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carbamate derivatives of 3-aroylbenzo[b]thiophenes,
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methods of using such compounds for inhibiting the loss of
bone, lowering serum cholesterol levels and therapeutically
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T XAAHLAEBEIA)

T #i1

(6 —( E—Thmag) —2—[ 4—( E—TRHE®) ) 4] %3
(blEr—3—R] [ 4—[ 2—( 1—x@mtit) 2E8L] —%
] 84

PMR:  (CDC1l3) ®& 0.99(t,J=4Hz,3H); 1.05(t,J=4Hz,3H); 1.43- s
1.64(m,10H); 1.86-2.05(m,4H); 2.48(dd, J1=3Hz,Jp=5Hz,4H);
2.73(¢,J=3Hz,2H); 3.18(dd,J1=3Hz,J2=5Hz,4H); 3.28(d4d,
J1=2Hz,J2=5Hz,2H); 4.09(t,J=3Hz,2H); 6.78(d,J=4Hz,2H);
7.16(d,J=3Hz,2H); 7.27(dd,J1=1Hz,J2=5Hz, 1H);

7.48(d,J=5Hz,2H); 7.71(d,J=4Hz, 3H); 7.84(d,J=1Hz,1H) °

T #12

[6-(E—Tgﬁm>—2—[4—(&—T£&ﬂ>>*£]*i R
(bleEspr—3—%] [ 4—[ 2—( 1—>faxL) zREL] —
A] R s

cck-d2

PMR: (MeOD-d4) d 0.99(t,J=4Hz +3H); 1.10(t,J=4Hz,3H); 1. 45~

1.60(m,10H); 1.82-2.00(m, 8H); 3.36(dd,J1=2Hz,Jp=5Hz, 2H) 7
-44(dd, J1=2Hz,J2=5Hz,2H); 3.51(t,J=3Hz,2H);

3
4.37(t,J=3Hz,2H); 6.90(d,J=SHz,2H); 7.19(d,J=5Hz ,2H) ;
7.38(dd,J1=1Hz,J2=5Hz, 1H); 7.48(d,J=5Hz, 2H);

7

-13(4,J=582,2H); 7.80(q,J=5Hz,1H); 8.00(d,J=1Hz,1H)




£ 413

(6 —( E—XAskmk) —2—[ 4—( E—XAmuE) ) 4] %3

(b
*]

JEp—3—&] [ 4—[ 2—( 1—~fintzh) 2REL] —%
B

PMR: (CDC1l3) & 0.86—1.00(m,6ﬂ); l.32—l.50(m,10H); 1.78~
1.95(m,6H); 2.10-2.24(m,2H); 2.71-2.90(m,2H); 3,23~

3.35(m, 4H); 3.42(dd,J1,2=3Hz,2H); 3.65(d,J=8Hz,2H);
4.54(dd,J1,2=3Hz,2H): 6.78(d,J=4Hz,2H); 7.16(d,J=3Hz,2H); -~
7.27(dd,J1=le,J2=5Hz,1H); 7.48(d,J=5H2,2H);

7.71(d,J=4Hz, 3H); 7.84(d,J=1Hz, 1)

514
(6—( E—mAmag) —2—[ 4—( E—kAsfas) ) ¥x2] %
(bleEmp—3—%] [ 4—[ 2—( 1—=&wtswRk) caA] —%
i) EAEE® S -

cck-d2

PMR: (MeOD-dg) & 0.90-1.00(m,6H); l.33—l.54(m,8ﬂ); 1.80-
2.03(m,10H); 3.03(m,2H); 3.30(m, 2H);
3.33(dd,J1=4Hz,J2=6Hz,ZH); 3.44(dd,Jl=4Hz,J2=6Hz,2H);
3.52(dd, J1=2Hz,J2=4Hz,2HO; 4 .36(dd,J1=BHz,J2+SHz,2H);
6.90(d,J=5Hz,2H); 7.19(d,J=5Hz,2H);
7.38(dd,J1=1Hz,J2=5Hz,lH); 7.48(d,J=5Hz,2H);
7.73(d,J=5Hz,2H); 7.80(d,J=5Hz,1H); 8.00(d,J=1Hz, 1H)




