolan-
dilluuro-I7a-[(2-Iuranyl-carhonyl)IoxYJ 4-YI-
.11/1-hydroxy-I (u -methyl-3-oxoandrosta- nicthoxv-
1.4-diene-I 7/3-carbnl hi oat c. carbonyloxy  113.121)
a- F P 2-Furyl I-I H H H S I 0 0 I OCON(C~H,),
S-[4-(N,N-Diethyluntinocarhnnyl(txy)-hut- ('113
2-ynylJ 6a,9a-dilluoro-I7a-I(2-Iuranyl
carbonyl)oxy]-II/1-hydroxy-I6a-methyl-3-
oxoandrosta-l,4-diene-I7/3-carhuthioate.  111.130 a- F
F 2-Furyl H H H H S I 0 0 I Piperidin-I-
S-[4-(Piperidin-l-ylcarhonyluxy)-but-2 ('11,
ylcarbonyl- ynyl] 6a.Oa-dilluuro-17rr-I(2-Iinanyl oxy
carbonyl)oxyl-I I /1-hydroxy-I6a-methyl-3-
oxoandrosta-l,4-dicnc-17 3-carhuthioate.  111.13) a-
1= F 2-Furyl H H H H S I 0 0 I 4-Methyl-
S-[4-(4-Methyl-pipcrazine-I-vI-cat honyl ('11, bonyl-
piperazoxy)-hut-2-ynylI6rr.9a-dilluuro-I7a-I(2- Yl-
Imanylcarbonyl)-nxyl-I l /1-hvdroxv-l6a carhonyloxy
methyl-3-oxoandrosta-I.4-dicnc-17/1- earbothioate.
113.132 /i- F F 2-Furyl H H H H S I 0 0 1 OH
S-(4-Hydroxy-but-2-ynyl) 6a,Va-difluoro Cli, -
17a-[(2-furanylcarhonyl)-uxy1-I I /3-
hydroxy-16/3-methyl-3-oxoandrosta-l,4- d i
ene-17/3-carbot h ioatc. 113.133 /3- 1= F 2-Furyl H H
H H S I 0 0 I OCOCH - S-[4-(2-Methylpropionyl
oxy)-but-2-ynyl]  ('I-h (CH3),
6a,9a-ditluoru-l7a-[(2-Iinranvlearhonyl)- t xy]-I I
f-hydroxy-I6/3-metM1-3- oxoandrosta-l,4-diene-17/3
carbothioate. 113.134 (3- F F 2-Fmyl H H H H S I 0 0 1
OCOOCH_ S-[4-(2-Methylpropyloxvcarhonyloxy) -but-
CI-1, Cli(CH;I_ 2-ynyll
ba,9a-dill1t0ro-I7a-I(2-tiu'anyl- carbonyl)oxy]-I I
/3-hydroxy-I 6/3-methyl-3-
oxoandrosta-1,4-diene-I7/3-carhuthioate. 113.135 a- F
1= 2-Furyl H H H H S l 0 0 I OC'OCCI_- S'-[
l-(2,2-Diehlur,iprupiunylu.cy)-but-2- 



CH3 CH, vnyl] 6a,9a-ditluoru-I7a-[(2-Iuranyl- carbonyl
)oxyl-I 1 /1-hvdroxv-I 6a-methyl-3-
oxoandrosta-l,4-diene-l7/3-carbothioate. 113.136 a- F
F 2-Fury) H H H H S I 0 0 I N(C,H:),
.i-[4-(N.N-Diethylamino)-but-2-ynyl]  CI h
6a,9a-ditluoro-I 7a-I(2-Iuranylcarbonyl )- oxyl-I I
/3-hydroxy-I ba-methyl-3-
oxoandrosta-1,4-diene-17/3-carhuthioate. 113.137 a- F
1= 2-Furyl H H H H S 1 0 0 I. OCOOCH-
S'-[4-(Isopropyloxycarbonyloxy)-but-2- CI-I, (CI-I1)1
ynyl] 6a,9a-dilluuro-I7a-I(2-I'uranyl- carbonyl)uxyl-
I I /3-hydroxy- 16a-methyl-3-
oxoandrosta-l,4-diene-17/3-carbothioate.  5 SUBSTITUTE
SHEET (RULE 26) WO 2007/099548 PCT/IN2007/000039  77
Sr. No III R= It, It, P J K Z X nl, m2 m, oil L
Chemical Name 113.138 a- F F 2-Furyl II H If If s I 0
0 I O('OOC'IIb.
S-14-(3-Methylhul-2-enoxycarbunyl-oxy)- ('I1 ),
bu1-2-ynyll6a,9a-dilluoro-17a-1(2-luranyl-
carho11yl)oxyl-I I /3-hydroxy -I6a-methyl-3-
l)xoatldl'l)stil- I ,4-d icllc-17 1-car'hotll ioa te.
111.131) fl- F F 2-Fury) 11 11 If 1-1 S I 0 O I 0('00-
S'-14-(n-Flcxyloxycarhonyloxy)-hut-2 YnY11  ('Ill
(,a,9a-dilluoro-I7a-I(2-I-uranylcarhonyl)- uxy]- I I
/1-hydroxy-I (a-methyl-3- uxoandrosta-l,4-dicnc-I7
-carhothioate. 113.140 a- F F 2-Furyl 1-I li li 1-1 S
I 0 0 I O(0O('II,-
S-[4-(Cyclohcxyln)ctliyloxycarh(inyl-oxy)- ('II)
cyelohexyl
hut-2-ynyll6a,9a-dillu01-0-17rr-I(2-l-uranyl-
carbonyl)oxy[-I I /f-hydroxy-I (a-methyl-3-
oxoandrosta-1,4-dicne-I7 3-carhothioate. 113.141 a- F
F 2-Fury) H H H H S 1 0 0 I
S-[4-(C'yclohexyloxycarhonyIoxy)-but-2- ('113
cyelohexyl ynyl] ba9a-dilluoro-l7rr-1(2-l ranyl-
carbonyl)uxyl-I I /1-hydroxy-I6a-methyl-3-
oxoandrosta-l,4-dicne-17 1-carhothioate. 111.142 a- F
F 2-Furyl H H H H S I 0 0 I 0( 00-
S-[4-(n-Noilanyloxycarhunylnxy)-but-2- ('I1,
(C'112)4C'Ii, ynyl] Gaga-dilluoro-I7a-](2-furanyl-
carhonyl)oxy]-I I /3-hydroxy-I brr-methyl-3-
oxoandrosta-I,4-dicne-I7/i-carhothioate. 113.143 a- F
F 2-Furyl H H H H S I 0 0 I OCOOCH,
S-[4-(2,2-Dimethylpropyloxycarhonyl - ('1-6 C'(CH,h
oxy)-but-2-ynyll6a,9a-dilluoro-I7a-1(2- l
itranylcarbonyl )oxy ]- I I /3-hydroxy- 16 a-
methyl-3-oxoandrosta-I.4-(Iiene-17/)- carbothioatc.
113.114 a- F F 2-Fury) H H H H S I. 0 0 I 000OCH2-
S-[4-(Cyi-lohutylnlcthyn)xycarbonyloxy)- ('II:
cyclobulyl hurt-2-ynyl] 6a,9a-dilluoro-I7a-I(2 



f uranylcarbonyl)oxyl- 11 /1-hydroxy-I 6a-
methyl-3-oxoandrosta-1.4-dicnc-17/i- carbothioate.
113.145 a- F F 2-Furyl H H H H S 1 0 0 I OCOOCH2-
S-[4-(2-Methylfiuryloxycarbonyloxy)-but-2- (H
(loran-2-yl) ynyl] 6a,9a-dilluoro-I7a-I(2-Iioanyl
carbonyl)oxy]-I I /3-hydroxv- I6a-nlethvl-3-
oxoandrosta-I,4-diene-I7/3-carhothioate. 113.146 a- F
F 2-Fury) H H H H S I 0 0 I OCOO-
.S-[4-(n-Butyloxycai-boiiyl(ixy)-hut-2-vnyII  C 1i,
(C'1-I0)3C'H3 6a,9a-ditluoro-17m[(2-lircanylcarbonyl)-
oxy]-! I /3-hydroxy-I 6a-mcthyl-3-
oxoandrosta-1.4-diene-I7f-carhothioate. 113.147 a- F F
2-Fury) H H H H S I 0 0 I OCOO-
S-[4-(n-Pentyloxycarhnnyloxy)-bu1=2-ynyl]  ('II,
(CI-11)4CH1 6a.9a-dilluoro-I7a-I(2-1uranyl-
carbonyl)uxy]-I I /3-hydroxy-I (,a-mcthyl-= -
oxoandrost2-I.4-diene-I7/3-carhothioate. 111.148 a- F
F 2-Furyl H H H H S I 0 0 I 2,2-
.S-[4-(2,2-Dinmethyl-3-1lunro-propionyloxyl- C1ir Di
methyl-3- but-2-ynylI6a.9rr-dilluoro-17a-I(2 Iluoro-
furanylcarbonyl)oxyI-I I /3-hydroxy-I 6a- propionyl-
methyl-3-oxoandrosta- 1.4-dicnc-17/3- oxy carbothioate
111.149 a- F F 2-Furyl H H 14 H S I 0 0 I (S)-22-
S-14-((S)-2,2-Dinlctliyl-l,3-dioxolan-4-yl- Cli,
Dinrethyl-l.3- methoxycarbonyloxy)-but-2-ynylI ba.9a-
dio.xotan-4-yl-
ditluoro-17a-[(2-Iuranylcarh(inyl)oxy]- nlethoxy
carhonyloxy carbonyloxy-I I /3-hydroxy-I 6a-methyl-3-
oxoandrosta-l,4-diene-17/3-carhothioate.  111.150 a- F
F 2-Furyl H H H H S 0 0 I (R)-2,2-
S-(4-((R)-2.2-Dinrethyl-1,3-dioxo1an-4-yl Dimethyl-
methoxy-carbonyloxy)-bu(-2-ynyl16a.9a- 1,3-dioxolan-
ditluo1-o-I7a-[(2-liuranylcarhonyl)oxy]-I I/3- 4-Y1-
hydroxy-I6a-methyl-3-oxoandrosta-l,4 nlethoxy-
diene-I7/3-carhothioate.  carbonyloxy SUBSTITUTE SHEET
(RULE 26) WO 2007/099548 PCT/IN2007/000039  78  Sr. No
its it, It, R, 1' J K Z X int mr m., n, I. ('hcmical
Name 111.151 a- F F 2-Furyl li if H II S I 0 0 1 (MI
pholin- S-[4-(Motph(ilin-4-yl)earbO)nylusy-but-2- ('Ih
4-yI)- ynyli 6a,9a-dilluuru-l7u-I(2-liu tnyl-
curhonyloxy carhunyl)oxyl-I I/3-Irvdruxy-Ib(x-methyl-3
oxuandrusta-l,4-direr l7 Lcarbulhiuute.  I1i.152 rr- F
F 2-Furyl 11 If II I-I S I 0 0 I 2.2-
S-I4-(2,2-I)in,cthyl-I.3-diuxulun-4-yl- C 11,
I)imclhyl- nrethylcarharnoyluxv)-but-2-ynyll 6(x,9a
1,3-diox0lan
dilluuru-l7rr-Ill-iuranylrurhunylloxyl-11/3- 



4-ylnlethyl hydroxy-l6rx-mcdtyl-?-uxu:uxh'usta-l,4-
carhamoyl- dienr-17/3-curb ithioalc. ox ' 111.153 rr-
F F 2-Furyl 11 H if I-I S I 0 0 I O("'(x)(('11.)2-
S-I4-(2-('yclopcntylcthoxvcarhonyloxy)- C1(I,
cyclopentyl hut-2-ynylI brr,9a-dilluoro-l7a-I(z-
Iiu'anylcar1)(inyl)oxy 1-1 I /1-hydroxy- 16 a-
methyl-3-uxoandrustu-l.4-dicne-I 7/3- carholhoale.
111.154 a- F F 2-Fury) H H H H S I 0 0 I OCOO-
S:-[4-(Isoamyloxycarh(inyloxy)-but-2-ynyl]  ('1-13
(CII,),- ba,9a-dilluoro-17(r-I(2-I'uranylcarbonyl)-
C'H(('113)2 oxyl-I I /3-hydroxy-I 6rx-methyl-3
oxoandrosta-I,4-dicne-17/3-carhuthioate.  111.155 a- F
F 2-Furyl H H H H S I 0 0 I OCO(C'I-12)3-
S'-[4-(3-Nitroxyprupylcarhonyl(ixy)-but-2- ('II, ONO,
ynyl] 6a,9a-difluoru-I7a-1(2-Iiu'anyl carhonyl)oxy I-
I l /3-hydruxy-I6a-methyl-3-
oxoandrosta-l.4-dicne-17/3-carbothiuate.  Ill. 156 a-
F F 2-Furyl I-1 H 11 H S I 0 0 I 2.2.7.7-
.S-[4-(2,2,7,7-Tetramethyltetrahydro C'I-h.
Tetramcthyl bis[I ,3]dioxolo[4.5-I 4',5'-dlpyran-5-yl
tetrjhydro- methoxycarb(inyloxy)-ho(-2-ynyll6a,9a- bis
dilluoro-I7a-I(2-Iiiranvicarhonvl)oxyl-I1/3
II.31dioxolol hydroxy-l6a-methyl-3-oxoandrosta-I,4-
4,5-b.4',5'- diene- 17/3-carbothiuate. d1pyran-5-yl
methoxy  carbon foxy 111.1 77 a- F F 2-Furyl H H H H S
I 0 0 I OCO(C'I-I,)4- S-I4-(4-Nitn,xyhulylcarbunyluxy)
but-2- C'H3 - ONO, unyll
ba,9a-dilluuru-I7a-I(2-linanvl- carb(inyl )oxyl- I I
/3-hydroxy- I ba-methyl-3- oxoandrosta- I
,4-dicne-17/3-carh(vthioate. 113.158 a- F F 2-Fury) H
H H H S I 0 0 I OCH3 S-(4-Methoxy-but-2-ynyl)
6rx.')a-dilluoro- (1-I, I 7 a-I (2-tiuanylcarhunvl
)oxy I- I I /3-hydroxy- 16 a-methyl-3-oxoandrosta-
I.4-dicne- 17/3- carbothioate. 111.159 a- F F 2-Furyl
H H H H S I 0 0 I OC'H2C'H3 S-(4-Ethoxy-but-2-ynyl)
(a,')a-ditluoro- CH. 17 a-[(2-l iu'anylcarb(inyl
)oxy]- I I /3-hydroxy- 16a-methyl-3-oxoandrosta- I
,4-dime-17/3- carbothtoale. 111.160 a- F F 2-Furyl H H
H H S I 0 0 I OCH,CH-
S-[4-Isohutoxv-but-2-ynylI6rr,9rx-dilluoro- (.li,
((H,). 17a-[(2-furanylcarhonyl loxy I I 1 /3-hydroxy-
16a-methyl-3-uxoan,h usta- I ,4-dicne- 17/3-
cat'hothioute. 5  to  SUBSTITUTE SHEET (RULE 26) 



WO 2007/099548 PCT/IN2007/000039  79 Table 5- Lists
the compound of formula I-C which have been
synthesized 0 s-O-rclm,-R- .O-CO-Rs  110 R,  R.V0 R,
Formula I-C  Table-5  Sr. No it, It, R3 Rs, m, R7 P Q
Chemical Name IC. I a- F F Ethyl I 4-Fluoro- H H
6a,9a-Ditluoro-l 1 f3-hydroxy-I6a-methyl-3-oxo-l7a CH,
phenyl
propionyloxyandrosta-1,4-diene-I70-carhonylsull'cnic
acid (4- fluorohen l)meth l ester. I('.2 a- F F Ethyl
I 3,4-Dichloro- H H
6a,9a-Ditluoro-Ilf3-hydroxy-lba-methyl-3-oxo-I7a ('H3
phenyl
propionyloxyandrosta-l,4-diene-1713-carbonylsulfenic
acid (3.4- dichlorohen Ometh l ester. I('.3 a- F F'
Ethyl I F H H
6a,9a-Ditluoro-llfi-hydroxy-I6a-methyl-3-oxo-I7a CFI3
-- -
propionyloxyandrosta-l,4-diene-l7s-carbonylsulfenieaci
dllunrnmethyl  ester.  IC'.4 a- F F 2- I F H H
6a,9a-Difluoro-I7a-[(2-furanylcarh(inyl)oxy]-II13-hydr
oxy-I6a CH, Furyl
methyl-3-oxoandrosta-1,4-diene-17f1-carbonylsultenic
acid tluoromelhyl  ester.  IC.5 a- F F 2- I 4-Fluoro-
H H
6a,9a-Difluoro-17a-[(2-furanylcarbonyl)oxy]-II/3-hydro
xy-16a CH, Fury] phenyl
methyl-3-oxoandrosta-1,4-diene-1717-carbonylsulfenic
acid (4- __________________ fluorohen ()meth 1 ester.
IC( a- F F 2- I 4-Tritluoro- H H
ba,9a-Ditluoro-17a-[(2-furanylcarbonyl)oxy]-IlQ-hydrox
y-I6(1- C'H, Furyl methylphenyl
methyl-3-oxoandrosta-1,4-diene-I7fl-carbonylsidfenic
acid (4- __________________ trifluorometh 1 hen ()meth
I ester. I('.7 a- F F 2- I 4-Chloro H H
6a,9a-Ditluoro-17a-[(2-turanylcarbonyl)oxy]-lI/7-hydro
xy-I6a- ('H3 Fury] phenyl
methyl-3-oxoandrosta-l,4-diene-17(3-carbonylsulfenic
acid la- chlorohen l)methyI ester. 1C'.8 a- F F Ethyl
I 4-Trifluoro- H H
6a,9a-Dilluoro-Ilf3-hydroxy-]6a-methyl-3-oxo-I7a- CH)
rnethylphenyl
propionyloxyandrosta-l,4-diene-I7S-carhonylsrdfell ic
acid  (4-trifluorometh l lien Ometh fester. IC.9 a- F
H 2- I 4-Fluoro- H H
9a-Fluoro-17a-[(2-furanylearbonyl)oxy]-IIfi-hydroxy-I6
a-methyl-3- CF6 Furyl phenyl
oxoandrosta-I.4-diene-I7S-carbonylsulfenic
acitl(4-Iluorophcnyl)methyl  ester. IC.10 a- F F Ethyl
I 4-Chlorophenyl- H H
6a,9a-Ditluoro-Ilf3-hydroxy-I6a-methyl-3-oxo-17a- CII,
carbonyl
propionyloxyandrosta-1,4-diene-170-carbonylsulfenic
acid  2-(4-chloro hen l)-2-oxoeth I ester. IC.II a- F
H 2- 1 F H H
9a-Fluoro-17a-[(2-furanylcarbonyl)oxy]-l1/3-hydroxy-I6
a-methyl-3- 



. CH, Furyl oxoandrosta-l,4-diene-I70-carbonylsulfenic
acid tluorumethyl ester.  IC. 12 a- F F n- I F H. H
I7a-n-Butylcarbonyloxy-6a,9a=difluoro-II/3-hydroxy-16a
-methvl-3 CH_, C4Hs
oxoandrosta-l,4-diene-I7/3-carbonylsulfenic acid
tluoromethyl ester.  IC.13 a- F F Ethyl I H H H
6a,9a-Difluoro-IIfi-hydroxy-I6a-methyl-3-oxo-l7a C'H
ro ion lox androsta-l,4-diene-I7/3carbon lsulfenic
acid methvl eater.  IC. 14 a- F F 2- I H H H
6a,9a-Ditluoro-l7a-[(2-furanylcarbonyl)oxy]-II/7-hydro
xy-I(0 CH; Fury] meth
I-3-oxoandrosta-I,4-diene-170-carbonylsultenic acid
methvl ester.  IC. 15 a- F F Ethyl I Phenyl H H
6a,9a-Ditluoro-IIf3-hydroxy-I6a-methyl-3-oxo-17a CH)
prop ionyloxyandrosta-l,4-diene-I7(3-carbonylsulfenic
acid phenylmethyl  ester.  5 SUBSTITUTE SHEET (RULE
26) WO 2007/099548 PCT/IN2007/000039  80  Sr. No R1 R=
it., Rs ml R7 I' Chemical Name I('.(6 rr- F F 2- I
I'hclpi II II
6a,9rr-I)illuoro-l7rr-112-furanyIearhonyl)oxyl-II/1-hy
4roxv- ('I I, Furyl
I6a-mcthyl-3-oxtxuxlrnsta-l.4-time-I
7/3-carbonylsullcnic acid  hen Inuth l ester. 1('.17
rr- F F EQly) I 2,4,6-Fri- Ii II
6a,9a-Dilluoro-II/1-hydruxy-I6a-mcthyl-3-oxo-17(r-
('ll, methylpheilvl- prop lonyloxyandrosta-I,4-dune-
17(3-carhnnlykSi, I I L'nlc acid  carbonyl
2-(2,4,6-tiinletllvl,hen l)-2-oxneth I ester. IC. 18
a- F F Ethyl I 4-Chloro- I1 H
6a,)a-Difluoro-II/1-hydruxy-I6a-nmthyl-3-oxo-17ru li3
phenyl
propioilyloxyandrusta-l,4-dicne-17(1-carh(inylsullcnic
acid (4- chlorohen l)meth l cster. IC 11) a- I. F 2- I
3,4-Dichloro- Ii H 6a.9a-Difluoro-17a-1
(2-furanylcarhonyl)oxyI-II/i-hydroxy- CII, Furyl
phony) I6a-mcthyl-3-oxoandrosta-l.4-dicne-I
7/3-carhnnylsull'enic acid  (3.4-dichloru hen l)nleth
I ester. 1('.20 rr- F F 2- I 2,4-Dichloro- 1-1 1-1
6a.9a-Dilluoro-17a-I(2-furan_vlcarbonyl)oxyI-II/l-hydr
oxy- ('H3 Furyl phenyl I Oa-Itlethyl-3-oxtlandi'osta-
I,4-dicne- 17/1-carbon VlSulldnic acid  (2,4-dichloru
hcnvl)nleth l ester. IC.21 a- F F 2- I 3-Chloro- H Ii
Oa,9a-Dilluoro-(7a-[(2-Furanylcm'b(inyl)oxyl-lI/6hydro
xy- ('I-l Ivry) phenyl
I6a-methyl-3-oxoandrosta-1.4-dicne-I7/3-carbunylsullcn
ic acid  (3-chlorohen l)nlcth l ester. 1('.22 a- F F
2- I 2,4,6-Trilluoro- H H
6a,9a-Difluoro-l7a-[(2-(Lranylcarbonyl)uxyl-II/1-hydro
.xy- (1{, Furyl phenyl
I6a-mcthyl-3-oxoandrosta-1,4-dicne-I
73-carbony)su1161ie acid  (2,4,6-tifluoro hen l)nteth
I ester. IC'.23 a- F F 2- I 3-(Trilluoromethyl) H H
6a,9a-Dilluoro-17a-[(2-furanylcarhonyl)oxy]-I
I/1-hydroxy- CH, Fury l phenyl
16a-methyl-3-oxoandrosta-I,4-dicne-17/3-carbonylsulf'c
nic acid  (3-tritluoromethylphenyl)nlethyl ester. 5
Table-6: Spectral data for the synthesized compounds
Comp. 'H-N71R (b ppm), MASS (El / ES+. rn/,)  No 



IA.I 1.19 (s, 3H), 1.29 (t, 3H, J=7.I Hz), 1.45 (s,
314), 1:5-1.54 (m, I H), 1.66-1.73 (m, 314), 1.81-1.84
(ill, 111), 1.95-2.24 (nl, 6H). 2.32-2.36 (ill.  I H),
2.56-2.62 (m, I H), 2.9-3.0 (m, I H), 4.1-4.2 (q, 211,
J=7.1), 4.51 (br, d, I H, J=2.51 Hz), 5.07 (d,
114,./=16.41-1z). 5.62 (4, I H.  J=I6.4Hz), 6.17 (s, I
H), 6.27 (dd, I H. J,=10.1 Hz. J,=I.8Hz); 7.27 (d, I
H, J=10.4Hz), 7.47 (d. 2 H ./=6.9Hz), 7.84 (d,
21-1_/=6.91 12).  MASS (ES+): 592.9(M+Na)'. IA.2 0.96
(d, 3H,.1=7.I6Hz), 1.11-1.15 (m, 3H), 1.24 (s, 3H),
1.55 (s, 3H), 1.67 (s, 214), 1.71-1.89 (Ill, 3H), 2.25
-2.40 (nl, 611). 3.3-3.1 (m, I H), 4.42 (hr, I H),
4.95 (d, 1 H, J=16.6Hz), 5.69 (d, I H,
J=16.6Hz),.5.3-5.37 & 5.43-549 (ill, I li), 6.38 (dd,
I li,.l,=10.14112../.= I.SI12).  6.45 (s, I H), 7.16
(dd, I H, J,=I0. I Hz. J2=1.8 Hz), 7.49 (d, 2H, J =
8.8Hz), 7.56 (d, 2H, J=8.6Hz). MASS (ES+): 627.0(M+Na
)_ IA.3 0.99 (d, 3H,./=7.I4Hz), 1.11-1.14 (m, 614),
1.53 Is, 314), 1.62 (s, 214), 1.7-1.91 (m, 414),
2.21-2.29(m, 2.34-2.38 (nl, 411). 3.35-3.4'_ (ill,
113)4.3(4. I H, J=I6.5Hz), 4.41 (br, I H), 4.48 (d. I
H, J=16.5Hz), 5.30-5.35 & 5.42-5.47 (ill, 111), 6.38
(dd, 111..1,=10.15112.  ./.=1.751-lz), 6.43 (s, Ili).
7.12 (d, I H, J=10.15Hz), 7.47 (d, 214, J=8.5Hz), 7 9
(d, 214,./=8 5112). MASS (ES+): 6431(M+Na)'_ IAA LION,
I H, J=3.30Hz), 1.20 (s, 3H). 1.29 (t, 3H../= 7.I
OHz), 1.48 (s, 314), 1.54 (nt, 214). 1.70 (m. I li),
1.83 (ill. 211), L96-2.22 (nl. 511).  2.34(m,
IH).2.59(nl.IH),2.95(nl,
IH),4.16(q,214,J=7.OOHz),4.52(br, IH),5.08(d,
IFI,.l=16.32112), 5.63 (d, 111,J=16.321-1z), 6.02  (s,
I H), 6.27 (44, I H, J,=I0.59Hz, J2=1.67Hz), 7.17 (dd,
2H, J1=J2=8.55Hz), 7.28(d, I H../=10.19Hz). 7.94 (dd.
211, .l,=8.76../_=5.31 ).  MASS (EI) : 554 IA.5 0.96
(s, 314), 1.13 (t, 3H, J=7.55Hz), 1.24 (s, 314), 1.30
(m, I H), 1.55 (s, 3H), 1.82 (ill, 214). 2.05 (nl,
214). 2.20 (br. 1 I-I), 2.25-2.50 (ill. 011).  3.35
(111,1 H), 4.41 (d, 1 H, J= 8.52Hz), 5.00 (d, I h, J=
16.53), 5.33 & 5.46 (m.I H), 5.69 (d. I 6.53Hz), 6.38
(11-1, dd..h=I O.I 5Hz.  _ J,=l .(14Hz), 6.44 (s, I
H), 7.18 (dd, 211, Ji=J,=8.5OHz), 7.95 (dd, 2H,
J,=8.70Hz, J.=5.30FIz), MASS (ES+): 611. I (M+Na) .
IA.6 1 0.99 (d. 3H, J=7.15Hz), 1.13 (m, 614), 1.25
(s,IH), 1.33 (m, I H), 1.53 (s, 314), 1.86 (m, 31-I),
2.26 (ni. 214), 2.39 (m, 414), 3.11)(m. 111), 4.32
111../,=I{).I Sliz, J.=1.69112). 6.44  ((I, I H,
J=I6.48Hz), 4.41 (d, 1(1, J=8.92Hz), 4.48 (d, I H,
J=16.49Hz), 5.32 & 5-44 (m, I H). 6.38 IN, Is, I ft
7.12 (dd, I H, J,=I0.I9Hz, J,=0.95Hz), 7.17 (dd, 21,
J,=J2=8.5OHz), 8.05 (dd.
21-I../,=10.26Hz../,=5.351-lz). MASS (ES+):
627.1(M+Na)' IA.7 1.18 ((Id, 214, J,=I I.44Hz, J,=3.2I
Hz), 1.21 (s. 31), 1.29 (t, 311, J=7.1 I Hz), 1.48 (s.
314). (.52 (ill, 11-1), I.66-1.84 (ill. 2111.
I.'(5-2.22  614), 2.32-2.36 (ill, (H), 2.91-2.98 (m.
1[1), 4.16 (q, 214. J=7.14Hz), 4.52 (s. I H). 5.00
(dd. I I I, 17.351Iz, J.=1153.61 ), 5.48 144. III. .
17.351-1z, J,=3.61 Hz). 6.02 (s, I H), 6.22 (dd, I H,
J,I0.09Hz, J,=1.73Hz). 6.92 (t. I H,./=6.671-Iz).
7.(1(1 (111. t,.1=6.67) Iz1. 7.11) (111, (1
J=10.15Hz), 8.01 (dd, I H, J,=8.25Hz, J2=6.75Hz). MASS
(ES+): 595. 1 (M+Na)'.  10 SUBSTITUTE SHEET (RULE 26)
WO 2007/099548 PCT/IN2007/000039  81 Comp. 'H-NMR (b
ppm), MASS (EI / ES+. ml.)  No IA.9 1.13 Is, 311),
1.16 (dd, 211,.1,=I 1.3711z,J,=3.211z), 1.29 It.
3H,J=7.13Hz), 1.47 (s, 311), 1.50-1.52 (m, III).
1.64-1.09 (m. 1)11. 1.80-1.83  (m. III), 1.91-2.20 (m,
611), 2.33 (dd, 111, J,=] 3.3614z. J2=2.801lz),
2.53-2.61 (m, III), 2.88-2.95 (m. 111). 4.14 (q,
211,./=7.12112).4.51 Is,  111),5.(9)((I,
III,J=I6.75Hz),5.41 (d, I11,J=16.75Hz),6.02(s,
IH),6.26(dd, IH.J,=1(1.01.781iz), 7.27 ((1,
III../=1(1.091Iz).7.36  (dd,
111,./,=9.39Hz"/21.9311z), 7.47 (d, Ill,J=1.8911z),
7.62 (d, IH,J=8.37Hz). MASS (ES+):627.0(M+Na)'. IA.9
0.96 (d, 311,.1=7.141Iz), 1.14 (t, 31-1, J=7.57Hz),
1.26 Is, 3H). 1.29-1.34 (m, 314), 1.56 Is. 311),
1.71-I.8R (m, 411), 2.02-2.05 (m. 111), 2.25- 2.50 (m,
611), 3.33-3.38 (m, 11-1), 4.42 (d. I H,J=8.87Hz),
4.92 (dd, I H, J,=I7.59Hz,./2=3.071lz), 5.35 & 5.46 In
111), 5.56 (dd, III.  ./,=I7.591iz,J,=3.07Hz), 6.38
((dd, I li. J,=I0.I4Hz,J2=1.70I'Iz), 6.44 Is, I
I-I).6.90-7.04 (m, 111), 7:15 (d. I I1, 1=10.121Iz),
9.00 (dd, III.  t/,=I5.0411i.J,=8.43Hz).MASS
ES+:629.0(M+Na)'. IA. 10 0.94 (d, 311,P--6.91 liz),
1.12 (t, 31-1, J=7.51 Hz), 1.18 (s, 3H), 1.24-1.32 (m,
211), 1.55 (s, 311), 1.71-1.96 (m, 414), 2.27-2.48 (m.
511). 3.32  Is, 111), 4.40 (d, I H"/=7.I81-Iz), 4.90
(d, I H,J=16.85Hz), 5.33 (m, 0.5H), 5.46 (d,
1.5H,J=16.8711z), 6.39 (d. Ili,./=10.0711z), 6.44 (s.I
Ii),  7.15 (d, 111, J=9.95Hz), 7.37 (d, 114,
J=9.30Hz), 7.49 (s, I H), 7.64 (d, I H, J=8.33). MASS
(ES+): 661_0(M+Na)4. IA. 11 0.99 (d, 311,.1=7.13Hz),
1.10-1.13 (m, 614), 1.26-1.35 (m, 214), 1.54 (s, 311),
1.72-2.01 (m,411), 2.23-2.46 (m, 511), 3.37 (m, I11),
4.92 (dd.  



I Ii,./,=17.4311z,J,=2.69Hz), 4.43 (dd, 211,
J,=17.44Hz,J22.76Hz), 5.33 & 5.45 (m, 111), 6.37 (d4,
I H,.1,=10.131-Iz,.J2=1.73112), 6.43(s.  11I),
6.89-7.01 In 211), 7.16 (dd, I H, J,=10.14Hz,
J2=1.05Hz), 7.94 (dd, 11-1,
J,=15.09hz"6=8.50Hz).,M1ASS (ES+): 645.0(M+Na)'. IA.12
1.15 (d, I H,.J=3.26Hz), 1.17 (s, 41-1), 1.29 It,
3H,J=7.13Hz), 1.48 (s, 3H), 1.51-1.54 (m, 11-1),
1.66-1.73 (m, 211), 1.91-1.94 (m, 111), 1.95- 2.22
(in, 5H), 2.34 (dd, I H, J,=13.411-Iz, J2=2.71 Hz),
2.56-2.62 (m, I H), 2.90-2.97 (m, III). 4.15 (q,
211..1=7.1511z), 4.52 (s. 1111. 5.06 Ill.  I
Ii../=10.43Hz), 5.56 (d, I H, J=16.43Hz), 6.02 (s, I
H), 6.27 (dd, I H, J,=10.08Hz, J,=1.7011z), 7.29 (4,
111. J=10.0911z), 7.59 (d. III, F J=8.341 1z), 7.73
(dd, I Ii, J,=8.35Hz, J,=1.92Hz), 7.99 (d,.I H,
J=1.88Hz). MASS (ES+): 627.0(M+Naj . IA. 13 0.97 (d,
3H,J=7.16Hz), 1.05 (s,31-1), 1.12 It, 3H,J=7.58Hz),
1.28-1.35 (m, 2H), 1.53 (s, 3H), 1.72-1.94 (m, 311),
2.24-2.42 (m. 611), 3.35  (m. Ili), 4.21 (d,
IH,J=16.84Hz), 4.34 (d, IH,J=6.84Hz), 5.32 & 5.44 (m,
I H), 6.38 (dd. II-l,J,=I0.14hz,J,=1.78Hz), 6.43 Is,
Ili), 7.11  (dd, IH,.1,=I0.I2Hz,J2=I.22Hz), 7.35 (dd,
IH,J,=8.34Hz,J2=I.92Hz), 7.46(d, IH,J=8.33Hz). MASS
(ES+): 677.0(M+Na)'. IA.14 . 0.99 (311, d, J=7.10Hz),
1.10 (s, 3H); 1.12 (t, 3H, J=7.57Hz), 1.33 (m, I H),
1.53 (s, 3H), 1.73-1.97 (m, 5H), 2.20-2.46_(m, 5H),
3.37 (m,  I H), 4.28 (d, 2H, J=16.38Hz), 4.41 (d, 2H,
J=15.93Hi), 5.32 & 5.44 (m; I H), 6.36 (d, I H,
J=10.14Hz), 6.43 (s, 11-1), 7.13 (4, 111,  J=10.14hz),
7.58 (d,-I H, J=8.35Hz), 7.83 (dd, I H, J,=8.23Hz,
J2=1.66Hz), 8.08 (d, I H, J=1.71 Hz). MASS (ES+):
677.0(M+Na)'. I A.I S 0.96 (d, 3H, J=7.10Hz), 1.13 (t,
3H, J=7.56Hz), 1.22 Is, 3H), 1.26-1.33 (m, 2H), 1.55
(s, 3H), 1.71-1.90 (ni, 314), 2.00 (d. I
Ii../=14.9R1-Iz).  2.27-2.50(m, 5H), 3.34 (m, I H),
4.41 (d, I H, J=8.73 Hz), 4.96 (d, I H, J=I6.66Hz),
5.33 & 5.45 (m, I H). 5.64 Ill, I Ii, J=16.59112).
(,-38 (4,  I H, J=10.14Hz), 6.44 (s, I H), 7.14 (d, I
H, J=10.14Hz), 7.59 (d, I H, J=8.35Hz), 8.01 (s, I H).
LA.16 1.15 (m, 2H), 1.19 Is, 3H), 1.29 (t, 3H,
J=7.13Hz), I.61 IS. 3H), 1.66-1.94 (m, 2H), 1.95-2.22
(m, 6H). 2.32-2.30 (m, I I1). 2.55-2.63 (m.  2H),
2.92-2.99 (m, I H), 4.15 (q, 2H, J=7.04Hz), 4.51 (br,
1 H), 5.00 (d, 1 H, J=16.00Hz), 5.58 (d, I
li,./=16.0011z1, 6.02 (s. 1111. 6.27 (dd.  I-I,
./,=10.09Hz, J,=1 .74Hz), 7.18 (t, I H, J=3.94Hz),
7.29 Is. I H), 7.72 (d, I H,J=4.92Hz), 7.75 (d, I II-
J=3.821-1z).:MASS (ES+):  565.1(M+Na)`. IA. 17 I.16
Is, 3H), 1.19 (m, 2H), 1.28 (t, 3H. J=7.13Hz), 1.45
(m, 2H), 1.47 (s, 3H), 1.67-2.38 (m, 6H), 2.51-2.67
(m. 111). 2.99-311(1 (in. 111).  4.14 (q, 2H, J,=
14.24 H z, J2=7.1 I Hz), 4.51 (br, I H), 4.94 (d, I H,
J= 15.95 Hz), 5.49 (d, I H, J=15.981-1z), 6.02 Is. I
H), 6.27 (cld, Ili.  J,=10.07Hz, J,=1.72Hz), 7.00 (d,
I H, J=4.08Hz), 7.27 (d, I H, J9.96Hz), 7.54 (d, I H,
J=4.O9Hz). MASS (ES+): 599.0(M+Na )'. IA.I1( 0.95 (d,
3H, J=7.14Hz),1.13 (t, 3H, J=7.56Hz), 1.20 (s, 3H),
1.26-1.36 (m, I H), 1.54 Is, 3H); 1.77-2.04 (m, 41-1),
2.25-2.43 (m, 611), 3.30- 3.37 (m, 1 H), 4.40 (d, I H,
J=9.64Hz), 4.85 (d, I H, J=16.19Hz), 5.28 & 5.51 (m, I
H), 5.56 (d. I H. J= I6.17Hz), 6.35-6.44 (m, 211).
7.111 (d.  I H, J=4.09Hz), 7.14 (d, I H, J= 10.02 Hz),
7.54 (d, I H, J=4-08Hz). MASS (ES+): 633.0(M+Na)'. 7A
_19 1.17 (m, 2H), 1.18 (s, 3H), 1.28 (t, 3H, J=7.1 I
Hz), 1.47 (s, 5H), 1.70-2.38 (m, 8H), 2.41 (s. 3H),
2.51-2.66 (m, I H), 2.88-3.(11 (m, 111).  4.15 (q, 2H,
J,=14.21 Hz, J2=7.O9Hz), 4.49 (br, I H), 4.89(d, I H,
JJ 16.20Hz), 5.49 (d, I H, J=16.21 Iiz), 6.02 (s.
11-1), 6.21 (d, III.  J=3.51 Hz), 6.27 (dd, I H,
J,=10.1 1 Hz, J2= 1.72Hz), 7.19 (d, I H, J=3.46Hz),
7.28 (d, 114, J=9.26Hz). MASS (El): 540 IA.20 0.99 (d,
3H, J=7.35Hz), 1.10-1.16 (m. 6H), 1.21-1.38 (m, IH),
1.53 (s, 3H), 1.69-2.02 (m, 414), 2.16-2.49 (m, 614),
3.34-3 46 (m. 111).4.17  (d, I H, J=16.03Hz), 4.35 (d,
I H. J=16.01 Hz), 4.43 (br, I H), 5.28 & 5.51 (m, I
H), 6.37 (d, I [I,./= 10.33 Hz), 6.99 (d. I H.
J=4.0311z). 7.16  (d, I H, J=10.03hz), 7.65 (d, I H,
J=4:04Hz).MASS (ES+): 649.0 (M+Na)'. rIA.21 0.95 (d.
3H, J=7.13Hz), 1.13 (t, 3H,J=7.56Hz), 1.22 (s, 3H),
1.54 (s, 3H), 1.70-1.88 (m, 2H). 2.03-2.08 (n2. I H),
2.25-2.51 (m. 911)- 2.4(1  Is, 3H), 3.30-3.38 (nn, I
H), 4.39 (d, I H. J=8.28Hz). 4.80 (d. 1 H, J= 16.31
Hz), 5.28 & 5.50 (m. I H), 5.52 (d, I H,./=16.33117.),
6.21 (d. 111,  J=2.99 Hz), 6.37 (dd, I H, J,=10.12 Hz,
J,=I.77Hz), 6.43 (s, 1 H), 7.15-7.20 (m, 2H). MASS (E
1): 574 IA.22 0.98 (d, 3H, J=7.13 Hz), 1.09-1.16 (m,
6H), 1.22-1.37 (m, I H), 1.53 (s, 3H), 1.69-2.56 (m,
10 H), 2.41 Is, 311), 3.36-343 (m, I Ii), 4.12 (d,  I
H, J=16.31 Hz), 4.33 (d, I H, J=16.33Hz), 4.43 (br, I
H), 5.28 & 5.52 (m, I H), 6.21 (d, 1 H, J=3.12Hz).
6.34-6.43 (m. 2H ), 7.19 (d(I . 11-1.  ,/,=10.04Hz,
J,=1.03Hz), 7.27 (d, I H, J= 3.60Hz). MASS (ES+):
613.1(M+Na)'. IA.23 1.17 Is, 3H), 1.20 (s, I H), 1.21
Is, 9H), 1.28 (t, 3H, J=7.12Hz), 1.43 (s, I H), 1.47
(s, 3H), 1.63-2.97 (m, 12H), 4.14 (q,
21-I../,=14.26112.  1,=7.I2Hz), 4.49 (br. I H), 4.63
(d, I H, J=16.68Hz), 5.23 (d, I H, J=16.69Hz), 6.01
(s, I H), 6.27 (dd, I I-I, J,= I0.I0Hz,./2=1.84Hz),
7.27 (d,  I H, J=9.73 Hz). MASS (EI): 516 IA.24 1.13
Is, 3H), 1.18-1.25 (m, 3H), 1.28 (t, 3H, J=7.12Hz),
1.47 (s, 3H), 1.55-2.16 (m, 8H), 2.18 Is, 3H).
2.36-2.96 (m.'311), 4.14 (q, 211.  J=7.13Hz), 4.50 (d,
I H, J=16.83Hz), 4.51 (m, I H), 4.92 (d, I H, J=16.84
Hz), 6.02 Is, I H), 6.26 (dd. I H. J,=10.091-12,
J,=1.921iz), 7.29 (d.  IH,J=10.IOHz). MASS(El):474
IA.25 0.94 (d, 3H, J=7.17Hz), 1.12 (t, 3H,J=7.56Hz),
1.21 (s, 12H), 1.26-1.29 (m, I H), 1.54 (s, 3H),
1.77-2.41 (m, 1011), 3.28-3.35 (m. 111). 4.39  



(br, I H), 4.54 (d, I H, J=I6.98Hz), 5.28&5.52 (m,
IH), 5.30 (d, I H,J=16.91 Hz), 6.38 (dd, I
H,.1,=l0.IOHz, J2=1.731-Iz), 6.43 Is. 111). 7.17  (dd,
I H, J,=10.05 Hz, J2=1.I OHz). MASS (ES+): 573.2
(M+Na)-. IA.26 0.99 (d, 314, J=7.12Hz), 1.12 (s, 3H),
1.12 (t, 3H, J=7.54Hz), 1.24 (s, 9H), 1.23-1.34 (m,
Ili), 1.54 Is. 3H), 1.75-2.50 (m, MI-I), 3.34-3 42
(m, I H), 3.89 (d, I H, J=17.40Hz), 4.14 (d, 1 H,
J=17.38Hz), 4.38-4.42 (br, 1 H), 5.28 & 5.52 (m, I H),
6.37 (dd, 11-I,./,=10-2011z.  J,=I.64Hz), 6.43 Is, I
H), 7.17 (d, 111,1=9.96 Hz). MASS (ES+): 589.1 M+Na)'.
IA.27 0.99 (d, 3H, J=7.I3Hz), 1.10 (s, 3H), 1.12 (t,
3H,J=7.55Hz), 1.20-1.39 (m, 2H), 1.53 (s, 3H).
1.69-1.97 (ni, 4H), 2.22-2.42 (m, 811), 3.33- 3.40 (m,
I H), 3.72 (d, I H, J=16.52Hz). 3.83 (d, I H, J=16.51
Hz), 4.40 (br, 114), 5.28&5.50(m, 11-I), 6.38 (dd, I
11_11=10.0811z,  J,=1.28Hz), 6.43 (s, I H), 7.13 (dd,
111. J,=10.08 Hz, J2=I.37Hz). MASS (ES+):
547.1(M+Na)'. SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  82 Comp. 'H-NMR (S
ppm), MASS (El / ES+, n/:)  No IA.28 0.94 (d, 311,
J=7.12Hz), 1.12 (t, 3H, J=7.58Hz), 1.17 (s, 3H),
1.24-1.35 (m, 111), 1.55 (s, 31-1), 1.70-1.95 (m,
311), 2.1 R (s, 311), 2.24-2.42  (m, 711), 3.30 (m, 1
H), 4.39 (br, 11-1),4.43(d, I H, J=17.04Hz), 4.96 (d,
I H, J=17.04Hz), 5.28 & 5.52 (m, I H), 6.37 (dd,
111,./,=10. I Oliz,  1,=I .79Hz , 6.42 (s, I H), 7.17
(dd, I H. J,=I0.07Hz, Jj=1.I I Hz). MASS (ES+):
531.1(M+Na)'. IA.29 I.15(d, J=3.3I2Hz, 3H), 1.21(s,
3H), 1.29(t, J=7.08, 3H); I.48(s, 3H), 1.71-2.38(m
,611 ), 2.58(m. 111).2.97(m, 111), 3.89(s, 311),
4.16(q,  J=7.07Hz, 2H), 4.51(d, I H), 5.05(d.
J=I6.2Hz, 111). 5.60(d, J= 16.2Hz, I H), 6.02(s, 111),
6.27(dd, J,=I O.l I Hz, J2=1.83I Iz, III), 6.96(d.
J=8.9Hz, 211),'7.28(d,J=10 3Iiz, I H), 7.88(d,J=8.9Hz,
2H). IA.30 0.96(d, J=7. I Hz 3H), 1.13(t, J=7.5Hz 3H),
1.25(s, 3H), 1.55(s, 3H), 1.70-I.88(m, 2H), 2.08(d,
J=15.9Hz, I Ii), 2.26-2.46(m. 7H). 2.56(m.  I H),
3.34(m, I H), 3.38(s, 3H), 4.40(d, J=8.63Hz, 1H),
4.97(d, J=16.4Hz, I H), 5.42(m,'I H), 5.70(d, J=16.42,
Hz, I H), 6.37(dd, J,=10. I Hz.  J,=1.7611z, 111),
6.43(s, I H), 6.95(d, J=10.9Hz, 2H), 7.175(dd, J,=I0.I
Hz, J2=I.03Hz, I H). 7.88(d J=8.89Hz, 114). MASS
(ES+): 623. I (M+Na)'. / IA,31 0.98(d,J=6.2Hz, 3H),
1.1 I(s, 3H), I.13(t,J=7.3Hz, 3H), 1.22-1.37(m, 214),
1-53(s,3H), 1.69-2.27(0, 314), 2.37(q,J=7.52I-lz,
211).2.15- 2.35(m, 4H), 3.40(0, I H), 3-88(s, 3H),
4.30(d, J=I6.5Hz, I H), 4.39(bd,l H), 4.52(d.
J=16.5Hz, I H). 5.25-5.60(0, 11-1). 6.38(dd, J,= I0. I
Oliz. J2=1.7 Hz, I H), 6.42(s.1 H). 6.95(d. J=8.8Hz.
2H), 7. I6(d,J= I OHz, l H), 7.98(d, J=8.89Hz, 21-1).
MASS (ES+): 639. I (M+Na )'.  IA.32 1.16(s, GH),
1.26(t. J=7.07Hz, 3H), 1.47(s,3H), I.54-2.36(m, 24H),
2.57(m, 1H), 2.90(4/=11.31 Hz, I H), 4.13(q,J=7.14Hz,
21-1), 4.49(d,  J=1.39Hz, IH),4.60(d,J=1G.G1Hz,
IH),5.21(d,.PI6.7OHz, IH),6.0I(s,
IH),6.26(dd,J,=I.G4Hz,J,=10.82Hz,
IH),7.27(d.J=3.2211z,  Ili). MASS (ES+): 617.2(M+Na)'.
IA.33 0.935(d, J=7.I I Hz, 3H), 1.1 1(t, J=7.66Hz,
3H), I.20-1.34(m, 3H), 1.54(s, 3H), 1.66-1.94(m.
1411), 2.05(d. J=4.87Hz. 611), 2.18-2.51(0,  611),
3.30(0, 1H), 4.38(d, J=8.13 Hz, I H), 4.51(d, J=16.91
Hz, I H), 5.25(d, J=17.23 Hz. I H ), 5.40-5.60(m,
114), 6.37(dd, J,=1.731 Iz.  J,=10.09Hz, I H), 6.42(s
I H), 7.1 5 d, J=9.01 I Hz, I H). MASS (ES+):
651.2(M+Na ' IA.34 0.97(d,J=7.14Hz, 3H),
1.12(t,J=7.57Hz,6H), l.22-1.36(m,2H), 1.52(s,311),
1-71(s, 6H). 1.92-1.911(m. 9H),
2.06(s.314).2.21-2.26(m,4H),  2.35(q J=7.I 5Hz, 2H),
3.39(m, IH), 3.84(d, J=17.48Hz, IH), 4.1 I (d,
J=17.49Hz, Ill), 4.40(d, J=7.G9Hz, I Ii), 5.40-5.60(0
III ), 6.35(d,  J=1.81 Hz, I H), 6.41(d, J=6.48Hz, I
H), 7.I6(dd J,=1.21 Hz, J2=10.06Hz, IH). MASS (ES+):
667. I (M+Na)'. IA.35 0.99(d, J=7.0GHz, 3H). 1.12(t,
J=7.44Hz, 6H), 1.22-1.38(m, 2H), 1.53(s, 311),
I.69-2.02(m, 3H), 2.16-2.38(0, GH), 3:38(0, I H),
4.30(d,  J=I6.50Hz, I H), 4.39(s, I H), 4.48(d, J=l
6.51 Hz, I H), 5.20-5.50(m, 1 H), 6345(d, J=1.69Hz. I
H), 6.41(d. J=4.53 Hz, 1 H), 7.16(d,  J=10.03Hz, I H),
7.31 d, J=8.31 Hz, 214), 8.06(d, J=8.87Hz, 211). MASS
(ES+): 693.1(M+Na)'. IA.36 0 .96(d, J=7.02Hz, 31),
1.12(t,J=7.50Hz, 31), 1.24-1.36(m, 41-1), I.55(s,3H),
1.64-2.07(m.3H), 2.26-2.58(m, 6H), 3.31-3.38(m, 111),
4.41(d. J=8.22Hz, I H), 5.03(d, J=1 6.58Hz, 1 H),
5.40(m,I H), 5.65(d,J=16.59Hz I H), 6.35(d. J=1.62Hz,
I H), 6.42(d. J=5.32Hz, I H).  7.17(d, J=9.99Hz, I H),
7.32(d, J=8.23Hz, 211), 7.97(d, J=8.76Hz, 2H)- MASS
(ES+): 677-0 (M+Na)'. IA.37 0.88-1.32(m, 10H), 1.48(s,
3H), I.53-2.37(m, 71-I), 2.51-3.01(m, 214), 4-15(q,
J=7.13Hz, 211), 4.52(d, J=2.46Hz. I H),
5.08(d../=16.41 Hz.  I H), 5.64(d, J=16-41 Hz, I H),
6-02(s, I H), 6.28(dd, J,=1.78Hz,J2=I0.07Hz. I H).
7.26(s. I H), 7,33(d, J=8.6OHz, 211),
7.97(d.1=8.841-Iz.  2H). MASS (ES+): 643.1 '(M+Na)'. 



