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0-3-00)-4-(000000000)-N-((1r,4r)-4-(000000000)0000000)
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00(104);N-(3-00000-3-000000)-8(000000000)-2-(0000-4-0
0)00O00[1,2-b]00000-7-0000000(105);2-(3-00000000-4-00)-
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000 (106);N-(3-00000-3-000000)-8(000000000)-2-(1H-000

00-4-00)0000([1,2-b]00000-7-0000000(107);N-((1r,4r)-4-000
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0000-7-0000000(108);2-(3-00000000-4-00)-N-(3-00000-3-
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(0000O00D0O00)-6-(1-000-1H-00000-5-00)000([1,2-b]J000O0O-3-
0000000 (33);(R)-N-(2-0000-3-00000-3-000000)-4-(000000
000)-6-(1H-00000-4-00)000([1,2-b]00000-3-0000000(34);(R)-
6-000-N-(2-0000-3-00000-3-000000)-4(000000000)000]
1,2-b]00000-3-0000000(35);(R)-6-0000000-N-(2-0000-3-00

0D00-3-000000)-4(000000000)000[1,2-b]00000-3-00000
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00(36);(R)-N-(2-0000-3-00000-3-000000)-4(000000000)-6-
(lH-0O0D0O0[3,4-d]00000-1-00)000([1,2-b]00000-3-0000000(37
):(R)-6-(6-0000000[1,5-a]00000-3-00)-N-(2-0000-3-00000-3-
000000)-4(000000000)000([1,2-b]00000-3-0000000(38);
(R)-6-(5-000-1H-0000[3,4-b]0000-1-00)-N-(2-0000-3-00000-3-
000O000)-4-(000000000)000([1,2-b]00000-3-0000000(39);
(R)-6-((5-0000000-2-00)000)-N-(2-0000-3-00000-3-000000
)-4-(000000000)000([1,2-b]00000-3-0000000(40);(R)-6-((4-0
0DO00O000-2-00)000)-N-(2-0000-3-00000-3-000000)-4-(000
000O000)I000[1,2-b]00000-3-0000000(41);(R)-6-((3-000-5-00
0DO00O00-2-00)000)-N-(2-0000-3-00000-3-000000)-4-(0000
00000)0O00([1,2-b]00000-3-0000000(42);(R)-N-(2-0000-3-00
0DO00-3-000000)-4(000000000)-6(00000-4-00000)00017(1,
2-b]00000-3-0000000(43);(R)-N-(2-0000-3-00000-3-00000
0)-4(000000000)-6-(0000000-4-00)000([1,2-b]00000-3-00
00000 (44);(R)-6-(6-0000000-3-00)-N-(2-0000-3-00000-3-00
0000)4-(000000000)000[1,2-b]00000-3-0000000(45);00
O (R)-(4-(3-((2-0000-3-00000-3-000000)000000)-4(000000
000)000[1,2-b]00000-6-00)0000-2-00)000000(46);(R)-N-(2-
0D000-3-00000-3-000000)-6-(3-00000000-4-00)-4(00000
0000)00O0[1,2-b]00000-3-0000000(47);N-((1r,4r)-4-0000000
0DO00O000)-4(000000000)-6-(0000-3-00)0000[1,2-b]000DO0O-3-
0000000 (48);000((1r,4r)-4-(4-(000000000)-6-(0000-3-00)0
00[1,2-b]0000C0-3-0000000)0000000)000000(49);N-((1r,4r)
-4-0000000000000)-4(000000000)-6-(0000-4-00)0007[1,
2-b]00000-3-0000000(50);000((1r,4r)-4-(4-(000000000)-6-(
0DO000-4-00)000[1,2-b]00000-3-0000000)0000000)00000
00(51);N-((1r,4r)-4-0000000000)-4(000000000)-6-(0000-3-
00)0O00[1,2-b]00000-3-0000000(52);(R)-6-(3-0000-2-00000
0DO000-4-00)-N-(2-0000-3-00000-3-000000)-4(000000000
)OODO[1,2-b]00000-3-0000000(53);N-((1r,4r)-4-0000000000)-
A(000000000)-6-(0000-4-00)000([1,2-b]00000-3-000000
0(54);(R)-N-(2-0000-3-00000-3-000000)-4«(000000000)-6-(