T #15

——

(6 —( E—aXmm) —2—[ 4—( E—a tam) ) AKE] Xit

(b
]

JER—3—Al [ 4—[ 2—( 1—x&azt) 28L] —%
B

PMR:  (CDC13) & 0.93(t,J=4Hz,6H); 1.25-1.40(m,8H); 1.40-
Le55(m,6H); 1.64-1.75(m, 4H); 1.88-2.04(m,2H); 2.54-

2.72(m,4H); 2.82-2.94(m,2H); 3.20(dd,J1=3Hz,J2=5Hz,2H);
3.30(dd,J1=3Hz,J2=5Hz, 2H), 4.22(m,2H); 6.78(d,J=4Hz, 2H) ;

7.16(d,J=3Hz,2H); 7.27(dd,J1=1Hz,J2=SHz,1H); —_—
7-.48(d,J=5Hz,2H); 7.71(d,J=4Hz,3H); 7.84(d,J=1Hz, LH)
£ 416
[6—(£~6£&m)—2~[4—(£—6§%ﬂ))££]£i
(b)gEp—3—%&] [ 4—[ 2—( 1—>@mak) e8] —X%
X EREE S

PMR: (MeOD-d4) & 0.90-1.00(m,6H); 1.30-1,42(m,8H); 1.44-

1

~N N s W

eck-d2

.57(m,6H); 1.78-2.00(m, 10H); 3.04(t,J=5Hz,2H); 3.31(m,2H);
.35(t,J=3Hz,2H); 3.44(t,J=3Hz,2H); 3.50-3.62(m, 41);
-36(t,J=3Hz,2H); 6.90(d,J=5Hz,2H); 7.19(d,J=5Hz,2H);
-38(dd,J1=1Hz,J2=5Hz,1H); 7.48(d,J=5Hz,2H);
-73(d,J=5Hz,2H); 7.80(d,J=SHz,1H); 8.00(d,J=1Hz,1H)




R 417

(6—( E—THA#BE) —2—[ 4—( E—TEABEE) ) ¥2] %2

(b)ga—3—%] [ 4—[ 2—( 1—xfwik) 2RA] —X%
ESR Y

PMR:  (MeOD-d4) & 0.98(t,J=3Hz,3H); 1.00(t,J=3Hz,3H); 1.44-
1.60(m, 4H); 1.80-2.00(m,8H); 2.64(d,J=8Hz,2H);
2.82(d,J=8Hz,2H); 3.22-3.50(m,12H); 4.37(t,J=3Hz,2H);
6.90(d,J=5Hz,2H); 7.19(d,J=5Hz,2H);
7.38(dd,J1=1Hz,J2=5Hz,1H); 7.48(d,J=5Hz,2H);
7.73(d,J=5Hz,2H); 7.80(d,J=5Hz,1H); 8.00(d,J=1Hz,1H)

T 179

(6 —( BE—TH#ak) —2—[ 4—( E—TAHm) ) 4] % —-

-

(blEmp—3—%] [ 4—[ 3—( l—xgmah) SARL] —%
A] RBERR

PMR: (CDCl3) & 1.09(t,J=3Hz,3H); 1.12(t,J=3Hz,3H); 1.58-
1.75(m,6H); 1.96-2.18(m,10H); 2.32-2.40(m br,1H); 2.90-3.05(m
br,6H); 3.35(dd,J1=3Hz,J2=5Hz,2H); 3.40(dd,J1=3Hz,J2=5Hz,2H);

4.18(t,J=4Hz,2H); 6.85(d,J=7Hz,2H);
7.23(d,J=8Hz,2H)7.39(dd,J1=1Hz,J2=7Hz,1H); 7.58(d,J=7Hz,2H);