IA.38 1.00(dJ=7.18Hz, 311), 1.05-1.50(m, 81), 1.53(s,
3H), 1.69-2.42(m, 9H), 3.38(m. I H), 4.32(d,
J=16.14Hz, I H), 4.40(s,I H),  4.50(dJ=16.IOHz, I H),
5.30(m,l H), 6.38(dd. J1=1.67Hz.J2=10.12Hz, I H),
6.43(s,I H), 7.12(d, J=10.05Hz, I H), 7.76(d, J=8.21
Hz, 2H),  8.12(d,J=8.08Hz, 2H). MASS (ES+):
677.1(M+Na)'. IA.39 I.06(d,J=7.12Hz, 3H), 1.17(s,3H),
1.36-1.41(m, I H), 1.55(s,3H), 1.72-2.01(m, 411),
2.28-2-49(m, 4H), 3.43-3.48(0, I H), 4.38(d,
J=I6.56Hz, I H), 4.47(d, J=I0.79Hz, I H), 4.52(d,
J=16.65Hz, I H), 5.32-5.49(m, 1 H), 6.41(d,d
J,=10.13Hz, J2=1.79Hz, I Ii), 6.46(s, I H),  6.93(d,
J=4. /8Hz, I H), 7.14(d,d J,=10.19Hz, J2=I.I6Hz, I H),
7.52(d, J=4.00Hz, I H), 7-77(d, J=8.24Hz, 2H), 8.
I2(d. J=8.13Hz, 211).  MASS (ES+) : 743.5 IA.40
1.05(d,J=7.15Hz, 3H), 1.11(s,3H), 1.34-1.40(m, I H),
1.54(s,3H), I.77-2.01(0, 4H), 2.25(s. 6H), 2.28(s,
3H), 2.28-2.50(0, 411), 3.45- 3.50(0, I H), 4.09(d,
J=I 7.76Hz, I H), 4.29(d, J=17.83Hz, I H), 4.43(d,
J=8.40Hz, 111), 5.32-5.48(0, I H), 0.40(dd,
J,=10.15Hz, J,= 1.7911z.  I H), 6.46(s, I H), 6.85(s,
2H), 6.93(d, J=4.09 Hz, I H), 7.14(dd, J,=10.1 1 Hz,
J2=1.OOHz, I H), 7.52(d, J=4.07 Hz, I H), MASS (ES+) :
717.5 IA.41 1.06(d, J=7.16Hz, 311), 1.1,0(s, 3H),
1.29-I.35(m, I H), I.67(s,3H), 1.77-I.92(m, 411),
2.25(s, OH), 2.28(s, 3H), 2.42-2.87(0, 511), 3.45 :
3:48(0, I H), 4.07(d, J=I 7.54Hz, 1 H), 4.31(d,
J=I7.68Hz, 1 H), 4.59(s, I H), 6.11 (s, 1 H), 6.36(dd,
J,=I0.09Hz, J,=l .74Hz, I H), 6.49(dd.  J,=3.45 Hz,
J,=1.67 Hz, 1 H), 6.85(s, 211), 7.17(d, J=3.45 Hz, 1
H), 7.20(d, J=10.13 Hz, I H), 7.58(d, J=0.8 Hz, I H).
MASS (ES+) : 087.5  (M+Na) IA.42 0.96(d, J=7.IOHz,
3H), 1,13(t, J=7.35Hz, 2H), 1.22-1.34(m,4 H), I.55(s,
3H), 1-64-2.04(m. 7H), 2.17-2.5 I(m, 4H), 3.10(s,
311). 3. 34(0,  IH),4.41(dJ=8.44Hz,
IH),5.02(d,J=16-63Hz, IH),5.44(m,
IH),5.70(d,J=16.73Hz. IH). 6.38(d.J=10.14Hz,
IH),6.44(s, IH), 7.14(d,  J=10.14Hz, Ili), 8.09(s,
4H). MASS (ES+): 671.0 (M+Na)'. IA.43
0.99(d,J=7.IIHz,311),1,12(t,J=7.54Hz,3H),1.24-1.52(m,4
H), 1.72-I.90(m,8H), 2.23-2.43(m,61i). 3.10(s,3H),
3.35(m.Ili).4.36(d,  J=16.36Hz, IH),4.40(d,
IH),4.43(d,J=16.19Hz, IH),5.40(m,
IH),6.37(d,J=10.14Hz, IH).6.43(s,
IH),7.1I(d,J=10.09Hz, IH).8.04(d.  J=8.32Hz, 2H),
8.17(d, J=8.33Hz, 2H). MASSES+): 687.0 (M+Na)'. IA.44
0.96(d, J=7.14Hz, 3H), 1,13(t, J=7.56Hz, 3H),
1.24-1.33(0, 311), 1.70-2.08(m, 8H), 2.25-2.42(m, OH),
3.36(m, I H), 4.41(d, J=11.98Hz, I H), 5.02(d,
J=16.63Hz I H), 5.40(m, I H),5.75(d, J=16.64Hz, I H),
6.38(dd, J,=I.52Hz, J,=10.13 Hz, I H), 6.44(s, I H),
7.12(d,./=l (1.09Hz.  I H), 7.50(1, J=7.73Hz, 2H),
7.63(t, J=7.38Hz, I H), 7.91(d, J=7.47Hz, 2H). MASS
(ES+): 593.1 (M+Na)'. IA.45 I.00(d,J=7.12Hz, 3H),
1,13(t,J=7.67Hz, 6H), 1.14-1.35(m, 3H), 1.67-2.00(0,
6H), 2.23-2-44(0, 51), 3.40(0, IH), 4.35(d,J=16.72Hz.
I H), 4.40(d, J=9.27 Hz I H), 4.53(d, J=16.82Hz, I H),
5.40(m,I H), 638(dd, J,=I.22Hz, J,=I0. IOHz, Ili ),
6.43(s. I H), 7.12(d, J=10.05Hz,  I H), 7.49(1, J=7.71
Hz, 21-4), 7.61(1, J=7.43 Hz, 11-4), 8.01 d, J=Hz,
21-1). MASS (ES+): 609.1 (M+Na)'. IA40
0.96(d,J=7.I1Hz, 3H), 1_13(t,J=7.55Hz, 3H), 1.24(s,
311), I.27-2.09(m, 811), 2.24-2.40(m.OH), 2.43(s,3H),
3.36(0, I H), 4.41(4,  J=8.93Hz, IH).5.00(d,J=16.55Hz
IH). 5.40(m, IH),5.73(d,J=16.56Hz,
IH),6.37(dd.J,=10.18Hz,J,=1.37Hz, IH),6.44(s. 111),
7.15(d,J=l0.I5Hz, IH), 7.29(d,J=8.01Hz,
2H),7.80(d,J=8.O8Hz, 2H). MASS (ES+): 607.1 (M+Na)'.
IA.47 0.99(d, J=7.15Hz, 311), 1,12(1, J=7.49Hz, 6H),
I.29-2.00(m, 8H), 2.20-2.42(m, OH), 2.42(s. 311),
3.40(m,11-1), 4.34(d, J=16.631-Iz, I I I).  4.40(d,
J=8.60Hz I H ), 4.52(d, J= 16.6l Hz, I H), 5.40(m, I H
), 6.37(dd, J,= I0.17 Hz, J2=H z. I H ), 6.43(s. IF!),
7.13(d, J= I (1.15 H z 111),  7.28(d, J=8.05Hz, 2H),
7.90(d, J=8.17Hz, 2H). MASS (ES+): 623.1 (M+Na)'.
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  83 Comp. '11-NMR (6 ppm). MASS (Ell
/ ES+,11)/:)  No IA.48 0.93(4,./=7.14112.311),
1.1I(t../=7.56Iiz, 311), 1.15(s,311).
1.25-1.94(111.811).2.21-2.38(111.611).3-32(111.
11I).4.34(d..1=8.')31Iz, III).  4.81(d,./=17.90112,
111), 5.40(m. III).5.41((1.1=17.6811z, III).
6.38(d,dJ,=10.1714z,J2=1.49IIz. III),6.43(s. III).
7.11(!, ./=10.0711,,  111), 7.36(d,./=2.951Iz, 31I).
MASS (ES+): 661.0 (M+Na)'. IA.49
0.98(d,./=7.131Iz,311). I.07(s.31I).
I.I2(1,J=7.554Hz,311),
1.25-2.01(m,811).2.23-2.43(m,611).3.40(,n, Ili).
4.25(4.,/=I7.501Iz, I11).  4.42(4"/=8.45112. Ili),
4.45(d. /=17.571lz 11-I), 5.40(m,
1II),6.39(4,J=10.15Hz, 114), 6.43(s, 111),
7.13(4..1=10.11IIz. 111). 7.26- 7.36(m, 311). MASS
(ES+): 677.0 (M+Na)'. IA.50 0.93(4,./=7.141!2, 311),
1.08(s. 311), I.I2(t,.1=7.531-lz, 311), 1.26-1.86(m,
81-1).2.24-2.38(m, 611), 3.29(m. 111), 4.39(4. J=8.691
(z, III).  



4.85(4,.1=19.97Hz. Ili), 5.36(4..1=)7.051iz III),
5.40(m, II-I), 6.38(d,dJ1=10.IOHz.J2=1.50Hz,
111),6.43(s. 11-1). 7.15(4, .1 1)1.(I)Iz."  Ili),
7.33(t,J=7.90I-lz. 111),
7.47((I,d,/,=7.60I-Iz,J,=1.2l1iz, H-1),
7.62(d,dJ,=7387Hz,J2=1.I I liz; Ili). MASS (ES+):
661.0 (M+Na)-. IA.51 0.97(4,./=7.13Hz, 311),
I.01(s,31i), 1.12(1,)=7.55Iiz, 311), I .29-1.95(m,
8H).2.24-2.40(m, 61-1). 3.35(m, 11-1),
4.17(4.1=16.89112, Hl).  4.32(4,./=16.88112,
111),4.41(d,J=8.19Hz, II-I),5.40(m,IH),
6.38(dd,J,=10.04Hz,J,=I.50Hz, (H),6,43(s.
111),7.)3(4"/=1(1.14112111).  7.31(4,./=7.891-)z, I
I-I), 7.53(44, J,=7.621Iz,J,=1.15Hz, I H),
7.58(dd,J,=8.OIHz,J2=1.1911z, 114). MASS (ES+): 677.0
(M+Na)'. IA.52 0.94(1, .1=7.161!2, 31-I),
1.12(1../=7.55I-Iz, 311), I.19(s,3H), 1.25-I .97(m,
80), 2.17-2.41(m, 611), 3.34(m, I I-I).
4.39(4,./-8.7312. Ili ).  4.81(4..1=17.22llz,
111),538(m, III), 5.42(4,1=17.551iz 111),
6.38(d,dJ,=10.13Hz,J,=1:3711z. I ('I),6.43(s. III),
7.02(4,./=8.5311z. 211).  7.15(4, J=10.17112, 111),
7.47-7.51(11, 11.1). MASS (ES+): 629.1 (M+Na)'. IA.53
0.97(4,./=7.1311z, 311), I.07(s,3H). 1.10(1, J=7.54Hz,
3H), 1.16-1.95(m, 811),2-22-2-44(m, 611), 3.36(m,
111), 4.17(4,./=16.9(111z, 111).
111),6.98(1,./=8.341!2 2111.  4.29(t1,.1=16.881Iz,
III).4.40(4,J=8.721Iz. III).5.40(n),)H).
6.37(dd.J,=10.1(iHz,./2=1461-lz. 111),0.43(s,
7.13((1,.1=9.90H z, III),7.44(d,J=7.62Hz, I H). MASS
(ES+): 645.0(M+Na)'. IA.54 0.96(4,.1=7.13H z, 311),
1.13(1,J=7.55Hz, 3H), 1.24(s, 311), 1.25-1.99(m, 80),
2.I7-2.43(m, 614), 3.35(m, 111), 4.42(!, J=8.41 I Iz,
III).  4.95(!4,.//=17.53IIz,J,=2.7SHz Ili), 5.40(m,
I1-1),5.57(dd,J,=17.55Hz,J2=2.8OHz, 111), 6.38(4,4
J,=I0.IOHz, /,=(.06112, III),6.44(s.  Ili), 7.15(4,
J=10.15Hz, 111), 7.22(d,dJ,=l0.05Hz,J,=5.6IHz,
IH),7.43(d,dJ,=16.25Hz,J,=8.85Hz.
III).7.69(t..1=7.42liz. III).  MASS (ES+):
629.1(M+Na)'. IASS 0.98(4,1=7.081-Iz, 311),
1.10-1.14(m,6H), 1.24-1.99(m, 80), 2.23-2.43(m,61-4),
3.36(m, (H), 4.29(dd,.1,=17.37Hz../2=I.851(z I li)-
4.43(4(I,./,=17.2511-.,./,=2.03Hz 2H), 5.40(ni,l H),
6.38(4, J=I0.14Hz, I H), 6.43(s, I H). 7.) 3(d,./=10.
-. I liz 11-1). 7.21(44../,=12.35102.  J,=7.9311z,
111), 7.40(d, J=8.2) Hz, I H), 7.63(1, J=6.4OHz,
11-1). MASS (ES+): 645.1 (M+Na)'. I.A.56 I.06(d,./=7.I
114z, 3H), 1.17(s,3H), I.35-I.4I(m, Ili),
1.54(s.31-1). I.77-2.03(m.4H), 2.28-2.49(m, 411).
3.43-3.49(111, I H), 4.34(4, 111.
J=16.58Hz).4.47(d,J=6.32Hz, IH),4.50(d,J=16.57Hz,
IH),5.32-5.49(m, IH),6.40(dd,J,=10.19Hz,J,=1.84Hz,
114).6.46(s, III).6.93(0.  J=3.951-(z. Ili),
7.I4(dd,J,=I0.I2Hz,J,=I.IOHz,
IH),7.47(d,J=8.60Hz,2H),7.52(d,J=40611z,
IH).7.95(d,./=8.601-lz,211). MASS  (ES+) : 731.5
(M+Na)`. I.A.57 0.93((I..1=7.111-17, 311), I.07(s,3H),
1.I I(t,J=7.54Hz, 3H), ).25-1.82(m, 8H), 2.25(s,90).
2.22-2.37(m.611), 3.31(111, I H), 4.27(0.  J=8.711Iz,
11-I).4.55(d,./=17.82Hz, Ili), 5.33(4,1=17.85Hz,
IH),5.40(m, IH).6.38(4:d./,=10.141-Iz../2=1.44Hz,
lll).(.43(s. 110.6.s;,s.  2H), 7.1 I(4, .1=9.94Hz, I
H). MASS (ES-): 611.3 (M-H)'. 1.4.58 0.98(d,J=7.07Hz,
311), 1.03(s,311), I.I2(t,J=7.53Hz, 3H),
1.25-1-55(m,81-1),2.25(s,91-1), 2.22-2.4((m.601),
3.40(m. I0). 4.(15(4.  .1=17.72Hz,
II-1),4.28(d,J=17.74Hz, Ili).4.38(4,J=8.06Hz,
IH),5.41(m.IH). 6.38(4,./=10.I7Hz, 111). 043(s,
Ili).(,.85(s,211).7.1'--td.  ,/=10.13Hz I11). MASS
(ES+): 651.1 (M+Na)'. IA.59 0.44(s.3H).
0.95(4.1=7.02Hz, 31I), 1.08(1,1=7.53Hz, 3H),
1.22-1.75(m, 15H), 2.17-2.32(m, 6H). 3.15(m, 111),
4.29(0, .1=6.811Iz. I11).  5.40(11, I H), 6.35(44,
J,=I0.1 1Hz, J,=1.43Hz I H), 6.40(s, I H), 7.05(4,
J=9.98Hz 11-1), 7.36(1, J=7.70Hz. 21-I). 7.46(1.
J=7.201 Iz. 11-1).  7.95(4, J=7.43liz, 211). MASS
(ES+): 637.1 (M+Na)'. IA.60 0.90(d,.1=7. 101-11z, 3H),
1.13(1. J=7.56Hz, 30), 1.23-2.06(m, I 1 H),
2.17-2.49(m, 60), 3.35(m. 114). 4.40(4, J=8.55Hz,
11-1), 4.93(0.  .1=16.21 Hz, I H), 5.39(m, (H),
5.64(d, J=16.21 Hz, I H), 6.38(d,d J,=10.1 91-11z,
J,=1.30Hz, I H), 6.43(s. III). 7.15(4- ,/=10.22112,
111)- 7.18(t, J=4.56Hz, I H), 7.73(4, J=4.961iz, 1 H),
7.75(4, J=3.66Hz, I H). MASS (ES+): 599.2 (M+Na) .
IA.61 0.99(4,.1=7.I 11iz, 311), I.I I-1.)4(111, 611),
1.25-I.96(m, 811), 2.I7-2.41(m, 6H). 3.39(m, I H),
4.27(4..1=16.28Hz. I I-I).4.41(4.  J=I3.26Hz, 111),
4.44(4, J=16.48Hz, I H), 5.42(m, I H),
6.38(dd,J,=10.16Hz,J,=I.46Hz. I H), 6.43(s. 111),
7.13(4,./=9.66Hz 11-1), 7) 711.  J=4.161-lz, 111),
7.71(4,J=4.90Hz,IH), 7.86(4.)=3.51 Hz, IH). MASS
(ES+):615.2 (M+Na)'. I.A.62 0.96(4,./=7.1 I liz. 30).
1.13(1,1=7.54Hz, 3H), 1.23(s, 3H), I.25-2.03(m, 80),
2.24-2.42(m, 6H), 3.34(m, I H), 4.40-4.42(m. 11-1),
4.97( d.  .1=16.571-Iz, III), 5.4001,
10),5.64(0,1=I6.56Hz, I H),
6.37(d,dJ=10.15Hz.IH),6.44(s.111).
7.14(4.:/=10-11Hz.111), 7.33-7.26(m.  11-1),
7:68-7.79(m, 21-1). MASS (ES+): 629.2 (M+Na)'. IA.63
0.99(d,./=7.09Hz, 311), 1.11(1, J=7.80Hz, 61),
1.25-1.93(m, 8H), 2.17-2.44(m, 6H), 3.36(m, 11-1),
4.18--1.38(m, 311), 4.40(0,.1=16.10112.  111),
5.38(m,l H), 6.33(d, J-10.07Hz, I H), 6.39(s, I H),
7.20(d,J=10.05Hz 114). 7.28-7.32(m. I H), 7.79-7.85(m,
Ili). MASS (ES+):615.1  (M+Na)'. 



I.A.64 0.95(4, .1=7.13Hz, 311), I. (3(t, J=7.56Hz,
3H),1.22(s, 311), I.25-2-05(m, 811). 2.24-2.49(m.
611). 3.32-3-37(11. (H), 4.40(4..1=8.6811z.
IH),4.86(4,.1=16.63Hz, IH), 5.32-5.48(m,
IH),5.58(d,J=16.63Hz, IH),
6.38(d.dJ,=I0.13Hz,./,=1.29Hz, IH).6.43(s,
10),6.60(d.d  J,=3.191-lz, J,=1.29Hz, I H), 7.14(4,
J=10.16Hz, I H). 7.27(d, J=3.65Hz, I H), 7.63(s, I H).
MASS (ES+): 583.2 (M+Na)-. IA.65 1.03(4.1=7.IOHz,
314), 1.25-1.95(m, 1011), 2.07(d,J=14.85Hz,
IH)2.28-2.51(m,4H), 3.41-3:44(i11, 10).
4.44(d,J=8.261Iz. 11-1), 5.021(1.  ,1=16.481-lz, 111),
5.32-5.49(11, 111), 5.73(0,1=I6.4811z, (H), 5.97(s,
IH),6.38(d,J=10.19Hz, IH).6.44(s. 10).7.13-7.21(111,
31-1),  7.95(0,(I./,=8.18liz,./,=5.45Hz, 2H). MASS
(ES-): 641.2(M-H)'. I.A.66 (.03((1,.1=7.12Hz, 311),
1.25-2.07(m, I 111), 2.28-2.52(m, 4H), 3.41-3.44(m, I
H), 4.44(d,J=8.40Hz, I H).4.93(d,d./,=17.51
Hz../=3.47)4z,  1 I-I), 5.32-5.49(11, 114), 5.67(4,4
J,=I7.49Hz, J2=3.4014z. I H), 5.96(s, I H), 6.38(4,4
J,=10.) 6Hz, J,=I.381Iz. 11-I). 6.44(s. 111). 6.91-
6.97(5, 1H),7.01-7.05(m, IH), 7.15(4.1=10.12Hz
(H),8.0I(d,dJ,=14.98Hz,J,=8.290z.IH). MASS (ES+):683.1
(M+Na-). IA.67 0.97(4,.1=7.IOHz, 31-1), I.14(t,
J=7.53Hz, 3H), 1.24-2.05(m,8H). 2.27-2.44(m. 6H).
3.32-3.36(111. II-!). 4-40(d..1=9.1371iz. I li ).
5.00(4.  .1=16.$514z, II-I), 5.205.60(5,
1H),5.72(d,.1=16.81 Hz, Ili),
6.38(d,dJ,=IO.IIHz.J,=1.74Hz. IH),6.44(,.
./=10.06!Iz.Ill).  7.31-7.39(m, I H), 7.49-7.59(5,
3H), 7.74(4, J=7.85Hz. 1 H). MASS (ES+): 633.2
(M+Na-). IA.68 0.99(4,.1=7.11liz, 31-1),
1.13(4.1=7.32Hz.OH). 1.25-1.99(n), 8H), 2.23-2.45(m.
61-1), 3.38(11. I11), 4.19(d, ./=10.551iz.
11-1).4.36(4.  /=16.90Hz, III).4.40(d,J=13.0911z,
11-1),5.39(5, IH), 6.38(dd.J,=I0.I5Hz.J2=1.4611z,
11-1),6.43(s. Ili). 7.)3(4,./=10.I61iz. Ili).
7.33(4,./=3.51lIz, 11-1), 7.64(s, III). MASS (ES+):
599.1 (M+Na)'. SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  84 Camp. 'H-NMR (6
ppm), MASS (El / ES+, m/z)  No IA.69
0.99(4,J=7.071Iz,31-1),1.13(t,J=7.221iz,611),
1.25-l.93(m,8H),2.00-2.48(m,6H),3.35-3.42(m,111),
4.27-4.52(m,311). 5.25-5.52( m.  111). 6.34-6.40(m,
111), (.43(s, III), 7.13(d" /=9.96Hz 111). 7.33(t,
J=6.94Hz, 114), 7.47-7.76(m, 411). MASS (ES+): 649.1
(M+Na)'.  IA.70 0.95(d,./=7.18Hz, 311), .09-1.16(m,
611), I.25-I.30(m. 2H), I.34(s,914), 1.42-I.95(m.611),
2.17-2.43(m, 611). 3.37-3.44(m, I H).4.28 4.49(m,
211), 4.53(d, J=16.721iz. Ili), 5.20-5.60(m, I H).
6.37(dd, J,=10.12Hz, J2=1.73112, 111), 6.43(s. 114).
7.13((I,./= 10.19112 I ii),  7.50(d. J=8.521Iz, 211),
7.95(d, J=8.52112, 211). MASS (ES+): 665.2 M+Na '.
IA.71 0.96(d,./=7.1 I I Iz, 311), I_14(t,J=7.521iz,
31-1), 1.24-1.36(111, 511), 1.55-2.07(m, 61-1),
2.20-2.46(m.611), 3.32-3.39(m. Ili), 4.(.12(s, 31I),
4.40((I,./=9.3311z, II-I),5.02(d,./=16.9511z, I H),
5.20-5.60(1m, IH),5.74(d,J=16,94Hz, Iii),
6.37(d,d./,=10.13Hz,J,=1.731Iz, III  6.44(s, 111),
6.97(d,d J,=6.86Hz, J,=I.97Hz, I H), 7.13-7.28(11,
31), 7.56(s, I H). MASS (ES+): 663.2 (M+Na)'. IA.72
0.96(d,./=7.I 111z, 311), I.14(t,./=7.52I-Iz,
311),1.24-1.30(11, 6H), I.34(s,8H),1.42-1.92(m, 611),
2.1 I-2.54(m, 611), 3.30-3.41(m, I H).
4.41(d,J=9.3711z, IH), 5.00(d,./= 16.55Hz, I H),
5.26-5.53(m, IH),5.74(d,J=16.56Hz, II-1), 6.38(d,d
./,=10.121lz../,=1.6711x.. III),  6.44(s, Ili).
7.15(d, J=I0.031-lz, Ili), 7.50(d,J=8.48Hz,21-1),
7.85(d,J=8.471iz, 211). MASS (ES+): 649.2 (M+Na)',
IA.73 I .(H)(d.1=7.18Hz, 311), 1.05-I.50(m, 8H),
I.53(s. 3H), 1.69-2.42(m, 9H), 3.38(m. I H). 4.32(d.
J=16.14Hz, III). 4.40(s.I II). 4.50(4,/= 16. 101-1z, I
Ii), 5.30(m.1 Ii), 6.38(dd, J,= I.67 Hz, J,=10.12 Hz,
I H), 6.43(s, l H), 7.12(d, J= I0,0511z. 111),
7:76(d,./-9.21 li z, 211),  8.12(d, J=8.081lz, 2H).
MASS (ES+): 679.l(M+Na)'. IA.74 0.96(d,./=7.IOIiz,
311), I.13(t,J=7.541-lz, 3H),1.25-1.99(m, 811), 2.1
I-2.43(m, 6H), 3.30-3.50(11, Ili), 3.88(s,31-I),
4.40(d../=9.281iz., I11).  4.85(d,d
.1,=17.5011z,J,=3.72I1z, IH),5.20-5.60(11,
IH),5.60(d,d J,=17.50Hz,J2=3.651-Iz, I11).6.37(d,d
J,=I0.I IIiz,J2=1.741iz., 111).  6.44(s, I11),6.65(d,d
J,=13.I3Hz,J,=2.25Hz, 1K),6.79(d,d
J,=8.9OHz,/2=2.35Hz, IH), 7.15(d,d
,/,=I0.14Hz,.1,=1.0411-.. 1111.79l(t.  .1=8.54Hz, IH).
MASS (ES+): 641.2(M+Na)'. IA.75 0.99(d, J=7.I7Hz, 3H),
1.09-1.16(m, 61), I .25-1.97(m. 8H), 2.05-2.44(11,
6H), 3.30-3-50(n,, Ili), 3.87(s,3H). 4.25-4.54(11.
311), 5.20- 5.b0(m, I H ). 6.38(dd, J,=10.09Hz,
J2=1.73 Hz, 114),6.43(s. I H). O.65(dd, J,=13. I8Hz,
J,=2.351iz, I I-I ), 6.77(dd"/,=8.401Pz., ./ =2.381
Iz.  114), 7.14(d, J=9.05Hz, I H), 7.89(t, J=8.67Hz, I
H). MASS (ES+ : 657.1 (M+Na);. IA.76 0.96(d,
J=7.I5Iiz, 31i). 1.15(1, J=7.60liz, 3H),1.25-I.94(1n,
811), 2.04-2.43(11, 61i), 3.33-3.41(11, Ili).
3.95(s,311), 4.41(d..1=8.4711z. III).
4.97(d,J=17.66Hz, IH), 5.20-5.60(11,
IH),5.65(d,J=17.71Hz, IH),
6.34-6.44(m,2H),6.98-7.08(m,2H).7.15(d, J=10.0111z.
IH).7.52(t.  J=6.82Hz,
IH),7.89(dd,J,=7.79Hz,J,=I.66Hz, IH).
MASS(ES+):623.2(M+Na)'. 



IA.77 0.96(d, J=7.I3Hz, 3H), I.13(t,J=7.55Hz,
3H),1.24-2.43(m, 17H),3.31-3.40(m, 111), 3.87(s,3H),
3.92(s,3H), 4.41(d,J=9.871iz, 11111).  4.88(cl,
J=17.64Hz, I H), 5.20-5.68(m, 21), 6.34-6.59(m, 4H),
7.17(d,d J1=10.1 I Hz, J,0.97Hz, I H), 7.92(d,
J=8.80Hz. III). MASS  (ES+): 635.2(MtNa)'. IA.78
0.98(d, J=7.16Hz, 311), 1.09-1.16(m, 611),
1.25-1.88(m. 811), 2.05-2.41(m, 611). 3.36-3.45(11, I
H), 3.86(s,3H), 3.93(s.3H), 4.30-4.61(11,,  311),
5.20-5.60(m, I H), 6.34-6.57(11, 4H), 7.1 5(dd,
J,=I0.05Hz, J,=1.00Hz, I H), 7.85(d, J=8.73Hz, Ili).
MASS (ES+): 669.1(M+Na)'.  IA-79 0.97(d, J=7.16Hz,
3H), 1.09-I.25(m, 6H), 1.29-1.96(m, 811), 2.03-2.41(m,
6H), 3.36-3.43(ni, I H), 3.95(s,3H), 4.3I-4.60(m,
311), 5.20 5.6(9. I H). 6.35-6.45(m, 2H), 6.97-7.05(m,
2H), 7.14(d, J=9.89Hz, I H), 7.46-7.55(m, I H),
7.77(dd, J,=7.7I Hz, J, I.58Hz, Ili). MASS  (ES+):
639.1 (M+Na)`. IA.80 0.95(4, J=7.16Hz, 311),
1.08-1.18(m, 611), I.22-I.93(m, 8H), 2.19-2.41(m,6H),
3.28-3.37(m, I H), 4.39(d, J=8.09Hz, I H), 4.73(4,
.1=17.18Hz, Ili), 5.22-5.53(m, 211), 6.38(d,d
J,=10.09Hz, J,=I.78Hz, I"), 6.43(s, l H), 7.14(d.d
./,=I0.071-1z, ./,=1.161-1z, 111).7.63- 7.88(., 411).
MASS (ES+): 661.1(M+Na)`. IA.81 0.99(4, J=7.1511z,
311), 1.09-1.17(m, 611), I.25-2.02(m. 8H),
2.17-2.44(m, 611), 3.34-3.41(11. I H)- 4.1 I (d.
J=I7.43Hz. 11-I), 4.3O(d,  .1=1 7.4214z, 11-1),
4.41(d, J=9.75Hz, I H), 5.20-5.60(11. I H), 6.38(dd,
J,=10.1 I Hz. J,=1.7411z. III ), 6.43(s.I H). 7.I
3(dd, ./,= 10. 13I1z.  ./,=I_(171'Iz, Ili),
7.60-7:88(m, 411). MASS (ES+): 677.1(M+Na)'. I.A.82
I.03(d, J=7.07Hz, 311), I.25-1.79(m, 7H);
I.79-2.55(11.811), 3.41-3.45(m, IH), 4.45(d,
J=8.281-Iz, 111), 4.98(d,J=16.58112, 1 1 1 ) , 5.34-
5.50(m, I H), 5.79(d, J=16.48 Hz, 111), 6.40(d,d J,=
10.16Hz, J,=1.38 Hz, I H), 6.46(s. 1 1 1 ) , 6.5 I (s,
I H ). 7.14-7.19(11, 414). 7.60(s, 11-1),  7.93(d,d
J,=8.55Hz, J,=5.35Hz, 211). MASS (ES+): 649.I(M+Na)`.
IA.83 I.07(d, J=6.86Hz, 311), 1.1 7(s,311),
1.38-I.92(m, 6H), I.95-2.54(m, 611), 3.47(11, I H),
4.31(d, ./=16.60Hz, 1 H), 4.45-4,67(111,211),-5-3-1-
5.49(m, IH), 6.39-6.51(m,311), 7.14-7.19(m,
41-1),-7.59(s, IH),8.05(dd,J,=8.I4Hz,J,=5.42Hz211).
MASS (ES+): 665.I(M+Na)-.  IA.84 I.03(d, J=7.08Hz,
3H), 1.25-I.66(m, 7H), 1.76-2.56(m, 811), 3.41-3.45(m,
I H), 4.45(d, J=8.26Hz, 11-1), 4.90(d,d J,=17.59I-Iz.
J,=3.0711z. 111),5.34-5.51(11,
IH),5.65(d,dJ1=17.61Hz,J2=3.17Hz,
IH),6.41(d,dJ,=10.05Hz,J,=I.50Hz.IH), 6.46(s,
IH),6.5I(d,dJ,=3.201-Iz,  J,=1.52Hz, IH),
6.90-7.04(m,211), 7.13-7.19(m,211),
7.59(s,IH),7.99(d,dJ,=15.08Hz,J,=8.28Hz, IH).MASS
(ES+):683.I(M+Na)'.  IA.85 1.06(d, J=7.02Hz, 311), 1.1
9(s, 311), 1.36-1.66(m, 61). 1.71-2.55(m, 6H),
3.44-3.48(m, I H), 4.31 (d, J=17.67Hz, 111).
4.46-4.50(111,21-1). 5.33-5.66(11, I H), 6.41(dd,
J,=10.I8Hz, J,=0.81 Hz, 1 H), 6.45(s, I H),
6.50(d,J=1.54Hz, I H). 6.89-7.01(m, 211), 7.12-7.17(m.
211). 7.59(s.  I H), 7.95(dd, J,=I5.16Hz, J,=8.35Hz, I
H). MASS (ES+): 683.1(M+Na)'. 13, 116
096(d,J=7.141-11z,31-1), 1. 1I(s,3H),
1.12(t,J=7.53Hz,3H), 1.24-1.34(m, 111), I.54(s,3H),
1.59-I.64(m,11-1). 1.75-1.98(11.411).2.13-2.61(m.
7H), 3.37(11, I H), 4.36(d,J=l 1.18,1 H),.4.42(d,
J=8.7.1 H), 4,49(d, J=16.46,1 H), 6.34(s, 111).
6.34(d,d ./,=10.121iz,./,=1791-Iz. I M. 7.1 1- 7.23(,,
311), 8.01(11"211). MASS (ES+): 609.1(M+Na)'. IA.87
0.94(d,J=7.09Hz, 3H), 1. 12(t, J=7.54 Hz, 311),
1.24(s,3H), 1.27-1.31(11, 1 H), 1.57(s,3 H),
I.59-1.62(m,I H), 1.81-1.87(m..211). 1.97.2_03)m.
211), 2.15-2.23(m, 111), 2.34-2.46(m, 611),
2.60-2.66(m. I H), 3.30-3.36(m, I H),
4.41(d,J=8.851-iz, Ili), 4.98(4,)=16.51 Hz. I1-1),
5.69(d.  J=16.5411z. I H), 6.13(s,I H), 6.34(d,d
J,=9.98Hz, J2= 1.401-1z, I H), 7.17(1, J=8.50Hz, 211),
7.2 3(d, J=10.14Hz, I H), 7'95(dd, ,/,=8.5811z.
J,=5.3611z. 2H). MASS (ES+): 593.2 (M+Na)'. IA.88
0.98(d,J=6.7Hz,311); 1.09(m, 61-1); 1.31-1.35(m,211):
1.54(s,311); 1.71-1.84(m, IH); 1.87-2.00(11,211);
2.20-2.33(m.6H):2.88(s.1 H):  3.36(11, I H); 4.39(d, I
H, J=31.8Hz); 4.47(d, I H, J=31.7Hz); 5.31-5.48(m, I
H); 6.36(d, I H, J=10. I Hz); 6.41(s, I H); 7.21 (d,
111..1=10.0):  8.10(s, I H); 8.44(s, 211). MASS (ES+):
745.1(M+Na) IA.89 0.99(d, J=6.91 Hz, 311); I.10(m,
511); 1.32(11, I H); 1.54(s, 311); 1.80(m, 211);
2.20-2.48(11, 711); 3.21(11, I H); 3.38(11, l H):
4.36-4.47(111.  311); 5.32-5.48(11, 114); 6.36(d, 1 H,
J=10.0Hz); 6.41(s. I H); 7.22(d, I H, J=10.0Hz);
7.65(1, I I-I. J=7.7FIz ); 7.85(d.I H, J=Z6Hz),
8.19(d,l H, J=7.8Hz), 8.24(s, I H). MASS (ES+):
677.1(M+Na)' IA.911 090(d;J=6.4Hz, 611), 0.99(d.3H,
J=6.7Hz ), 1.I2(s. 311), 1.30-1.34(m, IH), I.52(s.3H),
1.72-1.89(m,3 H), 1.91-2.19(m, 411). 2.25-
2.47(m,711), 2.53(m, 311), 3.40(m, I H), 4.36(d,l
H,J=17.0Hz), 4.51(d, I H,J=I6.5Hz), 5.30-5.50(11, I
H), (.37(d, 111, J=I0.(1Hz, 6.43(s, 111 I.  7.17(4,
11-1. J=10.OHz), 7.25(d, 211, J=7.811z), 7.91(d.
21-1,J=7.8Hz). MASS (ES+): 665.2(M+Na) SUBSTITUTE
SHEET (RULE 26) WO 2007/099548 PCT/IN2007/000039  85 



Comp. 'H-NMR (S ppm), MASS (El / ES+, re/.)  No IA.9)
1.11(1../=7.57112,311), 1.19(010,1.23-1.25(m, I11), I
.43((I,J=7.34Hz,311), I.58(s,311). 1.61-I.64(m.1111,
1.91-2.1)7(111.411).'-.13-2.22(111,
211),2.2')-2.55(111,711).2.01-2.06(111, III ), 4.43(d,
J=8.38 Hz, 111), 4.88(d, J=16.491iz, 111). 5.68(d,
.1=16.41 I z. ill), 6.14(s.1 11), 6.35(d,d
./1=10.1211z, .12=1.44112, Ili), 7.17(1,./=X.521-Iz,
211), 7.25(d, J=9.93IIz. Iii). 7.92(dd,
.1,=8.0711Z../,=53111z,211). MASS (ES+):  593.2(M+Na
)' IA.92 0.99(d,311,./=6951lz); 1.06-1.14(m,611);
1.26(1,311,J=7.52); 1.30-I.34(m, IFI)' 1.52(s,311),
1.72-I.96(m,411). 2.11-2.2X(m,21I). 2.34- 2.44(m,
411), 2.72(q, 21-1. J,=15.05Hz, J,=7.5IHz),
3.39-3.42(m, Ili), 4.33-4.41(m, 211), 4.52(11I,
(I../=16.60142), 5.25-5. 50(w. III).  6.37(1 11.
d,./=10.091-Iz). 6.43(s, I H), 7.13(d, 111,
J=10.071Iz), 7.31(d, 211, J=7.9211z), 7.93(d,
211,./=8.001Iz). MASS (ES+):  637.1(M+Na )' IA.93
0.90(d,./=7.(I1-1 z, 311);1 - 1. 1I-1.50(m, 51-1),
1.26-1.48(m, 711); 1.52(s, 311); 1.67(s.311);
1.70-I.90(m. 211). 1.87- 2.00(m, 61-11; 2.20-2.45(m,
311); 2.57(m, Ili); 3.38-3.42(m, I H); 4.3 2(d, I H,
J=16.7FIz); 4.40(d, I H, J=8.01 Hz): 4.54(4. I
Ii,./=10.711 z); 5.30-5.47(m, III); 6.3K((id,
Ili,./,=10.0111z"/,=I.091iz ); 6.43(s, 11-I); 7.13(d,
I Ii, ./=5.05Hz); 7.32(d, 211. J=8.131-1 z); 7.94(iI,
211. J=8.1211z). MASS (F S+):  691.2(M+Na)' IA.94
0.99(s,31I), I.14(t, J=7.53Hz, 311), 1.22-I.29(ni, I
FI), 1. 36(d, J=7.31 Hz, 311), I.56(s,311), 1.63-2.11
(111,6 11), 2.25-2.65(m. 711). 4.01(4, 1.
./,=17.6511z.J,=3.I IHz, III),4.47(d,d,
J,=17.62Hz,J,=3.IIHz, III),4.49(d,J=7A51'Iz,I11),
6.13(s. III), 6.34(d,dJ,=1(I.II I Iz.  1.81152, I I1).
6.X6-7.(14(111, 211), 7.22(d, J=10.18112, 114),
7.87-7.98(m,I H). MASS (ES+): 627.I(M+Na)' 1A95
O99(d.J=7.0XHz.611).1.11-I.15(m,5H),I.27(d;611,
./=6.8Hz).I.52(s,3H).I_67(s,311),
1.72-1.89((11.314),I.99(d, II-I../=14.47142).  2.37(q,
211), 2.96-2.99(m, 1 l1), 3.39-3.42(m, 114), 4.32(d;l
H,/=16.63Hz), 4.40(4, I H, J=8.64Hz). 4.54(3, I I
I../=16.7112). 5.30-5.47(111.  I11). 6.37(4, I I
I"/=10.OFIz), 6.43(s,I11), 7.14(d, I11,J=I0.0Hz),
7.34(d, 211, .1=8.1711z), 7.94(d. 211../=X.I liz).
MASS (ES+):  F 651.I(M+Na)' IA96 0.83-(195(m, 11-1),
0.99(d, 311, J=7.011z). 1.11(d, 311, J=4.I3Hz),
1.26-I.34(m, 211), 1.65-I.69(m, 211). 1.72-2.08(m,
1111). 2.14-2.32(m.  21-1), 2.36(q. 21, J,`
15.04,./,'7.58), 3.39-3.42(m, IIi).4.32(d, I
H,J=16.43Hz), 4.40(11-I, d, J=9.2(,1Iz), 4.49(4, 114,
./=l6.41-1z), 5.30- 5.46 (ni, 11-1), 6.37(d, 114,
J=9.92Hz), 6.43(s, I H), 6.90(d, 2H, J=8.71 Hz),
7.13(d, I H, J =10.04Hz), 7.05(4, 211,./=9.71 I-lz
).:MASS(ES+):  693. I (M+Na )' IA07
0:94(d.J=7.IIHz,3H), I.04(s,3H), 1. 1 I(t, J=7.55Hz,
3H), 1.21-1.44(m, IH), 1.54(s,3H),
1.75-2.04(m.4F1).2.12-2.41(m.711),3.I(s,311).
3.29-3.33((15, 11-1), 4.34(d,J=16.23, 1H), 4.44(d,
J=16.35, IH), 6.12(s, IH),
6.34(d,dJ,=10.I2Hz,./.=1.771Iz, I I-I), 7.19(
d../=1(1.151Iz.  11-1), 8.06(d, J=8.59Hz, 211), 8.1
8(d, J=8.62Hz, 2H). MASS (ES+): 669.I(M+Na)' IA.98
0.97(d,J=7.141-1z, 31), 1:1I(t,J=7.54Hz,3H),
1.13(s,3H), 1.21-1.45(m, IH), I.55(s,3H), 1.60-2.07(m.
5H), 2.17-2.68(m.71-1),3.31- 3.41(m, I H), 4.22(dd,
J,=17.96Hz, J,=3.5OHz, I H), 4.40-4.42(d, 1 H),
4.43(dd, Ji=I7,47Hz, J,=2.98Hz, 114), 6.13(s, 11-I).
6.35(d.d  J,=10.1311z, J,=1.83 Hz, I H), 6.86-7.03(m.
211), 7.21(d, J=I 0.I6Hz, I H), 7.89-8.01(m, I H).MASS
(ES+): 627.1(M+Na)" IA.99 0.94(x,31-1), .1
22(t,.1=7.54Hz, 3H), 1.20-I.29(m, I H),
I.37(d,J=7.28Hz, 3H), I.55(s,3H), 1.60-I.95(m,61-1),
2.25-2.46(111,71-1). 3.1(s. 311).  4.00(4,
J=16-591-Iz, Ili ). 4.42(d, J=9.05Hz, I H), 4.53(d,
J=16.61 Hz, 1 H), 6.12(s, I H), 6.35(d,d
J,=10.121-Iz../,=1.75Hz. 114). 7.190.  /=10.15Hz, I
H). 8.07(d, J=6.69Hz, 21i), 8.13(d, J=8.73Hz, 2H).MASS
(ES+): 669.0(M+ Na)' IA 0 _60.98(4../=7.101-12, 3H),
1.1 I(s,3H), I.I I(t,J=7.46Hz, 311), 1.27-I .33(m,
IH), I.54(s, 3H), 1.57-1.65(m: 4H), 2.14-2.41(i11.
711). 2_61- 2.63(111, I H ), 3.35-3.37(m, I H),
4.30(d, I H, J=16.48Hz), 4.40(d, 1 H, J=8.83Hz),
4.47(d. 1 li, .1=16.47Hz), (1.13(s,l H ), 6.34(d.d
J>10 .13Hz, J,=1.45Hz,I H), 7.20(d, J=10.15Hz,IH),
7.47(d, J=8.5Hz, 211), 7.95(4,/=8.51-lz, 211). MASS
(ES+): 625.1(M+Na)' IA.101 097(s,31-I),
I.14(t,J=7.50Hz, 311), 1.18-1.27(m, 1 H),
I.38(d,J=7.26Hz, 3H), I.56(s, 3H), I.60-1.64(m. 11-I),
1.89-2.29((11. (,14), 2.35- 2.47(,(9, 511),
2.59-2.64(4, 114), 3.97(d,J=I6.8Hz, 111). 4.45
(d,J=8.l7Hz, IH), 4.55(d, J=16.82Hz, 111), (,.13(s,
111), 6.35(3.  J=I0.18Hz,11-I), 7.22(d.J=10.13Hz, IH),
7.47(d. J=8.37Hz,2H), 7.92(d,J=8.38Hz,2H). MASS (ES+):
625.I(M+Na) IA.102 1.05-I .15(ni, 61-1),
I-22-1.52(111, 9H), 1.76-2.47(m, 8H), 3.34-3.41(m, l
H), 4.07-4.16(m, 211), 4.16-4.i6(ii1, 3H),
5.23-5.48(m. I Ii). 606(4.  J=1 1.3611z. Ili), 6.42(s,
I H), 7.1 I (d, J=9.95Hz, I H), 7.76(3, J=8.I I Hz,
2H), 8.1 I (d, J=8.I 2Hz, 211). MASS (ES+):
693.5(M+Na)' _ IA.103 0.87(m, 4H), 0.96(d. J=6.88Hz,
3H), 1.24(s,3H), 1.29-1.35(m, I H), 1.55(s,3H),
1.61-1.66(m.1 H). 1.81-2.09(11. 215), 2.28-2.50(m. bli
I.  3.31-3.36(111, II-I),4.42(d,J=8.86Hz,
IH),4.97(d,J=16.53Hz, IH),5.32-5.48(111,
IH),5.69(d,J=16.53Hz, IH),6.38(4,0J,=10.17102.  



