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(a) 5- -1- (5.6g9, 38mmol), (260mL) 4-5 , (60mL) (
13.3g, 83mmol) (7.0g, 83mmol) 18
4,6- -5- -1- 8.49(72%)
(b) -(3- -4- ) (6.25g, 12.2mmol), (1.029)
- (25mL) , (25mL) 4,6- -5-
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: , , ( ,
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, 20 (0.40g, 5.9mmol) (0.50g, 2.9mmol)
(0.40g, 5.9mmol) (0.50g, 2.9mmol) 15 .10
0 , (75mL, 1N) (75mL) .
3 . , , ( , N- /
, 80% n- ) . [4,6- -1- -5-(3-
-4- )y  -1- ] 1.4(72%)
(d) [4,6- -1- -5-(3- -4- ) -1- 7(2.0g, 3.7mmol) ,
(40mL) (1.7g, 15mmol) . 5
. ( , nN- / , 100-92% n-
) , [4,6- -5-(3- -4- ) -1- 1]
1.69(82%)
(e) (150mL) [4,6- -5-(3- -4- ) -1- ] (2.0g,
3.8mmol) (23mL) O
.16 , ,
, [4,6- -5-(3- -4- ) -1- 1] 1.62g
(83%)
® [4,6- -5-(3- -4- ) -1- ] (20mg, 0.039mmol),
(11mg, 0.080mmol) (0.75mL) 30 . (0.25mL)
2- (18mg, 0.081mmol) 16 80 .
(SPE- , 1g/6mL, n- / 65:35) , ,
16 (0.50mL) (0.5mL, 1N)
SCX- ( : , 19/3 mL, ) ,
. . (SPE- , 1g/6mL, n-
/ 9:1, - / 9:1) . {4,6- -5-[3- -4-
( -2- - ) ] -1- 1] 4.2mg (17%) . LC-MS(ES)m/z 623(M-1)
2: {4.6- -5-[4-(4- )-3- ] -1- }-
4- (15mg, 0.080mmol) [4,6- -5-(3- -4- ) -1- ]
(20mg, 0.039mmol) 1 . {4,6- -5-[
4-(4- )-3- ] -1- } 5.3mg(23%)
3: {4,6- -5-[3- -4-(5- -3- ) 1 -1- }-
[4,6- -5-(3- -4- ) -1- 1] (20mg, 0.039mmol), (11
mg, 0.080mmol) (0.75mL) 30 . (0.25mL) 3
- -5- (10.5mg, 0.080mmol) , 80
. 16 , (SPE- , 1g/6mL, n- / 65:35)
, , 16 (0.50mL) (0.
5mL, 1N) . SCX- ( : , 19/3 mL,
) : :
(SPE- , 1lg/6mL, n- / 9:1, / 9:1) . {4,6-
-5-[3- -4-(5- -3- )- ] -1- } 7.0mg (31%) .L
C-MS(ES)m/z 578(M-1)
4: {4,6- -5-[3- -4—( -2- - ) 1 -1- }-
2- (picolyl chloride)(10.2mg, 0.080mmol) [4,6- -5-(3- -4-
) -1- 1] (20mg, 0.039mmol) 3 . {
4,6- -5-[3- -4—( -2- - ) 1 -1- } 5.0mg(22%) . LC-

MS(ES)m/z 574(M-1)

5. {4.6- -5-[3- -4-(5- -[1.2.4] -3- ) ] -1- 3}
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3- -5- [1,2,4] (15.6mg, 0.080mmol) [4,6- -5-(3- -4-
) -1- ] 3 . {4,6- -5-[
3- -4-(5- [1,2,4]- -3- ) ] -1- } 11mg(44%) LC-M
S(ES)m/z 641(M-1)
6: 4-[4-(4.6- -1- - -5- )-2- 1-
[4,6- -5-(3- -4- ) -1- ] (20mg, 0.039mmol), (11
mg, 0.080mmol) (0.75mL) 30 . (0.25mL)
-4—( ) (20mg, 0.080mmol) , 48 80
(SPE- , 1g/6émL, n- / 65:35) ,
, 16 (0.50mL) (0.5mL, 1N) .
SCX- ( , 1g/3 mL, 0-50% / )
, (SPE- , 1g/6mL, n
- / 9:1, / 9:1) 4-[4-(4,6- -1- -
-5- )-2- 1 8.0mg (33%) . LC-MS(ES)m/z 617(M-1)
7:(4,6- -5-{4-[2-(1H- -2- ) 1-3- } -1- )
3-(2- ) -1- (tert)- (0.080mmol) [4,6- -5-(3-
-4- ) -1- ] (20mg, 0.039mmol) 6
(4,6- -5-{4-[2-(1H- -2- ) 1-3- } -1- ) 11m
0(45%) . LC-MS(ES)m/z 626(M-1)
8: (4.6- =5-[3- -4-(5- -3- -[1.2.4] -3- - )- ] -1
=¥
[4,6- -5-(3- -4- ) -1- ] (20mg, 0.039mmol), (20
mg, 0.14mmol) (0.75mL) 30 . (0.25mL) 3-
-5- -3- -[1,2,4]- (16mg, 0.080mmol) ,
80 .16 , (SPE- , 1g/6mL, n- /
65:35) , 16 (0.50mL)
(0.5mL, 1N) . SCX- ( :

, 19/3 mL, ) , . hplc(ZorBox SBCS8, !/ / ,
5:95:0.1 100:0:0.1 15 , A =254nm) , (4,6- -5-[3
- -4-(5- -3- -[1,2,4] -3- - )- 1 -1- } 0.8mg (3.2%)

. LC-MS(ES)m/z 647(M-1)
9: {5-[4-(4- -6- [1.3.5] -2- )-3- ]1-4.6-
-1- }
6- -N- [1,3,5] -2,4- (19mg, 0.080mmol) [4,6- -5-(3- -4
- ) -1- ] (20mg,0.039mmol) 8
{5-[4-(4- -6- [1,3,5] -2- )-3- 1-4,6- -
1- } 13mg(50%) . LC-MS(ES)m/z 682(M-1)
10: {4.6- -5-[3- 1-4-(5- -2- -4- ) ] -1- }-
[4,6- -5-(3- -4- ) -1- ] (20mg, 0.039mmol), (20
mg, 0.14mmol) (0.75mL) 30 . (0.25mL) 4-
-5- -2- (16mg, 0.080mmol) ,
60 (SPE- , 1g/6mL, n- / 65:35)
, , 16 (0.50mL) (
0.5mL, 1N) . SCX- ( : , 19/3 mL,
) , hplc(ZorBox SBC8, /! , 5:95:0.1
100:0:0.1 15 , A =254nm) , (4,6- -5-[3- ]
-4-(5- -3- -[1,2,4] -3- - )- 1- -1- } 18mg (70%) .LC-M
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11: {4.6- -5-[4-(3.5- -4- )-3- 1- -1- }-
4- -3,5- (12mg, 0.080mmol) [4,6- -5-(3- -4-
) -1- ] (20mg,0.039mmol) 10 . {5-L
4-(4- -6- [1.3,5] )-3- 1-4,6- -1- }
14mg(60%) . LC-MS(ES)m/z 592(M-1)
100 500nM ThRa (binding affinities)
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