7.80(d,J=8Hz,2H); 7.82(d,J=7Hz,1H); 7.96(d,J=1Hz, 1H)

cck-d2 -4 -




K #]10

E6~(m—T£ﬁ@)~2—[4~T£&ﬂ)-£§]£ﬁ“ﬂ%
w—3—R] [ 4—[ 2—( 1—teuz i) 2RA] —% %] &8

PMR: (CDCl3) & 0.97(t,J=4Hz,3H); 1.01(t,J=4Hz,3L); 1.43~
1.60(m,4H); 1.82-2.06(m,8H); 2.80-2.95(m br,4H); 3.08(m

br,2H); 3.24(dd,J1=41lz,J2=6Hz, 2H); 3.30(dd,J1=48z,J2=6Hz7,2H);
4.26(m br,2H); 6.78(d4,J=4Hz,2H); 7.16(d,J=3Hz,2H);
7.27(dd,J1=1Hz,J2=5Hz,1H); 7.48(d,J=5Hz,2H);

7.71(d,J=4Hz,3H); 7.84(d,J=1Hz,1H) -_—

Tl

(6 —( E—Thaag) —2—[ 4—( E—THhma) ) —%&] ¥
#(bJEH—3—K] —[ 4—[ 2—( 1—mttms) ZRE] — —-7
XR] B

PMR: (MeOD—dg) d 0.98(t,J=4Hz,38); 1.01(t,J=4Hz, 3H}; 1.45-
1.60(m,4H); 1.83-2,10(m,6H); 2.14-2.22(m,2H); 3.10-3.24(m
br,2H); 3.36(dd,J1=4Hz,J2=6Hz,2H); 3.46(dd,J1=4Hz,J2=6Hz,2H);
3.60-3.74(m br,4H); 4.34(m br,2H); 6.90(d,J=5Hz,2H); '
7.19(d,J=5Hz,2H); 7.38(dd,J1=1Hz,J2=5Hz,1H);
7.48(d,J=5Hz,28); 7.73(d,J=5Hz,2H); 7.80(d,J=5Hz,1H);
8.00(d,J=1Hz, 1H)




412

(6—#Xx—2—[ 4—( E—TR#EE) —%XX] X3#(b)gxxp—3
—&] —[ 4—[ 2—( 1—=&mwzx) 2zEL] X£] &8

PMR: (CDC13) & 0.99(t,J=3Hz,3H); 1.48-1.55(m,4H); 1,60~
1.75(m,4H); 1.85-1.97(m,2H); 2.53-2.65(m br, 4H); '
2.82(t,J3=3Hz,2H); 3.19(dd,J1=4Hz,Jz=6Hz,2H);
4.13(t,J=3Hz,2H); 6.61(d,J=4Hz,2H);
6.80(dd,J1=1Hz,J2=5Hz,1H); 7.12(d,J=4Hz,2H);
7.18(d,J=1H2,1H); 7.39(d,J=4Hz,2H); 7.42(d,J=5Hz,1H);

7.64(d,J=4Hz, 2H) -
K13

(6—#x—2—[ 4—( E—THmik) —X%] Xit(b)eEmp—3

—R] = 4—[ 2—( 1—x&nxi) c8A] X4 ABs s

PMR: (MeOD-d4) 0.96(t,J=4Hz,3H); 1.42~1.54(m,48); 1.78- -

1.90(m,6H); 2.90-3.10(m br, 2H); 3.32(dd, J1=4Hz,J2=8Hz,2H);
3.42(m br,2E):; 3.50-3.62(m br, 2H); 4.36(m br,2H);
6.88(d,J=5Hz,2H): 6.92(dd,J1=1Hz,J'2=5H2,lH);
7.13(d,J=4Hz,2H); 7.32(d,J=1Hz,1H); 7.38(d,J=4Hz,2H):
7.47(d,J=5Hz,lH); &.67(d,J=5Hz,5H)