J,=I.46Hz, I I-I), 6.44(s. I H), 7.16(4, J=8.50Hz,
211), 7.23(1, J=8.64Hz, 311), 7.94(dd. J,=8.60Hz.
J,=5.35I-Iz, 2Ii,). MASS (ES+): 623.11  (M+Na)' , IA
004 0 .86-0.96((11,411), 0.98(d, J=7.35Hz, 311),
1.12(s, 3H), 1.31-1.36(m, I H), 1.53(s.3H),
1.60-1.65(m.111). 1.70-2.03((11. 51-11,2.22-2.19(m.
21-1), 2.39-2.45(m, 211). 3.35-3.39(m, I H ), 4.26(d,
J=I 7.62Hz, 1 H), 4.42(d, J=8.24Hz, I H ). 4.43(4,
J=17.30Hz, IN), 5.31-5.47(31. Ili ). 6 .38(0,4.
J,=10.1 1 Hz. J,=1.09Hz, I H), 6.43(s, 111),
6.89-6.94(m, I H), 6.96-7.01(111, I H), 7.14(4.
J=10.I4Flz, 111), 7.95(33..1,=15.13112.  J,=8.38Iiz,
11-1). MASS (ES+): 657.5(M+Na)' IA. 105 107(0,
J=7.14Hz, 311). 1.10(s, 3H), 1.27(t, J=7.60Hz,
3H),1.32-I.97(m, 8H), 2.23-2.44((11, 40), 3.36-3.42(m.
111),4.09-4.14(111, 21-1).  4.30(4,./=16.57Iiz.
IH),4.40(3,J=8.43Hz, IH),4.5I(d,J=I6.58Hz, IH),
5.20-5.60((11, II-1).6.36(14J,=I0.)51-Iz../,=1.20liz,
II-I),6.42)s.  111). 7.12(d, J=I0.14Hz, I H),
7.47(d,./=8.52Hz, 211), 7.95(d, J=8.54Hz, 2H). MASS
(ES+): 659.4(M+ Na) IA.106 0 87-0.97(m,4H),
099(d,J=7.12Hz, 31), 1.00(s, 3H), 1.31-I.36(m, I H),
1.53(s,3H), 1.62-1.66(m,11-1), 1.77-2.01(m, 311).
_'.25-2.420(1,  41-1).3.36-3.39(111,
IH).4.28(d,J=16.54Hz, 1H),4.42(d,J=14.05Hz,
III),4.46(I,J=16.731-Iz, 111).5.30-5.48(111, Ili),
6.38(d.d.J,=9.63112,  J,=I.85Hz, III). (,.43(s. I H),
7.)4(3, J=10.10Hz, IN), 7.46(3, J=8.51Hz, 2H), 7.94(d,
J=8.53Hz, 211). MASS (ES+): 655.2 (M+Na) IA. 107
0.98(s,3H), I.14(t,J=7.56Hz,3H), 1.20-1.27(m, IH),
1.38(d,J=7.23Hz,3H), I.56(s,3H), 1.60-1.65(31, IH), I
.91-I.9X(n1.3H).2.04- 2.30(n1, 211), 2.36-2.66(m, 7H),
3.88(s, 3H), 3.97(d, I H,J=16.74Hz), 4.44(d, I H,
J=8.41 lIz), 4.58(4. I H../=16.741-Iz), 6.13(s.
111),6.35(d.  J=10.07Hz, Ili), 6.95(d, J=8.74Hz, 2H),
7.24(3, J=I0.33Hz,IH), 7.97(d,J=8.74Hz, 211). MASS
(ES+): 621.3 (M+Na)'. .1(18 0.98(4,./=7.151-12, 311).
1.11(s,3H), 1.11(1, J=7.56Hz, 311), 1.27-1.33(m, 111),
1.54(s, 311), 1.57-I _94(n1. 511), 2.13-2.17(m. 111),
2.32- rIA 2.41(01. 511), 2.62-2.63((11, Ili),
3.33-3.38(m, I H), 4.33(d,I H,J=I6.52Hz), 4.41(3,1 H,
J=9.09Hz).4.49(0. III. J=I6.49H2).6.13(s.I I-I).
6.34(d,d./,=10.12Hz.J,=1.81Hz,IH),7.21(d,J=10.12Hz,IH)
,7.76(d,J=8.25Hz,2H),8.12(0, J=8.1411z.2H).MASS
(ES+):659.3  (M+Na)'. IA. 109 0.53(s,31fl,
0.93(d,J-6.8814z,3H), I.07(t,J=7.52Hz,3H),
1.12-1.90(m, 14H), 2.07-2.42(111,611), 3.14-3.17(11,
II-1), 3.94(s,311). 4.29(d,  ./=7.12Hz. I H).5
25-5.42(m, I H), 6.34(dd, J,=I0.I4Hz, J,=I.I9Hz I H),
6.40(s, 111), 6.87(d,./=8.84Hz. 21), 7.03(4, J=
10.071-12. 111).  8.02(4..=8.801-Iz, 2H). MASS (ES+):
667.3 (MIN.)+. SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  86 (:0mp. '11-NMR (6
ppm). MASS (EI / ES+, m1z)  No WHO I_07(d,J=7.20Hz,
311), 1.11(s,311), 1.27(1, J=7.12Hz, 30),1.33-1.39(m,
I H), 1.52(s,311), 1.74-I .98(m, 611), 2.33-2.45(0,
411) 3.36- 3.42(01,
I11),4.118-4.14(0,211),4.3I(d,J=I6.55Hz, Ili),
4.41(4,J=8.80Hz, III), 4.52(4,./=1(,.5511z, I11),
5.29-5.46(0. III),6.37(dd  ./,=I0.I5Iiz"/,=1.751Iz, I
Ii), 6.42(s, 111), 7.I3(dd J,=I0.151Iz, J2=1.051iz.
111), 7.17-7.19(nt, 2111, 9.03-8.07(m. 211). MM ASS
(ES+): 6.13:2  (M+Na)'. IA.I 11 0.97(s.311),
I.I3(t,.1=7.55Hz,311), 1.15-1.29(m, IH),
I.38(d,J=7.33Hz.3H), 1.56(s.311), 1.58-1.66(0, Ili),
1.89-2.14(m,511), 2.17- 2.30(m. 111).
2.35-2.64(m,51i), 4.01(d. ./=16.8411z, Ili), 4.45(d,
J=8.2311z, Ili), 4.57(d, J=16.841iz, 111).6.13(s.
111). 6.35(d,d  .1,=I0.I2Iiz,J2=I.77Hz, I li), 7.22(d.
J=10.13Hz,I li), 7.77(d, J=8.24Hz, 211), 8.09(d,
J=8.14Hz, 211). MASS (ES+): 659.2 (M+Nu) . IA.) 12
0.97(4. J=7.051iz, 311). 1.10(s,31-1), 1.12-I.48(m,
711), I.53(s.3H), I .71-2.01(0, 8H), 2.20-2.43(0,
511), 3.36-3.39(m. III), 4.30(4.  ,1=16.591iz,
III),4.43(d,J=8.27Hz, 10),4.51(d, J=16.56Hz,
IH),5:31-5.47(0,
IH),6.38(d,d./,=10.1211z../,=1.331iz,lil).6.44(s.
III).  7.I6(d, J=I0.07Hz,I H), 7.76(4, J=8.15Hz, I H),
8.11(d, J=8.08Hz). MASS (ES+): 731.2 (M+Na)' IA.I 13
0.97(d,J=7.061Iz, 3H), I.I0(s,31-I), 1.15-1.45(m,6H),
I.53(s,3H), 1.58-I.66(m,I H), I .72-2.0(m, 811),
2.2(I-2.44(m, 511). 3.36-3.4(1(0. III),
4.28(d,J=I6.541iz, IH),4.43(d,J=8.81 Hz,
I0),4.48(4,J=16.56Hz,
IH),5.31-5.47(m,lli).6.38(d,d.1,=)0.151]z, .12=I.46Hz.
I11).  6.44(s.) I-I), 7.14(d, J=10-06Hz,1 H), 7.46(d,
J=8.53Hz, 2F1). 7.94(d, J=8.54Hz, 2H). MASS (ES+):
697.2(M+Na)'. IA. 114 0.96(4,./=7.05Hz,3I-I),
I.)2(s,3H), 1.17-I.48(m,6H), I.53(s,3H).
I.58-I.65(m,IH), 1.71-2.06(0, 814),2.20-2.43(m, 511),
3.36-3.39(0. I11).  4.27(4,,1=17.51 Hz, Ili),
4.24-4.45(0, 2H), 5.31-5.47(111, I H),
6.38(dd,J,=10.I2Hz,J2= I.4311z, 111), 6.44(s,l I-I),
6.89-7.01(n,, 211).  7.14(4, J=10.1 1 Hz, I H ),
7.94(44, J,=I5. I Hz, J2=8.4I Hz, I H). MASS (ES+):
699.2 (M+Na)'. 



IA. 115 0.94(4,J=7.071-Iz, 3H), I.24(s,3H),
1.28-1.46(m, M), I.55(s,3H), I .6I-2.06(m,IOH),
2.24-2.50(m, 5H), 3.32-3.37(0, 111),4.42(d.
./=8.32Hz, I I-I), 4.96(4, J=16.52Hz, Ili),
5.32-5.48(m, I H), 5.68(4, J=I6.53Hz, I H), 6.38(d,d
J,=I0.121iz, .1,=1.30Hz, I H) 6.44(s. 111).
7.17(d,./=9.9Hz, I H), 7.16-7.19 m, 21-4), 7.94(dd,
J,=8.62Hz, J2=5.31 Hz, 2H). MASS (ES+): 665.5 (M+Na)'.
IA. 116 0.96(4,.)=7.I4 Hz, 3H), 1.10(s,3H),
1.14-I.43(m, 6H), I.53(s,3H), I-62-2.06(m,IOH),
2.23-2.45(n,411). 3.38-3.42(0, 111), 3.88(s. 311
4.27(4,J=16.51liz, I H), 4.42(d, J=8.73 Hz,
IH),4.53(4,J=16.53 Hz.IH),5.3I-5.47(0,
111),6.38(d,d./,=I0.I1Hz../,=1.6611z, IIi).6.44(s,  I
li), 6.95(d, J=8-90Hz, 2H), 7.15(d, J=10.1 OHz, I H),
7.99(d, J,=8.89Hz, 2H). MASS (ES+ : 693.2(M+ Na)` IA.)
17 0.98(4, J=7.03Hz, 3H), 1.10(s,3H). 1.24-1.34(m. I
H), I.53(s,3H), 1.55-1.68(m,2H), 1.73-2.04(0, 911),
2.20-2.41(0, 41-1), 2.74-2.78(ni.  111), 3.36-3.40(0,
Ili), 4.27(d, J=16.55Hz, I H), 4.41(d, J=7.75Hz; I H),
4.49(d, J=I6.55Hz; I H), 5.30-5.47(s, I H), 6.37(4,4
,/=10.15 Hz, I.H), 6.43(s, I H), 7.13(d, J=I 0.1 2Hz,
I H), 7.47(d, J=8.36Hz, 1 H), 7.95(d, J=8.361-4z,2H).
MASS (ES+): 661.2 IA. I 19 0.96(d,J=7.08Hz, 3H),
I.24(s,3H), 1.24-1.33(0, I H), 1.55(s, 3H),
I.56-1.92(m, 9H), 2.022.50(0, 5H), 2.73-2-91(m,1li).
3.32-3.36(0.  III), 4.42(d, J=7.77Hz, I H),
4.97(d,J=16.51 Hz, I H), 5.32-5.48(m, 10),
5.68(d,J=I6.56Hz, I I-I), 6.38(d,d J,=10.0811z,
./,=1.22112- Ili).  6.44(s, I H), 7.14-7.19(m, 3H),
7.93-7.96(m,2H). MASS (ES+): 629.3 IA.I I) 0.98(4,
J=6.93Hz, 3H), I.I0(s,3H), I.16(t, J=6.88Hz, 6H),
1.31-1:35(m, IH), 1.53(s, 311), 1.58-2.01(0, 411),
2.21-2.62(0, 511). 3 36 3.38(m, 11-4),4.31(d, I H,
J=I6.58Hz). 4.42(4, J=7.40Hz. I H), 4.5I(d,J=I6.58Hz,
I H), 5.30-5.47(0, I I-I), 6.38(d,./=I0.I5I Iz. I I
I). 6.43 (s.  11-1), 7.13 (d, J=10.1 I liz. I H).
7.76(4, J=7.98Hz, 2H), 8.I I (d, J=7.91 Hz, 2H). MASS
(ES+): 669.2 [A. 120 0.98(4,./=7.I2Hz, 3H), 1.
12(s,31-1), 1.29-1.35(m, I H), 1.53(s,3H),
I.56-I.66(m,5H), 1.70-2.00(0, 711), 2.20-2.40(0,
41-1), 2.73-2.77(0.  I H), 3.35-3.40(0, I H), 4.26(d,d
J,=17.471iz, J2=2.37Hz, I H), 4.42(d, J=5.81 Hz, I H),
4.54(d,d J,=17.35Hz, J,=2.61 Hz, 111), 531- 5.47(m,i
H), 6.38(d,d J,=10.I4Hz, J,=1.38Hz, I H), 6.43(s, 10).
6.89-7.01(0, I H), 7.13(d,./=10.09Hz, I H),
7-94(dd../,=I 5.10112.  J,=8.4614z, 21-1). MASS (ES+):
663.3 IA.121 0.95(4.1=7.I4Hz, 3H), I .16(d, J=7.OOHz,
6H), I.22(s,3H), 1.28-I.34(m, 11-4), I.55(s,3H),
1.74-2. 18(1 i. 4H), 2.28-2.57(m, 411). 2-58- 2.62(0,
I H), 2.30-2.38(0, I H), 3.30-3.38(m, I H), 4.42(d,
J=8-92Hz, I H), 4.97(d, J=16.51 Hz, I H), 5.32.5.49(0,
111), 5.69(4,./=16.531Iz,  10), 6.38(d,d J,=10-13Hz,
J2=1.75Hz, I H), 6.44(s, I H), 7.14-7.20(m, 3H),
7.93-7.97(0, 2H). MASS (ES+): 603.3 -M . 1222
0.98(4,J=714Hz, 3H), 1.1I(s,3H), I.I6(d,J=2.98Hz,3H),
1.17(d,J=3.00Hz, 3H), 1.31-1.34(m, II-I), I
.53(s,31-l), 1.71-2.03(0,311). 2.24--
2.42(m.41-i),2.57-2.61(m, 1 H), 3.40-3.43(m, I H),
3.88(s, 3H), 4.28(4, J=16.49Hz, I H), 4.42(d,
J=8.74Hz, 10). 4.54(4, J=) 6.501 Iz. Ili),
5.30-5.47(0, I H), 6.37(d,d J,=10.13Hz, J2=1.77Hz, I
H), 6.43(s, I H), 6.95(d, J-8.89Hz, 2H), 7.14(dd,
J,=10.18Hz. J2=1.121-Iz. 211).  7.99(4,./=8.87Hz, 2H).
MASS (ES+):653.3 IA. 123 0.97(d, J=7.14Hz, 3H),
I.13(s, 3H), I.16(d,d, J,=6.99Hz,J,=3.08Hz, 6H),
1.29-I.33(m, 31-I), I.53(s,3H), 1.73-2.02(0,40)-
2.23-2.47(0.  40),2.55-2.62(0, IH),3.36-3.41(0,
IH),4.28(4,4,J,=17.54Hz,J,=2-63Hz,
IH),4.42(4.Ili).4.44(4,4,11=17.54Hz,,/,=2.40Hz, Ili).
5-3I-5.48(0, I H), 6.38(d,d, A=10.13Hz, J2=1.79Hz, I
H), 6.44(s. I H), 6.89-7.01(m, 2H), 7.13(d,d,
J,=10.10Hz../,=1.16112. 111). 7.92- 7.98(5, I H). MASS
(ES+): 637.3 IA. 124 1.07(d,J=7.13Hz, 3H), I.17(s.3H),
1.33-1.41(m, I H), 1.55(s, 3H), 1.73-2.04(0, 3H),
2.28-2.54(0, 511). 3.43-3.48(m, I I-I). 4.35(4.
J=16,65Hz, IH),4.46(d,J=8.34Hz, IH),4.54(d,J=16.65Hz,
IH),5.33-5.49(0, I H), 6.41(dd,./,=10.12Hz,J,=1_69Hz
111),6.42(x. IH),  6.51(dd,J,=3.46Hz, /,=I.69Hz, I H),
7.09-7.21(m, 2H), 7.59(d, J=0.72Hz, 1 H),
7.77(d,J=8.25Hz, 211). 8.72(4,.1=8.I8Hz 20). MASS
(ES+); 693.3 IA. 125 0.59(s,3H), 0.93(d, J=6.99Hz,
3H), 1.07(1, J=7.541-1z, 3H), 1.21-1.88(m, 14H),
2.09-2.36(0, 6H), 3.13-3.17(0, 11-1), 4.31(4, ./=7.5'1
Iz.  I H), 5.27-5.42(m, IH),
6.35(dd,J,=I0.08Hz,J,=I.16Hz IH),6.41(s,
IH),7.07(4,J=10.11 Hz,
IH),7.36(0,J=8.47Hz,21-1),7.29(4..  J=8.49Hz, 211).
MASS (ES+): 649.2 LIA.126 1.07(4, J=7.12Hz, 3H), 1.1
I(s, 3H), 1.16-I.87(m,I I H), 1-90-2.09(m, 2H),
2.13-2.44(m, 4H), 3.38-3.42(0, I H), 4.06-4.19(0,
21-1), 431(4.  /=I6.58Hz, I H), 4.40(d, J=8.68.Hz, I
H), 4.55(4, J=I6.55Hz, I H), 5.29-5.47(m, I H),
6.37(dd J,=10.17Hz, J,=1.45 Hz, I I-I), 6.42(x. 114),
6.96(d, J=8.81 Hz, 2H), 7.13(d, J=10.19Hz, I H),
8.00(4, J=8.83Hz, 2H). MASS ES+) : 633 IA.127 1.07(4,
J=7.06Hz. 3H), I.17(s,3H), I.23-2.10(0, 8H),
2.17-2.53(m, 4H), 3.46-3.50(0, I H), 3.88(s, 3H),
4.31(4, .1=16.631-Iz. 111).4.45(4,  J=8.39FIz, I1-I),
4.57(d, J=16.60Hz, 111), 5.32-5.49(0, I H),
6.40(dd,Ji=10.14Hz, J2=1.36Hz I H), 6.45(s, 11-I),
6.50(dd,./,=3.I Iiz.  J,=1.47Hz l Fl), 6.96(d,
J=8.82Hz, 211), 7.13-7.21(0, 2H), 7.59(s, I H),
8.00(d, J=8.80Hz 21-I). MASS (ES+) : 655.2 IA. 128
0.88(1,./=Hz, 3H), 0.99(d,J=Hz, 3H), 1.1 1(s, 3H),
1.22-1:32(m, 4H), 1.53-1.97(m, 8H), 2.20-2.46(0, 611),
3-36-3.40(0. 111). 4.33(d../=Hz,  IH),4.41(d,/=Hz,
IH),4.49(4,J=Hz, I H), 5.30-5.47(m,
IH),6.38(ddJ,=Hz,J2=Hz,
IH),6.43(s.IFl).7.13(44J,=IIz,./,=FIz, 111). 7.70(d.  



J-FIz, 2H), 8.12(d,J=Hz, 211). MASS (ES+) : 683.2 ).
IA.129 0.88(1, J=7.32Hz, 3H), 0.99(d, J=7.10Hz, 3H), 1
. 1 I(s; 3H), I.I9-1.32(m, 4H), 1.48-1.97(0.8H),
2.20-2.48(0, 61-1), 3.36-3.40(0. II I
4.30(4,.1=16.53Hz, I H), 4.41 (4, J=7.86Hz, I H),
4.47(d, J=I6.56Hz, I H), 5.30-5.47(0; I H),
6.38(0(I./1=10,12Hz, J,=1.53112, Ili) 6.43(s,  I H),
7.13(dJ=I0.02Hz, I H), 7.47(4, J=8.48Hz, 2H), 7.95(d,
J=8.48Hz, 2H). MASS (ES+) : 649.3 SUBSTITUTE SHEET
(RULE 26) WO 2007/099548 PCT/IN2007/000039  87 Comp.
'H-NMR (6 ppm), MASS (FI / ES+. in/c)  No IA. 130
0.88(t,.1=7.32Hz, 311), 0.98(d..1=7.1 I1Iz, 311).
1.13(s, 311), I.18-1.42(m, 411),1,45- 1.99(m, 811).
2.20-2.46(m, 611), 3.36-3.39(m, I Ii1.
4.30(d,./=17.381Iz, 11I),4.41-4.46(m,211),
5.30-5.47(m, I1-1),6.38(ddJ,=10.I3Hz,./,=I.551Iz.
111). 6.43(s. Ill).6.8)-6.95(m, IIi),6.97- 7.01(m,
Ili), 7.13(4,.1=9.991-Iz. Ili), 7.92-7.98(m, I II).
MASS (ES+) : 651-4 IA. 131 (1.88(1,./=7.35112, 311),
0.99(d,.1=7.1202-, 311), 1.11 is, 311), 1.21-1.38(m,
31-1), 1.45-1.99(m, 911). 2.20-2.46(m.011), 3.36-3.40(
m, 1111.  4.31(d../=16.51112, 111), 4.41(4, .1=7.651
iz. 111), 4.490-1= 16.50 Hz. III ). 5.30-5.47(", III
). 6.380(14= 10.121iz../.=1.691 I z. I I I ). 6.4?,:.
111), 7.12-7.18(m, 311). 8.03-8.06(m, 211). MASS
(F.S+) : 633.4 IA.132 0.98(4,./=7.041-Iz,311),
1.11(s.3H), 1.16(d,J=5.6112,611), 1.30-1.35(m,'ll-I).
1.53(s,3 F1), 1.73-2.01(m.411). 2.21-2,60(m.
51H.3.t7.3.401 in,  111). 4.28(c), ./=10.4811 z, III
), 4.42(d,./=7.47I z, III ). 4.48(d_/=I 6.591iz. 111),
5.3()-5.47(m. III ). 6.38(4, ./= (0.1711 z. 111).
(,.43(s. I I I i. 7.1 3(d,./=10.111 Iz, 111),
7.473(d,.1=9.33 Hz, 211), 7.95(d, J=8.39Hz, 211). MASS
(ES+) : 635.2 IA. 133 0.96(d,.1=7.131Iz, 311),
I.24(s,311), 1.27-I.33(ni, 11-1), 1.55(s,311),
1.75-2.06(m,6H), 2.19-2.38(m, 811). 3.13-3.19(m, Ili).
3.33-3.37(m.  (11).4.41(d,./=9.04112, II-I),
5.00((,.1=16.54Hz, III), 5.31-5.48(m, I11), 5.71
(d,J=16.571Iz, 111). 6.38(d,d./,=10.15112../,=170112.
I II  6.44(s, Ili), 7. 15(d,d ,/,=9.9911z, J,=1.10Hz,
111), 7.18(1, J=8.54Hz, 20). 7.94-7.97(m, 211). MASS
(ES+) : 615.1 IA. 134 0.98(d,./=7.16Iiz.31-1),
1.10(s,3H). 1.30-1.36(n). 1H), 1.53(s.311),
1.53-I_98(m, 1211),2.23-2.42fm,411). 2.72-2.80(m.
II-I).3.36-3.40(m.
11I),4.33((i,./=16.5411z.IH),4.42(d,./=8.83Hz,
Ili),4.49(d,J=16.531iz,II1),5.30-5.47(m,
Ili).6.38(d.d./,=1(1.141iz,J.=1.80Ilz.lli).  6.43(s,
111), 7.12(d,d, /,=10.19Hz, J2=1.24liz, Ili), 7.76(d,
J=8.27Hz, 20), 8.1 I(d, J=8.I4Hz, 211). MASS (ES+) :
695.3 IA. 135 0.99(4, J=7.13Hz, 31), I.1 1(s,311),
1.25-1.32(m, 11-1), I.52(s,3H), 1.72-2.04(m, 611).
2.18-2.40(m, 81-I). 3.14-3.16(m, I H), 4.31 (d,
.1=16.5Hz, III), 4.40(d,J=8.481iz, I11),
4.48(d,J=I6.521-lz, 11-1), 6.37(d,dJ,-10.12Hz, J,=
1.721-1z. III), 6.43(s,I11), 7.12(d,d./,=10.121iz.
J,=0.81Iz, 111), 7.47(d, J=8.57Hz, 211), 7.95(d,
J=8.59Hz, 21-1). MASS (ES+) : 647.2 IA. 136 0.99(d_
1=7.1211z, 311), 1.10(s,3H), 1.29-1.35(m, 111), 1.53
Is, 311), I.76-I.99(m, 611), 2.17-2.45(m. 81-1),
3.12-3.21(m, I IIl. 3.35-3-41(m- III).4.33(d,
IH,./=16.59Hz),4-41(d../=8.63Hz, 111).4.51(d,
IH,J=I6.56Hz).5.30-5.47(m, IH).6.37(d,d
J,=I0.I6Hz../,=L611-Iz, IIli.  6.43(s. 111), 7.13(d,d
.1.=10.I8Hz. J,=0.73Hz. Ili), 7.77(d. J=8.24Hz, 211),
8.12 (d, J=8.14Hz, 211). MASS (ES+) : 681.2 IA.137
(1.98(4,./=7.13I-Iz, 31-I), 1.12(s, 311), 1.29-1.35(m.
III), 1.53(s, 311), 1.70-2.00(m, 511), 2.16-2.45(m.
711), 3.13-3.18(m. Ili). 3.36-3.41(m.  11-1),
4.29(d,d, /,=I7.52Hz, J,=2.621iz, I H), 4.41(d,
J=9.87Hz, I H), 4.45 (d,d, J,=17.67Hz, J,=2.71 liz.
114), 5.31-5.47(m. I H), 6.38(4.(.  10.I211z,./,=1.71
Hz, I H), 6.43(s, I H), 6.89-7.02(m, 211), 7.14(d;
J=10. 131-1z, I H), 7.92-7.98(m, I H). MASS (ES+) :
649.3 IA.138 0.96(d,./=7.I6Hz, 311), I.11(s,3H),
1.29-1.34(m, IH), 1.52(s,3H), 1.84-2.04(m,6H),
2.17-2.39(ni. 81-1). 3.14-3.19(m, IH). 3.38-3.43(m.
111), 3.88(s, 3H), 4.30(d,J=16.51 Hz, I H), 4.40(d,
J=8.92Hz, III), 4.53(d, J=16.51 Hz, I H), 5.30-5.47(m,
I H). 6.37(d,d J,=10.131Iz.  J.=1.741iz, 1H),6.43(s,
IH),6.96(d,J=8.85Hz,2H),7.14(d,J=10.11 Hz,
IH),7.99(d,J=8.85Hz-2H). MASS (ES+):643.3 IA.139.
1.06(d,J=7.12Hz,3H), 1.17(s,3H), I.33-1.38(m, IH),
1-56(s, 3H), 1.60-I_99(m,511), 2-29-2-65(m, 4H),
3.41-3.46(m, IH).4.35(d.I1-I.  J=16-581iz). 4.46(4.1
H, J=8.88Hz), 4.53(d, I H, J=16.55Hz), 6.15(s.I H).
6.37(d,d J,=I0.13Hz. J,=1.68Hz, I H), 6.49(d.d
./,=3.4211z.  J.=I.651iz,l li), 7.12(d,J=3.47Hz,IH),
7.22(4, J=10.12Hz, I H), 7.58(d. J=1.48Hz, 111),
7.76((. J=8.35Hz, 20), 8.12((. J=8.261-1z. 21b.  MASS
(ES+) : 675.3 IA. 140 1.05(4,.1=7.1 Hz, 3H),
I.19(s,3H), 1.32-1.37(m, I H), 1.57(s, 3H),
1.60-2.02(n), 511), 2.29-2.67(m. 511). 3.42-3.47(m. I
H ), 4.31(dd.  J, =17.52I-Iz, J, =2.241]z, 111),
4.46(d, J=8.89Hz, I H), 4.47(dd, I H), 6.15(s, I H),
6.37(d,d ./,-10.1 1 Hz. J- 1.0914z. 11-1). 6.48((Ld
./,-1.041iz,J,=1.33 Hz, III).6.88-7.01(m,2H),
7.12(d,J=3.45Hz, IH),7.23((./=10.12Hz.
IH).7.58(4).7.95(d.d./i=15.11-Iz../.=5.4611z- 



I H). MASS (ES+) : 643.2 IA.141 I.05(cI,./=7.0OI-lz,
311), 1.17(s,3H), 1.25-1.38(n), I H), 1.56(5, 3H),
I.60-2.00(m, 511), 2.29-2.65(m. 4H). 3.43-3.45(m. I
H). 4.3222(11. Ili.  J=16.52Hz).4.45(4.
IH.J=9.02Hz).4.50(d,
IH,J=16.611iz),6.15(s,IH).6.37(d,dJ,=I0.07Hz.J,=0.81Hz
. IH).6.49)4..1=3.33112. III.  7.12(4, J=3.43Hz, I H),
7.22(4, J=I0.I2Hz, I H), 7.47(4, J=8.40liz, 2H),
7.58(s, I H), 7.95(4,/=8.45Hz, 2H) MASS (ES+) :64,1.3
IA.142 1.06(4, J=7.12 11z, 31-1). 1.18(s, 3H),
1.31-1.37(m, I H), I.56(s,3H), 1.60-2.04(m,4H),
2.29-2.65(m. 511). 3.44-3.48(m. I H ). 3.88(s; 311).
4.33(4,./=16.64Hz, IH),4.45(d,J=8.94Hz,
IH),4.54(4,J=16.50Hz, IH),6.15(s,
IH),6.36(d.4J,=10.11IAz. J,=1.73Hz. 111). 6.49(cI.d
J,=3.46Hz. J,= 1.7011z, I H), 6.95(d, J=8.89Hz, 20), 7
. 1 2 (d J=I3.39Hz, I H), 7.23((, J=10.15Hz. I I I ) .
7.58(s. 1 0).7.99(4../,=8.66(1z. 21- r.  MASS (ES+) :
637.4 IA. 143 I_05(d, J=7.12 Hz, 3 H), I.18(s,31-1),-
I.25-1.35(m, I H), 1.57(s,31-1), 1.63-1.99(m, 514),
2.03-2.64(m. 511). 3.45(m, I H), 4.32(d- ./=16.32.
((0.  4.45(4,J=9.01,1H),4.53(d,J=16.54,IH),6.15(s, I
H), 6.37(d,dJ,=l0.IIHz,J,=1.75Hz,
IH).6.49(d.d./,=3.47Hz.J,=1.71 Hi. II-1).7.!  7.25(m,
40), 7.58(4, J=0.81 Hz, I H), 8.03-8.07(m,211). MASS
(ES+) : 647.2 (M+Na)` IA. 144 0.96(4.4=7.I7Hz, 311),
1.04(5,30), 1. 1 5(d, J=3.84Hz, 3H), I.I7(d,J=3.86Hz,
311), 1.28-I.34(nt, I H), I.52(s.3H), 1.76-I_89(m,
411).  2.25(s,611). 2.28(s, 31-I ), 2.22-2.41(m, 4H),
2.55-2.62(m, I H), 3.38-3.43(ni, Iii), 4.03(4,
J=I7.76Hz. 111). 4.30(d, J=17.7791-Iz. 111). 4.?
J=8.81 Hz. 1 1 - 1 ) , 5.30-5.47(m, I H), 6.37(dd,
J,=10.14Hz, J2=1.86Hz, I H), 6.43(s,I H), 6.85(s,
211). 7.12(dd, J1 10.13Hz..1,=1.291(2. I I ).  MASS
(ES+) : 643.5 IA.145 0.95((,.1=7.15Hz, 311), 1.02(s,3
H), 1.20-1.42(n), 80), 1.52(5, 30), 1.72-1.89(m, 6H),
2.25(s. 6H). 2.2815. 301. 2.25-2.4I(n. 51-I). 3.3-.
3.43(m, I H ), 4.02(d, J=I 7.62 Hz, I H), 4.30(d,
J=17.831-Iz, 111), 4.38(d, J=8.83 Hz, I H),
5.30-5-47(m. I Ii ) . 6.38(dd../,=1(1.141 I . . . / ,
= 1.116) iz.  11-1), 6.44(s, 114), 6.85(s, 211), 7.
13(4(, J,=10.14Hz, J,= 1.3914z, 1 H). MASS (ES+) :
705.3 (M + Na)-. IA.146 0.06(4, J=7.I6Hz, 311),
1.03(s,3H), 1.25-1.34(m, 10), 1.52(5, 30),
1.54-1.69(m, 41-1), 1.76-1.89(m. 711):2 25(s.6H).
2.28(s.31-I). 2.27- _2.80(n, I H), 3.37-3.43(m, I H),
4.03(d, J=17.77Hz. 11-1), 4.30(4. J=17.77Hz, I H),
4.37(4../=8.7 Hz. I H). 5.30-5.47(m. I II). 6.37(dd.
J,=10.14liz. J,= 1.821-1z, I H), 6.43(s, I H), 6.85(s,
2H), 7.12(dd, J,=10.l4Hz, J,=1.12Hz, I H). MASS (ES+)
: 669.4 IA. 147 0.97(4, J=7.171-lz, 3H), 1.02(s,3H),
1.28-1.34(m, I H), 1.52(s,31-1), 1.72-1.97(7, 6H),
2.18-2.23(m. 511). 216(s, 611), 2.28(s. 311), 2.30-
2.43(7, 211), 3.12-3.20(m, I H), 3.38-3.43(tn, I H),
4.06(4, J=17.72Hz, I H), 4.29(d, J=17.72 Hz. I H).
4.37(d, J=8.92Hz. 114). 5.30-5.47, m.  11-1). 6.38(dd,
J,=10.15Hz, J,=1.87Hz, I H), 6.43(s,I H), 6.85(s,2H),
7.11(dd, J,-10.13Hz, J,= 1.2714z, I H). MASS (ES+) :
655.4 IA. 148 0.91-0.94(ni, 211), 0.98(4, J=7.,1 I Hz,
311), 1.03(s, 311), (.09-1.26(m, 511), 1.52-(s,3 H),
1.65-I.75(ni, 811). 1.83-1.93(m, 211), 2.17-2.22(m.
311), 2.25(s, 611), 2.28(s, 311), 2.34-2.38(7, 1 H),
3.37-3.41(m, I H), 4.06(d, J=17.78Hz, I H). 4.27(d.
J=I7.79Hz. I H). 4.27(4.../=9.0802.  III),
5.30-5.46(7, I H), 6.38(d,d, J,=10.14Hz,J2=I.85Hz, I
H), 6.43(5, I H), 6.85(5, 2H), 7.12(d.d.
J,=10.12Hz../,=11002. I Ii). ,MASS  (ES+) : 719.4
(M+Na)' SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  88 Cangt. ,H-NMR (6 ppm), MASS (EI
/ ES+. m/ z)  No IA.149 I.07(d,./=7.13I-Iz, 311),
I.20(s.311), 1.35-I.40(m, 1 H), 1.56(011),I.72-1.98(m.
311). 2.25(a, 611),2.29(s, 311),2.32-2.44(m. 411).
3.44- 3.49(m, III), 4.13(d,.1=17.691-Iz, 111).
4.23(d,J=17.69liz, IIi),4.40(d,J=8.86Hz, Ill),
4.53-4.55(m, 111), 5.34-5.51(m, III ). 6.36(dd,  ./,=I
O.IOilz,J,=I.79I-Iz, I H), 6.4I(s,II1), 6.86(s, 211),
7.I0(dd,J,=4.94Hz,J2=3.81 Hz, I H),
7.25((I(1,./,=10.12112../.=1.051Iz. III). 7.5X(dd,
/,=4!)Rl12,.12=1.15112, I H), 7.73(dd,
J,=3.651-Iz,J2=I.I6Hz, 114). MASS (ES+) : 683.9 ,A.150
0.88-0.94(m, 211), 099(d, J=7.10Hz, 311), 1.13(s, 3H),
I.(7-1.35(m, 4H), 1.53(s, 3H), 1.64-I.99(m. 1011),
2.17-2.46(m, 011), 3.35-3.39(m.  1II),
4.30(d,d,J,=15.101iz,./,=2.50Hz, I H), 4.40(d, 11-1),
4.42(d,d,J,=17.58Hz, J2=2.47Hz. I li), 5.31-5.45(m,
I11). 6.38(d,d../1=10.131Iz,  ./2=1.05Hz, I H).
6.43(s. 111). 6.89-7.01(m, 211), 7.13(d,d, J,=10.1 1
Hz, J,=I.I I liz, I H), 7.92-7.98(m, 11-1). MASS (ES+)
: 691.5 IA. 141 0.91-0.97(m, 211).0.99(d, J=7.15Hz,
314). 1.11 (s,3H), 1.13-1.35(m, 4H), 1.52(s, 311).
1.61-1.95(m, 91.1), 2.19-2.40(m, 611), 3.35-3.40(m.
III),4.33(d,J=I6.4Hz, III),4.41(d,J=12.88Hz,
IH),4.45(d.J=I6.53Hz, 111).5.30-5.47(m,
II-1),6.38(d,d,11=I0.12Hz,./,=1.8011-., III),
6.43(s,111), 7.13(d,d J,=10.14Hz, J2= 1.2711z, Ili),
7.46(d,J=8.55Hz, 2H), 7.94((1, J=8.61 IIz, 21-1). MASS
(ES+) : 711.3 (M+Na)' IA. 152 0.91-0.97(m,211),
I.00(d,J=7.13Hz,30), 1.11 (s,31-1), 1.13-1.36(m,411),
I .53(s,3H). 1.61-1.91(m. 1011),2.20-2.45(m,611),
3.34-3.40(m.  



III), 4.35(d, J= I6.56Hz, III), 4.41(d, J=8.94Hz, I
H), 4.48(d, J=I6.54Hz, 114), 5.30-5.47(111, 111),
6.38(d,d ./,=1(1.1 iHz,.h= I.871iz. I I I I.  6.43(s,
111), 7.12(d,d, J,= 10.13 Hz, J2=1.26Hz, I H), 7.76(4,
J=8.28Hz, 21-1), 8.) I (d, J=8.161iz, 21-1), MASS
(ES+) : 723.1 IA.) 53 0.91-0.97(m, 211), 1.00(d, J=7.1
1 Hz, 311), 1.12(s, 311), 1.09-I.36(m, 4H), I.52(s.
3H). 1.61-1.87(m, 1011), 2.20-2.39(m, Eli ),
3.37-3.42(m,  11I),3.88(s,31-I),4.34(d,J=16.49Hz,
II1),4.40(d,J=9.I9Hz.1H),4.48(d,J=I6.43Hz,
II-I),5.30-5.47(m, 111).6.37(d.dJ,=I0.I4IIz.,
./2=1.76112. 111), 6.43(s, I H), 6.95(4, J=8.87Hz,
2H), 7.13(d,d,J,=10.13Hz, J2=1.02Hz, Ili), 7.99(cl,
J=8.89Hz. 211). MASS (ES+) : 707.3  (M + Na), IA.154
0.89(1,./=7.34Hz, 3H), 0.97(d,J=7.IOHz, 3H), 1.03(s,
311), I.25-I.96(m, 8H), 2.09-2.40(m, 15H),
3.38-3.42(m, I H), 4.05(d. J=I7.80Hz,  114), 4.29(d,
J=17.72Hz, I H), 4.39((1, J=7.99Hz, I H), 5.30-5.47(m,
I H), 6.39(dd,/,=10.1 OHz, J,=I.65Hz, I H), 6.43(s, I
H). 6.X5(s, 211),  7.13(4, J=10.07Hz, I H). MASS (ES+)
: 657.3 IA.155 1.03(s, 311), 1.06((1. J=7.19Hz, 311),
I.26(t,J=7.09Hz, 314), 1.32-1.94(m, IOH), 2.22-2.44(m,
12H). 3.37-3.42(m. I Ii), 4.04-4.18(m, 311),  4.30((1,
J=17.74Hz, 114), 4.36-4.38(m, I H), 5.30-5.45(m, I H),
6.37(dd, J,=I0.14Hz. J2= 1.6711z, 1 H), 6.42(s, I H ).
6.86(s, 21-1). 7.12((1.  J= 10.21 Hz, I H). MASS (ES+)
: 645.1 IA- 156 I.06(d./=7.19Hz. 3H), 1.11(s.3H).
I.25-I.97(m, 8H), 2.25(s, 6H), 2.28(s, 30),
2.30-2.53(m, 311), 3.46-3.51 (m, I H ),
4.07(dJ=17.841Iz,  Il1),4.31(dl=I7.82Hz, I H),
5.34-5.46(m, IH),6.41(dd,J,=10.14Hz,J,=1.87Hz,
IH).6.5I(dd,J,-3.50Hz.J,=1.73Hz. 11-1). 6.95(s. 211),
7.12-7.16(m, 2H), 7.59(d,/=1.01 Hz, I H). MASS (ES+) :
667.3 IA.157 1.07(cl, J=7:10112; 3H), 1.17(s, 311),
1.2I-2.03(m, 811), 2.17-2.55(m, 411), 3.45-3.48(m.
114), 4.32(4, .1=16.56Hz. I H), 4.46(4,.1=8.46Hz,
II-I).4.51(d,J=I5.90Hz, I H), 5.7-5.49(m, IH),
6.40(dd,J,=10.14Hz,J2=1.70Hz 1H).6.45(s,
IH),6.51(dd,J,=3-44Hz.J,=I.67Hz 111),  7.13-7.I6(m,
211), 7.47((1, J=8.56Hz, 2H), 7.59(s, I H),
7-96(d,J=8.59Hz 20). MASS (ES+) : 659.5 IA.159
0.97(s,3H), 1.14(t,J=7.54Hz, 3H), 1.19-1.25(m, I H),
1.38(d,J=7.35Hz, 311), I.54(s.3H). 1.92-2.14(m, 411),
2.26-2.48(m. 511), 3.97(4.  J=16.90Hz,
IH),4.45(d,J=8.33Hz, IH),4.56(d,J=I6.89Hz,
IH),5.3I-5.48(m, IH).6.38(ddJ,=I0.14Hz,./,=I.85Hz I
H), .44(s, I H),  7.14(dd J,=I0.12Hz, J,=1.22Hz, I H).
7.47(4, J=8.6OHz, 2H), 7.93(d, J=8.59Hz, 2H). MASS
(ES+) : 643.3 (M+Na)' IA.159 1.08(4, J=7.14Hz. 3H).
I.17(s.3H), 1.37-1.42(m, IN), 1.55(s,3H), I.78-1.94(m,
4H), 2.00-2.57(m, 4H), 3.44-3.49(m, I H), 4.37(d,
J=16.62 Hz, I H), 4.47(4, J=6.55Hz, I H), 4.53(d,
J=16.57 Hz, IN), 5.33-5.55(m, I H). 6.40(d,d J,=10.I 5
Hz, J2=1.80Hz, I H). 6.46(';_1 11),  7.1 I (d,d
J,=4.95Hz, J,=3.87Hz,I H), 7.15(d, J=10.I4Hz, I H),
7.58(d,d J,=5.O2Hz, J,=1. I OHz.I 11). 7.74(d.d
J,=3.85Hz, J,= I.1211z,I Ii),  7.76(4, J=8.39Hz, 2H),
8.10((1, J-8.23Hz, 211. MASS ES+ : 709.3 IA-160
0.99(4, J=7.10Hz, 30), 1.09(s,3H), 1.11(t,J=7.59Hz,
311), 1.31-I.36(m, 10), I-53(s, 3H), 1.72-I_97(m, 4H).
2.23-2.44(m, (11), 3.32=  3.37(m, I H), 4.38-4.48(m,
3H), 5.30-5.47(m, 1 H), 6.38(d, J,=I0.l4Hz, J2=1.5Hz,
I H). 6.43 Is, I H), 7.13(d, J=10.08Hz, 111),772 (1.
J=7.99IIz, I H), 8.34((1, J=7.78Hz, I H), 8.46(d,
J,=8.l7Hz, J2=1.14Hz, I H), 8.82(s, I H). MASS (ES+) :
654.3 (M+Na)` IA.16I 0.99(d,J=7.16Hz, 3H),
1.12(t,J=7.58Hz, 3H), 1.13(s,3H), 1.31-1.35(m, IH),
1.52(s,3H), 1.76-2.01(m, 30), 2.23-2.45(m,611),
2.32(s, 311),  2.33(s, 31), 3.38-3.43(m, I H), 4.34(d,
J=16.65Hz, I H), 4.39-4.41(m, I H), 4.52(4, J=I6.66Hz,
111), 5.3(1-5.47(m. 114). 6.37(dd,  J,=10.14Hz,
J2=1.81 Hz, I H), 6.43(s,I H), 7.13(dd,J,=10.I3Hz,
J2=1.23Hz, I H), 7.24(d. J=7.86Hz, I H), 7.74(dd.
J,=85I I 1.381-Iz.  11-I), 7.77(s, I H). MASS (ES+) :
615.4  IA.162 0.97(s,3 H), 1.14(t, J=7.51 Hz, 3H),
1.21-1.27(m, I H), 1.38(d,J=7.37Hz, 30), l.54(s, 3H),
1.73-2.12(m, 511), 2.26-2.50(m, 611), 4.01((1, 11-1,
J= 16.98 Hz). 4.46(d, J=8.09Hz, 1H),4.58(d,J=16.98Hz,
I H), 5.31-5.48(m, 1H),638(dd,J,=10.11Hz,J2=1.78 Hz.
IH),6.44(s. IH).  7.13(dd, J,=10.17Hz,J,=l.27Hz, I H),
7.77(d, J=8-35 Hz, 2H), 8.09(d, J=8.05 Hz, 2H). MASS
(ES+) : 655.4 IA.163 0.93(t,J=7.36Hz, 3H),
I.00(d,J=7.20Hz, 3H), 1.11(s, 3H), 1.25-1.97(m. IOH),
2.20-2.41 (m, 6H), 3.35-3.39(ni, I H),
4.33((1,./=16.58Hz,  III), 4.41(d, J=8.84Hz, I H),
4.50((1, J=16.57Hz, I H), 5.30-5.47(m, I H), 6.38(dd
J,=10.14Hz, J,=1.81 Hz, I H). 6.43(s, 114). 7.12(44
J,=10.12Hz. J,=1.17Hz, I H), 7.76(d, J=8.29Hz, 2H),
8.12 d,J=8.12Hz, 2H). MASS (ES+) : 669.3 IA.164
0.94(t, J=7.40Hz, 311), 0.99(d,J=7.15Hz, 30), I.11(s,
311), 1.24-I.98(m, IOH), 2.22-2.41(m, 60),
3.36-3.40(m, I H), 4.29(d, J=16.511 I2.
111),4.41((1,J=8.74Hz, lIi),4.47(d,J=16.54Hz, I H),
5.30-5.47(m, IH),6.37(ddJ,=10.12Hz,J2=1.75Hz, I H).
6.43(s, IH).7.13(44  J,=I0.I2Hz, J,=1.14Hz, 1 H),
7.46-7.48(m, 21-11), 7.95(d, J=8.61 Hz; 211). MASS
(ES+) : 635.3 IA.165 0.94(t,J=7.39Hz, 311),
0.99(d,J=7.l6Hz, 3H), 1.13(s, 3H), I.22-2.01(m, IOH),
2.20-2.45(m, 611), 3-36-3.40(m. I H).
4.30(4../=16.521Iz,  Ili), 4.28(dd J,=17.53 Hz,
J2=2.68Hz), 4.42-4.47(m, 211), 5.30-5.47(m, I H),
6.38(dd J,=l0.14Hz. J2=I.76Hz, I H). 6.43(s, I H).
0.89- 7.01(,n, 211), 7.12-7.15(m, I H), 7.92-7.98(m, I
H). MASS (ES+ : 637.3 



IA.I66
0.94(t,J=7.36Hz,3H),0.99(d,J=7.I6Hz,3H),1.11(s,30),1.2
4-I.99(m,ION),2.20-2.41(m,6H),3.37-3.41(m.IH),4.30((..
/=16.521Iz,  I H), 4.41(d, J=8.86Hz, I H), 4.49(d,
J=16.51 Hz, 1 H), 5.30-5.47(m, I H), 6.38(dd
Ji=10.14Hz, J2=1.74Hz, 111). 6.43(s. I H).
7.12-7.18(m,  311), 8.03-8.06(m, 2H). MASS (ES+) :
619.4 IA.167 0x)4(1. J=7.40Hz, 311), 0.99((1,
J=7.15Hz, 311), 1.20(s, 31-1), 1.17-1.87(m, ION),
2.20-2.45(m, 6H), 3.38-3.43(m. 114). 3.88(s. 311).
4.30(4.  J= 10.4411z, 10),4.41(d,J=9.06Hz,
IH),4.52(4,J=16.51 Hz, IH),5.30-5.47(m,
IH),6.38(44J,=10.15Hz_,./,=1.85Hz, IH).6.43)s, II-I).
6.94-6.97(m, 20), 7.13(dd J,=10.12Hz, Jz=1.21 Hz I H),
7.98-8.00(m, 2H). MASS (ES+) :631.3 IA.168
I.07(4,J=7.I5Hz, 3H), I.I6(s,3H), 1.35-1.41(m, IH),
I.55(s,3H), 1.74-2.03(m,4H), 2.28-2.55(m, I H),
3.43-3.48(m. Ili). 4-33(d.  J=16.67Hz.
IH),4.46(d,J=11.14Hz, IH),4.49(d,J=I6.89Hz,
IH),5.32-5-49(m, IH),6.40(dd,.1,=10.141iz../,=I.601-lz
111).6.45(s. Ili),  6.50(dd,J,=3.47Hz,J,=1.69Hz, IN),
7.13(d,J=2.81Hz, IH),7.14(dd,J,=9.98Hz,J2=1.20Hz
1I-1), 7.45(t,J=7.89Hz. Ili).7.57(dd,  J,=1.861-lz,
J2=0.89Hz, I H), 7.59(m, I H), 7.88-7.91(m, I H),
7.98(1, J=1.75Hz, 1 H). MASS (ES+) : 681.3 (M*Na)
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  89 Comp. 1H-NMR (b ppm), MASS (El /
ES+, m/:)  No IA. 169 1.03(s, 311). 1.13-1.36(1, I11),
I.43(d,.1=7.23Hz, 31-1), I.56(s,3H), I.77-2.23(1,
511), 2.31-2.67(m. 411), 3.97(d. I I I,./=17.001Iz),
4.53(4,  .1=7.38112, Ili),4.62((I,.1=17.031Iz, III).
5.24.5.57(111, I11).6.41(d,J=I0.091iz, Ili), 6.44 (s.
III),b.53(dd./,=3.241Iz,.h=1.4911x, III),  7.17 (d,
./=9.711Iz, 111), 7.20(d, J=3.031iz, I II), 7.62(s, I
li), 7.76(d, J=8.15Hz, 211), 8.09(d,./=8.09IIz, 211).
MASS (ES+) : 693.2 IA.170 1.07(4,./=7.131(2, 311),
1.17(s,311), 1.35-1.41 (in, IIi), 1.54(s, 311),
1.76-2.04(1, 411), 2.28-2.54(m, 4111, 3.45-3.50(1,
III), 3.83(s. 311),  4.36(4, I I I , . / =
16.611Iz),4.45(d,.1=8.I91iz,
I1-1),4.51(d,J=16.68Hz,111),5.32-5.49(m,
111),6.39(dd,.J,=10.15Hz,./.=I.941Iz, I I I ) .
6.45(s,  111), 6.50(dd,./,=3.501 Iz, J,=I.701Iz, 111).
6.68(1, J=2.27Hz, I H), 7.13-7.17(1, 414), 7.51) (m,
Ili). NIASS (ES+) : 685.2 [A. 171 .07(4,./=7.121Iz,
311), 1.17(s,3I I), 1.34-1.42(in, I11), I.55(s, 314),
1.73-1.99(1, 414), 2.28-2.55(1, 411). 3.41-3.47(111,
III), 4.35(d, I II,  .J=16.491 I z ). 4.46(4, .1=8.61
Ii z. I II ), 4.52(4, J= 16.49Iiz, IIi ), 5.33-5.49(m,
111). 6.40(dd, ./,=10.1211z..r,=1.73 Hz. I 11),
6.45(s, I I I ),  0.51(dd,.1i=3.47Hz,J,=1.711Iz,
11-I), 7.13(4,./=3.46Hz, I H).7.14(d,J=10.8I-Iz, 111),
759-7.60(1. Ili). 8.17(4..1=8.81-12" 211), 8.34(d,
,1=8.7211z, 211). MASS (ES+) : 092.3 (M+Na)' IA.172
1.03(4,./=7.I6Hz, 311), I.13(s,31-I), 1.33-1.38(1,
114), 1.52(s, 314), 1.66-I_96(m, 4H), 2.18-2.38(1,
414), 3.36-3.43(m, Ili), 3.41(s, 311  4.05(s, 211).
4.35(4, IIi, ./=16.671lz), 4.40(4, J=9.01 Hz, I H),
4.49(d, J=16.66Hz, I H), 5.30-5.47(1, 111), 6.37((Id,
./,-10.121Iz,  ,/.=1.73112,111), 6.43(s, 111), 7.1 I
(dd, J,=10.11 Hz, ./,=1.01 Hz, 114), 7.77(d,
J=8.331-Iz, 211), 9.11 (d, J=X.191iz, 214). MASS (ES+)
: 603.3  (M + Na)' IA.) 73 I.0)(t1,.1=7.14Hz, 311),
I.07(ss,31-I), 1.31-1.35(1, I H), I_52(s,3H),
1.75-1.95(1, 4H), 2.19-2.35(111.411). 2.25(s.
614),2.28(s, 311). 3.41 Is.  311), 3.41-3.49(m, 111),
4.05(s, 31-1), 4.07(4, J=13.34Hz. I H), 4.27(d, J=)
7.85Hz, I H), 4.37(d,.J=8.64Hz, I H), 5.30-5.40(1, I
II), 6.37(dd,  ./,=10.131lz" J,=1.651 Iz, 11-1),
6.43(s,1 H), 0.80(2, 2H), 7.12(d, J1=10.09Hz, 114).
MASS (ES+) : 667 2(M+Na)' IA.) 74 0.99(4,./=7.0011z,
311),1.10-I.14(m, GH), 1.22-1.97(m, 811), 2,20-2.45(m,
OH), 3.35-3.39(111, 11-1), 4 27(4,.1=I0.3Gl-Iz, III),
4.40-4.45(111,  211),5.30-5,47(111, 11-1),
6.37(dd,./,=I0.14Hz,J2=1.74Hz
IH),6.43(s,IH).7.13(dd,J1=10.151Iz,.J.=0.90IIz
II-I),7.24-7.28(n,,114),7.91- 7.95(m, 111),
8.08-8.10(1; I H). MASS (ES+) : 639.4 IA.175
0.91(s,311), 1.25-1.27(1, I H), 1.44(d,J=7.23Hz, 3H),
1.55(s,3H), 1.74-2.17(1, 4H), 2.23(s, 611),2.29(s,
311), 2.31-2.58(m, 414). 3.69(d,  .1=1 7.0411z, IH),
4.43(d,J=l 7.63Hz, IH),4.46(d,J=11.28Hz,
IH),5.32-5.48(1, IH),6.40(1111,./,=10-II Hz,
J,=I.68Hz, 11-1).6.44(s.IH).  652(dd, J,=3.63Hz,
J,=I.5I Hz, I H). 6.85(s, 2H), 7.I6(dd, J,=10.I5Hz,
J2=0.99Hz, I H), 7.19(d,.1=3.3 I liz. I li ), 7.61(4,
./=0.79IIz, 111).  MASS (ES+) :667.1 [A.] 76
I.0I(d../=7.141-lz, 311), 1.06(s, 3H), 1.21(d,
J=7.OOHz, 3H), 1.32-1.36(m, IH), I.52(s, 3H),
1.75-1.94(111, 4H), 2.25(s,61-I), 2.28(s, 311),
2.20-2.36(n,, 411), 3.35-3.45(m, I H), 3.54(q,
J=7.02Hz, 2H), 4.06(4, J=17.75Hz, 1 H), 4.09(s, 21-1).
4.26(d, .J=17.821-Iz, Ili ), 4.36(4.  ./=8.9411z,
11-1). 5.29-5.47(1, IIi), 6.37(dd, Jj=10.14Hz,
J2=1.78Hz, I H), 6.43(s,I H), 6.86(s, 211). 7.10(dd.
J,=10.1 I I Iz, J,=0.82Iiz, I H).  INiASS (ES+) :
659.1 IA. 177 I.03(t1,./=7.131-Iz, 311), 1.13(s, 314),
1.21(1, J=7.00Hz, 3H), 1.32-I.37(m, (H), I.52(s, 314),
1.68-1.95(111, 414), 2.20-2.45(111, 414), 3.39- 



3.43(m, 11-1), 3.54(q d, J,=6.98 H z, J,= 1.49 Hz,
2H), 4.09(s,2 H ), 4.25(d, J= 16.66 Hz, I IA),
4.40((I,.1=10.491 z, 11-1). 4.49(d../=I 6.6311z, I II
),  5.30-5.46(1, III ), 6.37(dd, J,= 10.15 Hz. J,=1.72
Hz, I H), 6.43 (s, I H), 7.1 I (dd. J1=10. I I liz.
J,=0.7 3 H z. I H), 7.7 7(d, ./=8.28 H z, 21-1). 8.1
I(d,.J=8.1514z, 214). MASS (ES+) : 685.1 [A-178 I
.07(d, ./=7.12 H z, 31-1), 1.19(s.3 H 1. 1.31-
I.40(n,, I H), 1.55(s,3 H), 1.77-2.06(1, 4H), 2.2
1-2.54(nl4 H ). 2.37(s, 611), 3.46-3.50(1, III ),
4.35(4,./=16.85Hz, Ili), 4.45(d,J=8.6Hz,
IH),4.56(d,J=16.77Hz, 1H).5.32-5.49(1,
IH),6.39(d4,J,=10.)511z,J,=1.71-12, III).
6.45(s,l1-I),0.50(dd,,J,=3.43Hz,J,=1.68Hz,
IH),7.)3(s,IH).7.14(s,
114),7.I0(dd,J,=1I.79Hz,J.=0.67Hz, 11-1). 7.24(s, 11
1).7.51)(s. 111).  7.61 (s, 111). ,MASS (ES+) : 653.1
IA. 179 I.08(d, J=7.1 I Hz, 311), 1. I6(s,3 H),
I.33-L41 (s, 114), 1.53(s,3 H), 1.71-2.04(m, 4H),
2.28-2.5 1 (ni, 4H). 3.46-3.5I (m,
114),4.44(d..1=9.451 Iz,  111),4.53(d,.J=16.43 Hz,
IH),4.69(4,J=16.48Hz, I H), 5.31-5.48(m,
114),6.30(dd,J,=10.15Hz,./,=I.841lz I1-1).6.45(s.
II-I).6.50(44.  J,=3.481-Iz, J,=1 .69I-Iz, 114),
7.13(s, I H), 7.14(44, J,=8.47Hz. J2=1.99Hz I H),
7.56-7.65(m. 314), 7.87-8.04(1, 41-1), 8.58(s. I H).
MASS  (ES+) : 675.1 IA. 190
0.98(s,31-1).I.06(d.,1=7.I5Hz.311), 1.33-1.39(m,IH),
I.51(s,3H), 1.71-1.93(m, 4H),
2.35-2.49(1,411),3.42-3.47(111, IIi), 4.37((.
/=13.12Hz, IH).4.39(t1,J=4.87Hz,
IH).4.59(d,J=16.48Hz.IH),5.30-5.47(1,
IH),6.37(dd,./,=10.1211.801-lz IH).6.44(s, IIi).
6.50(dd, .J,=3.I4Hz, J,=1.36Hz, I I-I), 7.11 (dd,
J,=6.33Hz, J,=1.21 Hz, 1 H), 7.13(s, III),
7.52-7.61(in. 411), 7.89(44, .1,=8541 Iz..1.=1.43112
H), 8.02(4, J=8.2214z, 111), 8.07(dd, J,=7.22Hz, J,
0.94Hz, I H), 8.49(d, J=8.42Hz, I H). MASS (ES+) :
674.9 IA.I 81 I .06(d. J=7.10Hz, 314), 1.16(2, 314),
1.34-1.42(m, 1 H), 1.54(s, 314), 1.65-2.02(m, 414),
2.29(s, 31-1). 2.24-2.61 (m. 411), 3 44-3.490111. I Ii
1.  4.37(4, I H, J=16.5311z), 4.44(4, J=8.48Hz, I H),
4.53(d, J=I6.5Hz, I H), 5.31-5.48(1, III).
6.34(4.J=1.441-Iz. III). 6.38(dd ./,=10.12112,
J,=1.75liz, 111), 6.44 (s, 111), 7.13(dd J,=10.11 Hz,
J,=1.05Hz, I14), 7.44 (d. J=1.43Hz. 11-1).
7.76(4../=8.261-Iz. 211), 8.12(d, J=8.131iz.  214).
MASS (ES+) : 707.2 [A. 192 1.05(4../=7.I3Hz, 3H),
I.09(s,311), 1.36-1.43(m, 114), I.54(s.3H),
1.75-2.00(1, 4H), 2.26(s, OH), 2.28(s. 314). 2.30(s.
311). 2.41-2.60(1,  411), 3.47-3.50(111, 111),
4.09(d,J=17.81 Hz, I H), 4.32(d,J=17.76Hz, IH),
4.4)(d,J=8.2811z, 111), 5.32-5.48(01, 111),
6.34(d../=1.211 Iz,  Ili), 6.38(dd,./,=10.16Hz,
.J,=1.66Hz, I H), 6.44(s, l H), 6.85(s, 2H), 7.14(d,
J=10.I I Hz), 7.43(d,./=I.1811z, 11-1). MASS (ES+) :
6M. I IA.183 1.07(11, J=7.I01-Iz, 311), 1.12(s,3H),
1.32-1.42(m, I H), 1.54(2, 3H), 1.73-2.00(1, 4H),
2.27-2.53(1, 414), 3.40-3.44(11, I I-I), 4.05(2, 311).
4.39(s, 21-I), 4.46(d, J=8.45Hz, 11 H), 5.32-5:48(1, I
H), 6.40(dd,J,=10.12Hz,J,=1.68Hz, III), 6.45(s. IIi),
6.50(dd,J,=3.44Hz,./,=1.681-I2.  111). 7.13(s, 11-1),
7.15(dd,J,=1.15Hz, J,=0.94Hz, I H), 7.19(d, J=8.88Hz,
IH), 759(d,.l=(1691-Hz. 11-I). 8.22(dd../,=8.8I
II2../=2.I611z.  111), 8.49(4,./=2.) 5Hz, 111). MASS
(ES+) : 700.1 IA.184 I.07(d,./=7.I614z, 311),
1.18(s,3H), 1.32-1.40(m, I H), I.55(s.3H),
1.73-2.08(1, 4H), 2.25-2.43(m.41-4. 2.32(s. 314), 2.32
(s. 311). 3.46- 3-51(111, 11-1). 4.34(4, J=16.7311z, I
H), 4.45(d, J=8.08Hz, I H), 4.57(4, J=16.76Hz, I H),
5.32-5.49(1. 111), 6.39(dd,.1,=10.141iz./2=1.82112,
111), 6.45(2,1 1 1 ) , 6.50(dd, .J,=3.53I-Iz, J,= I.74
Hz, I H), 7.13(dd, J,=3.63 Hz, J,=0.62liz, 111).
7.16(44. J, =10.141-lz, ./,=1.181 I z. I I I ).
7.24(4,  J=7.87Hz, 11-1), 7.59(1, 111), 7.74(dd,
J,=8.69Hz, J,_=1.66Hz, I H), 7.77(s, I H). MASS (ES+)
: 653.5.(-1+H)' IA.i 85 1.05(11, J=7.I7IIz, 314),
I.I6(s, 31-I), 1.14-1.40(m, I H), I.54(s, 314),
1.72-2.03(1, 4H), 2.29-2.48(1. 411). 3.42-3.47(1, I
I-I), 4.35(4. I H.  J=16.60Hz), 4.46(4, J=8.55Hz, I
H), 4.53(d,J=16.65Hz, I H), 5.32-5.49(m, I H),
6.39(dd./,=10.1411z../.=1.84Hz, 1)1), 6.45 (s. I I-I),
6.65(4.  J=1.52Hz, 111), 7.13 (dd J,=10,12Hz, 4.=1.21
Hz, I H), 7.42(t, J=1.70Hz, I H), 7.76(4, J=8.27Hz, 2
11). 7.97(11,./=0.751-1z, Ili), 9.12(d.  ,1=8.081-Iz,
211). MASS (F.S+) : 693.2.(M+H)' SUBSTITUTE SHEET
(RULE 26) WO 2007/099548 PCT/IN2007/000039  90 Comp.
'H-NMR IS ppm), MASS (EI I ES+, no/z) - No IA.I86
I.04(d,.1=7.121 Iz, 311), I.10(s,31I), 1.33-I.38(m,
114), I.54(s,31I), 1.75-2.04(m, 411), 2.25(s. 611),
2.28(s. 311), 2.17-2.46(, 4111. 3.46- 3.49(in,
111),4.09(4" /=17.5811-x.,
II1).4.30(d,J=17.7911z.111),4.42(d,J=7.85117., Ili).
5.32-5.48(, 111),6.40(dd,./i=10.1211,../.=1.701Iz.
III ), 6.45(s, 111). 6.65(d. J=1.501 Iz. 111), 6.85(s,
211), 7.13(dd, J1=10.091iz, Ji=0.79117., III ),
7.42(1,./= 1.40Hz, 111), 7.97(8. 1111. MASS  (ES+) :
667.1(M+H )' IA.187 0.44(s,311), 0.95(d,1=7.02Hz,
31-1), 1.08(t,J=7.53Hz,311), 1.22-1.75(, 150),
2.17-2.32(111, 611). 3.15(, I11), 4.29(d, .1=(,.XIIIz.
1Fl),  



5.40(, Ili), 6.35(dd,./,=10.111Iz,J,=1.43Hz
IH),6.40(s, IH),7.05(d.J=9.98Iiz
IH),7.3((t,J=7.701Iz.211).7.46(1,.1=7201Iz.III),
73)5(4,./=7.431lz, 211). MASS (ES+) : 705.4(M+Na)'
IA.188 0.60(s,311), 0.93(d,J=7.04Hz, 311), I.06(t,
J=7.54Hz, 30), 1.10-I.89(m, 1411), 2.09-2.36(m, 611),
3.14-3.17(111, l li). 4.31)(d../=7.6611z,  111),
5.26-5.43(, 111), 6.34(dd, J,=I0.I41-1z, J2= I.67Hz I
H), 6.4I(s, I H), 7.06(ni, 311), 8.02-8.05(m, 21-1).
MASS (ES+): 655.5 (M+Nu)'.  IA.199 0.42(s,311),
0.93(d,./=7.1 Hz, 311), I.08(t,J=7.57Hz,
311),1.20-1.25(m, I H). I.49(s.311),
1.51-I.79(m,41-I), 1.75(s, 611), 1.80-2.37(ni, 71-I).
3.31(in, 111), 4.28(d../=8.59 Hz, 114), 6.10(s,111),
6.31(d,d J,=10.12 Hz, J2= I.801-Iz, 111), 7.13(d../=l
0. 141 Iz. 11-1). 7.38(t, ./=7.531 I7., 211).
7.45-7.47(, III), 7.95-7.97(. Ili). MASS (ES+): 619.6
M+Na '. I AA.I90 0.44(s,
311).0.82-1.15(m1.21-1),0.92(d,J=6.92Hz, 30),
1.21-1.42(m,8H), 1.48(s,311),11.52-1.94(m, 611).
1.7I(s.6H).2.111-229O.511), 3.14- 3.17(m. Ili ),
4.40(d, J=7.441 1z, 114), 5.24-5.44(, 111), 6.35(d,
J=9.7 Hz, I H), 6.41(s, I H ). 7.07(d,.]= 10. 11 Iz.
111), 7.37(1_1=7_541 1 z. 211  7.46(1, J=7.28Hz, I H),
7.95(d, J=7.61 Hz, 20). MASS (ES+): 691.6 (M+Na)'. IA.
191 0.44(s,311),0.93(d,J=7.07liz,311), 1.23-1.25(,
IH), I.47(s,3H), 1.52-I.83(m,12H),
1.74(s.611).2.19-2.25(11,411).2.67-2.711). IIi
3.13-3.17(m, II-1),4.30(d,J=7.2714z, IH),5.25-5.42(m1,
IH),6.34(d,dJ,=I0.19Hz.
J,=1.75Hz.111),6.41(s,III),7.06(d,./=10.221Iz. I11),
7.37(1, J=7.5714z, 211), 7.46(t, 111, J=7.34Hz ),
7.95(d,21-I, J=7.22Hz ). MASS (ES+) : 655.2. IA.192
0.45(s,3H),0A3(d,J=7.14Hz,311), 1 -11 (d, J=6.96Hz,
3H). 1.21-1.26(m, IH), 1.48(s, 3H), I.55-1.75(m, 4H),
1.75(d,J=I.5IHz.6H),2.10- 2.27(m, 411), 2.47-2.52(ni.
I H). 3.13-3.18(m1, Ili), 4.30(d,J=7.45Hz, I H),
5.25-5.42(, 11-I). 6.34(d,dJ,=10.13Hz, .),= 1.7711z, I
H).  6.41(s,I H), 7.06(dd. J,=I0.13Hz, J2=1.06Hz, I
H), 7.37(t,J=7.59Hz, 2H), 7.47(4J=7.59Hz, 211),
7.47(1,J=7.35Hz, I H). 7.95(d../=7.281-Iz,  211). MASS
(ES+) : 629.2. IA. 193 0.45(s, 311), 0.94(d, J=7.0GHz,
311), 1.16-1.26(, 211), 1.47(s, 3H), 1.55-1.96(m, 5H),
I.7(Two s,611), 2.09-2.29(, 811),3.06-1.17(m, 21-1),
4.28(d, J=7.88iiz, I H), 5.25-5.43(m, l H), 6.33(dd,
J1=10.13Hz, J2=1.66Hz, 1 H), 6.40(s.I FI ), 7.05(d,
J=10.13 Hz, I H), 7.38(1. J=7.581Iz,  211), 7.47(1,
J=7.83Hz, I H), 7.96(d, J=8.66Hz, 20). MASS (ES+) :
641.5. 1A. 194 0.5(s,311), 1.0(d.J=6.97Hz, 3H),
1.22-1.28(m, I H),.I.5I(s,3H), 1.41-1.74(m,5H),
1.77(s, 31-1).1.79(s, 311), 2.15-2.60(11, 511).
3.19-3.33(11,  I H), 4.33(d, J=8.0711z, I H), 6.I2(s,I
H), 6.35(d, J=I0.10Hz, I H), 6.46(d, J=3.25Hz, 111),
7.04(d, J=3.27117., 1 H), 7.I6(d../=I.11)1-I7.. 111).
7.38(t, J=7.57FIz, 211), 7.47(1, J=7.3OHz, I H),
7.56(s, 114), 7.95(d, J=7.71 Hz, 2H). MASS (ES+) :
635.4. IA.I9i 0.44(s, 30), 0.88-0.91(m. 214), 0.94(d,
J=7.1 I Hz, 30), 1.09-I.36(m,5H), 1.47(8,311),
1.52-1.73(, 81-1), 1.74(s, 61). 2.12-2.2_21 in. 6111.
3.13-3.I6(m, 11-1), 5.29(cI..1=8.09Hz, I H),
5.25-5.42(m,l H), 6.35(dd, J,=I0.12Hz, J2=I.79Hz. I
H), 6.40(s,3H). 7.06(dd. J,=100.141iz.  J,=1.361-Iz, I
H), 7.37(t, J=7.54Hz, 211), 7.44-7.47(m, i H),
7.95(dd,J,=8.31 Hz, J,=1-23Hz, 2H). MASS (ES+) :
683.4. IA.) 96 0.66(8,311), 1.02(d, J=7.03Hz, 3H),
1.10-1.43(m, 20), 1.50(s, 311), 1.54-1.82(n , 911),
2.22-2.41 (in, 411), 3.22-3.25(111, Ili). 4.34(4.
J=6.85Hz, IH),5.28-5.45(m1,IH),
6.38(dd,J,=10.17Hz,J2=1.68Hz
1H).6.43(s,1H),6.47(dd,J,=3.39Hz.J,=1.86Hz
1l-1).7.03-7.09(.  411), 7.56(s, 11-h), 8.01-8.0I(m,
211). MASS (ES+) : 671.3. IA.197 0.58(s,3H), I.02(d,
J=7.09Hz, 3H), I.08-1.37(11, 3H), 1.50(s,3H),
I.61-1.80(, 8H), 2.22-2.38(, 411), 3.20-3.25(, I H).
4.34-4.36(m.  -
IH),5.28-5.48(m,IH),.6.39(dd,J,=10.I2Hz,J2=I.77Hz
IH),6.43(s,IH),6.48(dd,J,=3.47Hz,J,=I.71Hz
IH),7.05(d,J=3-34117.IH).  7.09(dd, J,=l0.12Hz,
J2=I.07Hz I H), 7.57(1, J=0.85Hz, I H),
7.65(d,J=8.33Hz, 2H), 8.01(d, J=8.21 Hz, 211). MASS
(ES+) : 721.2 IA. 198 I.05(d, J=7.15Hz,
311),.I.17(s.3H), 1.34-1.39(, I H), 1.55(s, 31),
1.74-1.92(11, 40), 2.09-2.50(m1, 40), 2.32(s, 311),
2.33(s. 3H). 3.45- 3.49(m, I H), 4.32(d,J=I6.76Hz, I
H), 4.46(d,J=8.58Hz, I H),4.59(d,J=16.79Hz, I H),
5.32-5.49(n,, 11-I).6.40(dd,./,=10.1211z.J:=1.65Hz:  I
H), 6.46(8, I H), 6.93(d,.1=4.02Hz, I H), 7.17(d,
J=10.I311z, I H), 7.24(d, J=7.93 Hz, I H),
7.53(dd,J=3.95Hz, I H), 7.75(d../=7.931Iz. 11-I),
7.78(s, I H). MASS (ES+) : 703.7 FA-II 0.33(s,31i),
0.92(d, J=7.14Hz, 3H), I.07(t, J=7.55Hz, 311),
1.17-1.88(m. 12H). 2.08-2.30(11. 811), 2.66-2.63(11,
211). 3.10-3.131), 11-I).  4.28-4.30(m, IH),
5.25-5.41(, 111), 6.36(dd,J,=10.I3Hz,J2=I.77Hz IH),
6.40(s, IH), 7.03-7.07(11. 311), 7.94-7.97(m. 211,.
MASS  (ES+):660.5 IA-1.2 0.15(s,3H),
0.9I(d,J=7.IOHz.3H), I.08(t,J=7.68Hz, 3H), 1.17-1.88(,
1211), 2.04-2.310.811), 2.63-2.(i7(11, 2H),
3.(15-3.151), Ili),  4.26(d, J=7.89Hz, I H),
5.23-5.39(m, Ili), 6.35(dd, /i=10.1 I Hz, J2=1.47Hz
111), 6.39(s, I FI), 7.05(4,./=10.1 I liz, 211), 7.:)
-7.39(11, 211),  7.45-7.49(m, 20), 7.90(4, J=7.49Hz,
211 . MASS ES+ : 663.0 (M+Na)'. IB.1 0.94(d,J=7.I6Hz,
3H), I.10(s,3H), I.I2(t,J=7.53Hz, 311), 1.23-I.35(m,
111), I.53(s,3H), I.69-1.85(n.311),
2.17-2.49(111,711).3 29-3.36(11,  I H),
4.30-4.40(m,3H), 4.55(d, J=15.48, I H), 5.04(d,
J=15.46, I H), 5.27-5.52(m. I H), 6.37(d.d./,=I I).I I
Hz,./,=1.69Hz, III). 6.43(s. 111).  



7.13(d,J=10.IOHz,IH). MASS (ES+): 543.5 (M+Na)'. IB.2
0.97(d,J=6.99Hz, 311), 1.1 I(s,3H),
I.12(t,J=7.33Hz,3H), 1.29-1.33(m, IH), I.53(s,3H),
1.70-1.98(,311),2.17-254(,7111.3.33-3.341111,
IH),3.67(d,J=14.69, 1H),3.74(4,J=I 6.44,
IH),4.19(s,2H),4.32(d,J=7.28, I H). 4.59(s,
IH),5.31-5.48O,IH),6.33(d,J=10.16117..11-I).  6.37(s,
I H), 7.22(4, J=I0.02Hz,I H). MASS (ES+): 559.5
(M+Na)'. 1133 0.99(d,J=7.IOHz,3H), 1.10(s,3H),
1.12(t,J=7.59Hz,3H), 1.31-I.36(m,IH), 1.52(s,3H),
1.70-1.91(m,4H),2.19-2.45(m,611 ,.3?3-3.37(,  I H),
3.72-3-78(11, 2H). 4.41 (d, J=6.54,1 H), 4.94(d,
J=47.47Hz, 211), 5.30-5.47O, I H), 6.38(4. J=I0.13Hz,
I Ii), 6.43(x. III ). 7.12(4.  J=10.13Hz,I H). MASS
(ES+): 561.2 (M+Na)'. IB4 1.02(4, J=7.08Hz, 3H), 1.1
3(s,3H), 1.32-1.37(m, I H), 1.55(s, 30),
I.66-2.02(111, 411), 2.07-2.32(m.414). 3.38-3.41(11,
11-1). 3.'0(d.  J=16.32,1 H), 3.78(d,J=16.35Hz, I H),
I.12-4.15(m,2H), 4.33(d, J=6.37,1 H), 4.88(1,
J=5.92,111), 5.14(111,1 1-1), 5.30-5.53(111.111),
6.29- 6.32(m,211),6.54(dd, J,=3.471lz,J,=I.72Hz
111),7.1I(d,J=3.46,1H),7.25(4,J=I0.45Hz. I III-)).
7.66(). IIi). MASS (ES+):597.5  (M+Na)'. 113.5
0.98(4,J=7.03Hz, 3H), 1.1I(s,3H), 1.12(t,J=7.72Hz,
3H), I.27-1.33(m, I H), I.54(s,3H),
1,78-1.88(111,51-1),2.04-2.31(111,211). 2.33-
2.63(m,6H), 3.31-3.34(11, 114), 3.66(d, J=16.48, I H),
3.74(4, J=16.56, I H); 4.24(s.2H), 4.40(d.J=8.44,
11-I), 6.13(s,l H). 6.35(4.  J=10.06Hz, 111), 7.20(d,
J = I0.07Hz, I H). MASS (ES+): 541.6 (M+Na)'.
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  91 ('ongt. 'H-NMR (6 ppm). MASS (EI
/ ES+. u,/:)  No 113.6 I.07(d"/=7.081-Iz, 311),
I.15(s,311). 1.32-1.41(m, 111), 1.54(s.3H),
1.58-1.95(m, 514), 2.29-2.53(m,311), 3.41-3.45(m.
Ili), 3.75(dd,  ./,=15.741iz, ,/,=5.95Hz. I Ii ),
3.83(dd, J,=16.61 Hz; J2= 6.93Hz, I H ), 4.46(d, J=8.
I I Hz, 111). 4.94(d, J=47.471-lz, 211), 532-5.49(m,
111),  6.40(dd, ./,=10.1 1 I-Iz,./2=1.43 Hz, I H ),
6.45(s. 111), 6.50(dd. J,=3.14Hz, J2= I.5 Hz.I 1-1),
7.12(s, I H). 7.14(4, ./=10.36Hz,111), 7.59(s, III).
MASS (ES+):599.5 (M+Na)'. 113.7 0.95((I,./=7.1411z,
311), I.10(s,3H),
I.14(d,J=4.8911z,3H).I.16(d,J=4.92Hz,314),
1.23-1.33(m, I11), I.53(s,311), I_68-2.00(m,311).2.16-
2.29(m,211), 2.54-2.62(m, 211), 3.32-3.36(m, I11),
3.64-3.78(m, 211), 4.15-4.17(m. 211).4.30-4.33(m, I
Ii), 4.72(1,J=5.89, Ili), 4.99(1,  ,/=2.77,
111).5.34-5.50(m,I1i),6.31(d,J,=I2.18Hz,J2=1.971-1z,IH
),6.32(s, IIi),7.24(d,J=10.03Hz,IH).MASS ES+):551.2
113.8 0.99(4, J=7.31 Hz, 31-1), 1.1 1(s.3H),
1.27-1.35(m, I Ii), 1.52(s, 311), 1.72-1.99(m, 7H),
2.04-2.37(m, 81-1), 3.14-3.18(m. 11-1), 3.33-3.36(,n,
Ili), 3.65-3.77(m, 21-I), 4.24 (d; J=2.11, 2 H). 4.39
(d, J=8.66, I Ii), 5.28-5.48(m, I H), 6.37 (dd,
J,=10.121-Iz, J)=1.601-Iz. 111). 6.43 (s. I I I ),
7.12 (d,./=10.18Hz; I H). MASS (ES+): 564.3 1119
I.02(d"/=7.IOHz, 311), 1.16(s,31-), 1.13-I.36(nt,
11-1), 1.57(0H), 1.60-2.00(m,4H), 2.24-2.06(m. 614),
3.38-3.42(m, 111). 3-70(d. ./= 10.39,
111),3.78(d,J=16.39, IH),4.15-4.17(m,2H).4.34-4.37(m,
I14),4.73(t,J=5.85, IH),4.78(s,
I14),6.09(s,IH),6.29(dd,J,=10.1011z.  J,=1.45Hz, I H),
6.52(dd, J,=3.33Hz, J2=1.60Hz, I H), 7.11(d, J=3.43Hz,
I H), 7.32(d. J=10.12Hz,1 H), 7.63(s, I Ii). MASS
(ES+): 557.3 113.10 I .03(d, /=6.98Hz,3H),
I.13(s,314), 1.33-I.37(m, IH), I.55(s,3H),
1.62-I.98(m,3H), 2.24-2.54(m, 41-1). 3.3-(m.
IH),3.71(d.J=16.40,1 H),  3.7t(d, J=1639Hz, 111),
4.08(d, J=7.17Hz. 111), 4.12(d. J=5.83 Hz, 21-1),
4.99(t, J=5.92,1 H), 5.27(s, I H), 5.40-5,56(m, I Ii),
6.28(s, I lI ),  6.29(4, J=l 3.05Hz. I H), 7.14(t,
J=4.33Hz, I H), 7.27(d, J= 10.03, I H), 7.71(m, 21-1).
MASS (ES+ : 591.4 IBA I 0.99(d,J=7.15Hz.3H),
I.09(s,3H), I.I2(t,J=7.66Hz,3H), 1.30-I.36(m, 1 H),
I.52(s,3H), 1.64-I.90(m,4H), 2.18-2.44(m,7H),
3.34-3.38(m,
Ili),3.65(dd.J,=I6.57Hz,J2=2.60Hz,IH),3.71(dd,J,=16.58
Hz,J2=2.58Hz,IH),4.41(d.J=7.42,
111),5.30-5.47(m,IH),6.37(dd,
J,=I0.14Hz,J2=1.54Hz,IH),6.43(s, IH),
7.I2(d,J=10.05Hz,IH). MASS ES+:507.3 113.12 I .06(d,
J=7.1 1 Hz, 3H). I.18(s, 3H), 1.35-I.61(m, 111-1),
1.55(s,31-1), 1.80-I.97(m, 3H), 2.39-2.60(m, 5H),
3.43-3.46(m, 111),3.70-3.82(m,  31-1), 4.06-4.33(m,
4H), 4.45(d, J=7.47Hz, 111). 4.69-4.71(m. 2H),
5.32-5.49(m, I H), 6.39(d, J=10.I3Hz, I H). 6.45(s. I
H). 6.50(d,  J,=3.26Hz,J,=I.48Hz, IH),7.13(d,J=3.42Hz,
IH),7-16(d.J=10.32Hz, IH),7.59(s, Ili).
MASS(ES+):773.2 113.13 0.70(d.J=7.I6Hz, 3H),
I.07(s,3H), 1.11(t,J=7.53Hz, 3H), 1.25-1.35(m, I H),
1.53(s,3 H). I.70-2.03(m,3H), 2.18-2.60(m, 7H),
3.34-3.37(m,  H). 3.56-3.60(m, 2H), 4.04(d. J=3.79Hz.
2H). 4.28(d, J=9.3 714z, I H), 4.93(s, I H),
5.32-5.51(m,I H), 5.63-5.81(m,I H), 5.80-5.88(m,1 H),
6.30(dd. J,=I0.12Hz, J,=I.88Hz, I H), 6.33(s, 1 H),
7.24(d, J=9.87Hz, I H). MASS (ES+): 539.2 



113.14 1.04(11, J=7.I0Hz, 3H), I.12(s,3H),
1.12-1.37(m, I H), 1.55(s, 3H), 1.70-1.95(m, 4H),
2.29-2.59(m, 4H), 3.40-3.44(m, I H). 3.55-3.69(m,
21-1), 4.02(4. J=4.19Hz, I H), 4.23(br-s, I H ),
4.33(br-d, J=10.86Hz, I H), 5.07-5.09(rn, I H ).
5.36-5.53(m; I H), 5.65-5:71(m,1 I-I ), 5.81- -
5.87(m, I H). 6.31(dd, J,=10.68Hz, J2=I.76Hz. I H),
6.33(s, Ili), 6.53(dd.J,=3.46Hz, J,=I.75Hz, 114),
7.10(d, J=3.47Hz, I H). 7.26(4.  J-I0.00Hz, 114),
7.64(d, J=1.37Hz, I H)- MASS (ES+): 599.3(M+Na)* 18.15
1.02(d, J=7.lOHz, 3H), I.10(s,3H), 1.31-1.38(m, I H),
1.54(s. 3H), 1.65-1.96(m, 3H), 2.26-2.53(m, 4H),
3.38-3.41(m, I H). 3.64(d.  J=7.8Hz, 2H), 4.16(d,
J=5.94Hz, 2H), 4.29(b,d, I H), 4.48(bs. 11-1), 5.27(m.
11-1), 5.40-5.57(m, 2H), 5.62-5.69(m, 111), 6.26(s, I
H). 6.28(dd,  J,=10.1211z. J,=1.79Hz. I H), 6.56(dd,
J,=3.47Hz, J2=I.72Hz, I H), 7.10(d, J=3.48Hz, 1 H).
7.26(d, J=10.10Hz, I H), 7.72(d, J=1.5.11-Iz, I H).
MASS (ES+): 599.3(M+Na)' 113.16 I.03(d,J=7.09Hz, 3H);
1.1 I(s. 3H), 1.31-1.37(m, I H), I.55(s, 3H),
1.65-2.01 (in, 4H), 2.28-2.58(m, 4H), 3.36-3.41(m, I
H), 3.64(d.  J=7.761Iz. 2H), 4.I6(m, 2H), 3.31(d,
J=6.77Hz, I H), 4.49(t. J=5.37Hz, I H), 5.28(m, I H),
5.41-5.57(m, 2H), 5.64-5.69(m, I H). 6:26(s, I H),
6.29(dd, J,=10. 11 Hz, J,=1.82 Hz, I H). 7.14(1,
J=4.36Hz. I H ), 7.27(dd, J,=10.1 1 Hz, J2=0.74 Hz, I
H), 7.70-7.71(m, 2H). MASS (ES+):  615.0(M+Na) 113.17
1.04(d, J=7.1 I Hz, 31-1), 1.12(s.3H), 1.32-I.38(m, I
H), I_55(s, 3H), 1.60-1.99(m, 4H), 2.29-2.59(m. 41-1),
3.39-3.43(,n, I H). 3.56-3.67(m,  2H), 4.00(d. J=5.1 I
Hz, I H). 4.22(dd, J,=4.85Hz, J,=0.81 Hz. I H),
4.32(d, J=6.73Hz, I H). 4.43(t, J=5.491iz. 114),
5.21-5.22(111.] li). 5.39- 5.56(m. Ili). 5.63-5.70(nt,
I H). 5.83(d,t.J,=I5.27Hz, J,=5.03Hz, I H), 6.29(s, I
H), 6.30(dd, J,=10.58Hz, J,=1.77Hz, I H). 7.13(dd,
J1=4.87I-Iz,J2=3.87Hz, I H). 7.27(d,J=9.68Hz,
IH),7.67(dd,J,=4.97Hz,J2=0.99Hz,
IH).7.70(dd,./,=3.70Hz,J,=1.05Hz. IH).\IASS  (ES+) :
592.7 16.18 I_06(d, J=7.1 I Hz, 3H), 1.18(s, 3H),
1.35-1.41(m, I H), 1.55(s. 3H), 1.67-1.97(111, 11),
2.28-2.56(m, 511), 3.44(m, I H), 3.66-3.81(m. 311),
3.99-4.31(m.4H),4.45(d,J=7.88Hz, IH).4.65-4.75(m,2H),
5.32-5.49(m,
IH),6.39(dd,J,=10.I5Hz,J2=1.29Hz,IH).6.45(s, 1H).
6.50(dd  J,=3.3414z, J,=I.69Hz, 1 H), 7.13(d,
J=3.45Hz, IH), 7.16(d, J=10.131-1z, 114), 7.59(d,
J=0.66Hz, I H).MASS (ES+) : 759.1 113.19 1.06(d,
J=7.05Hz, 3H), 1.18(s, 31-1), 1.36-1.41(m, I H),
1.54(s. 31-1), 1.74-1.97(m, 7H), 2.29-2.50(m, 51-1),
3.42-3.45(m, I H). 3.72-3.74(m,  2H), 4.20(t,
J=5.74Hz, 2H), 4.44-4.47(m- I H), 4.48(1. J=5.90Hz,
2H), 4.65-4.74(m, , 2H), 5.33-5.50(m,l H), 6.40(dd.
J,=10.14Hz,  J,=I.52Hz, I H), 6.45(s, IN). 6.50(dd,
J,=3.22Hz, J,=I.48Hz, 111), 7.I3-7.16(m, 2H), 7.59(s,
I H). MASS (ES+) : 736.1 113.2)) 1.03(d,J=7.IOHz, 3H),
I.15(s.3H), 1.33-1.39(m, I H), 1.55(s,31-1),
I.60-2.00(m, 4H), 2.25-2.60(m, 4H). 3.30-3.42(m,
11-1).3.71(d.  J=16.35 Hz. IN), 3.78(d,t, J,= 16.38
Hz, J;=1.86Hz, I H), 4.15-4.17(m, 2H), 4.36(d, J=9.1
Hz. I H ), 4.71(t, J=5.90, 111), 5.03(4, J=2.42 Hz,
IN), 5.16-5.52(m,IH),6.34(ddJ,=10.97Hz.J2=1.70Hz,
IH).6.36(s, IH).6.97(d,J=I3.05Hz.
IH),7.26(d,J=10.17Hz, IN).7.521z. IH).  MASS (ES+) :
647.0(M+Na) 113.21 I.06(d, J=7.13Hz, 311), I.14(s.3H),
1.35-1.46(m. 111), I.54)s, 311), 1.79(t. J=2.34Hz,
3H). 1.73-1.96(1, 411), 2.28-2.54(1. 411). 3.41-
3.46(1, 111). 3.66(dd, J,=16.08Hz. J2=2--16Hz. I H),
3.73(dd. J,=16.I2Hz, J,=2.45Hz I H). 4.45(4, J=8.43
Hz, 111), 5.32-5.48(1. 111),  6.40(d, J=10.71 Hz,
111), 6.45(s. I H). 6-50(dd. J,=3.21 Hz. J.=1.1 I Hz,
I H), 7.1 1(d, J=3.321 H), 7.13(4. J=9.961-lz, I li ),
7.58(1. 111).  MASS (ES+) : 559.5 113.22 1.06(d,
J=7.IOHz, 311), 1.17(s.3H), 1.36-1.43(m, I H), 1.53(s,
311), I.56-1.96(m, 411), 2.30(x, 31), 2.38-2.58(1,
411), 3.41-3.45(1, 111),  3.70(d.J=16.56,1
H),3.79(d.J=I6.56Hz.
IH),4.22(d,J=14.06,IH),4.27(d,J=I5.99Hz.
1H),4.42(d,J=8.53, IH),5.31-5.48(m.IH),  6.34(d,
J=096, I H), 6.38(dd. 4=10. I6Hz, J,=1.43 Hz I H).
6.44(s, 'I H), 7.14(d, J= 10.2,1 H). 7.44(s, I H).
MASS (ES+) : MASS (ES+) :  589.3 16.23 I .03(d, J=7.I
OHz, 31), 1.12(011), 1 . 2 1 It. J=6.99Hz, 3H).
1.32-1.37(m, I H), 1.52(s, 311). 1.66-1.92(1, 4H),
2.17-2.45(m. 514), 3.35- 3.38(3, I N ) . 3.54(q,
J=6.98Hz. 211), 3.69(d, J=14.78Hz, I H). 3.73(d,
J=14.72Hz, I H), 4.09(s, 211), 4.19-4.28 (m. 2H), 4.39
(d, J=8.39Hz.  114), 5.30-5.46(1, 114), 6.37 (dd,
J,=10.1 3 H z, J2= I.65 Hz, I H), 6.43(s, 1 H), 7.13
(dd, J,= 10.07 Hz, J,=0.65 Hz, I H). MASS (ES+): 567.1
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  92 (o11112, 'H-NMR (& ppm). MASS
(Ell / ES+. m/ )  No '  111.24 I.03(d, J=7.1 I liz,
31i). 1.12(s.311), 1.32-1.38(m, 111), 1.52(s, 311),
1.68-I.93(m, 51-1). 2.16-2.32(m, 411), 3.35-3.39(m,
11q, 3.41 (s, 31)), 