eck-d2 -6 -
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R 14

(6 —E—THRmBmE—2—[ 4—FAXK] X£(bIEHp—3—%]
—[ 4—[ 2—( 1—xEmt=sk) 2AA] XX] &

PMR: (CDCl3) ¢ 1.00(t,J=3Hz,3H); 1.42-1.60(m,4H); 1.60-
1.70(m,2H); 1.92-2.04(m,2H); 2.56-2.62(m, 4H);
2.80(t,JU=2Hdz,2H); 3.30(dd, J1=4Hz,J2=6Hz,2H);
4.13(t,J=2Hz,2H);6.63(d,J=7Hz,2H); 6.67(d,J=7Hz,2H);
7.17(d,J=4Hz,2H); 7.23(dd,J1=1Hz,J2=4Hz,1H);
7.64(d,J=5Hz2,2H); 7.80(m,2H)

K15
(6 —E—THhmap—2—[ 4—2AFXEL] ¥3#(blEHp—3—X]
—[ 44— 2—( 1—~Ew=E) CAA] XX] FBERD

PMR: (MeOD-d4) O 1.00(t,J=3Hz,3H); 1,50-162(m,2H); 1.85-
1.98(m,8H); 3.31(m,4H); 3.43(dd,J1=3Hz,J2=6HZz,2H); 3.§3(m br,
2H); 4.36(m br,2H); 6.64(d,J=5Hz,2H); 6.92(d,J=5Hz,2H);
7.24(d4,J=5Hz,2H); 7.32(dd,J1=1Hz,J2=4Hz,1H);
7.68(d,J=4Hz,2H); 7.74(d,J=5Hz,2H); 7.93(d,J=1Hz,1H)

cck-d2 -7-




Jud503

|17

[ 6—[ N—( 4—f¥%) A vFm] —2—[ 4—[ N—( 4—
REA) BATE] X&) X#(blEw—3—£] [ 4—[ 2—(
l—xfmwd) 2AA]) —%¥4) ABED

PMR:  (MeOD=d4) 8 1.70-1.90(m br, 6H); 2.95-3.05 (m br, 2H);
3.52(t,J=3Hz,2H); 3.52-3.62(m br, 2H); 4.38(t,J=3Hz,2H);
6.94(d,J=5Hz, 2H); 7.10(d,J=4Hz,2H); 7.20-7.35(m, S5H); 7.42-
7.54(m,6H); 7.64~7.90(m,4H) —

T 418

[ 6—( N—E—THBEA7E] —2—[ 4—( N—E—TXKEA
Fek) XX] XE(b)Ep—3—R] [ 4—[ 2—( 1—=fnbs
A) ZRA] —XA] &8

PMR: (CDCl3) b 0.94(t,J=4Hz,3H); 0.96(t,J=4Hz,3H); 1.34-
.48(m,6H); 1.48-1.64(m,8H); 2.47(t,J=2HJz,4H);
«73(t,J=4Hz,2H); 3.20~3.32(m,4H); 4.09(t,J=4Hz,2H);
.05(t,Jd=3Hz,1H); 5.12(t,J=3Hz,1H); 6.78(d,J=5Hz,2H);
.02(d,J=4Hz,2H); 7.10(dd,J1=1Hz,J2=4Hz,1H);
.43(d,J=5Hz,2H); 7.59(d,J=4Hz,1H); 7.66(d,J=1Hz,1H);
.74(3,J=4Hz,2H)

NN N Y N




[6—(N—?£%£W@]—2—[4—(N—?§%£?@)—
X%]Ximﬂ@%~3~£][4—[2—(1—ﬁa%ﬁg>a

4] XX] &

[6—(N—?£%£?ﬁ]—2[4—(N—W§%£Wﬁ)—£
] X#(blgp—3—£] [ 4—[ 2—( 1—>&n=xt) 24
A] XRX) rREE B

® 4119

PMR: (CDC13) & 1.40-1.50(m,2H); 1.55-1.65(m,4H); 2.45-

2‘

~ N NN

55(m,4H); 2.75(t,J=4Hz,2H); 2.86(d,J=3Hz,3H)
+95(d,J=3Hz,3H); 4.10(t,J=4Hz,2H); 4.96-5.10(m br,2H):
.99(d,J=7hz,2H); 7.02(d,J=5Hz,2H);