3.71-3.73(m. 211), 4.05(s, 211), 4.23(1, J=2.22, Ili),
4.25(t, J=2.23, 1 H), 4.39(d. J=8.92, 111),
5.30-5.47(m, 111), 6.37(dd,./,=1(1.17112.  J2=1.781Iz,
Ili), 6.43 is, Ili), 7.14 (d,J=10.13Hz, 111). MASS ES+
: 553.2 111.25 I .07(d, J=7.I51iz, 311), 1.18(s,31-1),
1.28-1.42(m, 111), 1.46-1.67(m, 1011), 1.54(s,31-1),
1.74-2.02(m, 911). 2.28-2.50(m, Ili). 3.40-3.46(m.
111), 3.70(d, ,/= 16.451iz, 111), 3.78(d, J=16.43 Hz,
Ill ), 4.44(d, J=8.82Hz.l H), 5.32-5.49(m, l li),
6.39(dd, J,=10.1311z, J2=1.661-tz, 111).  6.45(s, I
li), (i.49(dd, J,=3.421-Iz, J2=1.66112,1 H),
7.12(d,J=3.71 Hz, Ili), 7.14(d, J=I2.28Hz, Ili),
7.59(s. Ili). MASS (ES+) : 643.3 113.20
0.89-0.94(m,211), 1.0(d,.1=7.14Hz, 311), l.12(s,3H).
I.08-1.36(m.4H), 1.52(s.31i), 1.61-I!)1(m,IOH),
2.16-2,44(m,7H), 3.31-3.35(m. III),  3.65-3.76(m,
21i), 4.19-4.28(m, 2H). 4.40(d.J=8.88, Ili),
5.30-5.47(m, I H). 6.38 (d,d,J,=I0.I2Hz,./2=1.78Hz',I
14),6.43(1;. III). 7. I4(d,d,  ./,=10.12Hz, J2=1.31
Hz, 114). MASS (ES+) :605.5 111.27 0.89(t,J=7.321Iz,
31i).0.99(d.J=7.I1Hz, 311), 1.1I(s,3H),
I.34(q,J=7.53Hz, 2H), 1.52(s,3H), 1.55-1.59(7, 2H),
1.73-2.04(m.41I).2.22- 2.37(7, 711). 3.34(7, I H),
3.69-3.73(7, 211), 4.24(d, J=1.36Hz, 21),
4.40(d,J=8.57, 1 H), 5.30-5.48(7, I H), 6.38(dd,
J,=10.13Hz, ./,=l .70Hz 111 , 6.43(s, I H), 7.13(d,
J=10.12Hz, I H): MASS ES+ : 565.3 113.28
0.94((i,./=7.171iz, 3H), I.08(s,3H), I.12(t,J=7.58Hz,
3H), 1.27-1.32(m, IH), 1.53(s,3H), I.64-1.83(7,411),
2.22-2.48(m,71-1), 3.30-3.34(m,  Ili), 4.40(d, J=7.59,
I H), 4.60(d,d J,=15.58Hz, J2=1.63Hz, I H), 4.84(d,d
J,=15.6OHz, J2=2. I8Hz, 111). 5.30-5.47(7, 111),
6.37(d,d  ,/,=I0.17I-lz,.12=l .46Hz, 1H), 6.43(s, I
H), 7.12(d, J=10.lOHz, IH). MASS (ES+) : 491.2 113.2')
0.99(d, J= 7.121-Iz, 31i), I.12(s,3H), 1.31-1.36(7, I
H). I.52(s,3H), 1.54-1.70(7, 5H), 1.73-I_92(m,GH).
2.18-2.38(7, 6H), 2.72-2.80 (m,  111),3.32-3.37(m, I
H), 3.64-3.76(m, 21), 4.24(s, 2H), 4.41(d,J=8.75,
111). 5.3I-5.47(m,l II), 6.38(d.d. J,=10.I6Hz,
J2=1641-lz, 111),  6.44(s, I H), 7.14(d. J=10.171-Iz,
I H). MASS (ES+) : 577.2 113.30 0.)9(d,J=7.I31-Iz,3H),
1.06(s,3 H); I.1I(t,J=7.59Hz.311), 1.30-1.35(m, IH),
1.52(s,3H), 1.72-2.04(m.41I),2.17-2.43(7,711),3.31-
3.30(m, IH),3.57(dd,J,=13.64Hz,J2=7.49Hz,
IH),3.73(dd,J,=13.86Hz,J2=8.50Hz.IH).4.21(dd.J,=12.64H
z,J,=6.89Hz, IH),4.33(dd,  J,= 12.891-lz, J,=8.13 Hz,
I H), 4.37(d, J=10.81 Hz, I H), 5.30-5.46(m, I H),
5.52-5.59(m, 111), 5.73-5.79(m.I H), 6.37(dd, ,/,=
10.141-Iz,  J2=1.74Hz, Ili), 6.43(s, 1H),
7.22(dd,J,=10.IOHz,J2=1.03Hz, 1H). MASS (ES+) : 539.3
18.31 0.98(d, J=7.1 1 Hz, 311), 1.10-1.17(7, 6H),
1.15(s,3H), I.30-1.36(m. I H). 1.54(s,3H),
1.73-1.90(m,3H), 2.20-2.44(m, 8H), 3.03(d.  J=2.56Hz,
Ili), 3.34-3.38(m, 1 H), 3.68(dd, 2H), 4.40(d, J=8.47,
I H), 4.55(dJJ=15.4Hz, I H), 7.72(d../=15.4Hz, 111),
5.31-5.49(7, 111).  6.36(dd, J,=10. 11 Hz, J2=1.1.62Hz
I H), 6.43(s, 1 H), 7.16(d, J=10.11 Hz, 11-1). MASS
(ES+): 615.5 (M+Na)'. 18.32 0.98(d,J=7.IHz, 311),
I.12(1,J=7.49Hz,3H),1.13(s,311), 1.20-1.36(m. IH),
1.54(s,3H), 1.70-I.93(m,3H).2.I0(s,
3H),2.19-2.42(m,61-1),  2-89(s.11-1).3.34-3.37(m,
111), 3.64(d, J=16.77, I H), 3.72(d, J=16.82, l H),
4.41 1.12(d,J=8.07Hz, I H ). 4.56(d. J= 15.4Hz, I
I.I). 4.691,.12((I,  J=15.4Hz, Ili), 5.30-5.47(m,I H),
6.38(dd, J,=10.12Hz, J,=1.50Hz, (H). 6.43(s. I H),
7.17(d. J=10.I SHz.I H).:MASS (ES+) :60.1.0  (M+Na)-.
113.33 097(t,J=7.7.47Hz, 3H), 0.98(d,J=7.44Hz, 3H),
l.I2(t,J=7.64Hz,3H), 1.15(s,3H). 1.30-1.36(m, IH),
1.54(s,3H), 1.66(q,./=7.42112, 211),  1.70-I.94(m,
4H), 2.19-2.46(m, 81), 3.01 (d, J=2 63Hz, I H),
3.33-3.38(m, I H), 3.64(d, J= I6.88Hz, I H). 3.72(d.
J= I6.75Hz. I H), 4.40(d,  .1=8.68Hz,
111),4.53(t,d,J,=.15.38Hz,J2=1.70Hz,
IH),4.72(dd,J,=15.39Hz,J,=I.62Hz,
IH),5.31-5.48(7,IH),6.37(dd,J,=10.12112,  J,= 1.7714z,
114), 6.43(s, I H), 7.16(dd, J,=l0.15Hz,J2=1.26Hz I
H). MASS (ES+):607.5 IB 44. 0.98(d,J=7.15Hz, 3H),
I.12(t,J=7.59Hz, 3H), 1.16(s,3H), 1.18(d,J=7.OOHz,
311), 1.19(d.J=6.96Hz.311). 1.30-1.36(7, I Ii),
I.54(s.3H),  1.70-1.94(7, 4H), 2.19-2.48(7, 4H),
2.36(q, J=7.55Hz, 2H), 2.56-2.63(m, I H), 3.11(d,
J=3.05Hz, 111). 3.33-3.37(m, 111), 3.65(d;  J=I6.93Hz,
IH), 3.71 (d, J= I 7.26Hz, I H), 4.40(d, J=8.83Hz,
IH),4.53(t,d,J,=I5.38Hz,J2=1.72Hz
IH).4.73(dd,J,=15.361-Iz,J,=1.61liz,  Ili), 5
.31-5.48(m, I H), 6.37(dd, J,=I0.12Hz, J2=I.79Hz, I
H), 6.43(s, I H), 7.16(dd, J,=10.12Hz, J,=1.17Hz I H).
MASS (ES+.) : 607.7 IB.35 0.93(1, J=7.31 Hz, 3H),
0.98(d, J=7.l5Hz, 3H), 1.12(t, J=7.71 Hz, 311),
1.15(s. 3H). 1.25-1.41(7, 311), I.54(s, 311),
1.55-l.94(m, 61-1), 2.19- 2.46(m. 811), 3.03(d,J=2.9I
Hz, I H), 3.33-3.38(m, I H), 3.64(d,J=16.76Hz, I H),
3.72(d,J=16.71 Hz, 1 H). 4.40(d, J=8.90Hz, 11I),
4.53(t,d.  J,=15.4OHz,J,=1.75Hz,
IH),4.71(dd,J,=15.4IHz,J2=1.43Hz, IH),5.31-5.48(m,
IH),6.37(dd,J,=I0.I3Hz,J,=1.78Hz, IH),6.43(s, IH).
7.16(dd, J,=10. I l Hz, J2=I.19Hz Ili). MASS (ES+) :
621.5 IB.36 0.98(d,J=7.18Hz, 3H), 1.12(t,J=7.59Hz,
311), 1.15(s, 3H), 1.25-1.36(m, IH), 1,55(s, 3111.
1.73-2.04(7. 6(4). 2-20-2.47(n). IOH). 3.16- 3.20(m,
211), 3.34-3.37(m, I H), 3.68(Two d, 2H), 4.41(d,
J=8.64Hz, (H), 4.54(t,d, J,=I5.38Hz, J,=1.74Hz I H),
4.72(t,d, J,=15.37112,  J,=I.66Hz,
1H),5.33-5.45(m,IH),6.37(dd,J,=10.16Hz,J2=I.8IHz,
IH),6.43(s, IH),7.16(dd,J,=10.IOHz,J,=1.26Hz, II-I).
MASS  (ES+) : 619.7 



18.37 0.9 1 (t, J=6.86Hz, 3H), 0.98(d, J=7.15Hz, 3H),
I.12(t,J=7.59Hz,3H),
I.15(s.3H).1.25-I.36(m.3H).1_54(5,311),
I.61-I_94(m,61-I),2.19- 2.38(m, 8H), 3.05(d, J=3.03
Hz, I H), 3.34-3.38(m, I H), 3.64(d, J=16.70Hz, I H),
3.72(d.J=16.93 Hz. I H), 4.40(d, J=8.581iz. Ili),
4.52(4.  J=I5.37Hz, II-I),4.72(d,J=I5.39Hz, I H),
5.31-5.47(m, IH),6.37(dd,J,=I0.14Hz,J,=I.75Hz,
IH),6.43(s, IH),7.16(dd,./,=I0.63Hz.  J,=1.04Hz. 111).
MASS (ES+) : 634.8 18.38 1.07(s.3H), I.14(t,J=7.53Hz,
3H), 1.21-1.28(m, IH), I.42(d,J=7.27Hz, 3H),
I.55(s,3H). 1.60-1.65(7.111). I-90-2.00(m,511),2.26-
2.42(m,714). 2.61-2.71(7, I H), 3.36(d, J=16.65, Ili),
3.80(d, J=16.65, I H), 4.26(m,2H), 4.40(d, J=8.38. I
H). 6.14(5, I H), 6:35(dd,  J,=I0.06Hz.J2=1.39Hz,
Ili), 7.24 d,J=10.23Hz,IH). MASS (ES+): 541.6 (M+Na)'.
IB30 I .06(s.3H), 1.15(1,.1=7.54Hz, 311), 1.21-1.29(7,
Ili), I.43(d,J=7.35Hz,311). I.53(s,3H).
1.70-2.06(7.611), 2.27-2.41(7,011). 3.35(d,t.
J,=16.67,J,=2.34 Ili), 3.81(d,t, J, = 16,67, J2=2.08,
111), 4.25-4.28(m, 2H), 4.40(d, J=8.32 Hz, Ili), 5.31
-5.48(7, I H ), 6.3 7(dd,  J,=I0.I 2Hz, J,=1.77Hz,
Ili), 6.44(s, 114), 7.16(dd, J,=I0.I2Hz, J2=1.I6Hz, I
H). MASS (ES+) : 559.2 (M+Na) 18.40
1.04(4,J=7.13Hz,3H), I.16(s,3H), 1.25-1.39(m, 2H),
1.43(s,3H), 1.44(s,3H), 1.55(s, 3H), 1.72-1.94(7.31),
2.28-2.51(1,4H).3.39- 3.44(., Ili), 3.67(d, J=16.29Hz,
1 H), 3.75(d, J=I G.24Hz. Ili ),4.66(s, Ili),
4.98-4.99(m. Ili), 5.37-5.50(7, I H),
6.32-6.35(111,211).  6.53(dd, J1=3.41 Hz, J2=I.65Hz,
Ili), 7.12(d. J=3.48Hz, Ili), 7.26(d, J=I0.03Hz, Ili),
7.64(s, I H). MASS (ES+) : 625.0(M+Na)' IB.41 0.96 (d,
3H, J=7.I6Hz), 1.06 (s, 3H), 1.12 (t, 3H, J=7.57Hz),
1.26-1.34 (m, IH), 1.53 (s, 311), 1.71-1.91 (m, 311).
2.24-2.39 (m, 611), 3.30- 3.35 (7, 1 H). 3.76 is, 3H),
4.41 (7, 111), 4.71 (Ili, ddd,J,=15.93Hz,
J2=4.75Hz.J.,=1.8111z). 4.84 (ddd. I
Ii.J,=I6.OOIIz,./2=4.75Hz,  .1,=I.821-(z), 5.34 & 5.46
(7, Ili), 6.03 (d, Ili, J=15.77Hz), 6.37 (dd, I H,
J,=10.15Hz, J,=I.78Hz), 6.44 (s. Ili). 0.93 -6.97(7,
III), 7.12  (d(,./,=10.13Hz, J2=1.18Hz). MASS (ES+):
573.1(M+Na)'. 18.42 1.00 (d, 3H,./=7.15Hz), 1.06 (s,
311), 1.12 (t, 3H, J=7.56Hz), 1.30-1.35(m, I H). 1.52
(s, 311). 1.73-1.87 (m,41-1). 2.22-2.40(m, 61-I),
3.34- 3.30(m, Ili), 3.71 (d, 211, J=7.09Hz), 3.74 (s,
3H), 4.40 (d, I H, J=8.85Hz), 5.32 & 5.44 (7. Ili),
6.02 (d, I H. J=15.46Hz). 6.38 (dd. Ili,  J,=10.15Hz,
J2=I.79Hz), 6.43 (s, 114), 6.85-6.89 (m, I H), 7.12
(dd, I H, J,=I0.I5Hz, J,=1. I8Hz). MASS (ES+):
589.1(M+Na) SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  93 (bnyt, 'H-NMR (S ppm). MASS (El
I ES+, m/z)  No 113.43 1.03 Is, 311), 1.15-1.23 (m,
311), 1.27 (t, 311, J=7.1211z), 1.45 (s, 311),
I.47-1.55 (m, I H), 1.63-1.70 (m. 211). I.80-1.87 (m.
111). 1.93-2.00  (m, 111), 2.09-2.16 (m, 311),
2.32-2.36 (in, I11), 2.53-2.61 (m, I H), 2.91-2.98 (m,
I H), 3.76 (s, 311), 4.13 (d of q, 21i../,=1 4.2211z,
.1,=7.I01iz,./,=2.I3Iiz), 4.51 (s, Ili), 4.79 (d,
11-1, J=1.62Hz), 4.80 (d, I H, J=1.62Hz), 6.02 Is. I
H), 6.06 (d. 111. J=15.7711.), 6.27 (dd, I 11,  J,=
10.091-1z, J,=1.751 [z), 6.94 (d oft, 11-1,
J,=15.76Hz, J2=4.71 Hz), 7.23 (d, I1-1. J=10.I I liz).
MASS (EI) :516 03.44 0.99(d,./=7.131iz,311),
1.09(s,3H), 1.11(t,J=7.38Hz,31-1), 1.29-1.35(m,
IH).I.39(t,J=7.18Hz.3H) 1.53(s.31-I).
1.72-1.89(m,311),2.20- 2.50(m, 611), 3.32-3.37(m,
111). 3.52(d..1=1 3.4211z, I Ii), 3.62(dd,
J,=15.97Hz,./,=4.53Hz. I H), 4.37(q,J=7.I5Hz, 211),
4.38-4.40(m, I11),  4.70-4.82(m, Ili), 5.30-5.47(m,I
I-I), 5.82-5.83(m, 2H), 6.37(dd,J,=10.l3Hz, J2=I.77Hz,
111), 6.43(s, 111). 7.15(dd.J,=10.121Iz.  J,=1.181iz,
III). 03.45 I.04(d,./=7.061Iz,311), I.16(s,3H),
1.29-1.34(m, IH), I.68(s,310).
1.71-I,97(m,4H),2.37-2.70(m,511),3.38-3.41(m, Ili).
3.70(4..1=16.35,  I Ii), 3.79(d, J=16.32Hz, 111),
4.15-4.16(m, 211), 4.53(d, /=2.4Hz, IN). 4.74(1,
J=5.94, I I-I), 5.03(d, J=3.67Iiz, 11-1).0.05(s, 111),
6.28(dd.  J,=10.0711z,./,=1.271Iz, 111), 6.53(dd,
J,=3.I SHz, J.=I.47Hz, III), 7.18(d, J= 3.35, 10),
7.31(d, J=10.1 I Hz, 111), 7.63(br-s. 11-1). MASS
(ES+): 595.4(M+Na)'. 113.46 l.07(d,.1=7.I6Hz, 3H),
1.15(s,3H), 1.35-1.38(m, 11-1), I .39(t, J=7.14Hz,
3H), 1,56(s. 3H). 1.76-1.97(m, 3H), 2.28-2.50(m,
51-1). 3.40- 3.44(m, Ili), 3.55(ctd, J,=14.06Hz,
J2=2.911-Iz. 111), 3.65(dd, J,=15.79Hz, J2=4.86Hz,
10). 4.36(q, J=7.17Hz, 2H), 4.43(d,./=9.21112, III),
4.70-4.83(m,
IH),5.32-5.49(m,lli),5.83-5.85(m,2H),6.39(dd,J,=10.I3H
z,J2=1.82Hz, IH),6.45(s,
IH),6.48(dd,J,=3.49Hz,J,=1.731-lz,  111), 7.11 (dd,
J,=3.49Hz, J,=0.64I-Iz, Ili), 7.1 8(dd, J,=I0.I I Hz,
J2=I.20Hz, 10), 7.57(dd, J,=l .611z, J2=0.7OHz, 114).
113.47 I.06(d, J=7.131-Iz, 311), I.12(s,3H),
I.34-I.38(m, IH), I .38(t, J=7.l6Hz, 3H), I.55(s, 3H),
1.77-1.98(m, 3H), 2.25-2.48(m, 51i), 3.42- 3.45(m,
Ili), 3.63(dd, J,=13.76Hz, J2=7.57Hz, I H), 3.76(dd,
J,=13.79Hz, J2=8.48Hz, I H), 4.36(q, J=7.17Hz, 2H),
4.43(d, J=8.99Hz, 111),  4.95-5.05(m, 2H),
5.31-5.50(m,I H), 5.67-5.71(m,I H), 5.77-5.81(m, I H),
6.39(dd, J,=10.14Hz, J,=I.55Hz, I H), 6.45(s, 10).
6.49(d(l,  



J,=3.3214z, J2=I.55Hz, I H), 7.1 1(dd, J=3.48Hz,1 H),
7.16(d, J=10.14Hz, I H), 7.58(s, I H). 113.48
I.05(d,J=7.I5Hz, 3H), 1.17(s,3H), 1.37-1.40(m, 11-1),
I.49(d,J=7.07Hz, 3H), 1.55(s, 3H), I .77-I.99(m.4H),
2.13(s, 3H), 2.17-2.48(m,411),  3.42-3.46(m,
IH),3.67(d,J=16.90, IH),3.77(d,J=I6.82Hz,
IH),4.44(d,J=8.5OHz, IH),4.64(t:d,J,=15.4Hz,J,=1.87Hz,
IN),4.78(t,d,  J,=15.41 Hz, J2= 1.86 Hz, I H ),
5.09(q, J=6.37 Hz, I H ), 5.32-5.51(m, I H ), 6.39(dd,
J,=10.12 H z, J,= l .78 Hz, I H ), 6.45(s, Ill),
650((Id.  ,11=3.49Hz,J,=1.73Hz,
IH),7.12(dd,J,=3.47Hz,J,=0.49Hz,
IH),7.16(dd,J,=10.14Hz,J,=1.31Hz, IH),7.59(d.J=0.75Hz,
II1). MASS  (ES+) : 689.0 113.49 0.97(1, J=7.7.47Hz,
311),0.98(d, J=7.44Hz, 3H), 1.1 2(t, J=7.64Hz, 3H),
1.1 5(s,31-1), 1.30-I.36(m. I H), 1.540,31 -1),
I.66(q,./=7.42Hz, 211).  1.70-I.94(m, 411),
2.19-2.46(nm,'8H), 3.01(d, J=2.63Hz, I H),
3.33-3.38(m, I H). 3.64(d, J=I6.88Hz, I H), 3.72(d.
J=16.751 I., 111), 4.40(d.  J=8.68Hz; I H), 4.53(t,d,
J,=15.38Hz, J2=1.70Hz. 1 H), 4.72(dd, J,=15.39Hz,
J,=1.62Hz, I H), 5.31-5.48(m,l H), 6.37(dd,
J,=10.12Hz,  J,=1.77Hz, I N), 6.43(s, I H), 7.16(dd,
J,=10.15Hz, J2=1.26Hz I H). MASS (ES+ : 607.5 113.50
I.06(d,J=7.I6Hz, 3H), 1.17(d,J=2.39Hz, 3H), 1. 1 8(d,
J=2.37Hz, 3H), 1.21(s, 3H), 1.35-1.41(0, 1 H), 1.56(s,
31-1)- 1.77-2.00(in, 3H), 2.20- 2.62(0, 5H ), 3.21(d,
J=2.62Hz, I H), 3.42-3.49(0, I H), 3.67(d, J=16.86Hz,
I H), 3.75(d, J=16.81 Hz, I H), 4.45(d, J=S.59Hz,
111). 4.52(4.  J=15.45Hz, I H), 4,74(4, J. 15.33Hz, I
H), 5.33-5.50(0, I H), 6.40(dd, J,=I0.05Hz, J2=I.65Hz,
I H), 6.45(s. I H), 6.50(dd" /,=3.50Hz.  J,=1.69Hz,
11-1), 7.13(dd, J,=3.56Hz, J2=0.57Hz. I H), 7.19(dd,
J,=0.75Hz, J,=0.22Hz, 1 H), 7.58(s, I H). MASS (ES+) :
667.0(M+Ni)' 113.51 I.00(d" 1=7.16Hz, 3H), 1.21(s,
9H), I.22(s, 3H), 1.35-1.41(0, I H), 1.56(s,3H),
1.77-2.00(m, I H), 2.29-2.53(m, I H), 3.27(4,
J=3.09Hz.  114). 3.42-3.47(m, I H), 3.67(d, J=16.88Hz,
I H), 3.74(d, J=16.89Hz, 1 H), 4.45(d. J=8.56Hz, I H),
4.50(d, J=15.35Hz. 11-1), 4.75(0,  J=15.40Hz, I H),
5.33-5.40(0, I H), 6.40(dd, J,=10.19Hz, J2=1.84Hz, I
H), 6.45(s, I H), 6.50(dd, J,=3.51 HzJ,=1.68Hz, 111),
7.14(d,  J=3.43Hz, I H), 7.17(dd, J,=15.12Hz,
J2=0.99Hz, I H), 7.58(d, J=0.98Hz, I H).MASS (ES+) :
680.9(M+Na)' ' 113.52 0.98)d..1=714Hz, 314), 1.12(1,
J=7.56Hz, 3H), 1.17(s, 311), I.22(s, 9H), 1.30-1.36(m,
IH), I:54(s,3H), 1.73-I.95(m. 3H), 2.21-240(0.  6H ).
3.20(cl, J=3.29Hz, I H). 3.34-3.38(0, I H), 3.68(br-s,
211),4.40(d, J=8.77Hz, I H), 4.50(d, J=14.59Hz. I H ),
4.74(d,.]= 15.3311z. Ili ),  5.30-5.50(ni,1 H),
6.37(dd, J,=10.12Hz, J,=1.77Hz, I H), 6.43(s, 114),
7.15(dd, J,=I0.09Hz, J,=l.04Hz,I H), MASS (ES+) :
643.0(M+Na)' 11353 0.94(4"/=7.45Hz.3H),
1.06(d,J=7.18Hz, 3H), 1.12(s, 3H), 1.34-1.40(0, IH),
I.55(s,30), 1.66(1,)=7.41 Hz. 2H), I.77-2.05(0.311)..
2.30(1, J=7.45 Hz, 2 H), 2.35-2.48(m, 4 H),
3.43-3.47(0, I H), 3.66(d, J=7.79Hz, I H ), 3.43(4,
J=205 Hz, I I I ) , 4.76-4.79(0, 211), 5.59- 5.72(m, I
H), 6.39(dd, J,=10.17Hz, J,= 1.801-1z, I H), 6.45(s, I
H), 6.49(dd, J,=3.48Hz, J;=.1.81 Hz,'l'H), 7:12(4,
J=3.42 Hz, Ili ), 7.17(4(l.  J,=I0.08Hz, J.=1.02Hz, I
H), 7.58(d, J=0.93 Hz, I H). MASS (ES+) : 669.0(M+Na)'
113.54 1.06(d, 3H,J=7.14Hz), 1.21(s, 3H), 1.38-1.41(0,
I H), 1.39(1, 3H, J=7.15Hz), 1.56(s, 3H), 1.77-1.96(0,
3H). 2.28-2,64(0, 51-1). 3.37- 3.45(0, I H),
3.72(br-s, 2H), 4.38(q, J=7.12Hz, 2H), 4.46(d,
J=8.96Hz, I H), 4.79(d, J=15.27Hz, I H), 4.89(d.11
5.31 Hz, I H), 5.32- 5.51(m,
IH),6.40(dd,J,=10.14Hz,J2=1.77Hz, IH),6.45(s,
IH),6.50(dd,J,=3.47Hz,J,=I.69Hz, 1H),7.I2(d,J=3.25Hz,
10).7.19(dd,  J,=10.1 I Hz, J,=0.85Hz, I H), 7.58(d,
J=0.72Hz, I H). 1(3.55 0.96(t.J=7.42Hz,3H),
I.07(d,J=7.IBHz,3H), I.2I(s;3H), 1.36-I.42(m, IH),
1.56(s, 3H), I.65(q.J=7.43Hz,20). 1.70-2.02(m, 3H),
229- 2.53(-. 6H), 3.09(4, J=2.87Hz, 111), 3.43-3.47(m,
I H), 3.67(4, J=16.68Hz, I H), 3.77(d, J=16.66Hz, I
H), 4.46(d. J=8.60Hz. 111), 4.53(4,  J=1841 Hz, 111).
4.73(d, J=15.35Hz, I H), 5.33-5.50(0, Ill), 6 40(dd,
J1=10.17Hz, J2=1.81 Hz, I H), 6.46(s, 10), 7.10(dd,
J,=4.83Hz.  J,=3.9414z, I1l), 7.19(dd, J,=I O.IOHz,
J2=1.02Hz, 10). 7.57(dd, J,=5.0I Hz, J,=1.05Hz, Ili),
7.75(44, J,=3.7I Hz. J.=l .0314z. 111). A1ASS  (ES+) :
082.9(M+Na)` 113.56 0.96(t,J=7.40Hz, 3H),
I.05(d,J=7.I6Hz, 3H), 1.21(s, 311), I.37-I.40(m, IH),
1.56(s, 3H), 1.66(q,J=7.42Hz, 2H). 1.78-2.0(0.
31-1).228- 2.41(0, 61-1), 3.1 I (d, J=3.03Hz, 1 H),
3.38-3.45(m, I H), 3.71(d, J=1 1.09Hz, I H), 4.46(d,
J=8.70Hz, I H), 4.52(d, J=/5.371-1z, 111), 4.74(4,
J=15.34Hz, 114), 6.42(dd, J,=I0.18Hz, J2=1.82 Hz, I
H), 6.46(s, I N), 6.94(d, J=4.09Hz, I H), 7.19(dd,
J,=10.09Hz. J2=I.001-Iz, 11-1), 7.54(4,  J=4.07Hz, I
H). MASS (ES+) : 716.9(M+Na)* 113.57 0.92-1.03(m, 4H),
1.05(d, J=7.26Hz, 3H), 1.19(s, 3H), 1.35-1.40(m, I H),
1.56(s,3H), 1.61-1.98(m, 4H), 2.28-2.51(m, 4H),
3.06(4,  .1=2.41 Hz, 10), 3.43-3.46(0, I H), 3.66(d,
J=16.84Hz, 10), 3.77(d, J=I6.84Hz, I H), 4.44(d,
J=8.44Hz, 10), 4.55(4, J=16.2314z, 111),  4.70(4,
J=14.68Hz, 1 H), 5.33-5.50(0, l H), 6.40(dd,
J,=10.15Hz, J2=1.79Hz, I H), 6.45(s, I H), 6.50(dd,
J,=3.47Hz. J2=I.65Hz. I H), 7.13(4,  J=3.311z, 11-I),
7.18(dd,J,=lO.IOHz,J2=I.04Hz, Ili), 7.59(d,J=0.83Hz,
11-1). MASS (ES+) : 693.0(M+Na) 113.55
1.06(d../=7.I4Hz, 31-1), 1.21(s,3H). 1.35-I.41(m, I
H), 1.57(s, 3H), 1.77-2.04(m, 5H), 2.21-2.53(m, 8H),
3.15-3.21(0, 2H). 3.42-3.47(0.  11-1).
3.67(0.1=16.8/Hz. I H), 3.75(4, J=17.06Hz, I H),
4.45(d, J=8.61 Hz, IN), 4.43(d, J= /5.3 3Hz, I H),
4.73(d. J=I 5.39Hz. 11-1). 5.33- 



5.50(m. 11-1), 6.40(dd,.J,=10.I4Hz, J2=1.82Hz, I H),
6.45(s, I H), 6.50(dd,J,=3.47Hz,J,=1.60Hz, I Fl),
7.13(d.J=3.261-Iz. I1-1). 7.18(dd,  J,=10.18 Hz,
J,=1.26 H z, 11-1), 7.58(d, J=1.71 Hz, 111). MASS
(ES+) : 678.9(M+Na )' SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  94 Comp. X11-NMR (d
ppm), MASS (El / ES+. n2/z)  No 113.59
I.06(d,./=7.16IIz,311), 1.21(s,311), 1.35-1.41 (m, I
H), 1.56(s,3H), 1.62-1.9(m, IIH),2.28-2.51(m,411),
2.73-2.81(m, 1II).3.17(d.  .1=2.84112,
111).3.42-3.49(m, I1i),3.66(d,J=16.8711z,
IH),3.75(d,J=I6.8614z, 111),4.44(d,J=8.4611z,
III).4.51(d,./=15.31112, III).  4.74(d, J=15.33Hz, I
H), 5.33-5.50(m, I H), 6.40(dd,J1=10.18Hz, J2=1.82Hz,
I H), 6.45(s, I H); 6.50(dd, J,=3.48Hz,./,=1.79112.
III ),  7.13((I,./=3.41 liz, I H), 7.17(dd,
J1=10.081-lz, J2=1.08Hz, I H), 7.59(d, J=1.89Hz.
11-1). MASS (ES+) : 693.0(M+Na)' 113.60
0.95((,./=7.38Hz, 3H), I.06(d,J=7.181iz, 311),
1.12(s.3H), 1.34-1.40(m. Ili). 1.55(s, 311).
I.64(q,./=7.4411z. 211). 1.74-I.94(m.311).  2.30(t,
J=7.4614z, 211), 2.36-2.50(m, 414), 2.72(s, I H),
3.42-3.47(m, I H), 3.53(dd, J,=14.08112, /,=6.921-lz,
114). 3.67(dd,./,=14.01112.  ./,=5.3311z, Ili),
4.42(4, J=8.53Hz, I li), 4.50(dd, J,=13.23Hz,
J2=4.74Hz, Ili), 4.62(dd, J,=13.20112, J,=5.7OHz,
111), 5.32-5.49(m. 111).  5.67-5.81 (m, 211), 6.39(dd,
J,=10.191-Iz, J2=1.80W, 114), 6.45(s, I H), 6.49(dd,
J,=3.49Hz, J2= 1.5614z, 111), 7.12(d,./=3.421 Iz.
111),  7.16(dd,J,=10.15Hz,J2=1.02Hz, IIll.
7.58(d,J=0.7911z, IH).MASS(ES+):669.0(M+Na)' 111.61
1.03(d_ 1=7.1211z. 311), I.19(s.3H),-1.25-1.42(m,
211), I.55(s, 3H), 1.65-I.96(m, 311), 2.21-2.46(m,
411), 3.45(m. 111), 3.71(d../=16.511-Iz,  III).
3.79(d;./=16.46Hz, I H ), 4.20-4.30(m, 211), 4.46(d,
J=8.42Hz. I H), 5.30-5.50(m,111). 6.42(dd, J,=I0.05Hz,
J,= 1.801-1z. III ), 6.47(s,  111), 7.15(dd,
J,=10.15Hz, J2=1.21 Hz, I H), 7.43(d, J=8.59Hz, 2H),
7.86(d. J=8.55Hz, 211). MASS (ES+) : 640.9(M+ Na)'
113.62 I.03(d,J=7.05Hz,311), 1.20(s,3H),
1.22-1.93(m,8H),2.29-2.51(m,4H), 3.44-3.50(m,
1H).3.71(d,J=16.42Hz, I14),3.80(d,J=16.521Iz.  114 ),
4.26-4.32(m, 2H), 4.46(d, J=8.8I Hz, I H),
5.33-5.50(m,l H), 6.40-6.42(m, I H), 6.46(s, I H),
7.16(dd. J=10.15Hz, III ). 7.39(d,  .J=7.91 Hz, I H),
7.55(d, J=7.56Hz, I H)7.79(d, J=7.76Hz, I H), 7.91(s,
I H). MASS (ES+) : 640.9(M+ Na)' 113.63
I.06(d,J=7.I4Hz, 311), I.19(s,3H), 1.36-1.41(m, I H),
1.55(s, 3H), 1.74-1.99(m, 311), 2.17-2.51(m, 511),
3.42-3.46(m, Ili), 3.69(4.  J=16.73 Hz, I ti), 3.76(d,
J=16.91 Hz, I H ), 3.81(s, 314), 4.45(d, J=8.63 Hz, I
H), 4.66(td, J,=15.52 Hz, J2=1.70Hz, I H), 4.73(td,
J,=I5.49Hz,  J2=1.71 liz, I H). 5.33-5.49(m, I H),
6.40(dd, J,=10.12Hz, J2=1.72Hz, I H),6.45(s, I H),
6.50(dd, J,=3.48Hz, J,= 1:681-1z, 114), 7.14(4,
./=3.43liz, I H), 7.16(dd, J,=10.091-1z, J2=0.99Hz, I
H). 7.59(d, J=0.92Hz, I H). MASS (ES+) : 654.9 (M +
Na)'. 113.64 1.06(d, J=7.16Hz, 311), 1.19(s,3H),
1.33(t,J=7.05Hz, 311 ), 1.36-1.41(m, 1 H), 1.55(s,
311), 1.74-1.99(m, 311), 2.28-2.50(m. 4H), 2.56(d,
J=1.85Hz, I H ), 3.42-3.47(m, I H), 3.69(d, J=16.88Hz,
I H), 3.76(d, J=I6.88Hz, I H ), 4.22(q, J=7.13Hz, 211
). 4.44(d, J=8.65Hz, I H).  4.65(d, J=15.49Hz, I H),
4.72(d, J=15.41 Hz, I H), 5.33-5.49(m,l H), 6.40(dd,
J,=10. 1311z, J2=1.63Hz, I H), 6.45(s,1 H),
6.51(d(l,./,=3.44Hz  J,=1.691-1z, I H), 7.14(d.
J=3.50Hz, I H), 7.16(d, J=I0.20Hz, I H), 7.59(d,
J=0,87Hz, 111). MASS (ES+) : 669.1(M + Na)'. 113.65
1.06(d, J=7.I9Hz, 311), I.20(s,3H), 1.34-1.43(m, 111),
1.50(s, 9H), 1.55(s, 311), 1.62-I.99(m, 311),
2.28-2.54(m, 511), 3.43-3.48(m, III),  3.68(d,
J=16.701-1z, I H), 3.77(d, J=16.65Hz, I H ), 4.44(d,
J=8.51 Hz, I H ),,4.574.68(m, 211), 5.33-5.49(m, I H),
6.40(dd, J,=I0.06H2, J'= 1.7911z. I H),6.45(s,I H),
6.50(dd, J,=3.48Hz,J2=1.78Hz, I H), 7.11-7.14(m, 211),
7.59(d,J=1.00Hz, I H). MASS (ES+) : 697.0(M + Na)'
113.66 0.96(d,J=6.74Hz,6H),I.06(d,J=7.13Hz,3H),
I.19(s,3H), 1.35-1.41 (m, I H), 1-55(s" 3H),
1.74-2.00(m,4H), 2.29-2.52(m, 511), 3.43-3.46(m  I H).
3.69(d, J=16.80Hz, 1 H), 3.77(4, J=I6.79Hz, I H ),
3.93(d. J=6.72Hz, 211 ), 4.44(d, J=8b2Hz, Ili),
4.66(d, J=I5 49112, Ili). 4.71(4.  J=15.48Hz, I H),
5.33-5.49(m, l H), 6.40(dd, J,=10.I8Hz, J2= 1.481-1z,
I H),6.45(s, I H), 6.50(dd, J,=3.36Hz. J,= I.59Hz. 1
H). 7.13 7.16(m,2H), 7.59(s, I H). MASS (ES+) :
697.0(M + Na)'. 10.67 1.06(d, J=7.14Hz, 311), 1.19(s,
314),1.35-1.4 I(m, I H), I.55(s, 311),
1.77-2.14(m,5H), 2.28-2.72(7, 5H), 2.55(t, J=7.26Hz,
2H). 3.42- 3.47(m, I H), 3.59(t, J=6.37Hz, 2H),
3.64(d, J=16.76Hz, I H), 3.76(d, J=16.58Hz, I H);
4.46(d, J=8.65Hz, I H), 4.58(d, J=153911z. 111).
4.73(d. J=15.40Hz, I H), 5.33-5.49(m,I H), 6.40(dd,
J,=I0.14Hz, J2=1.64Hz, 111), 6.45(s, I H),
6.50(dd,./,=3.4Hz, J,=1.57Hz. 1111. 7.1 3(d,
J=3.45Hz, 111), 7.18(d, J=9.98Hz, 111), 7.59(d, J
0.75Hz, I H)- MASS (ES+) : 679.0 113.68 I .05(d,
J=7.14Hz, 311), 1.12(s.31-1), 1.19(s, 911),
1.34-I.40(m, 1 H), 1.55(s, 3H), 1.71-2.06(7. 31),
2.27-2.52(m, 411), 3.42-3.47(7, Ml,  3.63(d,
J=11.76Hz, I H), 3.68(d, J= 11.84Hz, I H), 4.43(d,
J=9.2OHz, I H), 4.74(dd, J,=13.06Hz, J,=6.26Hz. I H),
4.79(dd, J,=13.58Hz,  J,=6.06Hz, I H), 5.32-5.49(7, I
H), 5.55-5.74(m, 111), 6.39(dd, J,=10.19Hz, J2=1.41
Hz, Ili), 6.45(s, 2H), 6.49(dd. J,=3.34Hz. J,=1.531iz.



1 I-I), 7. I2(d, J=3.45Hz, I H), 7.15(d, J=10.17Hz, I
H), 7.58(s, I H). MASS (ES+) : 683.0(M+Na)' 113.69 I
.06(d, J=7.15Hz, 311), 1.13(s,314), 1.20(s, 911),
I.34-1.42(m, Ili), 1.55(s, 3H), 1.71-I .95(7, 311),
2.17-2.53(m, 411), 2.81(s, I H), 3.42- 3.49(m, 111),
3.54(dd, J,=14.17Hz, J,=7.36Hz, I H), 3.67(dd,
J,=14.01 Hz, J,=5.52Hz, 111), 4.42(d, J=8.46Hz. I H),
4.50(dd..J,= 13.61 Hz.  ./,=4.34Hz, I H), 4.62(dd,
J,=13.51 Hz, J,=5.S9Hz, I H), 5.32-5.49(m, I H),
5.64-5.80(m, 2H), 6.39(dd, J,=10.18Hz, J,=1.771-lz.
114),6. ' 45(s, H), 6.49(dd, Ji=3.43Hz, J2=1.80Hz, I
H), 7.12(d, J=3.31 Hz, I H), 7.15(dd, J,=10.24Hz,
J,=0.78Hz, I H), 7.58(d. J=0.85Hz, I H). MASS  (ES+) :
683.1(M+Na)' IB.7(1 I.06(d, 311, J=7.16Hz), 1.19(s,
3H), 1.36-I.42(m, I H), 1.56(s, 3H), 1.77-I .96(m,
311), 2.29-2.52(7, 5H), 3.41-3.45(7, 114).3.70(d' Ili.
J=16.78Hz),3.77(d,J=I6.93Hz. IH),4.46(d,J=8.62Hz,
IH),4.77(d,J=15.3OHz, IH),4.89(d,J=l5.311iz.
111).5.33-5.50(7. 111 ).5.99(x,  Ili), 6.40(dd,
J,=10.I6Hz, J2=1.75Hz, 111), 6.45(s, 111), 6.50(dd,
J,=3.47Hz, J,=1.67Hz, I H), 7.12(d, J=3.41 Hz, I H),
7.17(d, J=10.191iz,  I H), 7.59(s, I H). MASS (ES+) :
597.2[ (M+Na)' of 113.4 113 ,71 0.92(q, J=4.52Hz,
311), I.06(d, J=7.1 I Hz, 3H), 1.15(dd, 311), 1.22(s,
311), 1.22(s, 31), 1.35-1.41(m, 114), I.56(s,3H),
1.46-2.00(7, 511).  2.29-2.53(7, 5H), 3.22-3.26(dd, I
H), 3.40-3.50(m, 111), 3.66(d, J=16.58Hz, 111),
3.75(d, J= I6.83Hz. I H), 4.45(d, J=8.39Hz. I H ),
4.48- 4.53(2, I H),5.33-5.50(7, I H),
6.40(dd,J,=10.I5Hz, J2=1.71 Hz, 111), 6.45(s, I H),
6.50(dd, J,=3.39Hz,J,=f.67Hz, 111), 7.13(d../=3.491iz,
1 H), 7.19(d, J=10.13Hz, I H), 7.58(s, 11-1). MASS
(ES+) : 659.3 18.72 ' 1.03(s,91-1), I.05(d, J=7.35Hz,
3H), 1.20(s, 3H), 1.35=I.40(m, Ili), I.56(s,3H),
l.72-2.03(m, 311), 2.20(4. J=13.1 11-1z, III). 2.24(d,
J=13.16Hz, 111), 2.29-2.54(m, 4H), 3.07(s, I H), 3.44
3.48(m,I H), 3.63(d, J=16.81 Hz, I H), 3.78(d.
J=16.84Hz. I H), 4.44(d, J=8.471iz.  111). 4.50(d,
J-15.41 Hz, I H), 4.73(d, J=I5.35Hz, I H),
5.33-5.50(m. 111). 6.40(dd, J,=10.17Hz. J2=1.78Hz,
111). 6.45(s, Ili). 6.50(dd.  J,=3.45Hz,J,=1.78Hz,
IH),7.14(d,J=3.37Hz, IH),7.18(dd,J,=9.63Hz,J2=1.07Hz,
IH),7.59(s, I H).MASS(ES+ :673.3 IB.73
I.06(d,J=7.17Hz, 3H), I.I5(1,J=7.57Hz, 311), 1.20(s,
311), 1.35-1.41(m. Ili), 1.56(s, 3H). I .74-2.00(7,
3H), 2.28-2.52(7.(i11). 3.10(d,  J=2.84Hz, I H),
3.42-3.46(m, 111), 3.66(d,J=I6.8OHz, I H), 3.75(d,
J=16.82Hz, 111), 4.45(4, J=8.54Hz, I H), 4.54(4,
J=15.48Hz. I ft  4.73(4, J=I 5.38Hz, I H),
5.33-5.40(m, I H), 6.40(dd, J,=I0.1 1 Hz, J2=1.76Hz,
111), 6.45(s, I 1-1), 6.50(dd, J,=3.49Hz, J,=1.651Iz.
111).  7.13(d, J=3.351iz, I H), 7.18(dd, J,=10.06Hz,
J2=1.04Hz, 111), 7.59(d, J=0.80Hz, I H).MASS (ES+)
:631.3 113.74 0.98(d,J=7.IOHz, 3H), 1.16(s, 3H);
1.30-1.36(m, Ili), I.40(t,J=7.I2Hz.3H), 1.54(s,311), I
.73-I_99(m, 511), 2.10-2.47(7, 811), 2.61(7.
IH),3.11-3.19(7, IH),3.31-3.35(m,
IH),3.67(d,J=16.9OHz,
IH),3.73(d,J=16.78Hz.IH).4.36-4.41(in,3H).4.79(6.J=15.
23Hz, IH).  4.88 (4, J=15.28Hz, 111), 5.31-5.48(m, 1
H), 6.38(d, J,=10.17Hz, 111), 6.43(s, 111), 7.17 (d,
J=10.05Hz, I H).MASS (ES+) : 585.22 ]  (M+Na)'
of'113.08 ] SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  95 Comp. 'H-NMR (b ppm), MASS (El /
ES+. m/:)  No 111.75 0.98(4,./=7.18Hz, 311),
I.16(s.311), I.18(d,J=3.67Hz.311), I.20(d,J=3.71 Hz.
311).1.29-1.35(m, Ili), 1.54(s, 311). 1.70-1.99(m,
511), 2.16- 2.61(m, 911), 3.12(4"1=3.61liz, Ili),
3.12-3.20(111, Ili), 3.33-3.38(m, IH),
3.65(d,J=16.64Hz, Ili), 3.72((I,./=16.261I,.,.I
II).4.40(d,  .1=893, 111),4.52((I"/=15.32,
II4),4.73(d,J=15.33Hz, III), 5.31-5.48(m,
I11),6.37(dd,./,=10.091Iz,.1,=1.7711z.II-I),6.43(s,
111). 7.16 (d,  ./,=10.1014z, J =1.10Hz, 111). MASS
(ES+) : 633.25 111.76 1.06(d, J=7.17Hz, 311), I.22(s,
314), I.35-1.41(m. 114), I.57(s,314), I.67-2.03(m,
111), 2.29-2.53(m.411). 3.31(d../=3.061Iz. III).
3.45(m.  I11),3.67(4,J=/6.78Hz,
IH),3.73(d,J=17.1014z.114).4.45(d.J=7.4?Hz,
I11),4.48(d,J=/5.4/Iiz, II1),4.73(d../=15.401Iz, I11).
S.33- 5.40(m, I11),6.40(dd,J,=10.07Hz,J2=1.79Hz,
IH),6.45(s, I14),6.50(dd,J,=3.471iz,J,=1.81 Hz.
III).7.14(d.J=3.2811z. III). 7.IBfdd,  .11= 10.071-1z,
J,=1'.07 Hz, I H), 7.58(d, J=0.97 Hz, I H). MASS (ES+
: 737.4 113.77 I.06(d,J=7.12Hz, 311), I.19(s,3H),
1.25-I.43(m.211). 1.55(s. 3H), 1.74-1.97(ni, 3H),
2.28-2.50(7, 411), 3.24(q.J=10.071iz, 211),3.42-
3.45(7, 111), 3.68(d. J=16.80Hz. I H), 3.76(d,
J=16.8211z, I N ), 4.45(d, J=8.561 1z, III), 4.65(d,
J= 15.34Hz., I H), 4.93(d,./= 15.371 lz, I I I ).
5.33-5.49(m,1li), 6.41(dd,J,=l0.14Hz.J2=1.72Hz.
IH),6.4I(s,Ili), 6.51(dd,.1,=3.42Hz,./,=I.62Hz. 111),
7.13(d.J=3.421Iz. III). 7.16(4,  ./=10.1411z, I H),
7.59(s, I H). MASS (ES+) : 707.13(M + Na)" 



113.78 1.06(d, J=7.I4Hz, 3H), 1.23(s, 3H),
1.35-I.41(m, I H), 1.57(s,3H), 1.77-l.99(m, 3H),
2.28-2.53(7, 4H), 3.11 (s, I H), 3.39-3.45(m, Ili), -
3.45(s.311),3.67(d,J-17.19Hz, IH),3.73(d,J=I6.96Hz,
IH),4.03(d,J=I6.48Hz, IH),4.10(d,J=I6.55Hz,
IH).4.43(d,J=8.741-Iz, 1II),  4.58(d, J=15.30Hz, 114),
4.58(d. J=15.33Hz, I H), 5.33-5.50(m, I H), 6.39(dd,
J,=10.14Hz, J,=1.71 Hz. I H), 6.45(s. I H), 6.50(dd, -
.11=3.41 llz,.1,=1.76Hz, I H), 7.12(d, J=3.55Hz. I H),
7.17(dd.J,=10.19Hz. J,=0.74Hz, I H), 7.58(d, J=0.71
Hz. I H). MASS (ES+) : 647.24 113.79 I.06(d,J=7.I6Hz,
314), 1.23(s, 3H), I.27(t,J=7.04Hz, 3H), 1.35-1.41(7,
I H), 1.56(s,3 H), 1.73-I.99(m, 3H), 2.28-2.53(m.
411), 3.17(s,  Ili ). 3.39-3.42(m, I H), 3.57(dd,
J,=7.03 Hz, J2=2.38 Hz, I H). 3.60(dd, J,=4.44 Hz,
J,=2.44 Hz, I H), 3.65(d, J= 16.18 Hz, I H). 3.73(d,
./=16.94Hz, I H), 4.07(d, J-1 6.64H7- I H), 4.14(d,
J=16.63Hz, I H), 4.43(d, J=8.74Hz, I H), 4.56(d,
J=15.41 Hz. I H). 4.85(d. J=15.301-Iz,  11-I),
5.33-5.50(7, I H), 6.38(dd, J,=l0.11 Hz, J,=1.72Hz, I
H), 6.45(s, I H), 6.50(dd, J,=3.49Hz. J2= 1.6511z, I
H). 7.12(d, J=3.371-Iz, I 11),  7.17(d, J=10.17Hz, I
H); 7.58(d, J=1.57Hz, I H). MASS ES+ : 661.22 113.80
1.05(d, J=7.10Hz, 3H), 1.18(s,3H), 1.25-I.42(m, 2H),
1.55(s, 3H), 1.71-2.00(7, 3H), 2.17-2.51(7, 4H),
2.62-2.68(m. 4H), 3.43-3.49(111, I H)
3.68(4,J=16.72Hz, I H), 3.75(d, J= 16.78Hz, I H
),4.45(d,J=8.41 Hz, I H), 4.58(d. J= I 5.45Hz,
IH),4.74(d,J=I5.451Iz, II 1), 5.33-
5.49(m,IH),6.42(dd,J,=10.09Hz,J2=1.58Hz,
IH),6.45(s,IH),6.51(dd,J,=3.41Hz,J2=1.69Hz, IH),
7.14(d, J=3.41 Hz, It 1),7.22(d,  ./=10.04Hz. I H),
7.59(s, 1 H). MASS (ES+) : 697.16(M+Na)' 113.81
1.06(d. 3H, J=7.17 Hz), I.18(s, 3H), I.35-1.41(7, I
H), I.56(s, 3H), 1.77-1.99(7, 3H), 2.09(s, 3H),
2.28-2.51(m. 4H), 2.91(4. 111.  J=2.60Hz),
3.42-3.47(m, I H), 3.66(d, I H, J=I6.74Hz), 3.76(d,
J=16.78Hz, I H), 4.46(d, J=8.63 Hz, I H), 4.56(d,t,
J,= I5.461lz, .J,= 1.78 1 Iz, I H), 4.70(d,
J,=15.39Hz, J,=1.65Hz,I H), 5.32-5.50(7, I H),
6.39(dd, J,=I0.07Hz, 4,=1.79Hz, I H), 6.45(s, I H),
6.50(dd,.J,=3.5314z.  J,=I.681Iz, 114), 7.14(d, J=3.37
Hz, I H), 7.20(dd, J,=10.I8Hz,J,= 1.23Hz, 114),
7.59(d, J=0.86Hz, I H).MASS (ES+) : 617.1 113.82 I
.06(d, J=7.18Hz, 3H), I.13(s,3H), 1 .16(d, J=1.26Hz,
3H), 1.18(d,J=1.30Hz, 3H), 1.34-1.43(m, I H), I.55(s.
3H). 1.77-I_95(m, 311). 2.28- 2.53(1, 4H),
2.53-2.80(m, I H), 2.81(ni, I H), 3.43-3.48(7, I H),
3.54(dd,J,=14.12Hz, J,=7.29Hz, I H), 3.66(dd.
J,=14.07112,./,=5.451Iz.  114), 4.43(d, J=8.57Hz, I
H), 4.50(dd, J,=13.32Hz, J,=4.52 Hz, I H), 4.62(dd,
J,=13.25Hz../,=S.69Hz, I H), 5.32-5.49(7, I li), 5.65-
5:80(7.2H),6.39(dd,J,=10.I5Hz,J,=1.79Hz, I H), 6.45(s,
IH),6.50(dd,J,=3.46Hz,J,=1.64Hz, IH).7.1I(d.J=3.43Hz.
Ili ). 7.I61dd.  J,=10.03 Hz, J,=0.93 Hz, I H),
7.58(d, J=0186Hz, I H). MASS (ES+) : 647.1 113.83
1.06(d, J=7.17 Hz, 3H), 1.12(s, 3H), 1. 16(d, J=6.98
Hz, 611), 1.34-1.40(m, IH), 1.55(s, 3H), 1.77-2.06(7,
3H). 2.28-2.59(7, 5H), 3.42- 3.47(1, I H), 3.66(d,
J=7.82 Hz, 2H), 4.44(d, J=9.08Hz, I H), 4.75-4.79(m,
2H), 5.34-5.47(m, I H), 5.58-5.72(m. 2H),
6.39(dd,./,=10.161-Iz.  J,=1.79Hz, IH),6.45(s,
IH),6.49(dd,J,=3.41 Hz, J,= 1.82 Hz. I H), 7.12(d,
J=3.19Hz, IH),7.16(dd,J,=10.08Hz,J,=1.06 Hz.
IH).7.58(hi- s, I H). MASS (ES+ : 647.1 113.84
0.98(d,J=7.15Hz, 3H), I.17(s,3H), 1.22(s, 9H),
I.27-1.38(7, IH), I.54(s,3H). I.70-1.99(7, SH),
2.17-2.50(m. 8H), 3.12-3.18(7, III),  3.21(d,
J=3.24Hz, I H), 3.35-3.38(m, I H), 3.65(d. J=16.86Hz,
I H), 3.65(d, J=16.86Hz, 11-1), 3.72(d,./=17.02 Hz.
114 ), 4.39((1_1=9.61 112:  IH).4.51(d,J=15.31 Hz, I
H), 4.73(d, J= 15.3 3 Hz,
IH),5.3I-S.48(m,IH),6.37(dd,J,=10.1IHz,J,=1.61 Hz,
IH).6.43(s, II-I).7.15((. J= 10. MHz, I H). MASS (ES+)
: 647.1 113.85 0.86(t,J=7.46Hz, 3H), 1.05(d,J=7.15Hz,
3H), 1.17(s, 6H), 1.23(s, 3H), 1.35-1.41(m, I H),
1.56(s,3 H), 1.73-2.01(7, 3H), 2.29-2.56(m, 41-13,
3.36(br-s, I H), 3.43-3.49(7, I H), 4.40(d, I H),
4.48(d, J=15.37 Hz, I11). 4.76(d, J=15.31 Hz, I H),
5.34-5.50(m- I H), 6-40(44,./,=I0.1711z.  J,=1.72Hz, I
H), 6.45(s, I H), 6.50(dd,J,=3.44Hz.J,=1.67 Hz. I H),
7.13(d,J=3.37 Hz, I H), 7.1 7(dd,
J,=10.07Hz.J2=0.60112. 11-1), 7.581 s. I H). MASS
(ES+) : 673.26 113.86 0.96(s, 3H), 1.06(d, J=5.33Hz,
3H), 1.07(s, 3H), 1.13(s, 3H), 1.25(s, 3H),
1.35-1.41(m, I H), 1.56(s,3H), 1.69-2.13(ni. 6H).
2.28-2.57(7,  511). 3.10(s, I H), 3.39-3.42(m, I H),
3.66(d, J=16.62 Hz, I H), 3.73(4, J=17. IOHz, I H),
4.53(4, J=8.29Hz, I H). 4.64(d,.1=15.201 Iz. 111).
4.92(4../=15.23 Hz, I H), 5.33-5.50(m, I H), 6.41(dd,
J,=10.07 Hz, J2=1.78 Hz, I H), 6.44(s, I H), 6.49(dd,
J1=3.51 Hz. J,=1.70Hz, 11-1),  7.12(4, J=3.41 Hz, I
H), 7.29(44, J,=10.04Hz, J,=0.99Hz, I H), 7.58(d,
J=0.95 Hz, 1 H). MASS (ES+) : 777.18(.M+Na)' 113.87
1.06(4, J=7.15 Hz, 3H), 1.23(s, 3H), 1.33(s, 9H),
1.33-1.38(m, I H), 1.56(s, 3H), 1.77-2.08(m, 3H),
2.29-2.53(m.414), 3.47(7, 11-1), 3.61(4,  J=16.75 Hz,
I H), 3.80(d, J=16.80Hz, I H), 4.38(d, J=I6.03Hz, I
H), 4.44(d, J=8.47 Hz, 114), 4.72(d, J=1 5.70 Hz.
111), 4.78(s. III ). 5.33- 5.49(7, 111), 6.39(dd,
J,=10.09Hz,J2=1.72Hz, I H), 6.45(s, I H),
6.50(dd,J1=3.45 Hz, J,=1.62Hz, I H), 7.14(m. 2H).
7.59(d../=0.741-Iz. I I I).  MASS (ES+) :
696.20(M+Na)+ 113.88 1.06(d, J=7.17Hz, 3H),
I.18(s,3H), 1.35-1.41(m, 2H), 1.55(s, 3H),
1.77-1.96(7, 3H), 2.17-2.47(m, 4H). 3.42-3.46(7, Ili),
3.66(4,  J=16.77 Hz, I H), 3.76(d, J=16.80Hz, I. H ),
4.1 5(q, J=7. l 5 Hz, 2H), 4.45(d, J=8.67 H z, I H),
4.59(d, J= 15.47 Hz. I N ) . 4.73 (d, .J= 15.361-1 z,
1 H)  



5.32-5.49(m,lH),6.40(dd, J,=10.09Hz,J,=1.75Hz,
IH),6.41(s,l H), 6.51(dd, J,=3.46Hz, J,=1.81 Hz, IH),
7.13(d..1=3.361 1z, II1).7.20(44,  J,=10.14Hz.
J,=1.08Hz, 1 H),7.59(s, I H). MASS ES+ : 725.18(M +
Na)' 113.89 0.78(4, J=6.98Hz, 3H), 0.88(d, J=7.03Hz,
3H), (d, J=6.41 Hz, 3H), 1.02-I.10(m, 5H), 1.20(s,3H),
1.30-1.49(7, 311), 1.55k. 311), 1.69  2.00(7, 7H),
2.28-2.51(7, 4H), 2.59(s, I N ), 3..42-3.46(m, I H),
3.69(d, J=16.56Hz, I H), 3.76(d,.1=16.1)1 Hz. Ili ),
4.4214../=8.58 Hz. 11-1)  4.59(td,./,=10.91 Hz,
J2=4.39Hz, IH), 4.62(d, J=15.52Hz, I H), 4.72(d,
J=15.41 Hz, I H), 5.32-5.49(m,l H),
6-40(dd../,=10.I811z../,=1.81 liz  111), 6.45(s,l H),
6.50(dd,J,=3.47Hz,J,=1.78Hz, I H), 7.12-7.14(7, 2H),
7.59(s,l H). MASS (ES+) : 779.32(11 - Na)' SUBSTITUTE
SHEET (RULE 26) WO 2007/099548 PCT/IN2007/000039  96
Comp. 'H-NMR (b ppm), MASS (El / ES+, at/.)  No 113.90
I_06(d,./=7.1411-.,311), 1.17(s,311), 1.34-1.40(111.
114). 1.55(s, 311),
1.76-1.97(m,311).2.06(s,311).2.2X-2.54(m,411).3.41-3.4
0 (m, III).
3.67-3.75(m,211),4.00(dd,J,=18.221Iz,JI=5.4(i11z,
Ili),4.09(dd,J,=18.221Iz,J2=5.8411z,
111).4.41(4,./=5.XIIlz. III).4.7l(s,211(.5.32- 5.49(m,
III),6.11(s, Ili),6.39(dd,J1=10.161-lz,J2=i.791iz,
Ili),6.45(s, IN),6.50(dd,J,=3.451iz,./,=1.77112, III),
7.12(4../=3.5111z. III).  7.19(88, J1=10.09Hz,
J2=096Hz, 111), 7.58(d, J=0.901iz, 111). MASS ES+) :
696.13(M+Nu )' 113.91 0.96(d" /=6.72IIz,3H),
I.05(d,.1=7.I5Hz,311), I.19(s,311), 1.35-1.41(m, IH),
I.55(s,311). 1.78-2.02(m,411),2.30-2.63(m.511).3.41-
3.45(m, 114), 3.70(4, ./= 16.811 I z. 111), 3.76(d,
J=16.76Hz, I H ), 3.93(d, J=6.80Hz, 2 H ),
4.44-4.46(111, III), 4.66(4../=15.5 3112, 1 11),
4.71(8.  ./=15.50Hz, I11),5.33-5.49(m; I11),6.40(dd,J1
10.13Hz,J2=I.67Hz, IH),6.46(s, IH),6.94(8,./=4.0(1112,
III),7.15(d,J=111.22112, III),  7.53(d,J=4.0Il4z,
Ili). MASS (ES+ :747.0(M+Na)' IB.92
1.05(d,J=7.I4Hz,3H), I.18(d,J=6.98Hz,3H),
I.I9(d,J=7.13Hz,3H), 1.22(s,3H). 1.35-1.41(m, Ili),
1.56(s,31i), I.78-2.00(m,31-1),2.28- 2.63(m, 511).
3.23(d, J=3.I9Hz, IN), 3.40-3.45(m, Ili), 3.67-3.75(m,
2H), 3.45-3.47(m, I H ), 3.49-3.77(m, 211),
5.33-5.50(m, I Fq, 6.41(88,  J,=I0.I5Hz, J,=I.791-Iz,
111),6.46(s. I H), 6.93(d,J=4.OHz, Ili), 7.1 8(dd,
J1=10.141iz, J,=1.081-Iz, 111). 7.53(d,.1=4.08112,
III). MASS  (ES+) : 717.12(M+Na)' 113.93 I .06(d,
J=7.161-Iz, 311), I .17(s,3[I), I.33(t, J=7.I2Hz, 3H
), I.36-1.40(m, Ili), I .55(s, 311), 1.71-1.97(m,
311), 2.28-2.48(m. 411). 2.71(s, Ill )  3.42-3.48(m,
Ili), 3.68(d, J=I6.79Hz, I H), 3.77(d, J=16.60Hz, Ili
),4.25-4.30(m,214 ),4.44(m. I I-i), 4.68(d, J=15.47Hz.
III). 4.81(8,  J=15.45Hz,
II1),5.32-5.49(m,IH),6.21(d,J=12.OIHz,
(H),6.32(d,J=I1.98Hz, Ili
),6-40(dd,./,=10.101-iz../2=1.75]iz. 111).6.45(s.111).
6.50(dd,./,=3.47Hz,./2=I.75Hz, Ili),7.13(d,J=3.42Hz,
Ili), 7.I9(dd,J,=10.25Hz../,=0.8Iliz,
IH).7.59(d,.1=0.88Hz., III). MASS(ES+)  723.22(M+Na)'
113.94 I .06(d. J=7.17Hz, 311), I.18(s,3H),
1.35-I.41(ni, Ili), 1.56(s,34-1), 1.74-I .99(m, 3H),
2.28-2.47(m, 411), 2.63-2.69(m, 411), 2.93(s. l 11
),3.43.  3.47(m, Ili), 3.66(4, J=16.86liz, Ili),
3.70(s, 3H), 3.76(d, J=17.21 Hz, Ili ), 4.45(d,
J=8.6OHz, Ili), 4.59(4, ./=15.38Hz, III). 4.68(4,
J=15.45liz,
Ili),5.33-5.50(m,IH),6.41(dd,J,=10.15Hz,J2=1.76Hz,
IH),6.46(s,IH),6.51(dd.J,=3.451-Iz,J,=1.641-lz, 111).
7.13(d,  J=3.43Hz, 111), 7.19(4,J=9.97Hz, IIi),
7.59(d,J=0.73Hz, Ili). MASS (ES+) : 71I.I9(M+Na)*
IB.95. I .06(d, J=7.07Hz, 3H), I.18(s,3H), I.23(d,
J=6.2OHz, 3H), 1246(d, J=6.25Hz, 3H), I.35-I.41(m,
111), 156(s, 31-1), 1.74-2.00(111, 314), 2.28- 2.51(5,
411), 2.58-2.67(5, 4H), 3.00(s, I l i) ,3.43-3.47(m, I
H), 3.65(d, J=16.97Hz, Ili); 3.76(d"1=I7.57Hz, Ili
).4.46(d../=8.05Hz. Ili),  4.59(d,J=15.43Hz,
IH),4.72(d,J=15.4OHz, IH),4.96-5.06(m,
IH),5.33-5.49(m,IH),6.4I(dd,J,=10.20Hz,J,=1.24Hz,
II-I),6.46(s,III),  6.51(dd. J,=3.I3Hz, J,=I.24Hz, I
H), 7.13(d, J=3.33Hz, i H), 7.19(d, J=I0.1 I Hz, I H),
7.59(s, Ili). MASS (ES+) : 739.31(M+Na)' IB.96
0.92(d,J=6.64Hz,OH), I.06(d,J=6.64Hz,3H), I.18(s,3H),
1.36-1.41(m,.IH), I.56(s,3H),
1.74-2.06(ni,41i),2.29-2.51(m,41-I). 2.66-2.69(n,
411) ; 2.99(s, Ili ), 3.43-3.45(m, I H),
3.66(d,-J=16.76Hz, I H), 3.77(8, J=16.64Hz, Ili ),
3.88(d,./=6.57Hz, 211), 4.46(8, J=6.66Hz. 1I-I),
4.59(4, J=15.40Hz, I H), 4.73(d, J=15.33Hz, I H),
5.33-5.49(5,1 H), 6.41(4, J,=IO.I 1 Hz, I H). 6.45(s,
I Ii). 6.50(dd, J,=2.62liz..1,=1.21 Hz.  I l-I),
7.13(8, J=3.43Hz, Ili), 7.19(8, J=10.1 I Hz, IN),
7.59(s, I H). MASS (ES+) : 753.35(M+Na)' 113.97
0.92(1, J=7.32Hz, 3H),I.05(d, J=7.15Hz, 3H),
I.18(s,3H), 1.20-138(m, 5H), 1.40-1.62(m,414).
1.77-2.00(m2, 311).2.25-2.50(111.411).2.61-
2.69(m,41-1),2.97(s, Ili ), 3.42-3.47(m, I H), 3.65(d,
J=16.71 Hz, Ili), 3.76(d, J=16.87Hz. Ili I. 4.10(1,
J=6.71 Hz, 2H), 4.45(0, ./=8.59Hz.  H), 4.59(d,
J=15.45Hz, 10). 4.72(8, J=15.43Hz, I H), 5.32-5,49(m,I
H), 6.39(dd, J,=10.16Hz. J,=1.781iz, 11-1), 6.46(0H ).
6.50(88. J,=3.74Hz, J2=1 .47Hz, 111), 7. I3(d,
J=3.44Hz, Ili), 7.I9(dd, J1=I0.I OHz, J,=0.9I Hz,
11-1), 7.59(4, ./=1.08Hz, I H ). MASS (ES+) :  



753.18(M+Na)' 113.98 (.06(d,J=7.I2Hz, 3H), 1.21(s,
3H), 1.31(s,61-1), 1.35-1.41(m, Ili), 1.56(s,3H),
1.77-2.01(5, 311), 2.29-2.53(111, 411),
2.91(4,1=2.261Iz.  11-1), 3.43-3.47(5, Ili),
3.58-3.64(m, 2H), 3.66(d, J=I7.24Hz, I H), 3.76(d,
J=16.76Hz, 10). 4.45-4.47(5, I H), 4.57(8, J=15.361iz,
Ill).  4.78(d, J=15.36Hz, I H), 5.34-5.50(5, I H),
6.40(dd, J,=10.15Hz,J2=1.46Hz, IN), 6.45(s, Ili).
6.50(dd, J,=3.28Hz, J,=1.48Hz. Ili),  7.14(d,
J=3.49Hz, Ili), 7.18(dd, J=10.12Hz, 1 H), 7.59(s, I H
. MASS ES+) : 715.02(M+Na) 113.99 0.94(d, J=6.7OHz,
6H), I .06(d, J=7.I2Hz, 3H), 1.17(s,3H), 1.25-1.40(m,
Ili), 1.55(s,31-1), I .73-1.99(111, 4H), 2.28-2.46(5,
411). 2.73(s, I l i  3.43-3.47(m, I H), 3.67(d,
J=16.91 Hz, I H), 3.78(4, J=17.01 Hz, Ili ), 3.99(8,
J=6.69Hz, 2H ), 4.44(4, J=8.42 Hz, I H),
4.67(4../=15.51 Hz.  IFI),4.8I(d,J=15.46Hz,
IH),5.32-5.49(m,IH),6.22(d,J=12.05Hz,
IH),6.34(d,J=I2.03Hz.
Ili),6.39(dd,J,=10.13Hz,J2=1.651iz, 11-I),  6.45(s, l
1-I), 6.50(dd, J,=3.57Hz, J,=1.85Hz, IN), 7.13(8,
J=3.44Hz, I H), 7.19(d. J=10.20Hz. 11-1), 7.59(8,
J=0.67Hz, I H). MASS (ES+) :  751.16(M+Na)' 113.100
I.06(d, J=7.I5Hz, 311), I.16(s,3H), 1.25=1.41(m, 1 H),
I.56(s, 3H), 1.77-1.96(m, 3H), 2.28-2.49(5, 411),
2.71(s, I H ), 3.41-3.45(5, Ili),  3.67(8, J=16.72Hz,
I H), 3.77(d, J=16.87Hz, I H ), 3.82(s,31-1),4.46(m, I
H ), 4.74(d,J=15.44Hz, I H), 4.80(d, J=I5.44Hz, 11-1),
5.32-5.49(5  IH),6.42(dd,J,=10.16Hz,JI=1.79Hz,
IH),6.46(s,IH),6.50(dd,J,=3.45Hz,J2=l.76Hz, Ili).
6.86(4./=15.85Hz, IIi ),6.9(1(4-./=15.8211z.  Ili),
7.1 3(d, J=3.51 Hz, I H), 7:20(dd, J,=I0.OOHz,
J2=I.00Hz, I H), 7.59(d, J=0.73Hz, I FI ). MASS (ES+)
: 709.1 I (M+Na)' 113.101 0.96(4, J=6.59Hz, 6H), I
.05(8; J=7.1 15Hz, 31-1), 1.20(s. 3H), 1.35-1.41(m, I
H), I.56(s, 31-1). 1.77- 2.01 (m, 3H ), 2.052.12(111.
111). 2.21- 2.52(m. 61-1), 3.07(8, J=2.84Hz, I H),
3.43-3.47(m, I H), 3.65(8, J=16.86Hz, I H), 3.77(8,
J=16.79Hz, Ili), 4.45(4, J=8.6 311z, 11-I), 4.52(8,
J=15.42Hz, IN), 4.73(8, J=I5.34Hz, 11-1),533-5.48(m, I
H), 6.40(dd, J1=10.12Hz, J2=1.71 Hz, 11-1),6.45(s. I
H), 6.50(dd,.1,=3.431Iz,  J,=1.61liz, 1 H , 7.13 d,
J=3.43Hz, I H), 7.I9(dd, J=I0.I9Hz, III),
7.58(d,J=0.85Hz, 114). ,MASS (ES+) : 681.0(M+Na)
113.102 090(q,J=7.40Hz,3H), 1.05(d,J=7.14Hz,3H),
1.23(s,3H),:1.35-1.41(m, Ili), 1.50-1.65(m, 4H),
1.57(s,3I-1), 1.77-2.01(5, 31-I). 2.21- 2.55(0, 5H),
3.31(8, J=2.47Hz, I H), 3.44-3.47(m, I H), 3.64(d,
J=16.73Hz, I H), 3.76(d, J=16.7OHz. I 1-1), 4
43-4.46(5, Ili), 4.49(4.:  J=15.39Hz,
1H),4.78(d,J=15.38Hz, 10),5.34-5.50(m,
IH),6.40(dd,J,=10.08Hz,J2=I.62Hz, IH),6.45(s,
IH).6.50(dd,./,=3.37Iiz.,  J,=l.57Hz, I H), 7.13(d,
J=3.45Hz, 10), 7.19(dd, J=I0.16Hz, I H), 7.59(s, IH).
MASS (ES+) : 695.0(M+Na)' 113.103 1.05(4, J=7.18Hz,
314), 1.23(s, 31-1), 1.34-1.40(m, I H), 1.56(s, 3H),
1.77-2.08(m, 3H), 2.17-2.53(111, 41-1), 2.92(s, 6H),
3.44-3.48(5, I H),  3.64(8,J=16.62Hz, I H),
3.76(4,J=16.16Hz, I H), 4.01 (d, J=3.45Hz,
IH),4.4I-4.43(m, IH).4.49(4,./=15.61Hz.
I11),4.76(8../=15.5911 .  I I i ) , 5.33-5.50(111, I I
i ), 6.39(dd, J,=10.11 Hz, J,=l.75Hz, I H), 6.45(s, I
H), 6.50(dd, J,=3.47 Hz, ./,=1.741 l z, I11 ) ,
7.14(c1_1=3.401 I z. III ).  7. I8(dd, J,=10. I6Hz,
J2=0.91 Hz, I H), 7.59(s, I H). MASS (ES+) :
668.0(M+Na)' 113.104 1.06(d, J=7.12 Hz, 3H), 1.21(s,
3H), 1.35-1.41(m, IH), I.56(s, 3H), 1.79(s, 3H),
1.80(s, 3H). 1.80-1.98(111. 31-I), 2.28-2.52(5, 411),
2.70(4.  J=2.161iz, I H), 3.42-3.46(111, I H),
3.67-3.77(5, 2H), 3.44-3.46(m, I H), 4.62-4.85(m, 2H),
5.33-5.49(5, 114), 6.39(88,./,=1(1- 1511 Y.. J,=
1.7011z, I H), 6.45(s, I H), 6.50(dd, J,=3.44Hz,
J2=1.71 Hz, I H), 7.12(dd,J=3.42Hz, I H).
7(6(dd,./,=10.07Hz. J2=0.931Iz, 111). 7.58(X,  I H).
MASS (ES+) : 679.0 SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  97 Comp. 'II-NMR (b
ppm). MASS (EI / ES+. u(lc)  No 113.105
(/9O(d,./=G.311Iz,31i),0.91(d,.l=6.24112,311),
I.06(d,./=7.141lz.3H), 1.20(s,31-l), 1.35-1.41(m, IH),
1.47-1.59(111,311). I.Sb(s,3111. 1.77- 2.00(111, 311),
2.29-2.52(m, 411), 2.35(i, J=7.72Hz, 211),
3.10(d,./=2.651iz, 111).3.43-3.46(m, III),
3.65(4,./=/G.8011z, III). 3.77(4,  .1=I6.8IIIz,
III).4.44-4.46(m. 111),4.53(d,J=/S.3FIiz, III).
4,71(0,J=15.33 Hz. III),5.33-5.50(m
I11),6.39(dd,./,-Ii).I61l ../.=1.74112,  II1),6.45(x,
I,11),6.50(d([,.l,=3.431Iz,./,=1.77Hz,
111),7.13(4,./=3.601iz,
111),7.18(d(l,./,=10.22112..6=0.7211z, III). 7.59(x,
Ill). MASS  (ES+) : 673.(1 113.1116 1.06(4,./=7.181iz
311). I.I7(s.311). I.35-1.41(m, 111), I .55(s.3H).
1.74-1.97(to311), 2.28-2.48(111, 411).2.65(s. 111).
2.09-2,77(111.4111' 313  3.47(m,
II1),'3.67(c),J=16.80112, 111),3.76(d,J=1(v.76112,
Ili), 4.45(d,.1=8.68Hz.III),4.6)(d,./=15.48112,
111),4.74(4../=15.3811',. 1111.  5.32-5.49(m, I li ),
5.71(d, ./=50.6013z, 211), 6.41(dd, ./i=10.1811z,
.h=1.81 Hz, I l i ) , 6.45(s, I li ), 6.51(dd.
J,=3.491-Iz,,/,= I.64I Iz. I H 1. 7.13(d.
./=3.291'12, 111), 7.18(dd,./,=10.16I4z, ,1,=0.9I Hz,
Ili), 7.59(d, .1=0.7911z, I H). MASS (ES+) :
729:28(M+Na)' 



111.106 I.06(d, ./=7.17Hz, 311). 1.17(s,311),
1.25-1.41(m, Ili), 1.54(s, 313), 1.77-I_98(m, 31-1).
2.28-2.49(m. 511), 3.42-3.47(m. III). 3.69(4
.1=16.781Iz, II-1),3.78(4,J=16.8411z. III ),
4.44(4"/=8.74IIz, 113),4.66(0,.1=I7.091Iz,
111),4.84(4../=17.3111z, I11).5.32-5.49(m. 111)
5.78(0(I, ./,=50.72Hz, J,=1.89132, 1 1 1 ) , 5.82(dd,
J,=50.31 Hz, J.=1.91 Hz, 111), 6.34(d, J=12.0011x.. I
I I) ,6.38(d, ./=12.141iz. III ). 6.39(dd
./,=3.4614z,J,=1.60Hz,
11-I),6.45(s,lH),6.51(dd,.l,=3461'Iz../,=1.60Hz,
I1I),7.13(4,.!=3.421-Iz. III I. 7.17(4,./=1(1.16112.
III. 7.50(4  J=0.841Iz, iii). MASS (ES+) :
727.26(M+Na)' 113.108 1.06(4,./=7.151-Iz, 311),
I.19(s,3H), 1.25-1.41(m1, Ili), 1.55(s,311), I
.74-I.97(m, 3H), 2.29-2.50(111, 411), 2.8 1(s,' I II
). 3.43(11. 311). 3.68(d  ./=17.091Iz, 11-1), 3.75(4.
J=16.) 5Hz, I I I ), 3.77(s, 311), 446(d, J-8.71Iiz, I
l i ) , 4.62(4, ./=15.45112. 1 1 1 ) . 4.80(4,
J=15.3211z. 1 1 1 ) .5 13  5.50(m,III), 6.41(dd,
J,=10.09Hz, J,=1.6911z. IH), 6.45(s,IH), 6.51(dd,
J1=3.43Hz, ./=LG91Iz, 111). 7.13(d, J=3.391-12. II-I).
7.18(d  J=10.15Hz, I H), 7.59(4, J=0.88Hz, I H). MASS
(ES+) : 697.29(M+Na)' 113.109 1.06(0,.1=7.15Hz, 31-1),
I.21(s,311), 1.37-1.41(11, Iii), 1.44(s, 314), 1.45(s,
30), I.56(s. 311). 1.77-1-97(m, 311), 2.29-2.52011,
411). 3.05(4  ./=2.1211z, IH), 3.42-3.47(11, 314),
2.71-3.75(11, 51-1), 4.46(4, J=8.69Hz, IH), 4.62(4,
.1=15.42112. 111). 4.74(0, ./=15.43Hz. I I1). 5..'
5-50(m,l1l), 6.41(04, J,=10.15Hz, J,=1.76Hz, Ili),
6.45(s,IH), 6.50(dd, J,=3.481-1z, J,=1-6414z. Ili).
7.13(4. J=3.41IIz. 111). 7.18(44
J,=10.12I-Iz,.1,=0.95Hz. I H), 7.59(d.J=0.88Hz, I H).
MASS (ES+) : 725.30(M+Na)' 113.110 1.06(d,.l=7.15Hz,
3H), 1.18(s, I H), 1.35-1.42(11, Ili), 1.15(s, 311),
1.47(s, 311), 1.55(s, 3)), 1.59-1.98(111. 311),
2.17-2.51(m.4)1). 3.88(11  IH), 2.97(x, Ili),
3.39-3.45(m, IH), 3.72(s, 213), 4.43-4.45(11, IH),
4.64-4.81(m, 2H), 5.33-5.49(111. Ili),
6.39(dd,./1=I0.16Hz,./,=1.7514z  111), 6.45(s, I H),
6.50(dd, J,=3.45Hz, ./,=1.76Hz, I H), 7.13(4,
J=3.44Hz, 114). 7.17(dd, J,=10.121Iz..1,=0.76Hz, Ili
). 7.58(4, ./=09UHz  I H). MASS (ES+) : 683.10(M+Na)
IH.1II 1.06(d,J-7.I3Hz, 311), 1.23(s, 3H).
1.36-1.41(11, II-1), 1.56(d,J=21.29Hz, 3H).
1.62(4,.1=2).371iz.3N), 1.77-I_99(m.311). 2.28-2.53(11
4H), 2.95(s, I H), 3.39-3.43(11, I H), 3.67(d,
J=16.95Hz, Ili), 3.74(d, J=16.4914z, I H), 4.44(c).
,1=8.031]z, 111). 4.60(d. .1=15.231-1z. 111)
4.86(d,J=15.34Hz, Ili), 5.33-5.50(m,
IH),6.39(dd,J,=I0.IIHz,J2=1.63Hz, IH),6.45(s,
IH),6.50(dd../,=3.35Hz,J.=I.50Hz.IH1.7.12(d
J=3.4211z, I H), 7.19(d, J=10.13Hz, Ili). 7.58(s, I
H). MASS (ES+) : 685.10(M+Na)' 1[3.1 12
1.06(4,./=7.15Hz, 311), 1. 17(s,31-1), I.35-1.40(m, I
H), 1.55(s, 311),1.76-1.97(111, 3H), 2.28-2.47(m, 4H),
2.71),. I H), 3.42-3.47(m. I H).  3.69(4, J=16.76Hz, I
H), 3.78(4, J= 16.97 Hz, I H), 3.82(5, 31-1), 4.44(d,
J=8.22 Hz, I H), 4.69(4, J= 15.50 H z, I li ), 4.82(4,
./= 15.1114 z. I F1 I.  5.30-5.60(m,l H), 6.23(0,
J=11.91 Hz, I H), 6.33(d, J=1 2.0611z, I H), 6.40(dd,
J,=I0.14Hz,./,=I.58Hz. 11-1). 6.45(s,( I-1).
6.50(cld../,=33I Hz.  J,=1.51 1-1z, I H), 7.13(d,
J=3.47Hz, 11-1), 7.19(d, J=10.I4Hz, III), 7.59(s,
III). MASS (ES+) : 687.73 113.113 I_0G(d,./-7.12Hz,
3H), 1.16(s,3H). 1.32(t,314), l.35-1.42(11, 214),
1.56(s, 314), 1.72-1.97(111, 311), 2 28-2.48(11,
!11).'_.86(. 1111: 3.42- 3.45(m,
III),3.68(d,J=16.77Hz, IH).3.77(4,J=)6.62Hz,
I11),4.26(q,J=7.07Hz.2H), 4.46(d,.J=8.36112,
Ili)-4JSId../=15.39112. III).  4-80(4,./=15.39Hz,
111), 5.30-5.49(m.1ii), 6.41(dd.J,=I0.14Hz, J2=1.76Hz,
I H), 6.46(s,I H), 6.50(dd../,=3.45142../.=1.7(,Hz.
110. 6.85(4  J=15.751iz. I H), GA0(d, J=15.90Hz, I
Fl), 7.13(4, J=3.74Hz, I H), 7.20(dd, J,=10.19Hz,
J,=0.8414z. 111).7.59(4. J=0.87112. III ). MASS  (ES+)
: 701.0 113-114 (196(4,./=6.72Hz, 6H),
1.06(d,J=7.13Hz, 311), 1.17(s,3H), 1.25-1.41(m, Ili),
1.56(s,31-1). 1.74-2.00(11. 411), 2.28-249(111, 4II).
2.86(s. (H)  3.42-3.45(11, i H), 3.68(4, J=16.76Hz. I
H), 3.78(d, J=16.83Hz, 10), 4.00(d, J=6.70Hz, 20).
4.46(4../=8.561-Iz, III). 1.75(4../=15.47Hz.
IH),4.90(d,J=15.38Hz, 111), 5.30-5.49(m,l H), 6.41(dd,
J,=10.I5Hz, J2=1.80Hz, 10), 6.46(s, I I-I). 650(dd,
J,=3.50Hz../,=I_7311z. 11-1).  6.85(c), J=15.79Hz,
10), 6.92(d, J=15.93Hz, I H), 7.13(0, J=3.32Hz, I H),
7.20(dd, J,=10.12Hz,./,=0.9(,Hz. I13),759(4.
J=0.90132. 111).  MASS (ES+) : 729.1 IH.115
(1.95(1,J=7.37Hz,6H), (.06(d,J=7.10Hz,3H),
I.)7(s,314), 1.36-1.45(m, 314), ISG(s,3H);
-1.67-1.97(m.714).228-2.3 1(111. 411).2.82(s.IH)
3.42-3.45(11. 111), 3.72(4, J=16.78Hz. I Ii), 3.77(4.
J=16.74Hz, I H), 4.22(1, J=6.67Hz, 213),
4.47(0,.1=8.32Hz. I H), 4.75(4,./=1 5.5111z. I H)
4.79(4,./=15.52Hz, I H), 5.33-5.49(11, I H),
6.41(dd,J,=10.13Hz, J2=1.66Hz, I H), 6.46(s,I H),
6.50(dd../,=3.33Hz../,=1.52Hz. I Ii). 6.84(d
J=15.811-Iz, 1 1 1 ) , 6.90(4, J=15.77Hz, I I I ) ,
7.13(d, J=3.40Hz, I H), 7.20(d, J=10.18Hz, I
H),7.59(s, I Ii). MASS (ES+) : 729.1 113.116
1.06(4../=7.161-Iz, 311). 1.18(c),J=7.0714z, 314),
1.19(4,.1=6.98Hz, 311), 1.23(s, 3H). 1.31-1.36(m,
11-I). 1.62(s. 311). I.75-2.04111.411,.2.1 7-
2.82(m,611),3.19(s, I H), 3.41-3.45(m,
114),3.65-3.75(m, IH),4.53(d,J=15.43Hz, IH),4.63(s,
I1i).1.73(d../=15.421-Iz. I11).6.II(s. IIIi.
6.38(dd,./,-10.04Hz, J,=l.72Hz, I H), 6.49(dd,
J,=3.43Hz, J,=I.62Hz, I H), 7.18(d, J=3.35Hz, 114).
7.24(d. J=1 0.5711z. 11-1). 7.58(d.  J=0.751-lz. I H).
MASS (ES+) : 665.1(M+Na) ([3.117
0.91(1,J=7.48Hz,3)4),I.05(d,J=7.13Hz,314),1.15(4,3H.J=
7.02Hz),1.22(s,3H).1.38-2.00(m. 611). 1.56(s. 311).
228-246(111.511).3- 19,d  



I H_ /=3.0911z), 3.45(11, I H), 3.68-3.73(11, 211),
4.44-4.46(m, I H), 4.51(d, J=15.29Hz, I H).
4.75((I../=15.381-1z. I H ). 5.33-5.52(11. Ili ).
6.40(04, J,=10.18Hz. J,=1.781-lz, I H), 6.45(s, 1 H),
6.50(44, J,=3.46Hz, j,=1.61 Hz, I Ii), 7.) 3(c).
J=3.321Iz. Ili ). 7.18(0../,=10.0 3 Hz.  J,=0.94Hz, I
H), 7.58(d, J=0.89Hz, I H). MASS (ES+) : 659.1 16.118
I.05(d,1=7.15Hz, 3H), 1.20(s, 3H), 1.35-1.40(11, IH),
I_59(s, 3H), 1.77-2.00(11, 3H), 2.28-2.52(m,
4H).3.12(d.J=2.71132. 111). 3.41- .  3.45(11, I H),
3.68(d, J=16.77Hz, I H), 3.75(4, J=16.87Hz, I H),
4.48-4.50(m, I H), 4.75-4.96(11, 211). 5.33-5.50(m1,
111). 6.41(dd.  J,=I0.08Hz,J,=I.70Hz, IH),6.46(s,
IH),6.49(dd,J,=3.44Hz,J2=1.76Hz,
IH),6.55(dd,J,=3.51132,./.=I.651-lz.
113).7.11(11../=3.31112. III,  7.22-7.25(11, 2H),
7.57(4, J=0.83 Hz, I H), 7.61(d, J=0.85Hz, I H). MASS
(ES+) : 669.1 IH.111) 1.06(d,J=7.12Hz, 314),
1.17(s,3H). 1.30(d,J=6.2014z,611),1.36-1.41 (m, IH),
1.56(s, 31-1), 1.72-1.97(m.311).
2.28-2.50(m.-1111.2.82(s. Ili  3.42-3.45(11. Ili),
3.67(d, J=16.71 Hz. Ili), 3.76(d, J=16.51 Hz, 114), 4
46(d, J=8.56Hz, 111), 4.74(([../=i 5.471 z. 111).
4.791(I../=15.41 Hz.  Ili). 5.08-5.13(11. I H).
5.33-5.49(m.1 H), 6,41(dd. J,=I0.IGHz, J2=1.58Hz, I
H), 6.46(s.( [1), 6,50(44. J,=3.36Hz. J,=1.621Iz. I I
I ). (.83(4.  ./=I5.87Hz. I H), 6.88(0. J=15.76Hz,
111), 7.13(d, J=3.39Hz, I H), 7.20(d, J=10 29Hz, I
II),7.58(s. I II)- MASS (ES+) : 715.1 SUBSTITUTE SHEET
(RULE 26) WO 2007/099548 PCT/IN2007/000039  98 Comp.
'H-NMR (b ppm). MASS (EI / ES+. s1/z)  No 111.120
1.03(4,311,./=7.0511z), 1.15(s.31-1), 1. 16(s,
611),133-1.39(m, III), 1.55(s, I H), 1.67-2.00(m.311),
2.29-2.59(m,411), 3.39-3.49(m, III . 3.5I(d, I1
i,./=4.81 liz),3.54(d,
I11,J=II.051Iz),3.7l(d.II1,J=16.53Hz),3.77(4,114,J=l6.
53Hz),4.73(1.Ili /=5.R61Iz),4.13-I.35(m.III)  4.64(d,
Ili, J=15.64Hz), 4.68(d, 111, J=15.6611z). 5.07(s, I
FI), 5.37-5.53(m, I11), 6.31-6.33(m, Ili), 6.33(s.
114), 6.54(dd, 111../,=3.411Iz,  ,/,= 1.581 Iz),
7.12(d, 111, J=3.371'Iz), 7.26(d,' l 11, J=10.301iz),
7.66(s, 111). MASS (ES+) :697.07(M+Na )' 111.121
1.05(d, 311,./=7.1 1 Hz), 1.18(s, 314), 1.35-1.40(m, I
H), 1.56(s, I H). I.73-2.00(m. 314), 2.28-2.55(2,
411). 3.01(4, 113,./=2.3614z), 3.42- 3.46(2, 111),
3.66(d, I 1-1, J=16.75Hz), 3.77(4, I H, J=16.77Hz),
4.46(d, I H, J=8.20Hz). 4.67(4. III,./=15.4311z),
4.78(4, 111_1= 15.431 Iz),  5.33-5.49(2, 111).5.92(d,
11-1.J=10.35Hz),6.12(dd,
117.32Hz,J2=I0.5211z),6.39-6.46(111, 111), 6.43(d,
I1l,./=13.31iz).6.50(dd. I11  4=3.271 Iz,'J,=1.52Hz),
7.12(d, I H, J=3.39Hz), 7.19(4, I H, J=I0.I2Hz ,
7.58(s, I Ii).MASS (ES+): 629.1)5 111.122
0.86(4./=6.571-Iz, 613), I.06(d,J=7.I3Hz, 311),
I.I6(s,31-I), 1.27-1.41(m, Ili), 1.55(s, 3H),
1.61-1.98(1,1. 811), 2.29-2.51(2, 411).3.38-3.42(2
III ), 3.64-3.79(m, 311), 4.36(d, J=6.47Hz, I H),
4.68-4.82(m, 311), 5.35-5.51(m1, III ), 6.35(dd,
J,=10.151-lz, J,= L67Hz, Ili), 6.386;, Ili ),
6.52(4d,./1=3.4011z, J2=I.68Hz, I H), 7.12(d,
J=3.46Hz, Ili), 7.27(d, J=9.97Hz, I H), 7.62(s, I H).
MASS (ES+) : 689.1 111.123 0.30-0.34(2, 2H),
0.60-0.64(m, 2H), I.06(d, J-7.15Hz, 3H), I.I9(s,3H),
1.36-1.41 (m. I H), 1.55(s, 314), 1.64-I.99(m, 4H),
2.29-2.51 (m, 413)  161 Is, III), 3.42-3.47(2,
I11),3.69(d,J=I6.73Hz, 111),3.77(d,J=16.72Hz,
I11),3.99(d,./=7.39Hz, 211). 4.44(4../=8.471Iz, 111),
4.6.;- 4,74(m, 214), 5.33-5.49(m, 114),
6.41(dd,J,=10.13Hz,J2=1.66Hz. I H),
6.46(s,111).0.51(dd,J,=3.43Hz,./,=1.6811z, I H),
7.13-7.17(m. 21-1).  7.59(s, I H).. MASS (ES+) ; 673.0
111.124 I_05(d, J=7.071iz. 3H), 1.15(s, 3H).
I.29-1.41(m, I H), 1.54(s, 3H), I.72-2.00(m, 31-1),
2.28-2.50(2, 41-1). 2.76(s, 31-1),339-3.43(m. Ili ).
3.73(4, J=16.53liz, 111), 3.79(d, J=16.54Hz, I H),
4.16(m, 2H), 4.36(4, J=6.03Hz, I H), 4.93(s, 111),
5.35-5.51(m, 11-1), 6.35(4, ./=10.191-Iz,
1II),6.37(s, 1H),6.52(dd,J,=3.09Hz,J2=1.32Hz, I H),
7.12(d, J=3.4OHz, IH),7.27(d,J=10.15Hz. 111). 7.62(s,
11-1). MASS (ES+)  707.1(M+Na )' 111.125 1.06(4,
.1=7.13Hz, 3H), 1.20-1.42(m, 8H), 1.55(s, 3H),
1.71-2.00(m, 7H), 2.28-2.49(111, 4H), 2.66(s. IH),
3.43-3.47(111. III). 3.69(4  J=17.44Hz, Ili), 3.76(4,
J=16.97Hz, IH), 4.44(d,J=8.32Hz, 1H), 4.63(d,
J=I5.47Hz. Ili). 4.70(4..1=15.4514z. III),
5.05-5.(19(m. I'l1)  5.33-5.49(2,1 H), 6.40(dd,
J,=I0.I4Hz, J2=I.48Hz, I H), 6.46(s,l H), 6.51(dd.
J,=3.32Hz, ./,=I.53FIz. I H), 7.13-7.16(2, 211).
7.59(s, Ili)  MASS (ES+) : 687.1 18.126
I.06(4,./=7.07Hz. 3H). I.20-1.99(m, 15H), 2.20-2.49(m,
5H), 2.60(s, 1 H), 3.44(m, 1 H), 3.69(4, J=16.73Hz,
114), 3.77(4,.1=16.071Iz, 111),  4.04(4, ./=7.15 Hz,
2H), 4.44(d, J=7.91 Hz, I H), 4.64-4.73(2, 2H),
5.33-5.49(2, I H), 6.40(4, J=I.0.0214z. I H), 6.46(s,
I H), 650(m. III ). 7.13  7.17(2, 2H), 7.59(s, I H).
MASS (ES+) :701.1 113.127 I.06(d, J=7.16Hz, 3K),
1.17(d, J=2.39Hz, 3H), 1.18(d,J=2.37Hz, 3K), 1.21 (s.
3H), 1.35-1.4I(m, I H). I.56(s, 3H), I.77-2.00(2.
31-1). 2.29- 2.62(2, 5H), 3.21(d, J=2.62 Hz, I H),
3.42-3.49(m, I H), 3.67(d, J= 16.86Hz, I11), 3.75(d,
J=16.R 1 H z, 11-1). 4.45(4, J=8.591 Iz, 111), 4.52(d,