-12(dd, J1=1Hz,J2=5Hz, 1H); 7.42(d,J=5Hz,2H);
-60(d,J=5Hz,1H); 7.69(d,J=1Hz, 1H); 7.76(d,J=7Hz,2H)

PMR: (MeOD-d4) O
3.32(m,4H); 3.53(m br,2H); 4.38(m br,2H); 6.9¢(d, =HH7,2H):
7.01(d,J=6Hz,2H); 7.14(dd,J1=1Hz,J2=5Hz,1H);
7.42(d,J=6Rz,2H); 7.61(d,J=5Hz,1H); 7.74(m,3H)

cck-d2

-
14

T #120

1.80-1.90(m br,6H); 2.77(s,3H); 2.83(s,3H);

-~



¥ #121

[6—(N~L£%£?@]—2[4—(N—L£H§?%)—X
] X£(b)Ep—3—R] [ 4—[ 2—( 1 —xfi#tmL) &
X] XX &

PMR: (CDC1l3) © 1.20(t,J=5Hz,3H); 1.24(t,J=5Hz,3H);
1.44(m,20); 1.53-1.65(m,6H); 2.47(t,J=2Hz,4H);
2.73(t,J=2Hz,2H); 3.25-3.40(m,4H); 4.09(t,J=2Hz,2H);
4.98(m, 1H); 5.03(m,1H); 6.99(q,J=7hz,2H); 7.02(d,J=5Hz, 2H);
7.12(dd,J1=1Hz,J2=5Hz,1H); 7.42(d,J=5Hz,2H);
7.60(d,J=5Hz,1H); 7.69(d,J=1Hz,1H); 7.76(d,J=7Hz,2H)

4122

[ 6 —( N—zZ kA vam] —2—| 4—( N—Z AR FaE) X
A] XRE(D)EH»—3—R] [ 4—[ 2—( 1—xfHhzh) 24
X] XA] B

PMR: (MeOD~d4) & 1.17(t,J=3Hz,3H); 1.21(t,J=3Hz,3H); 1.60-
1.77(m br,28); 1.78(m br,4H); 3.12-3.28(m,6H); 3.31(m,2H);
3.54(L,J=28Hz,2H); 4.39(t,J=2Hz,2H); 6.94(d,J=5Hz,2H);
7.01(d,J=6Hz,2H); 7.14(dd,J1=1Hz,J2=5Hz,lH);
7.42(d,J=6Hz,2H); 7.61(d,J=5Hz,1H); 7.74(m,3H)

cck-d2 - 10 -




T 1523

[ 6 —(N—E2mAmATEH] —2( 4—( N—2HABATEH)
FA] X2(b1E9—3—A] [ 4—[ 2—( 1—xfim=i) z
K] X&) =

PMR: (CDCl3) & 1.22(d,J=3Hz,6H); 1.24(d,J=3Hz,6H); 1.40-
1.48(m,2H); 1.52-1.63(m,4H); 2.46-2.50(m,4H); 2.75(t,J=3Hz,
2H); 3.80-3.97(m,2H); 4.10(t,J=3Hz,2H); 4.86(d,J=4Hz,1H);
4.93(d,J=4Hz,1H); 6.88(d,J=4Hz,2H); 7.03(d,J=7Hz,2H);
7.08(dd,J)=1Bz,J2=5Hz, 1H); 7.42(d,J=4Hz,2H);