J=15.45Hz, IN), 4.74(d, J=I5.33Hz, IN), 5.33-5.50(m, I
H), 6.40(dd, J,=10.05Hz, J2=I.65Hz, I H), 6.45(s,
Ili), 6.50(dd, J,=3.501-Iz.  J,=I.69Hz,
IH),7.13(dd,J,=3.56Hz,J,=0.57Hz,
IH),7.19(dd,J,=0J5Hz,J,=0.22Hz, 1H),7.58(s, 111).
MASS(ES+):673.1 113.128 I.06(d, J=7.I2Hz, 3H), I.I8(s,
314), 1.35(s, 3H), 1.38-1.41(m, I H), I.43(s, 31-1),
1.55(s, 3H), I.80-1.97(m. 3H), 2.40-2.64(n1, 511),
3.39- 3.50(2, I H), 3.71-3.83(m, 3H), 4.07-4.33(m,
4H), 4.44(4, J=8.59Hz, 1K), 4.69-4.72(m, 211),
5.31-5.51(2, 114), 6.40(dd,./,-10.I714z,  J,=I.731-lz,
I H), 6.45(s, I H), 6.50(dd, J,=3.47Hz, J2=I.64Hz, I
H), 7.13(d, J=3.43Hz, I H), 7.16(d, J=10.04Hz, III),
7.59(s. Ili ). MASS  (ES+) : 733.0 113.129 1.05(4,
J=7.13Hz, 3H), 1.12-1.14(m, 6H), 1.24(s, 3H),
1.35-1.39(2, I H), 1.56(s, 311), 1.80-2.1 I(m.
311).2.30-2-42(m, 414).3. 19-3.35(m.  4H),
3.43-3.52(2, I H), 3.60-3.82(m, 2K), 4.12(d,J=3.I2Hz,
Ili), 4.42(d,J=8.25Hz, I H), 4.48(d,J=15.61 Hz, I H).
4.76(4,./=15.961iz, 111)  5.32-5.52(m, I H), 6.39(dd,
J,=10.12Hz, J,=I.75Hz, 1 H), 6.45(s, I H), 6.50(dd,
J,=3.47Hz..1,=1.67Hz, I H), 7.14(4, J=3.391iz,.l H ),
7.16(44  J,=I0.13Hz,J,=0.97Hz, IH),7.58(d,J=0.78 Hz,
IH). MASS (ES+):674.1 113.130 1.05(d. J=7.17Hz, 3H),
I.22(s, 3H), 1.34-1.40(m, I H), 1.56(s, 3H),
1.56-1.60(111, 6H), 1.77-2.07(m, 311). 2.28-2.42(2,
4H), 3.40-3.49(111.  511),3.62-3.82(m, 2H), 3.86(d,
J=3.25Hz, 1 H), 3.42(d, J=8.41 Hz, I H), 4.52(d, J=
15.61 Hz, I H), 4.74(4, J=15.58 Hz, I H), 5.32-5.5
1(m, 111)  6.39(44, J1=10.I1Hz,J2=1.68Hz, IH),6.4,5(s,
IH),6.50(44,J1=3.41 Hz, J2=1.58Hz, IH),7.13(d,.1=3.41
Hz, IH),7.18(4,./=10.(101-Iz. I11).  7.59(d, J=0.74Hz,
I H ). MASS (ES+) : 686.1 18.131 1.05(4, J=7.1 I Hz,
3H), 1.20(s, 3H), 1.34-I.40(m, I H), 1.55(s, 3H),
I.77-2.04(2, 3H), 2.30(s. 3H), 2.39-2.53(2, 8H),
3.48(111. 511). 3.64(4.  J=15.98Hz, 114), 3.66(s, I
H), 3.77(d, J=I 7.39Hz, IH), 4.42(d,J=8.06Hz, I H),
4.57(d, J= I 5.59Hz, 111). 4.73(d, J=15.61 Hz, 11-1),
5.32- 5.49(111, 114), 6.39(dd, J,=10.15Hz, J,=1.22Hz,
1 H), 6.45(s, I H), 6.50(dd, J,=3.1 I Hz, J,=l .26Hz,
I H), 7.14(d, J=3.49Hz, 111). 7.17(4.  J=I0.13Hz,
114), 7.59(s, 11-1). MASS (ES+) : 701.1 IB.132 I.12(s,
3H), 1.29-1.34(m, I H), 1.48(4, J=7.34Hz, 3H), I.55(s,
3H), 1.74-2.16(m, 4H), 2.33-2.81(m, 4H), 3.35(t,d,
J,=16.65Hz..1)=2.3I1-Iz,  I H), 3.82(1. d. J,=16.66Hz,
J2=1.98Hz, I H), 4.26(m, 2H), 4.46(4, J=8.42, I H),
5.32-5.49(2, I H), 6.39(44. J,=10.13Hz, J,=1.75Hz.
111),  6.44(s, IH),6.51(dd,J,=3.50Hz,J,=1.65Hz
1H),7.17-7.19(2, IH),7.61(s, I H).MASS (ES+): 575.1
18.133 1.14(s, 3 H), I.19(d, J=6.97 Hz, 3H),
1.25-1.32(m, I H), 1.48(d, J=7.33 Hz, 3H)_ 1.58(s,
3H), 1.75-2.15(2.411), 2.33-2.62(m. 511). 3.20) 44.
J,=I7.13Hz,J,=0.74Hz,
1H),3.84-3.90(m,2H),4.40(m,2H),4.72(dd,J,=15.25Hz,J,=I
.33Hz, I14).5.33-5.51(m1, III),6.401dd../,=10.13Hz
J,=L69Hz, 111), 6.44(s, I H), 6.51(dd, J,=3.43Hz,
J,=1.57Hz, I H), 7.18-7.20(m1, 2H), 7.61(d, J=0.73
11z, I H).MASS (ES+) : 645.0 1B.134 1.06(4,./=7.I6Hz,
3H), 1.17(4, J=2.39Hz, 314), I.18(d, J=2.37Hz, 3H), I
. 2 1 ( s , 3H), 1.35-I.41(m, I H), 156(s, 3H),
I.77-2.00(m, 3 1 1 ) . 2.29- 2.62(4, 51-1), 3.21(d,
J=2.62Hz, I H), 3.42-3.49(2, I H), 3.67(4, J=16.86Hz,
I H). 3.75(4, J=16.81 Hz, I H), 4.45(d, ./=8.591-lz. I
I I ). 4.52(4,  J=15.45Hz, 1 H), 4'74(d, J=15.33Hz, I
H), 5.33-5.50(2, 1 H). 6.40(44, J,=10.05Hz, J, 1.65Hz,
I H), 6.45(s. I H), 6.50(dd,./,=3.5(11 Iz-. J2= LOW,
114), 7.13(dd, J,=3.561-lz, J2=0.57Hz, I H), 7.19(dd,
J,=0.75Hz, J,=0.22Hz, Ili), 7.58(s, I Ii). MASS (ES+)
: 675.0 113.135 1.06(d, J=7.12Hz, 3H), 1.19(s, 3H),
I.36-1.4I(m, I H), I.55(s, 314), 1.77-1.97(m, 3H),
2.32(s, 311), 2.29-2.49(2, 5H), 3.41-3.58(111,11-1),
3.73  3.75(m, 2H), 4.45(d, J=8.67Hz,
IH),4.77(d,J=I5.28Hz, IH),4.98(d,J=I5.27Hz,
IH),5.31-5.50(m1. III),6.40(dd,J,=10.151Iz,J-=1.65Hz
111), 6.45(s, I H), 6.50(dd, J,=3.39Hz, J2=1.64Hz, I
H), 7.12(d, J=3.45Hz, I H), 7.15(dd, J=9.90Hz, 11-1),
7.59(s, I H). MASS (ES+) : 699.0 113.136 1.05(1,
J=7.09Hz, 6H), 1.05(4, J=6.67Hz, 314), 1.34-I.40(m, I
H), 1.55(s, 3H), 1.76-2.02(2. 3H), 2.28-2.62(2, 411),
2.56(q,./=7.22 Hz. 2H),  3.26-3.39(2, 3H),
3.44-3.47(m, I H), 3.63(4, J=16.46Hz, I H), 3.85(d, J=
16.451]z. 1 H), 4.42(d,.1=8.63 Hz, I H), 5.30-5.81(2.
11-1). 6.39(44.  J,=10.17 Hz, J,=1.45Hz, I I I ) ,
6.45(s, I H), 6.50(dd, J,=3.3OHz, J2=1.61 Hz, I H),
7.14(d, J=3.21 Hz. 111), 7.15(d, J=9.85 Hz, 1 1 1 ) .
7.59(s. I I I ).  MASS (ES+) : 630.1 SUBSTITUTE SHEET
(RULE 26) WO 2007/099548 PCT/IN2007/000039  99 Comp.
'H-NMR (6 ppm), MASS (El / ES+. to/.)  No 111.137
1.06(d,.1=7.131lz, 311). 1.20(s, 31-I),
I.32(d,J=6.2511-x., 311), 1.32(d.J=6.I31Iz, 31-1),
1.35-1.39(m, 11-I). 1.55(s. 311), 1.71-1.99(m, 311).
2.214.  2.49(m, 411). 2.53(s. III), 3.42-3.46(m, 111),
3.69(d../=I6.801Iz. II-I), 3.76(d,./=16.641Iz.
III).4.44(d../=8.28112, III), 4.(4(d..1=15.561lz
Ili), 4.70(d..1=15.45112, 114), 4.82-4.90(m, I'H),
5.33-5.49(m, I H), 6.4I(dd" /,= 10.17Hz,./,=1.381-12,
111), 6.46(s' 111), 6.50(44,.1,=3.20lI?..  /.=1.44142,
III), 7.13-7.16(m,211), 7.59(s, 111). MASS (ES+):
661.1 



111.138 106(d, ./=7.1311z, 314), I.20(s,31-I),
1.35-1.41(m. III), I-55(s, 311). 1.72(s, 114), 1.76(s.
311). 1.74- 1.98(m, 311). 2.28-2.53(m, 511). 3.42
3.46(m, I11), 3.69(d, ./=16.85112. III). 3.76(d.
J=16.94112, 111), 4.43(d, J=8.85112, II1),
4.64-4.68(m. 31-1). 5.33-5.49(110ll). 6.19(44
.1,=10.1Iliz../,=I.71liz, 11-I), 6.46(s,Il1),
6.50(dd,J,=3.4514z.J2=I.7IHz, II-I), 7.13-7.I6(m"
21-1), 7.59(d,.1=0.83112, III).MASS (ES+)  687.1 Ill.
1 39 0.87(1../=6.15112, 311),l.06(d,J=7.1511z, 311).
I.19(s,311), 1.28-I.40(m, 114), I.55(s, 3H).
I.64-I.99(m, 511), 2.28-2.59(111,511). 3.43-3.46(m
111), 3.69(4, J=I6.84liz, IH), 3.76(d, J=I6.70Hz,
III), 4.14(1, J=6.75Hz, IH), 4.44(d, .1=9.29[4z, 111).
4.65(d, J=15.47112. I11), 4.05(d  J=15.481iz.,
I14),5.32-5.49(m,IH).6.40(dd,J,=I0.131Iz,J2=166Hz, I
H), 6.46(s, IH).6.50(dd,J,=3.42Hz,.1,=1.7(1112,
I11),7.13-7.10(m.  21.1), 7.59(s, I II). MASS (ES+) :
703.1 113.140 0.94-1.02(m, 211),
1.06(d,J=7.141-lz,311), I.19(s,311),
1-23-1.41(m,31-1), 1.55(s,31-1),
1.66-I.99(m.914).2.29-2.49(m,41-1), 2.58(d,.1=2.051lz
III ).3.43-3.46(m, 114), 3.68(d, J= 16.651 lz, 11-1).
3.77((I,./= 16.93liz, I I), 3.97(d. J=6.45 Hz, 211).
4.44(4, J=8.23 11z, Ili), 4.65(d,./= 15.561 lz
IH).4.71(4,J=15.48Hz, IH), 5.33-5.49(m, I H),
6.40(dd,J,=10.16Hz,J2=1.50Hz, IH), 6.46(s,
IH).6.51(dd,./,=3.33142,.1,=1.611-Iz. III)
7.13-7.16(m.. 21.1), 7.59(s, III). MASS (ES+) : 715.2
111.141 I.06(d,./=7.13Hz, 311), I.20(s,311),
I.25-1.52(m, 711), I.55(s, 314), 1.73-I_99(m, 71-1),
2.29-2.53(m, 4H), 2.63(s, IH), 3.43-3.47(m. III)
3.69((I,./= 16.791 Iz, 111), 3.77(4, J=16.71 Hz, I H),
4.44(4, J=8.52Hz, 111), 4.56-4.62(m, I H),
4.64(d../=15.48Hz. 114), 4.70(4, ./=15.53 I-Iz  111),
5.33-5.50(m,111), 6.40(dd, J,=10.11 Hz, J,=1.71Iiz, I
H), 6.46(s, I H), 6-50(dd, J1=3.451 iz. J,= 1.581-1z.
I H), 7.13-7.16(m.. 211), 7.59(d  ,1=0.9Hz, 11-1).
MASS (ES+) : 701.1 113.142 0.88(m, 914), 0.94-I.25(ni,
14H), 1-38-1.41 (m, I H), 1.49-1.72(m, 6H),
I.78-l.99(m, 3H).2.28-2.55(m. `H), 3.43-3.46(m, Ili),
3.68(4,  .1=17.42 Hz, I1-1), 3-76(d, J=16.72liz. I H),
4.17(m. 2H).4.44(4, J=7.54Hz, I H), 4.64(d, J=I5.74Hz.
I H), 4.76(d, J=15.621-12. 111). 5.33- 5.49(m. Ili).
6.40(d. J=10.1 OHz, I H), 6.46(s, I H), 6.50(m, I H),
7.13-7.16(m,, 2H), 7.59(m, I H). MASS (ES+) : 745.1
113.143 0.96(s, 91-1), 1.06(d, J=7.05Hz, 3H),
1.19(s,3H). 1.25-1.40(m, 7H), 1.55(s, 3H),
1.74-I.99(m, 311), 2.30-2.56(m, 5H), 3.44(m, Ili).
3.68(4,  J=I6.891iz, IH),3.79(4,J=17.24Hz, I H),
3.85(s, 2H), 4.45(d, J=7.73Hz,
IH),4.67(d,J=15.98Hz.1H),4.71(d,J=15.98Hz. 1H).5.33-
5.49(m, I Ii), 6.40(d, J=I0.09Hz, I H), 6.46(s, I H),
6.50-6.51(m, I H), 7.13-7.16(m, 2H), 7.59(s, I H).
MASS (ES+) : 689.1 113.144- 1.06(4, ./=7.16Hz, 3H),
1.19(s, 3H), 1.25-I.39(m, I H), I.55(s, 3H),
1.76-2.10(m, 9H), 2.28-2.67(m. 6H). 3.43-3.47(m. III).
33.67-3.79(m  211), 4.12(d, J=8.32IIz, I H),
4.65-4.75(m, 214). 5.33-5-50(m, 1 1 4 ) , 6-40(dd,
J,=10.1 1 Hz. J2=I.64Hz. 11-1), 6.46(s. 111), 6.51(dd,
./,=3.451-12  ./.=1.60Hz, 111), 7.13-7.17(m" 2H),
7.59(m, I H). MASS (ES+) : 687.1 IB.145 1.06((1,
J=7.07Hz, 3H), I.19(s,3H), 1.36-1.41 (m. IH), 1.54(s,
3H), 1.70-1.94(m, 31-1), 2.17-2.49(m. 5H), 3.44(m.
111). 3.68(4../=16.701iz  Ili), 3.76(d, ./=16.66Hz,
114), 4.42(d, J=7.94Hz. I H), 4.70(s, 2H), 5.13(s,
2H), 5.32-5.49(m, Ili). 6.38-6.50(m, 511), 712-7.14(m,
211)  7.43(s, I H), 7.59(s, I H). MASS (ES+) : 699.1
113.146 0.94(t.J=7.29Hz, 3H), 1.06(d, J=7.15Hz, 3H),
1.19(s, 31-1), 1.25-1.43(m, 3H), I.55(s, 3H).
I-61-1.99(m. 5H), 2.28-2.49(m, 41-I).2.59(s. 11-1)
3.44-3.47(m, II4),3.68-.379(m,2H),4.15(1,J=6.69Hz, I
H), 4.44(d, J=8.63 Hz, IH),4.65(4,J=15.5
IHz.IH),4.71(d,J=15.471-12.IHI...33  5.49(m,11-1),
640(dd, J,=10.141-Iz, J2= I.59Hz, I H), 6.46(s, I H),
6.50(dd, J,=3.39Hz, J2= I.60Hz, 114). 7.13-7:17(nt.
21fl, 7.59(s. 11-1). N1AS  (ES+) : 675. I  )  111.147
0.90(I,J=6.861-1z, 3H), I.06(d, J=7.1 I Hz, 3H),
1.19(s, 3H), 1.33-I.43(m, 5H), 1.55(s, 3H),
1.65-1.99(m. 5H), 2.28-2.53(m, 4H), 2.60(s. 111
3.42-3.47(m, I H), 3.69(d, J=16-86 Hz. I H), 3.76(d,
J= 16.62 Hz, I H), 4.15(1, J=6.78 Hz, 211).
4.44(d..1-8.38 Hz. I H), 4.66(d../=15.5411 z, 11- 1)
4.71(4,J=15.39Hz,
I11),5.33-5.49(nt,I14),6.40(dd,J,=10.0811z,J,=1.55Hz,
IH),6.46(s,
IH),6.50(44.J,=3.361-lz,,/,=1.7411..I14),7.13  7.17(m,
21-1), 7.59(s, 114). MASS (ES+) : 689.2 113.148
I.06(d. J=7. I7Hz, 311), 1.20(s, 3H), I.24-I.25(m,
611), 1.35-1.41(m, I H), 1.56(s, 3 H), 1.77-1.98(m.
31-1), 2.28-2.52(m, 4H), 2.82(5-.1 H ). 3.42  3.46(m,
Ili), 3.67(4,.1=16.93Hz, IH),3.75(4,J=I6.87Hz,
IH),4.33(dd,J.=I3.35Hz.J,=8.871-1z,
IH).4.45(44.J,=13.221-Iz../,=8.7XIz.  Ili),
4.42-4.48(m, I H), 4.58(d, J=I5.35Hz, 1 H), 4.78(d,
J=15.36Hz, 1 H), 5.3I-5.49(m, I H). 6.40(dd.
J,=10.12Hz,.I,=I_68Hz, 11-1), 6.45(s,  11-1), 6.50(dd,
J,=3.43Hz, J,=1.64Hz, I H), 7.12(d, J=3.44Hz, 1 H),
7.17(dd, J=10.21 Hz, I H), 7.58(d. J=0-7I Hz, I H).
MASS (ES+) . 677- I 111.149 1.06(4,./=7.101-Iz.31-1),
I.18(s.314), 1.36(s,311). I-38-1.43(m, IH),
1.43(5,3H), 1.55(s.3H). 1.77-I.98(m.3H).2.28-2.55(m.
511 ).343- 3.46(m, I H), 3.66-3.83(m, 3H),
4.07-4.36(m, 4H), 4.44(d, J=7.86Hz, I H), 4-67-(d, J=I
5.48Hz, I H). 4.73(4, J= 15.48Hz, III ). 5.32-5.49(m.
1 1 1 ) , 6.39(d, J=10.08Hz, I H), 6.45(s, I H),
6.50(d, J= 1.591-1z, I H), 7.13(d,1=3.39Hz, I H).
7.15(d, J=10.24Hz. I H). 7.59(s. 1 0 ) - MASS  



(ES+) : 733.1 1(3.150 1.06(4,./=7.08Hz, 31-1), I.18(s,
3H), 1.35(5, 3H). 1.38-1.43(m, IH), 1.43(s, 3H),
1.55(s. 31-1). 1.77-I.97(m.3H), 2.28-2.49(0, 511).
3.42- 3.46(0, I H), 3.69(d, J=16.77Hz, I H), 3.77(d,
J=15.45Hz, I H), 3.80(d, J=5.40Hz, I H), 3.82(d,
J=5.56Hz, I H). 4.08(4, J=6.421-lz. I I-1).
4.10(4,./=6.85Iiz, I H), 4.18(d, J=5.35Hz, 21-1),
4.32(0, 1 H), 4.45(d, J=7.55Hz, 2H), 4.70(0, I H).
531-5.51 (m. I H), 6.39(4. .1=10.13Hz, I I-I), 6.45(s,
I H), 6.50(dd, J,=3.47Hz, J2=1.52Hz, I H), 7.12(d,
J=3-44Hz, I H). 7.14(4. J=I0.15Hz. 111), 7.59(s. 111).
MASS  (ES+) : 733.1 16.151 1.05(4, J=7.1 I Hz, 31-1),
I.20(s, 31-1), 1-35-1.40(m, I H), I.54(s, 31-1),
1.77-2.03(0, 31-1), 2.28-2.52(0, 41-1), 3.39(d,
J=72.79Hz, 114), 3.39-
3.46(5-SH),3.67-3.80(m,6H),4.42(d.J=8.IOHz,
IH),4.59(d,J=15.59Hz, IH),4.74(d,.1=15.59Hz,
IH),5.32-5.49(0, Ili). 6.39(44,  .1,=10.16Hz,
J,=I.48Hz, I H), 6.45(5, I H), 6.50(dd, J,=3.26Hz,
J,=I.59Hz, I H), 7.14(d. J=2.57Hz. 111). 7.I6(d.
J=10.251-Iz, 111). 7.591x. 1I- ). MASS (ES+) : 688.1
113.152 1.05(4, J=7.I0IIz, 3H), 1.20(s, 3H), 1.34(s,
3H), 1.34-I,40(m, IH), 1.43(s, 3H), 1.55(s, 3H).
1.77-2.03(0. 3H). 2.28-2.53(0.41-I)- 3.23- 3.30(5, I
Ii), 3.37-3.45(0, 31-1), 3.63-3.79(m,
3H),,4.02-4.24(m, 21-1), 4.43(d,J=7.99Hz, I I-I),
4-53(4. J=I5.80Iiz. 111). 4.711(4-./=15.61) Iz.  I H),
5.15(s, 114),-5.33-5.49(m, I H), 6.39(dd, J,=10.16Hz,
J2= 1.421-1z, I H), 6.45(s, I H), 6.50(4../,=3.31
Hz,./2=1.54Hz, 111), 7.14(d.  J=3.39Hz, 11-I), 7.18(d,
J=9.90Hz, I H), 7.59(s, I H). MASS (ES+) : 732.1
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  100 ('amp 'H-NMR (& ppnt), MASS (El
/ ES+.,n/:)  No 111.153 I.06(d,.1=7.12Hz, 311),
I.09(m, 211), 1.20(s, 311), 1.36-1.41 (m, I H),
1.51.1.99(m, 1511), 2.29-2.49(m, 411), 2.64(d,
J=I.80111. III). 3.43  3.47011, 111),
3.69(d../=16.81liz, II-1), 3.76(d, J=16.88Hz, IH),
4.17(t, J=6.9711z, 2H), 4.44(d, ./=8.65Hz. Ili),
4.65(d../=I 5.481Iz. I1I)  4.71(4,.1=15.44Hz. III),
5.33-5.49(m,III), 6.40(dd,J,=I0.13Hz,J,=I.56Hz., III),
6.46(s. Ili), 6.SUdd,./,=2.27112../.=I5311r.. 111).
7.13  7.17(m, 211), 7.59(d, J=0.701 Iz, I H). MASS
(ES+) : 715.1 111.154 0.93(d, .1=6.531Iz, 611), L06(d,
J=7.11liz, 311), 1.20(m, 211), 1.35-1.41(m, III),
1.55(s. 311). 1.57-I.66(m, 211), 1.66-I_99(m, 411).
2.29  2.49(m. 411). 2.57(s. 11-1), 3.43-3.46(m. IH).
3.69(d. J=16.54Hz, Ili), 3.77(d, J=16.68Hz, 11-1).
4.19(1,.1=6.871-Iz. 211). 4.44(4,./=8.08liz  Ili),
4.65(d, J=15.53Hz, I11), 4.7I(d, J=15.51Hz, Ili),
5.33-5.49(m,lli), 6.40(d, J=10.11lIz, Ili), 6.46(s.
I11). 6.50(dd..11=3.101iz  ,/,=1.6311z, 111),
7.13-7.17(m, 21-1), 7.59(s, 11-1). MASS ES+ : 689.1
111.155 I.06(d, J=7.081-Iz, 311), 1.17(s, 311),
1.36-1.40(m, Ili), 1.55(s, 311), 1.74-2,1 I (m. 511),
2.29-2.63(m, 611), 3.44(m, I H), 3.67(4,.1=16.711Iz.
111). 3.76(4, J= 16.62 Hz. 111), 4.45(d, J=8.31 Hz, I
H), 4.51 (t, J=6.24 Hz, 211), 4.61(d, J= 15.49 H z,
Ili ). 4.73(d, J= 15.42 H z, Ili ). 4.40(0,
./=11.1811z, I11),5.33-5:50(m,IH).6.40(d,J=I1.18Hz,
IH).6.45(s, 114), 6.50(m, IH).7.I3(d.J=3.301iz, Ili).
7.17(4,.1=10.24112. 111),  7.59(s, Ili). MASS (ES+) :
706.1 111.156 I.05(4,./=7.06Hz, 31-1), I.19(s, 3H),
1.31(s, 3H), 1.33(s,311), 1.37-1.41(m, I H), 1.44(s,
314). I.50(s, 311), 1.55(s,31-1), 1.77-2.00(11, 311),
2.28-2.50(m, 411). 2:68(s. 111), 3.45(m, I H). 3.66(d,
J=13.96Hz, I H). 3.77(d, J=I6.58Hz. I H),
4.05(t..1=5.8311z, Ili). 4.24-4.34(m, 411).
4.46(4,./=7.50Hz. I11),4.62(dd,J,=7.80Iiz,J,=2.I5Hz,
IH).4.69(s.2H).5.33-5.49(m, I11),5.52(d,J=4.93Hz,
Ili),6.38(d,J=10.13112,  111), 6.45(s, 11I),
6.50(dd,J,=3.19Hz, J,=I.47Hz, Ili), 7.13(4, J=3.181iz,
1 H), 7.I8(d, J=10.I0Hz, 11-1), 7.59(s, 11-1 ). MASS
(ES+) :861.1 111.1 57 1.00(d_ 1=7.0811z, 311). I.17(s,
311), 1.36-1.40(m, I H), I.55(s, 3H), 1.74-2.1 I (m,
511), 2.29-2.03(m,61-1), 3.44(m, 11-1), 3.67(0,
J=16.71 Hz.  Ili), 3.76(4, ,/=16.62 Hz, I H ), 4.45(d,
J=8.3 I Hz, I H ), 4.51(1, J=6.24 Hz, 2 H ), 4.61(4,
J=15.49 H z, 111). 4.73(d, J= 15.42 Hz. 11-1). 4.40(4,
,./=I 1.191-1z, IH),5.33-5.50(m,IH),6.40(d,J=I1.18Hz,
114),6.45(s, IH),6.50(m, IH),7,13(d.J=3.30Hz, IH),
7.17(d.J=10.241iz. Ili),  7.59(s, 111). MASS (ES+) :
720.1 111.158 1.06(4, J=7.14Hz, 311), I.I6(s, 311),
1.35-1.41(m, IH), 1.55(s, 3H), I.77-1.97(m, 3H),
2.12-23 I(m, 5H), 3.36(s, 3H). 3.43-3.47(m. 111)
3.71(0, .1=16.48Hz, Ili), 3.83(d, J=16.48Hz, IH),
4.05(d, J=15.6IHz, IH), 4.10(d. J=15.58Hz, IH).
4.44(d. J=8.60Hz. Ili), 5.34  5.47(m.IH). 6.41(dd,
J,=10.I6Hz, J,=1.69Hz. IH), 6.46(s. IH). 6.51(dd,
J,=3.44Hz, 4,=1.75Hz, IH). 7.13(d, J=3.401iz, 111),
7.15(0  J=10.201iz. I H), 7.59(d, J=0.86Hz, 11-1).
MASS (ES+) : 589.1 111.159 1.06(4, J=7.16Hz, 311), 1.1
6(s, 3H), 1.22(t, J=7.01 Hz, 3H), 1.36-1.41(m, 111),
1.54(s, 3H), I.71-2.00(m, 3H), 2.28-2.51(m, 411), 3.42



3.46(m, 114), 3.46-3.59(m, 211), 3.70(d, J=16.51 Hz,
111), 3.83(d, J=16.49Hz, 114). 4.07-4.17(m, 214),
4.44(d, J-8.80Hz, 111), 5.32  5.49(m, I 1- 1), 6.4I
(dd, J,=I 0.I 2 Hz, J,=l .68 Hz, I H), 6.46(s, I H),
6.51(dd, J,=3.43 Hz, J,=1.63Hz, 111), 7.13-7.16(m. 2 H
). 7.59(s, III). MAS.  (ES+) : 603.1 111.160 0.91(0,
J=6.70Hz, 611), I.06(d,J=7.07Hz, 3H), 1.15(s, 3H),
1.25-1.41(m, I H), 1.54(s, 3H), 1.67-1.97(0, 511),
2.28-2.53(m, 411). 3.22- 3.28(0, 2H), 3.42-3.46(0, 1
H), 3-71(d, J=16.42Hz, I H), 3.84(0, J=16.45Hz, I H),
4.06-4.16(0. 2H). 4.44(d. J=7.7211z, I I-I). 5.32-
5.49(nt,l H), 6.39-6.41(0. I H), 6.46(s, I H),
6.5I(dd, J,=3.I9Hz. J,=1.44Hz, Ili), 7.12-7.15(0,
211), 7.59(s. I H). MASS (ES+) : 631.1 IC'.I
I.03((IJ=7.07Hz, 311), 1.13(d,J=7.68Hz, 3H), 1.15(s,
3H), 1.20-I.89(m, 8H), 2.15-2.44(nm. 6H), 2.85-2.88(m.
I H).4.30-4.33(m,,11-I).  4.82(s, 211). 5.30-5.47(0, I
H), 6.34(dd,J,=10.13Hz, J,=1.I7Hz, 2H).6.38(s, I H),
7.05(dd-/=8.67Hz, 2H). 7.21(ct./=10.17112, 1111, 7.43-
7.47(m, 21). MASS (ES+): 615.5 (M+Na'). IC.2 I.03(d,
J=7.01 Hz, 314), 1.11-1. 14(m,6H), I.32-I.89(m, 8H),
2.20-2.44(m, 611), 2.80-2.84(m, I H), 4.40(d. J=8.1 I
Hz. I1-1). 4.78(4.  J=11.171-Iz,
IH),4.4.81(d,J=II.I9Hz, I H), 5.32-5.49(m, I H),
6.37(d,J=10.14Hz,
IH),7.10(d,J=I0.15Hz.IH),7.29(d.J=8.I41-Iz.IH).
7.44(d, J=8.19Hz, I H) 7.57(s, I H). MASS (ES+): 665.4
(M+Na)'. IC.3 I.03(dJ=7.09Hz, 3H), 1.12(tJ=7.50Hz,
3H), 1.16(s, 3H), I.I6-I.95(m, 8H), 2.20-2.40(0. 6H),
2.78-2.84(m,I H),4.41 (d./=8.701-1z, I I-I ),
5.28-5.48(ni, I H). 5.39(d,d J,=50.31 Hz,J2=2.66Hz, I
H),5.51(d,d J,=49.30Hz, J,=2.61 Hz, I H), 6.37(00
J,=I0.15Hz. J,=1.74Hz. I H).  6.43(s, I H), 7.10(dd
J.=10.12Hz, J,=I. I I Hz, I H). MASS(ES+): 517.2 IC.4
1.1 1(c1, J=7.09 Hz, 3H), 1.21(s, 3H), 1.24-1.97(m,
8H), 2.28-2.50(0, 4H), 2.86-2.90(m, 111). 4.45-4.47(0,
I H), 5.30-5.52(0,111). 5.41(0,0  J,=53.67 Hz, J,=2.34
Hz I H), 5.56(d,d J,=52.24 Hz, J2=2.33 Hz, I H),
6.39(d,d J,=10.13 H z, J,=1.77 Hz I H ), 6.45(s, I H),
6.51(d,d J,=3.50 Hz,  J,= 1.7211z I H), 7.12-7.15(0,
2H) 7.60(0, J=0.88Hz, 1 H). MASS(ES+):555.2 C'5
1.I0(d, =7.I7Hz, 3H), 1.21(s, 1 H), I.25-1.38(m, 2H),
1.55(s, I H), 1.85-1.99(0, 3H), 2.16-2.59(m, 411),
2.88-2.93(m, I H).  4.83(d,J=I0.67Hz, I H),
4.83(d,1=l0.69Hz, I H), 5.03-5.09(m, I H),
6.31-6.35(0, 211), 6.54(dd, J1=3.47 Hz. J,=I.7I Hz.
11-11. 7.03-7 07(m.  2H), 7.26(dJ=I0.03Hz,I H),
7.45-7.49(m, 211), 7.65(d,, =0.82Hz, IH). MASS(ES+) :
631.2 IC'.6 1.12 (4, J=7.07 H z, 311), I.21(s, 311),
1.26-1.48(m, 1 H), 1.53(s, 311), 1.59-1.96(m, 411),
2.2 8-2.52(0, 41-1), 2.82-2.86-2.89(0. I H). 4.44-
4.66(0, 111),4.93(d,J=I1.263Hz, IN),5.03(d,J=I1.24Hz,
IH),5.32-5.48(m,IH), 6.39(dd.J,=10.1II-Iz,J,=I.68Hz.
III).6.45(s. I11).  6.52(00. J,=3.41 Hz, J,=1.70Hz,
I:H), 7.1 I(d,J=5.71 Hz, I H), 7.13(s, I H),
7.58-7.64(0, 4H). MASS(ES+) : 681.3 C.7 1.09(0,
J=6.89Hz, 3H), 1.20(s, 3H), 1.25-1.50(m, IH), 1.55(s1-
3H), 1.60-2.03(0, 4H), 2.16-2.52(m, 4H), 2.92-3.13(0,
I H). 4.32(m. I H).  4.83(4, J=10.85Hz, I H), 4.87(d,
J=10.88Hz, I H), 5.13-5.51(m, I H), 6.30-6.33 (m. 2H),
6.55(s, I H), 7.13(s. I H), 7.26(0, .1=10.221-Iz.
111).  7.33-7.58(m, 411), 7.58-7.77(m, I H). MASS(ES+)
: 647.2 C'.8 0. 99(c], J=7.09Hz, 3H), 1.09(t, J= 7.52
Hz, 311), 1.12(s, 3H), 1.22-1.88(m, 8H), 2.13-255(0,
611), 2.82-2.86(m, I H), 4.25-4.27(0. 111).  4.89(s,
214), 4.96-4.98(0,I H), 5.30-5.50(m, I H),
6.26-6.29(m, 2 H), 7.2 1 (dd, J,=10.03Hz,1,=1.05Hz,
IH).7.56(d,J=8.2611 z,211).7.61(4,  J=8.301-Iz, 211).
MASS(ES+) : 643.0 IC'.9 I.05(4J=7.09Hz, 311), 1.18(s,
I H), I.20-I.87(m, 811), 2.19-2.56(m, 414),
2.58-2.70(m, IH). 2.86-2.90(m. I H). 4.30-4.32(0.
11-1).  4.80(0/=10.70Hz, I H), 4.85(dJ=10.70Hz, I H),
4.92-4.94(m, I H), 6.05(m, I H), 6.25(dd. J,=I0.13Hz,
J,=1.77Hz, I H). 651(40.  ./,=3.45I1z. J,=I.70Hz, I
H), 7.00-7.02(0, 2H), 7.29(d,1=10.11 Hz,I H),
7.43-7.46(0, 2H), 7.63(0,1=0.85Hz, I H). MASS(ES+) :
613 1) IC.10 1.00(4. J=7.06Hz, 3H), I.07(t,J=7.54Hz,
3H), I.15(s, 3H), 1.25-1.92(m, 811), 2.16-2.44(0,
611). 2.81-2.84(0. I H), 4.41(4../=8.51liz. Ili),
5.10(0, J=16.55Hz, I H), 5.21(0, J=16.64Hz, I H),
5.30-5.46(m, 111), 6.38(dd. J,=10.13 Hz. J= I.69IIz,
11i). 7.14(d, J=10. 131-1z, Iii ).  7.46(4, J=8.54Hz,
2H), 7.85(0, J=8.58Hz, 211). MASS(ES+) :637.1
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  101 Comp. 111-NMR (b ppm), MASS (El
/ ES+. inl:)  No IC.I I I.10(d-/=7.(18112. 3111.
1.22(s.311). 1.25-I 94(m, 811), 2.27-2.65(m, 511),
2.80-2.92(m. 111).4.45-4. '%(m, 111). 5.41 (4d
./,=52.2R11z,  J,=2.31112, 111), 5.56
((Ic1./,=53.72112, ./2=2.34Hz, I I-1), 6.15(s, Ili),
6.37(dd ./,=10.13112../,=1.82112. III ),
6.50(4(I./,=3.48112. ./_=1.71)) Iz.  



Ili), 7.12(4./=3.4011z, 111), 7.21(d,/=10.121-Iz, I
Ii), 7.59(d,/=0.86Hz 1 H). MASSES+) :537.1 I ( ' . 1 2
31 1z, 3 1 1 ) , I.03(d,./=7.07Hz, 3 1 1 ) , 1.16(s,
311), 1.25-1.91(m, 1 2 1 1 ) , 2.17-2.44(m, 6 1 1 ) .
2.80-2.84(m. 1 1 1 ) , 4.1-4.33 ( 1 1 1 . 1 1 1 ) .
530.5.58(m.311),6.38(dd,./,=10.131iz,./,=1.691Iz,
IH).6.43(s, II1).7.11(dd,.1=I0.I21 Iz, ./,=098 Ili).
MASS(ES+) : 53 7.1 I('.13 1.02(4,/=7.08112, 311),
1.12(t,1=7.701-I.2., 311), 1.15(s, 311), 1.32-1.37(m,
111), 1.52(s, 311). 1AS -I.92(m.41-I). 2.22.2.39(m.
411). 2.76- 2.81(m.. 111), 3.84(s, 311), 4.40-4.42(m,
I Ii), 5.29-5-47(m, I FI). 6.38(dd J,=I0.1211z.
J2=1.79112. I Ii ). 6.43(s. III ), 7.12((I&
.1i=10.14112.  /.= 1.321 Iz, Ili ). M ASS(ES+) : 499.(
I('.14 1.08(&.1=7.08112, 31-1), 1.20(s, 31-1).
1.29-1.40(m, IH), 1.55(s, 3H). 1.59-2.00(m, 411),
2.27-2.51(m.411), 2.88-2.92(m, Ili). 3.85(s. 311).
4.33-4.35( m, 11-1), 4.95-4.97(m, I H), 5.34-5.5I(m,
3H), 6.33(ddJ,=10.10Hz, J,= 1.8511z. Ili). 6.36(s.
111), 6.52(dd.1,=3.491 Iz..1,=1.721 It..  I Ii),
7.11(dd./,=3.481-Iz,J,=0.53Hz, 11-1),
7.26(ddJi=I0.05Hz,J2=0.96Hz, 111), 7.62-7.63m, I Ii).
NIASS(FS+) : 537.0 1 ( ' . 1 5 1.04(4,./=7.091Iz,
311), 1.1 1-1.15(m, 611), 1.34-1.85(m, 81-I),
2.20-2.39(m, 611), 2.80-290(m, 111). 4.38(d,
J=8.66112, III). 4.86(4.  10.78112, Ili), 4.92(&,
1=10.77Hz, 111), 5.27-5.49(m, 114),
6.36(dd,J,=10.I4Hz../,=1.801lz 11-I). 6-43(s. III),
7.09(dd..J,=10.13112.  I.20Hz, 1II), 7.35-7.45(m,
51-1). MASS(ES+) :575.0 1('.16 I .08(d,./=7.08Hz,
31-1), I.20('s, 311), 1.22-1.97(m, 8H), 2.26-2.54(m,
411), 2-91-2.95(m. 111). 4.3 1 (d. ,1=6.59Hz, 11-1),
4.85(d..1=10.66112,  Il1),4.88(d.J=10.66Hz,
11-1),5.24-556(m, IH),
6.28-6.31(m,21-1),6.56(dd,J,=3.39Hz.J.=I.64Hz
III).7.31(d, J=3.451-12. II1).7.18- 7.46(m, 61.1),
7.72(s, 11-1). MASS(ES+) :6) 3.0 IC-17
0.99(4,./=7.0711z, 311), I.09(t,J=7.51liz, 311),
I.14(s, 311), 1.19-1.96(m, 811), 2.09-2.471m, 121-1).
2.77-2.81 (m, Ili), 4.40(d../=6.301 It,  III),
4.74(4./=18.251-Iz, III), 4.82(4, J=I8.27Hz, I H),
5.30-5.46(m, I H), 6.38(dd, J,=10.I51lz,./.=I.791iz.
III), 6.43(s, I l -I ). 6.84(s. 211).  7.12(d,
J=9.89112, 111). MASS (ES+) : 645.3 I('.18 I .03(d,
J=7.09Iiz, 3H), 1.14(s, 311), I.13(t,J=7.54Hz, 3H),
I.25-1.89(m, 811), 2.17-2.40(m. 614), 2.81-2.83(m, I
H), 4.38.-4.4I(m. I I I).  4.81 (d,
./=10.911-Iz,-11-1),4.88(4,./=10.91 Hz,
114),5.25-5.50(m,
IH),6.35(d,dJ,=10.13Hz..1,=1.65Hz).6.43(s, Ili).
7.10(d.d./,=10.IOliz,  J2=0.67112 I I-I),
7.34(4,./=8.40Hz, 211), 7.40(d,J=8.39Hz, 2H).MASS ES+
:609.0 IC'.19 I.10(d, J=7.041iz, 31-1), 1.21(s,3H),
1.30-1.96(m, 8H), 2.29-2.54(m, 411), 2.90-2.93(m. 1 1
1 ) , 4.33-4.3O(m, I H), 4.82(d, J=1 1.1 1112. I Ii
4.87(4,./=1I-10Hz, II1), 4.95-4.98(m, IH),5.36-5.51(m,
IH), 6.33(dd,J,=I0.I3Hz,J=1.75Hz, 111). 7.14(d,,1=3.45
Hz- 11-I).725(4.  J= 10.0911z. I1-1).7.32(dd,
./,=8.22Hz,J2=1.89Hz 111), 7.44-7.46(m, II), 7.64(s, I
H). %IASS(ES+):680.9 IC'.2)) I .09(4../=7.001 Iz,
311), I.20(s,3H), 1.30-2.02(m, 8H), 2.26-2.53(m, 411),
2.91-2.95(m. 114), 4.32(4../=6.99Hz, I II), 4.97(11.
J=1 1 .6411,.  11-I), 5.03(4,./=11.59Hz, IH),
5.37-5.54(m, 111), 6.31 -6.32(1, 211),
6.56(dd,J,=3.28Hz.J_=1.56Hz. Ili), 7.13(d,J=3.41 Hz.
111). 7.1 8- 7.31(1, 211), 7.42(4, J=1.43Hz, I H),
7.58(d, J=8.25Hz, IH), 7.70(s, 114). MASS(ES+) : 681.5
IC'.21 1.1 1(d, J=6.971-Iz, 311), 1.22(s,311),
1.25-I.96(m, 8H), 2.28-2.58(m, 4H), 2.90-3.95(1. I H),
4.36(1. 111), 4.83-4.88(m. 3110:30-5.55(1,  III).
6.34(d,d./,=IO.IOHz, J,=1.68Hz, 11-1),6.38(m, I H),
6.53(d,dJ,=3.39Hz, J,=1.65Hz. 1)1). 7.13(4.,1=3.43Hz,
11-1), 7.1 24-7.42(m. 41-1),  7.50(s, I H), 7.63(s, I
H). MASS(ES+) : 647.7 IC'.22 I .09(d, J=7.0411z, 311),
1.20(s,3H), 1.25-I .97(m, 8H), 2.03-2.57(m, 4H),
2.89-2.93(1. I H), 4.33(4. J=6.78Hz,
11-1).4.95(d..1=10.9-21-1z. I I-I). 5.05(d. J=10.89Hz,
1)1), 5.12(m, 11-1),5.30-5.30(m,
11-1),6.30-6.33(m,21-1), 6.54(dd.
J,=3.39112../,=1_63112 114),6.74-6.79(m.21-1).  7.1
1(d. J=3.361-Iz. IF)), 7.26(d, J=10.07Hz, I H),
7.66(s, I H). MASS ES+) : 667.0 IC.23 I .10(d,
J=7.05112, 311), I.22(s,3H), 1.36-1.42(m, Ili),
1.55(s, 311), 1.72-2.00(1, 411), 229-2.52(1. 111).
2.87-2.92(m. 11-1). 4.32-4.35(1.  111), 4.93(1../=1
1.04Hz, I H), 4.97(4, J=1 1.07Hz, I H), 5.05-5.06(m, I
H), 5.30-5.52(m. I H), 6.33(dd. J,=10-09Hz,
J,=1.88112- 110.6.3%.  I H), 6.54((14../,=3.49Hz,
J,=1.72Hz 111), 7.13(&,./=339Hz I H), 7.26(dd,
J,=10.07Hz. J.=I.01 Hz. 111). 7.51 -7.69011. 411 ).
7.74(s.11-1).  NIASS(ES+) : 681.5 5  10  SUBSTITUTE
SHEET (RULE 26) WO 2007/099548 PCT/IN2007/000039  102
Example 30: Pharmacological Activity: (a) Steroid
Receptor Binding Assays: 



The steroid receptor binding assay were performed by
MDS Pharma Services at their Taipei  5 (Taiwan)
phamracology laboratory. (i) Glucocorticoid Receptor
Binding Assay The activity of test compounds on
glucocorticoid receptor was assessed using radioligand
binding assays. The Human HeLa cells transfected with
glucocorticoid receptors were  10 incubated with
[3H]dexamethasone at 25 C for 2hrs in RPMI-1640, lOnM
HEPES, pH 7.2 incubation medium, in the absence or
presence of test compounds at 3nM and/or 10nM
concentration. Free [3 H]dexamethasone was removed
from the medium by centrifugation and  concentration
of receptor bound ligand was determined in the
supernatant by liquid scintillation  counting. 15
Dexamethasone as reference compound was tested
concurrently as an integral part of each assay  to
ensure the validity of the results obtained. The %
inhibition was evaluated using a single  concentration
of test compound and the corresponding radiolabeled
ligand: Results are presented  as the percent
inhibition of specific binding. The values are average
of duplicate determinations  20 for each
concentration. Table 7: Glucocoticoid Receptor binding
(in vitro) screen  Compound No. Glucocorticoid
receptor binding % inhibition  IA.143 58h  IA.161 55
IA.157 56b  IA.159 36  IA. 1 68 40a 113.2 55a  113.4
88,  113.6 92  113.7 82  IB.8 93 b  25 SUBSTITUTE
SHEET (RULE 26) WO 2007/099548 PCT/IN2007/000039  103
Compound No. Glucocorticoid receptor binding  `%)
inhibition 113.10 82"  IB.13 79"  IB.14 85  113.15 83"
113.50 74  113.51 67"  113.54 82  113.66 72  113.67
77'  



113.70 43a  1B.73 45a  113.88 46a  IB.100 '45a  IB.101
45a  IB.103 78  IB.104 72  IB.105 42a IC.3 72c  IC.4
73  IC.5 75`  IC.7 41 Fluticasone propionate 88
Budesonide 85"  "olnhibition at 3nM. o Inhibition at
IOaM; "N Inhibition at MOW.  (b) Croton oil ear edema
5 Mice (male, CD-1) were made into different groups.
Test compounds were dissolved in pyridine-
water-acetone. (4:2:14) solution 10l of compound or
vehicle solution was applied to the left ear  of the
mice. The right ear of each mouse was applied
simultaneously with 10111 of pyridine:  water: acetone
(4:2:14) solution. After 2hrs of compound or vehicle
application, 10I of croton  oil solution was applied
to the left ear of all animals. After 6hr of croton
oil treatment the  10 animals were sacrificed; ears
were excised and weighed separately. 15 SUBSTITUTE
SHEET (RULE 26) WO 2007/099548 PCT/IN2007/000039  104
Table 8: Croton oil Ear Edema Screen  Compound No.
Mean'% Inhibition  IA.3 45.31"  IA.56 34.59"  IA.184
49.06"  IA.185 49.06"  113.20 61.49"  113.33 76.16"
113.34 64.39"  18.35 60.18"  113.37 57.12"  113.44
75.19"  113.46 75.97"  18.49 71.82"  18.52 78.12a
IB_53 71.19"  113.55 74.78"  113.57 74.43"  