7.58(d,J=5Hz,1H); 7.67(d,J=1Hz,1H); 7.74(d,J=7Hz,2H) -~
45124

[ 6—(N—ZAmAmAPsH] —2— 4d—( N—2 AL 9

) XR] RE(b)EH»—3—%] —[ 4—[ 2—( 1—<Hmkxw i

) CRRK] XA] ABE S -~

PMR: (MeOD-dg) & 1.18(d,J=3Hz,6H); 1.24(d,J=3hz,6H);: 1.80-

1.93(m br, 6H); 3.10(m br, 2H); 3.31(m,2H); 3.53(t,J=3Hz,2H);
3.68-3.83(m,2H); 4.38(t,J=3Hz,2H); 6.96(d,J=5Hz,2H);
7.02(d,J=4Hz,2H); 7.15(dd,J1=1Hz,Jo=4Hz, 1H);
7.42(d,J=4Hz,2H); 7.60(d,J=4Hz,1H); 7.76(m, 3H)

eck-d2 - 11 -




T #125

[ 6 —(N—ReABATR] —2[ 4—( N—BCAMKL FiE)
AE] XE(b)EHp—3—K] [ 4—[ 2—( 1—= &z i) 2
4] KAL) &R

PMR: (CDCl3) O 1.04-1.28(m,6H); 1.28-1.48(m,6H); 1.57~
-67(m,6H); 1.70-1.80(m,4H); 1.85-2.08(m,4H);

-49(t,J=2Hz,4H); 2.73(t,J=3Hz,2H); 3.40-3.63(m,2H);
.08(t,J=3Hz,2H); 4.88(d,J=4Hz,1H); 4.97(d,J=4Hz,1H);
-88(d,J=4Hz,2H); 7.03(d,J=THz,2H); P
.08(dd,J1=1Hz,J2=5Hz,1H); 7.42(d,J=4Hz,2H);

-58(d,J=5Hz,1H); 7.67(d,J=1Hz,1H); 7.74(d,J=7Hz,2H)

~Nd O N

T 15]26

6 —( N—RTABEAFaE] —2[ 4—( N—3gC XA TE)
FE] XK#t(b)okph—3—%] [ 4—[ 2—( I —x &tz ik)
LRA] X&) a8 S

~

ﬂ‘A

PMR: (MeOD-d4) 0 1.10-2.00(m,26H); 3.03(t,J=7Hz,2H);
3.34(m,2H); 3.35-3.50(m,2H); 3.55(m,2H); 4.39(m,2H);
6.96(d,J=5Hz,2H); 7.02(d,J=4Hz,2H); 7.15(dd,J1=1Hz,Jp=4Hz,
1H); 7.42(d,J=4Hz,2H); 7.60(d,J=4Hz,1H); 7.76(m, 3H)

cck-d2 - 12 -
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T #127

[ 6 —(N—%#pRFa] —2[ 4—( N—%ABATH) X4
]Xiﬂﬂ&%—S—%][4—[2-(l—ﬁ k) ZaA
] XR] &

PMR (CDC13-DMSO-dg) O 1.44(m,2H); 1.58(m,4H); 2.18(m br,
2H); 3.48(m,2H); 2.76(t,J=3Hz,2H); 4.11(t,J=3Hz,2H);
6.80(d,J=SHz,2H); 7.01(d,J=3Hz,1H); 7.08(d,J=5Hz,2H);
7.18(dd,J1=1Hz,J2=5Hz,1H); 7.23-7.37(m,5H); 7.40-7.55(m,5H);
7.62(d,J=5Hz,1H); 7.76(m,3H); 7.99(m,1H)

-~
T 128
[ 6 —(N—%AmAFak] —2[ 4 —( N—%ABEATH) ¥4
] %2(b1g9—3—A] [ 4—[ 2—( 1—~En&E) ZRE

] 4] sAsg s

PMR: (MeOD-d4) & 1.40-1.60(m br, 1H); 1.65-1.95(m br,5H);
2.95-3.10(m br, 1H); 3.54(m br, 3H); 4.36(m br, 2H);
6.62(d,J=4Hz,1H); 6.93(m,2H); 6.98-7.19(m,3H); 7.20-
7.38(m,3H); 7.40-7.57(m,8H); 7.64(d,JI=4Hz,1H); 7.75(m,2H);
7.83(d,J=8Hz, 1H)
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