113.64 72.75"  113.73 76.24"  113.77 71.71"  113.81
77.75"  113.98 73.71'  18.102 73.63'  113. 112 66.94'
113.138 72.48'  IB.150 77.76b  113. 159 66.02'  IC.13
41.79"  IC.14 61.46" Fluticasone propionate 81.09'
Dexamethasone 50.05"  Inhibition at I.6pg: '
Inhibition at 0.5pg SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  105  (c) Cotton pellet
granuloma SD rats were used for assessing
anti-inflammatory activity of test compound using
cotton pellet  granuloma method. Sterilized cotton
pellets weighing 20mg were prepared. Test compounds
were dissolved in acetone so as to get the required
quantity for each cotton pellet in 5001.11. 5
Different pellets were impregnated with 500I of
acetone to contain required quantity of test
compounds and allowed 'to dry. Vehicle control pellets
were impregnated with 500l acetone.  Rats were made
into different groups. Two cotton pellets were
surgically implanted into the  scapular region of.each
rat. On sixth day of such implantation, pellets along
with granuloma  were taken out. Thymus gland was also
separated from each animal and weighed. The pellets 10
with granuloma were dried for 20 hrs at 60C and
weighed. Mean weights of dry granuloma and  thymus,
body weight gain/I OOg body weights were calculated.
Table 9: Cotton pellet granuloma test Compound No.
Dose Mean % Inhibition of Thymus wt.*  (mcg) Granuloma
% Decrease)  IA.3 1000 74.76 -11.72  IA.6 1000 61.25
-6.95  IA.11 1000 61.36 -4.72  IA.13 1000 62.52 6.46
IA.14 1000 70.74 -13.26  IA.20 1000 67.57 0.73  IA.27
10 31.28 8.71 1000 69.84 11.74  IA.28 1000  73.73 13.5
_  IA.35 1000 67.16 -11.43  IA.36 1000 70.74 -13.26
IA.38 10 67.17 -1.28  



IA.42 1000 65.63 -1.33  IA.43 10 27.72 -0.55 1000
72.03 1.47  IA.44 1000 71.79 4.58  IA.45 1000 80.06
-4.46  IA.58 10 59.00 6.00  IA.59 1000 76.86 -2.51
IA.122 3 37.29 2.25  IA.136 10 37.74 4.44 1000 67.79
2.14  15 SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  106 Compound No. Dose Mean %,
Inhibition Thymus wt.*  me of Granuloma %o Decrease)
IA.137 1000 65.58 1.59  IA. 13 8 1000 66.16 15.45
IA.140 1000 62.54 -36.16  IA.141 1000 63.1 -18.26
IA.142 10 45.36 -8.43  IA.197 .1000 79.04 -8.89 113.5
10 39.79 -0.39  113.7 1000 78.82 14.89  I13.16 3 68.92
-11.06 1000 77.36 -11.65  [B.163 3 45.8 -5.44  10
76.13 13.77 IC.6 1000 84.96 10.96  IC.8 3 45.15 3.38
IC.9 3 34.3 2.51 Fluticasone propionate 1000 75.03
82.36  Dexamethasone 1000 44.73 68.66  * In all the
compounds (other than the reference compounds) the
thymus weight change and the bode weight  gain were
statistically insignificant when compared with vehicle
control 5 (d) Sephadex-Induced Lung Edema in the SD
Rat Sephadex G-200 was prepared in sterile saline
(10mg/mi) and allowed to swell for at least 3 days  at
room temperature. Test compounds were prepared as
suspensions by grinding and sonicating  10 the solid
in chilled saline. All the compounds were administered
intratracheally at 24hrs and 2hrs prior to
intratracheal administration of Sephadex (5 mg/kg)
under light ether anesthesia. Vehicle  control animals
were administered vehicle instead of Sepahdex. At 24hr
after Sephadex  instillation, lung and thymus were
excised from individual animals and weighed. Wet
weight of  lung and thymus was corrected for 100g of
initial body weight. The percentage increase in lung 



15 weight caused by Sephadex and its inhibitions by
the compounds, were calculated. The  percentage
inhibitions of thymus compared to vehicle control
group were also calculated. 20 SUBSTITUTE SHEET (RULE
26) WO 2007/099548 PCT/IN2007/000039  107 Table 10:
Sephadex-Induced Lung Edema in the SD Rat  Compound
Dose Mean'%O inhibition* No. (meg/kg) Lung edema
Thymus  IA.168 3000 95.3 9.2  IB.15 1000 70.3 4.5
IB.15 3000 71.1 6.4  113.51 3000 120.5 29.8  I13.54
3000 110.4 29.7  113.64 1000 86.4 2.0  I13.64 3000
104.6 20.0  I13.67 3000 121.8 33.4  113.79 3000 99.3
15.2  113.94 3000 99.7 8.1  IB.100 3000 120.8 36.0
IB.101 3000 114.8 8.9  IB.150 3000 106.2 18.0
Budesonide 3000 119.38 67.08 * In id/ the compounds
(other than the reference compounds) the body weight
gain was statistically  insignificant when compared
with vehicle control 5 Table 10a: Therapeutic Index
for Compounds in Sephadex Lung Edema model in SD Rat
Therapeutic index  Comp No. ED50 Lung edema EDSO
Thymus ED, Thymus (mg/kg, i.t.) (mg/kg, i.t.)
involution/  ED;o Lung edema  I13.51 0.641 13.31 20.76
I13.67 0.232 8.84 38.10  I13.70 0.323 7.67 23.75
I13.88 0.300 4.09 13.63 Budesonide 0.101 0.68 6.73
Fluticasone propionate 0.086 0.36 4.18  10 15  20
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  108  (e) Liver Glycogen Deposition
in Rats 



Male Sprague Dawley rats, weighing 190-220g were
bilaterally adrenalectomized and  maintained on 0.9%
saline solution throughout the experiment. On day 5th
and 6th of  adrenalectomy, animals were made into
different groups, test compounds prepared in cold
saline 5 (sonicated for 30min) were instilled
intratracheally 2 doses @ 3mg/kg, 24hrs apart. At
15hrs  after the last treatment, animals were
sacrificed and livers were excised and weighed. The
glycogen content of the livers was determined by
anthrone method. Briefly, a weighed quantity  of liver
tissue was homogenized with 5% trichloroacetic acid,
supernatant mixed with ethanol  and kept overnight for
precipitation. The glycogen thus extracted was
estimated as glucose 10 generated after acid
hydrolysis by addition of anthrone reagent at 620nm.
Glycogen content was  expressed as mg/100g liver.
Table 11: Liver Glycogen Deposition in Rats Comp No.
Dose Glycogen content 'Yo Inhibition of  (mg/kg)
(mg/100g liver) thymus  1A.3 3 -13.6 -2.42  IB.4 - 3
-5.77 -9.68  IB.50 3 - 6.67 5.48 IC.3 3 -11.34 -2.43
Fluticasone propionate 3 1514.65 70.17  Mometasone
furoate 3  1117.32 43.51 Budesonide 3 552.77 65.02  15
(f) Assessment of Systemic Activity by i.v. Route of
Administration For assessing systemic side effect on
i.v. administration, cotton pellet granuloma assay
(blank  cotton pellet) in male SD rats was undertaken.
Sterilized cotton pellets weighing 20mg were  20
surgically implanted into the scapular region on both
sides. Starting from next day of implantation,
compounds dissolved in Pharmasove (Pharmasolve 66.67%
in saline) or vehicle  were administered intravenously
at 1.6mg/kg dose for 3 successive days. On fifth day
of  implantation, pellets along with granuloma were
taken out. The thymus gland was also separated  from
each animal and weighed. The pellets with granuloma
were dried for 20hrs at 60"C and  SUBSTITUTE SHEET
(RULE 26) WO 2007/099548 PCT/IN2007/000039  109
weighed. Mean weights of dry granuloma and thymus and
body weight gain/I OOg body weights  were compared
with vehicle control groups. The compounds of formula
I of present invention did not induce any significant
thymus and  5 body weight gain suppression by i.v.
administration. Further, there was no significant
cotton  pellet granuloma inhibition by i.v. route of
administration, thus clearly indicating lack of
systemic activity and hence excellent systemic safety
profile for the compounds of for uula I. Table 12:
Activity by i.v. Routes of Administration Comp No.
Dose mcg Mean Mean Thymus wt.  . (for 3 Inhibition of
Decrease ('%,)*  days), i.v. Granuloma IA.3 1600 3.98
6.37  IA.11 1600 16.65 -17.88  



IA.89 1600 15.90 6.54  IC.3 1600. 12.09 -10.38  IC.5
1600 -22.20 1.67 [A.143 1600 -3.01 5.51  Fluticasone
propionate 1600 55.62 75.71 10 *The body weight gain
in all the compounds was statistically not significant
when compared with vehicle control  Conclusion The
compounds of formula I of the present invention have
potent binding to the glucocorticoid  15 receptor in
vitro. In the in vivo models, which include croton oil
induced ear edema, cotton pellet  induced granuloma,
and Sephadex induced lung edema screens, the compounds
of the present  invention exhibit significant
anti-inflammatory activity. In the cotton pellet
granuloma, the  thymus involution and the body weight
gain due to the compounds was either absent or
insignificant even at dose levels as high as
100-1000mcg per pellet: Similar behaviour was once 20
again observed in the case Sephadex induced lung edema
models even when the compounds  were administered at
very high doses, clearly demonstrating that these
compounds do not cause  any adverse systemic effects
following local administration. The absence or
non-significance of  the systemic side effects was
further confirmed by measurement of hepatic glycogen
deposition  SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  110 in rats after intratracheal
administration, and by measurement of thymus and body
weight gain  suppression following i.v.
administration. Thus the compounds of formula I
described in the present invention are potent
anti-inflammatory  5 glucocorticoids having
insignificant or no noteworthy systemic activity even
at doses  significantly higher than therapeutic doses.
Due to non-significant systemic effects, the
compounds of the present invention have high
therapeutic index for anti-inflammatory activity is
systemic side effects, a property which is highly
desirable for therapies using glucocorticoids. 10  15
20  25  30  35  40  SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  111  WE CLAIM 1. 1
lfi-hydroxyandrosta-4-ene-3-one, compound of formula
I, and physiologically acceptable salt  5 thereof: O
Z-R4  O-CO R;  HO R1  



RZ O R3 Formula I  I 0 - represents single or double
bond and vvnnn, represents a or a-configuration.
wherein Z represents 0 or S; 15 R, represents hydrogen
or methyl which may be either in a or
/3-configuration, or methylene;  R, and R3 are the
same or different and each independently represents
hydrogen, halogen or a  methyl group; R5 represents a
group selected from (C1-C1o)-alkyl,
(C3-C13)-cycloalkyl, -0-(C1-Clo)-alkyl; aryl or
heterocyclic ring wherein the ring or ring system is
unsubstituted  20 or substituted, by one or more
halogen, -OH, (C,-C3)-alkyl, -O-(C1-C3)-alkyl,
(C3-C13)- cycloalkyl; wherein the alkyl or cycloalkyl
groups can optionally contain one or more
unsaturations and/or can have one or more hetero atom
incorporated therein and optionally in  each case have
one or more hydrogen atoms replaced by halogen, -OH,
(C1-C3)-alkyl, -0- (CI-C3)-alkyl, (C3-C
13)-cycloalkyl; and SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  112 R4 represents
moiety selected from a group consisting of A, B and C,
with a proviso that  when R4 represents moiety (C), Z
is S; P I P H)m, H)m,J  -(I)mi CO-R(, -(C)mi
C-X-C-(C)ni-K  Q Q L (A) (B)  P  -0-(C)m,-R7 Q  5 (C)
wherein in, is 1,2or3;  1112 is 0 or 1;  1113is0or1;
10 n, is 0, 1 or 2; R(, represents a group selected
from (C1-C8)-alkyl, (C3-C13)-cycloalkyl, aryl and a
heterocyclic radical, where the ring or ring system is
unsubstituted or substituted by one or  more
substituents selected from (C,-Cg)-alkyl,
(C3-C13)-cycloalkyl, halogen, O-(C1-Cs)-alkyl,
O-(C3-C,3)-cycloalkyl, OCO-(C,-C3)-alkyl,
S(O)0_2(C1-C8)-alkyl, COO-(C1-C8)-alkyl, -OCO 15
O-(C1-C3)-alkyl, -OCO-CO-O-(C1-C3)-alkyl, CONH2,
CONH-(C1-Cs)-alkyl, CON-[(C,-Cs)- alkyl]2,
-NHCO-(C1-Cs)-alkyl, N-(C1-C8)-alkyl-CO-(C,-C8)-alkyl,
-NHCO-O-(C1-Cs)-alkyl, -
N-(C1-C8)-alkyl-CO-O-(C,-C8)-alkyl,
-NHCONH-(C1-C8)-alkyl, -N-(C1-C8)-alkyl-CONH- 



(C1-C8)-alkyl, -NHCONH-SO2-(C1-C8)-alkyl1
-N-(C,-C8)-alkyl-CONH-SO2-(C,-C8)-alkyl,  NO2, -CN;
wherein the alkyl or cycloalkyl groups can optionally
contain one or more' 20 unsaturations and/or can have
one or more hetero atom incorporated therein and
optionally,  in each case have one or more hydrogen
atoms replaced by halogen, -OH, (C1-C3)-alkyl, -
OCO-(C1-C3)-alkyl or (C3-C13)-cycloalkyl; SUBSTITUTE
SHEET (RULE 26) WO 2007/099548 PCT/IN2007/000039  113
with a proviso that when R4 represents moiety A
wherein R(, represents (C3-C13)-cycloalkyl  optionally
containing one or more hetero atom incorporated
therein, the hetero atom is not  nitrogen; P and Q are
independently selected from hydrogen and C, to C3
alkyl; 5 or P and Q can be joined together with the
carbon atom to which they are attached to form
(C,-CK)-cycloalkyl as represented by moiety (A-1): O
C MI RG  n2 (A-1)  wherein m, is I and.n2 is 0,1, 2,
3, 4 or 5 and R() is an aryl as defined above; 10 or P
and R,, can be joined together to form a cyclic system
as represented by moiety (A-2):  (A-2)  0 Q (C) M, /GG
n2 wherein mi is I and n2 is 0, 1, 2, 3 or 4 and ring
G is an aryl as defined above;  X represents either a
double bond or a triple bond; and J, K and L are
independently selected from a group consisting of
hydrogen, halogen,  15 (C,-C,o)-alkyl,
(C3-C,3)-cycloalkyl, -OH, -O-(C,=C,o)-alkyl,
-O-(C_-C[3)-cycloalkyl,  -OCO-(C, -C, o)-alkyl,
-OCO-(C3-C i 3)-cycloalkyl, -OCO-CO-O-(C, -C,
0)-alkyl,  OCO-CO-O-(C3-C,3)-cycloalkyl,
-OCO-O-(C,-C,o)-alkyl, -OCO-O-(C3-C,3)-cycloalkyl,
-OCO-NH-(C,-C,o)-alkyl, -OCO-NH-(C3-C,3)-cycloalkyl,
-OCO-N-[(C,-C,0)-alkyl]2,
-OCO-N-[(C3-C,3)-cycloalkyl]2,
-OCO-NHS02-(C,-C,0)-alkyl, -000-NHSO2-(C3-C13) 20
cycloalkyl, -NH2, -NH-(C,-C8)-alkyl,
-N-[(C,-C8)-alkyl]2, -NO2 and -CN;  SUBSTITUTE SHEET
(RULE 26) WO 2007/099548 PCT/IN2007/000039  114
wherein the alkyl or cycloalkyl groups can optionally
contain one or more unsaturations  and/or can have one
or more hetero atom incorporated therein and
optionally, in each case  have one or more hydrogen
atoms replaced by halogen, -OH, (C1-C3)-alkyl,
-O-(C1-C,)-alkyl, -OCO-(C1-C3)-alkyl, -COOH,
-COO-(C1-C5)-alkyl, 5 -COO-(C1-C5)-haloalkyl,
-NHCO-(C1-C8)-alkyl, -ON02, -NH-(C1-Cg)-alkyl,
-N-[(Ci-CK)- alkyl]2, -NO2, -CN, (C3-C13)-cycloalkyl,
aryl or heterocyclic radical; or J and K can be joined
together with the carbon atom to which they are
attached to  



represent a (C3-C13)-cycloalkyl or -CO- group and L is
as defined above; or J, K and L are absent when ni is
0; 10 R7 represents a group selected from hydrogen,
halogen, aryl and CO-aryl, wherein the ring or  ring
system is unsubstituted or substituted as defined
above; 2. 1 10-hydroxyandrosta-4-ene-3-,one, compound
of formula I, and physiologically acceptable salt
thereof, as claimed in claim 1, wherein R4 represents
moiety (A). P  -(C)MI-CO-R6  Q 15 (A)  wherein nil, P,
Q and Rc, are as defined in claim 1. 3.
11a-hydroxyandrosta-4-ene-3-one, compound of formula
I, and physiologically acceptable salt  thereof, as
claimed in claim 1, wherein R4 represents moiety (B).
P (H)m2 (H)m; (I)ml C-X-C-(C)nl-K  Q L  20 (B) wherein
m1, m2, m3, ni, P, Q, J, K, L and X are as defined in
claim 1. 4. 1 l fl-hydroxyandrosta-4-ene-3-one,
compound of formula I, and physiologically acceptable
salt  thereof, as claimed in claim 1, wherein R4
represents moiety (C). SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  115  P -0-(i )nl, R7  Q
(C) wherein mi, P, Q and R7 are as defined in claim 1.
5 5. 1 1(3-hydroxyandrosta-4-ene-3-one, compound of
formula I-B, and physiologically acceptable  salt
thereof: P\ (H)m, 1H)mt .I 0 Z-(C)m,-C-X-C-(C )ni-K
O-CO-RS HO R,  R, O R3 Formula I-B  10 wherein  Z
represents 0 or S; R, represents hydrogen or methyl
which may be either in a or /3-configuration, or
methylene;  R2 and R3 are the same or different and
each independently represents hydrogen, halogen or a  



15 methyl group; R; represents a group selected from
(C,-C,o)-alkyl, (C3-C1 3)-cycloalkyl,
-O-(C,-C,o)-alkyl, aryl or heterocyclic ring wherein
the ring or ring system is unsubstituted  or
substituted by one or more halogen, -OH,
(C,-C3)-alkyl, -O-(C,-C3)-alkyl, (C,-C,3)- cycloalkyl;
wherein the alkyl or cycloalkyl groups can optionally
contain one or more 20 unsaturations and/or can have
one or more hetero atom incorporated therein and
optionally in  SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  116 each case have one
or more hydrogen atoms replaced by halogen, -OH,
(C1-C3)-alkyl, -O- (CI-C3)-alkyl, (C3-C13)-cycloalkyl;
and III, is 1; m2 is 0 or I ; 5 1113 is 0 or 1; .
n1is0,Ior2;  P and Q are hydrogen; X represents either
a double bond or a triple bond; and .1, K and L are
independently selected from a group consisting of
hydrogen, halogen, (C1- .10 C1" )-alkyl,
(C3-C13)-cycloalkyl, -OH, -O-(C1-Clo)-alkyl,
-O-(C3-C13)-cycloalkyl, -000-(C1- C,o)-alkyl,
-OCO-(C3-C13)-cycloalkyl, -OCO-CO-O7(C1-C1o)-alkyl,
-000-CO-O-(C3-C13)- cycloalkyl, -OCO-O-(C1-C1o)-alkyl,
-OCO-O-(C3-C13)-cycloalkyl, -OCO-NH-(C1-C1o)-alkyl,
-OCO-NH-(C3-C13)-cycloalkyl, -OCO-N-[(C1-C,o)-alkyl]2,
-OCO-N-[(C3-C13)-cycloalkyl]2, -
OCO-NHSO2-(C1-Clo)-alkyl,
-OCO-NHSO2-(C3-C13)-cycloalkyl, -NH2,
-NH-(C1-Cg)-alkyl, -.  15 N-[(C1-Cx)-alkyl]2, -NO2 and
-CN. 6. 11 j3-hydroxyandrosta-4-ene-3-one, compound of
formula I-B, and physiologically acceptable  salt
thereof: P\ 1H)m2 (H)m3 0 Z-(C)mi C-X-C-(C)ni--K
O-CO-RS L  HO R,  R, O R3 20 Formula I-B  wherein Z
represents S; R, represents hydrogen or methyl which
may be either in a or a-configuration, or methylene;
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  117 R2 and R3 are the same or
different and each independently represents hydrogen,
halogen or a  methyl group; R5 represents a group
selected from (C1-Cl0)-alkyl, (C3-C13)-cycloalkyl, 



-O-(Ci-Cio)-alkyl, aryl or heterocyclic ring wherein
the ring or ring system is unsubstituted  5 or
substituted by one or more halogen, -OH,
(C1-C3)-alkyl, -O-(C1-C3)-alkyl, (C:-Ci3)- cycloalkyl;
wherein the alkyl or cycloalkyl groups can optionally
contain one or more  unsaturations and/or can have one
or more hetero atom incorporated therein and
optionally in  each case have one or more hydrogen
atoms replaced by halogen, -OH, (Ci-C3)-alkyl, -O-
(C1-C1)-alkyl, (C3-C13)-cycloalkyl; and 10 mi is l;
m2 is 0;  m3 is 0;  n1is0,1or2; P and Q are hydrogen;
15 X represents a triple bond, and J, K and L are
independently selected from a group consisting of
hydrogen, halogen, (Ci- Cio)-alkyl,
(C3-Ci3)-cycloalkyl, -OH, -O-(C,-C1o)-alkyl,
-O-(C3-C13)-cycloalkyl, -000=(C,- Ci()),-alky1,
-OCO-(C3-C13)-cycloalkyl, -0C0-CO-O-(C1-CIO)-alkyl,
-000-CO-O-(C3-C,:)- cycloalkyl, -OCO-O-(C1-Cio)-alkyl,
-OCO-O-(C3-Ci3)-cycloalkyl, -0C0-NH-(C1-Cio)-alkyl, 20
OCO-NH-(C3-C13)-cycloalkyl, -OCO-N-[(C1-Cio)-alkyl]2,
-OCO-N-[(C3-C,3)-cycloalkyl]2, -
0C0-NHSO2-(C1-Cio)-alkyl,
-OCO-NHSO2-(C3-Ci3)-cycloalkyl, -NH,,
-NH-(Ci-C.)-alkyl, - N-[(CI-C8)-alkyl]2, -NO2 and -CN.
7. 1,6-Hydroxyandrosta-4-ene-3-one as claimed in claim
1 selected from the group consisting of  25
S-[2-(4-Chlorophenyl)-2-oxoethyl]
6a,9a-difluoro-11/3-hydroxy-16a-methyl-3-oxo-]7a-
propi onyloxyandrosta-1,4-diene-17/3-carbothioate,
2-(4-Fluorophenyl)-2-oxoethyl
6a,9a-difluoro-11/3-hydroxy-16a-methyl-3-oxo-l7a- 30
prop 1onyloxyandrosta-1,4-diene-17/3-carboxylate,
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  118
S-[2-(4-Fluorophenyl)-2-oxoethyl]
6a,9a-difluoro-11/3-hydroxy-16a-methyl-3-oxo-17a-
propionyloxyandrosta-1,4-diene-I 7fi-carboth i oate,
S-[2-(2,4-Dichorophenyl)-2-oxoethyl]
6a,9a-difluoro-11/3-hydroxy-l6a-methyl-3-oxo- 5 17
a-propionyloxyandrosta-l,4-diene-17/8-carbothioate,
S-[2-(2,4-Dichlorophenyl)-2-oxoethyl]
6a,9a-difluoro-11/3-hydroxy- 16a-methyl-3-oxo-
17a-propionyloxyandrosta-1,4-diene-17/3 carbothioate,
10 S-[2-(3,4-Dichlorophenyl)-2-oxoethyl]
6a,9a-difluoro-11/3-hydroxy-16a-methyl-3-oxo- 17
a-propionyloxyandrosta-1,4-diene-17/3-carbothioate,
S-[2-(5-Chlorothiophen-2-yl)-2-oxoethyl]
6a,9a-difluoro-11/3-hydroxy-16a-methyl-3-oxo  17
a-propionyloxyandrosta-1,4-diene-17/3-carboxylate, 15
S-[2-Oxopropyl]6a,9
a-difluoro-11/3-hydroxy-16a-methyl-3-oxo-17a-propionyl
oxyandrosta- 1,4-diene-17/3-carbothioate, 2-Oxopropyl6
a,9 a-di fluoro-11 /3-hydroxy-16 a-methyl-3 -oxo-17
a-propionyloxyandrosta- 20 1,4-dien-17/8-carboxylate,
S-[2-(4-Methoxyphenyl)-2-oxoethyl] 6
a,9a-difluoro-11,8-hydroxy-16a-methyl-3-oxo-l 7a- 



propionyloxyandrosta-1,4-diene-17/3-carbothioate,  25
S-[2-Oxo-2-(4-trifluoromethyloxyphenyl)ethyl]
6a,9a-difluoro-11/8-hydroxy-16a-methyl-3 oxo-17
a-propionyloxyandrosta-1,4-diene-17/3-carbothioate,
S-[2-Oxo-2-(4-trifluoromethylphenyl)ethyl]
6a,9a-difluoro-1 1/3-hydroxy-16a-methyl-3- oxo-17
a-propionyloxyandrosta-l,4-diene-17/3-carbothioate, 30
SUBSTITUTE SHEET (RULE 26) WO 2007/099548
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2-(4-Methanesulphonylphenyl)-2-oxoethyl
6a,9a-difluoro-I I /3-hydroxy- l 6a-methyl-3-oxo-
17a-propionyloxyandrosta-l,4-diene-I7/3-carboxylate, .
'  S-[2-(4-Methanesulphonylphenyl)-2-oxoethyl]
6a,9a-difluoro-1 1 /3-hydroxy-16a-methyl-3 5 oxo- l
7a-propionyloxyandrosta-l,4-diene-17/3-carbothioate,
2-Oxo-2-phenylethyl 6a,9a-difluoro-11
/3-hydroxy-l6a-methyl-3-oxo-17 a-
propionyloxyandrosta-1,4-diene-17/3-carboxylate, 10
S-[2-Oxo-2-phenylethyl]
6a,9a-difluoro-11/3-hydroxy-16a-methyl-3-oxo-17a-
propionyloxyandrosta-1,4-diene-17/3-carbothioate,
S-[2-Oxo-2-(2,4,6-trimethylphenyl)ethyl]
6a,9a-difluoro-11 /3-hydroxy-l6a-methyl-3-oxo- 17
a-propionyloxyandrosta-1,4-diene-17/?-carbothioate, 15
S-[1,1-Dimethyl-2-oxo-2-phenylethyl]
6a,9a-difluoro-11/3-hydroxy-l6a-methyl-3-oxo- 17
a-propionyloxyandrosta-l,4-diene-17/3-carbothioate,
S-[2-(4-Methoxyphenyl)-2-oxoethyl] 6a,9a-difluoro-11/3
hydroxy-l6a-methyl-17a-(2 20
methylpropionyloxy)-3-oxoandrosta-l,4-..diene-17/3-car
bothioate,  S-[2-Oxo-2-(4-trifluoromethylphenyl)ethyl]
17a-cyclobutylcarbonyloxy-6a,9a-difluoro- I 1,8-h
ydrox y- I 6u-methyl -3 -oxoandrosta- l
,4-diene-17/3-carbothi oate, .25
S-[2-(2,4-Difluorophenyl)-2-oxoethyl]
17a-cyclobutylcarbonyloxy-6a,9a-difluoro-1 1,6-,
hydroxy-16amethyl-3-oxoandrosta-1,4-diene-17/3
carbothioate,  S-[2-(4-Methoxyphenyl)-2-oxoethyl]
17a-cyclobutylcarbonyloxy-6a,9a-difluoro-ll/3-
hydroxy-I
6a-methyl-3-oxoandrosta-l,4-diene-17/3-carbothioate,
30 SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  120 S-[2-(2,4-Dif
uorophenyl)-2-oxoethyl]
9a-fluoro-17a-[(2-furanylcarbonyl)oxy]-1 1 /3
hydroxy-16a-methyl-3-oxoandrosta-1,4-diene-17/3-carbot
hioate,  S-[2-(4-Chlorophenyl)-2-oxoethyl]
9a-fluoro-17a-[(2-furanylcarbonyl)oxy]-1 1/3-hydroxy-_
5 16a-methyl-3-oxoandrosta- l ,4-diene-
17,6-carbothioate, S-[2-(4-Methoxyphenyl)-2-oxoethyl]
9a-fluoro-17a-[(2-furanylcarbonyl)oxy]-l 1/3-hydroxy-
16a-methyl-3-oxoandrosta-1,4-diene-17/3-carbothioate,
10 S-[2-(4-Fluorophenyl)-2-oxoethyl]
9a-fluoro-17a-[(2-furanylcarbonyl)oxy]-11/3-hydroxy
16a-methyl-3-oxoandrosta-1,4-diene-17/3-carbothioate,
S-[2-(4-Chlorophenyl)-2-oxoethyl]
6a,9a-difluoro-l7a-[(2-furanylcarbonyl)oxy]- l 1 /3-
Iiydroxy-16axmethyl-3-oxoandrosta-1,4-diene-17/3-carbo
thioate,  



15 S-[2-Oxo-2-(4-trifluoromethylphenyl)ethyl]
6a,9a-difluoro-11 /3-hydroxy-16a-methyl-3- oxo-17
a-[(2-thienylcarbonyl)oxy]androsta- l
,4-diene-17/3-carbothioate,
S-[2-(3,4-Dimethylphenyl)-2-oxoethyl]
6a,9a-difluoro-11/3-hydroxy-16a-methyl-3-oxo 20 17
a-propionyloxyandrosta-l,4-diene-17/3-carbothioate,
S-[2-(3-Chlorophenyl)-2-oxoethyl]
6a,9a-difluoro-17a-[(2-furanylcarbonyl)oxy]-I 1 /3-
hydroxy- l
6a-methyl-3-oxoandrosta-1,4-diene-17/3-carbothioate,
25 S-[2-Oxo-2-(4-trifluoromethylphenyl)ethyl] 6
a,9a-difluoro-]7a-[(2-furanylcarbonyl)oxy]- 11
/3-hydroxy-16/3-methyl-3-oxoandrosta-l,4-diene-17/3-ca
rbothioate.  S-(4-Hydroxy-but-2-ynyl)
6a,9a-difluoro-17a-[(2-furanylcarbonyl)oxy]-11/3-hydro
xy-l6a- nmetlhyl-3-oxoandrosta- l
,4-diene-17/3-carbothioate, 30 SUBSTITUTE SHEET (RULE
26) WO 2007/099548 PCT/IN2007/000039  121
S-(4-n-Piopylcarbonyloxy-but-2-ynyl)
6a,9a-difluoro-11/3-hydroxy-I6a-methyl-3-oxo- l
7a-propionyloxyandrosta- l ,4-diene-I7/1-carbothioate,
S-[4-(2-Ethoxy-1,2-dioxoethyly-(E)-but-2-enyl]
6a,9a-difluoro-I 1 f-hydroxy-I6a-methyl 5
3-oxo-I7a-propionyloxyandrosta-I,4-diene-17/1-carbothi
oate,  S-[4-(2-Ethoxy-
1,2-dioxoethyl)oxy-(E)-but-2-enyl] 6a,9a-difluoro- l
7a-[(2-furanyl- carbonyl)oxy] -I
1/3-hydroxy-I6a-methyl-3-oxoandrosta-1,4-diene-I
7/3-carbothioate., 10
S-[4-n-Propylcarbonyloxy-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanylcarbonyl)oxy]-11/1=
hydroxy-16
a-methyl-3-oxoandrosta-1,4-diene-17/3-carbothioate,
S-[4-(2-Methylpropionyloxy)-but-21-ynyl]
6a,9a-difluoro-17a-[(2-furanylcarbonyl)oxy] I 1
/3-hydroxy-16a-methyl-3-oxoandrosta-l,4-diene-178-carb
othioate,  15 S-[4-(2,2-Dimethylprop
1onyloxy)-but-2-ynyl] 6a,9a-difluoro-17a-[(2-furanyl-
carbonyl)oxy]-11/3-hydroxy-16a-methyl-3-oxoandrosta-1,
4-diene-17/3-carbothioate,
S-[4-(2,2-Dimethylpropionyloxy)-but-2-ynyl]
6a,9a-difluoro-11/3-hydroxy-16a-methyl-3 20
oxo-17a-propionyloxyandrosta-1,4
diene-17/3-carbothioate,
S-[4-n-Propylcarbonyloxy-(Z)-but-2-enyl]
6a,9a-difluoro-17a-[(2-furanylcarbonyl )oxy]- 11
/1-hydroxy-16a-methyl-3-oxoandrosta-l,4-diene-17/1-car
bothioate, 25
S-[4-(2-Ethoxy-1,2-dioxoethyl)oxy-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanyl-
carbonyl)oxy]-11/1-hydroxy-16a-methyl-3-oxoandrosta-1,
4-diene-17/3-carbothioate.
S-[4-n-Propylcarbonyloxy-but-2-ynyl] 6a,9a-difluoro-11
/3-hydroxy- 16a-methyl-3-oxo- 17a- [(2-thi
enylcarbonyl )oxy]androsta-l,4-diene-17/-carbothioate,
30 SUBSTITUTE SHEET (RULE 26) WO 2007/099548
PCT/IN2007/000039  122
'S-[(4-Cyclopropylcarbonyloxy)-but-2-ynyl]
6a,9a-difluoro-l7a-[(2-fiuranylcarbonyl)oxyj-
11Qhydroxy-16a-methyl-3-oxoandrosta-l,4-diene-17l-carb
othioate,  S-[(4-Cyclobutylcarbonyloxy)-but-2-ynyl]
6a,9a-difluoro-I7a-[(2-ftiranylcarbonyl)oxy] 5 1 I
f3-hydroxy-16a-methyl-3-oxoandrosta-1,4-diene-17/3-car
bothioate,  



S-[(4-Cyclopentylcarbonyloxy)-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanylcarbonyl)oxy]- 11
f3-hydroxy-l6a-methyl-3-oxoandrosta-1,4-diene-17f3-car
bothioate, 10 S-[4-n-Propylcarbonyloxy-(E)-but-2-enyl]
-6a,9a-difluoro-17a-[(2-firanylcarbonyl)oxy]- 11
f3-hydroxy- 16a-methyl-3-oxoandrosta- l ,4-diene-
17/3-carbothioate,
S-[(4-Methoxycarbonyloxy)-but-2-ynyl] 6
a,9a-difluoro-17a-[(2-furanylcarbonyl)oxy]- I I f3-
hydroxy-16 a-methyl-3-oxoandrosta-1,4-diene-17
ff-carbothioate, 15
S-[(4-Ethoxycarbonyloxy)-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanyicarbonyl)oxy]-11 /3-
hydroxy-16 a-methyl-3-oxoandrosta- l ,4-diene-17l
carbothioate,
S-[4-(2,2-Dimethylethyloxycarbonyloxy)--but-2-ynyl],
6a,9a-difluoro-17a-[(2-furanyl 20 carbonyl)oxy]-11
f3-hydroxy-16a-methyl-3-oxoandrosta-1,4-diene-17/3-car
bothioate,,
S-[4-(2-Methylpropyloxycarbonyloxy)-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanyl- carbonyl)oxy]-11
/3-hydroxy-l6a-methyl-3-oxoandrosta-l,4-diene-17
f3-carbothioate, 25
S-[4-(3-Chl6ropropylcarbonyloxy)-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanylcarbonyl)- oxy]-11
f3-hydroxy-16a-methyl-3-oxoandrosta-l,4-diene-17/3-car
bothioate,  S-[4-Dichloroacetoxy-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanylcarbonyl)oxy]-1 1 p-
hydrox y- l 6 a-methyl-3-oxo
androsta-l,4-diene-1773-carbothioate, 30 SUBSTITUTE
SHEET (RULE 26) WO 2007/099548 PCT/IN2007/000039  123
S-[4-(2-Methylpropylcarbonyloxy)-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanylcarbonyl)- oxy]-11
/3-hydroxy-I6a-methyl-3-oxoandrosta-1,4-diene-17
f-carbothioate,
S-[4-(3,3-Dimethylpropylcarbonyloxy)-but-2-ynyl]
6a,9a-difluoro-l7a-[(2-furanyl 5
carbonyl)oxy]-11/3-hydroxy-16a-methyl-3-oxoandrosta-1,
4-diene-17/3-carbothioate,
S-(4-Propionyloxy-but-2-ynyl)
6a,9a-difluoro-17a-[(2-furanylcarbonyl)oxy]-11/3-hydro
xy- 16 a-methyl
-3-oxoandrosta-l,4-diene-17/3-carbothioate, I 0
S-[4-(3,3,3-Trifluoropropionyloxy)-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanylcarbonyl)- oxy]- I 1
/3-hydroxy-16a-methyl-3-oxoandrosta-l,4-diene-,17/3-ca
rbothioate,  S-[4-(Methoxyacetyloxy)-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanylcarbonyl)oxy]- 1 1 /3-
hydroxy-16
a-methyl-3-oxoandrosta-1,4-diene-17/3-carbothioate, 15
S-[4-(Ethoxyacetyloxy)-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanylcarbonyl)oxy]-1 1/3-
hydroxy-16
a-methyl-3-oxoandrosta-1,4-diene-17/3-carbothioate,
S-(4-Acetoxy-but-2-ynyl)
6a,9a-difluoro-17a-[(2-furanylcarbonyl)oxy]-11
/3-hydroxy- ]6a- 20
methyl-3-oxoandrosta-1,4-diene-17/3-carbothioate,
S-[4-(2,2-Dimethylbutylcarbonyloxy)-but-2-ynyl] 6a,9
a-difluoro-17 a-[(2-furanylcarbonyl )- oxy]-11
/3-hydroxy-16
a-methyl-3-oxoandrosta-l,4-diene-17/3-carbothioate, 25
S-[4-((1S)-Camphanylcarbonyloxy)-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanylcarbonyl)- oxy]-11
/3-hydroxy-16a-methyl-3-oxoandrosta- l
,4-diene-17/3-carbothioate,
S-[4-(4-Ethoxybutyl-1,4-dione)oxy-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanylcarbonyl)- oxy]-11
/3-hydroxy- l 6a-methyl-3-oxoandrosta- l ,4-di
ene-17/3-carbothioate, 30 SUBSTITUTE SHEET (RULE 26) 
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S-[4-(4-Ethyloxy-(Z)-but-2-en-1,4-dione)oxy-but-2-ynyl
] 6a,9a-difluoro-17a-[(2-fiuranyl- carbonyl)oxy]-11
f3-hydroxy-16a-methyl-3-oxoandrosta-l,4-diene-17/3-car
bothioate;
S-[4-(4-Methoxybutyl-1,4-dione)oxy-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanylcarbonyl) 5
oxy]-11,3-hydroxy-I6a-methyl-3-oxoandrosta-l,4-diene-I
7f1-carbothioate,
S-[4-(4-Isopropyloxybutyl-1,4-dione)oxy-but-2-ynyl]
6a,9a-difluoro-II,13-hydroxy-16a- methyl =17
a-[(2-furanylcarbonyl)oxy]-3-oxoandrosta-l,4-diene-17f
3-carbothioate, 10
S-[4-(4-Isobutyloxybutyl-1,4-dione)oxy-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanyl- carbonyl)oxy]-11
/3-hydroxy-16
a-methyl-3-oxoandrosta-1,4-diene-17,f3-carbothioate,
S-[4-(4-n-Butyloxybutyl-1,4-dione)oxy-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanyl- carbonyl)oxy]-11
/3-hydroxy-l6a-methyl-3-oxoandrosta-l
,4-diene-17,6-carbothioate,  15
S-[4-(3-Chloro-2,2-ditnethylpropionyloxy)-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanyl- carbonyl)oxy]-11
f3-hydroxy-16a-methyl-3-oxoandrosta-1,4-diene-17f3-car
bothioate,
S-[4-(4-Methoxy-(E)-but-2-en-1,4-dione)oxy-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanyl 20
carbonyl)oxy]-11/3-hydroxy-16a-methyl-3-oxoandrosta-l,
4-diene-17/3-carbothioate;
S-[4-(3-Methyl-l-oxobutyloxy)-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanylcarbonyl)oxy]- I1
f3-hydroxy-16 a-methyl-3-oxoandrosta- l ,4-diene-
17/3-carbothioate, 25
S-[4-(2-Ethyl-l-oxobutyloxy)-but-2=yny1]
6a,9a-difluoro-17a-[(2-furanylcarbonyl)oxy]- I1
/3-hydroxy-16a-methyl-3-oxoandrosta-l,4-diene-17,3-car
bothioate,
S-[4-(N,N-Dimethylaminocarbonyloxy)-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanyl- carbonyl)oxy]-11
/3-hydroxy-16 a-methyl-3-oxoandrosta-l,4-d iene-17
f3-carbothioate, 30 SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  125
S-[4-(2-Chloro-2-methylpropionyloxy)-but-2-ynyl]
6a,9a-difluoro- 17 a-[(2-furanyl- carbonyl)oxy]-11
/3-hydroxy-16a-methyl-3-oxoandrosta-l,4-diene-17/3-car
bothioate,  S-[4-(4-Methyl-l-oxopentyloxy)-but-2-ynyl]
6a,9a-difluoro-l7a-[(2-furanylcarbonyl)oxy] 5 11
/3-hydroxy- 16 a-methyl-3-oxoandrosta- I ,4-diene-
17/3-carbothioate,
S-[4-(2-Hydroxy-2-methylpropionyloxy)-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanyl- carbonyl )oxy]-11
/J-hydroxy- l 6a-methyl-3-oxoandrosta-l
,4-diene-17#-carbothioate, 10
S-[4-(2-Fluoro-2-methylpropionyloxy)-but-2-ynyl]
6a,9a-difluoro-l7a-[(2-furanyl- carbonyl)oxy]-11
/3-hydroxy-16 a-methyl-3-oxoandrosta-l,4-diene-
17/3-carbothioate,
S-[4-(4-Methoxy-(Z)-but-2-en-1,4-dione)oxy-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanyl- carbonyl)oxy]-I 1
/3-hydroxy-16
a-methyl-3-oxoandrosta-1,4-diene-17/3-carbothioate, 15
S-[4-(4-Ethoxy-(E)-but-2-en-1,4-dione)oxy-but-2-ynyl]
6 z9a-difluoro-17a-[(2-furanyl- carbonyl)oxy]-I
l/3-hydroxy- l
6a-methyl-3-oxoandrosta-l,4-diene-17/3-carbothioate,_
S-[4-(4-Isobutyloxy-(E)-but-2-en-1,4-dione)oxy-but-2-y
nyl] 6a,9a-difluoro-17a-[(2 20
furanylcarbonyl)oxy]-I1/3-hydroxy-16a-methyl-3-oxoandr
osta-l,4-diene-17/3-carbothioate,
S-(4-Acryloyloxy-but-2-ynyl)
6a,9a-difluoro-17a-[(2-furanylcarbonyl)oxy]-I I
/3-hydroxy- 16a-methyl-3-oxoandrosta- l
,4-diene-17/-carbothioate, 



25 S-[4-(Cyclopentylmethyloxycarbonyl.oxy)-but-2-ynyl]
6a,9a-difluoro17a-[(2-furanyl- carbonyl)oxy]-11
/3-hydroxy- l 6a-methyl-3-oxoandrosta- l
,4-diene-17/3-carbothioate,
S-[4-(3-Methylbut-2-enoxycarbonyloxy)-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanyl- carbonyl)oxy]-11
flhydroxy-l6a-methyl-3-oxoandrosta-l,4-diene-17/3-carb
othioate,  30 SUBSTITUTE SHEET (RULE 26) WO
2007/099548 PCT/IN2007/000039  126
S-[4-(n-Pentyloxycarbonyloxy)-but-2-ynyl]
6a,9a-difluoro-17a-[(2-fiuranylcarbonyl)oxy]  11
hydroxy- l 6a-methyl-3-oxoandrosta-l,4-diene-
17/3-carbothioate,
S-[4-(2,2-Dimethyl-3-fluoropropionyloxy)-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanyl 5
carbonyl)oxy]-11/3-hydroxy-l6a-methyl-3-oxoandrosta-l,
4-diene-17/3-carbothioate,
S-[4-((S)-2,2-Dimethyl-l,3-dioxolan-4-yl-methoxycarbon
yloxy)-but-2-ynyl] 6a,9a-
difluoro-17a-[(2-furanylcarbonyl)oxy]-11
f3-hydroxy-16a-methyl-3-oxoandrosta-1,4-diene-
17/3-carbothioate, 10
S-[4-(R)-2,2-Dimethyl-1,3-dioxolan-4-yl-methoxycarbony
loxy)-but-2-ynyl] 6 a,9a-difluoro- 17 a-[(2-
furanylcarbonyl)oxy]- I
I/3-hydroxy-16a-methyl-3-oxoandrosta-l ,4-diene-17,3-
carbothioate, 15
S-[4-(Isoamyloxycarbonyloxy)-but-2-ynyl]
6a,9a-difluoro-17a-[(2-ftiranylcarbonyl)oxy]- I1
/3-hydroxy- 16a-methyl-3-oxoandrosta-1,4-diene-17
J3-carbothioate,  S-(4-Ethoxy-but-2-ynyl)
6a,9a-difluoro-17a-[(2-furanylcarbonyl)oxy]-11
J3-hydroxy-16a-
methyl-3-oxoandrosta-l,4-diene-I7/3-carbothioate,  20
6a,9 a-Di fluoro- I I /3-hydroxy-l 6 a-methyl-3-oxo-
17 a-propionyloxyandrosta- l ,4-diene-17(3-
carbonylsulfenic acid fluoromethyl ester,
6a,9a-Difluoro- l
7a-[(2-furanylcarbonyl)oxy]-I1/3-hydroxy-16a-methyl-3-
oxoandrosta-1,4- 25 diene-l 7,8-carbonylsulfenic acid
fluoromethyl ester,
6a,9a-Difluoro-17a-[(2-furanylcarbonyl)oxy]-11,8hydrox
y-I6a-methyl-3-oxoandrosta-1,4,
diene-17(3-carbonylsulfenic acid
(4-fluorophenyl)methyl ester, SUBSTITUTE SHEET (RULE
26) WO 2007/099548 PCT/IN2007/000039  127
6a,9a-Difluoro-l
7a-[(2-furanylcarbonyl)oxy]-11/3-hydroxy-l
6a-methyl-3-oxoandrosta- I ,4-
diene-17(3-carbonylsulfenic acid
(4-trifluoromethylphenyl)methyl ester, 6a,9a-Difluoro-
17a-[(2-furanylcarbonyl)oxy]-11 /3-hydroxy-
16a-methyl-3-oxoandrosta-1,4- 5
diene-17/3-carbonylsulfenic acid
(4-chlorophenyl)methyl ester, 6 a,9
a-Difluoro-11/3-hydroxy-16 a-methyl-3-oxo-17
a-propionyloxyandrosta-l,4-diene-17f- carbonylsulfenic
acid (4-trifluoromethylphenyl)methyl ester, 10
9a-Fluoro-17a-[(2-furanylcarbonyl)oxy]-11/3-hydroxy-16
a-methyl-3-oxoandrosta-1,4-
diene-17(3-carbonylsulfenic acid
(4-fluorophenyl)methyl ester, 6 a,9 a-Difluoro-11
/3-hydroxy-16a-methyl-3-oxo-17
a-propionyloxyandrosta-1,4-diene- 17(3-
carbonylsulfenic acid methyl ester, 15 



6 a,9 a-Difluoro- l 7 a-[(2-furanylcarbonyl)oxy]-11
/3-hydroxy-16 a-methyl-3 -oxoandrosta-1,4-
diene-17(3-carbonylsulfenic acid methyl ester,
S-[4-(4-Methyl-l-oxopentyloxy)-but-2-ynyl]
6a,9a-difluoro-17a-[(2-furanylcarbonyl)- 20
oxy]-11/3-hydroxy-16a-methyl-3-oxoandrosta-1,4-diene-1
7/3-carbothioate. 25  30  35  SUBSTITUTE SHEET (RULE
26) 