00000-5-00)000([1,2-b]00000-3-0000000(55);N-((1r,4r)-4-00
00000000000)4(000000000)-6-(3-0000000-4-00)000]
1,2-b]00000-3-0000000(56);6-(5-0000-2-00000000-4-00)-N
-((1r,4r)-4-000000000000)-4(000000000)000([1,2-b]0000
0-3-0000000(57);N-((1r,4r)-4-000000000000)-4(0000000
00)-6-(0000-3-00)000([1,2-b]00000-3-0000000(58);N-((1r,4r)-
4-0000000000000)-4(000000000)-6-(2-00000000-3-00
)OOO[1,2-b]00000-3-0000000(59);N-((1r,4r)-4-00000000000
0)-4(000000000)-6-(0000-4-00)000[1,2-b]00000-3-00000
00(60);N-((1r,4r)-4-0000000000000)-4(000000000)-6-(1H-0
0000-4-00)000([1,2-b]00000-3-0000000(61);N-(3-00000-3-0
0DO0000)4-(000000000)-6-(0000-4-00)0007([1,2-b]00000-3-0
000000(62):;4-(000000000)-N-(2-00000000)-6-(0000-4-00
)OODO[1,2-b]00000-3-0000000(63);N-000000-4(00000000
0)-6-(0000-4-00)000[1,2-b]00000-3-0000000(64);N-((1r,4r)-4-
000000000 0000)-6-(3-00000000-4-00)-4(000000000)
000[1,2-b]00000-3-0000000(65);N-((1r,4r)-4-00000000000
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00)-6-(2-0000-4-0000000-3-00)-4(000000000)0007([1,2-b]
0D0000-3-0000000(66);000((1r,4r)-4-(6-(3-00000000-4-00)-4
(00000000 D0)0D0O0[1,2-b]00000-3-0000000)0000000)00
0000(67);6-(3-00000000-4-00)-N-((1r,4r)-4-(2-00000000000
)0ODODODO0D0)-4(000000000)000([1,2-b]00000-3-0000000(6
8);N-((1r,4r)-4-0000000000000)-6-(2-00000000-3-00)-4-(00
D000000)0O00([1,2-b]00000-3-0000000(69);N-((1r,4r)-4-0000
000000O000)4(000000000)-6-(4-0000000-3-00)000([1,2-
b]OODODOD-3-0000000(70);6-(3-00000000-4-00)-4-(0000000
00)-N-(2-00000000)000([1,2-b]00000-3-0000000(71);N-(3-0
0000-3-000000)-4(000000000)-6-(3-0000000-4-00)000]
1,2-b]00000-3-0000000(72);N-((1r,4r)-4-0000000
0DO00O000)-6-(6-(00000000)I0O00-3-00)-4(000000000)000
[1,2-b]00000-3-0000000(73);N-((1r,4r)-4-0000000000000)-6
(4-0000000000)-4(000000000)000[1,2-b]00O00O0-3-000
0000(74);N-((1r,4r)-4-0000000000000)-6-(6-0000-4-00000
00-3-00)-4(000000000)000[1,2-b]00000-3-0000000(75);N
-((1r,4r)-4-0000000000000)-6-(4-000000-2-00000000)-4-(
00000000O0)000([1,2-b]00000-3-0000000(76);6-(3-000000
00-4-00)-N-(3-00000-3-000000)-4(000000000)000([1,2-b]
00000-3-0000000(77),6-(5-0000-2-00000000-4-00)-N-(3-0
0000-3-000000)-4(000000000)000([1,2-b]00000-3-0000
0DO00(78)4-000-6-(3-00000000-4-00)-N-(2-00000000)00007(1,
2-b]00000-3-0000000(79);N-((1r,4r)-4-0000000000000)-7-0
00-4(000000000)-6-(0000-4-00)000([1,2-b]00000-3-0000
000 (80):N-((1r,4r)-4-0000000000000)-6-(4-0000000)-4-(00
0000000)0O00([1,2-b]00000-3-0000000(81);N-((1r,4r)-4-0000
000000000)-6-(5-00000000-2-00)-4(000000000)000[1L,
2-b]00000-3-0000000(82);6-(6-0000-4-0000000-3-00)-4-(0
000O00000)-N-((1r,4r)-4-(00000-4-00000)0000000)0007([1,2
-b]0O0D0D0O0-3-0000000(83);6-(3-00000000-4-00)-4-(000000
0O00)-N-((1r,4r)-4-(00000-4-00000)0000000)000([1,2-b]000
00-3-0000000(84);6-(6-00000000-3-00)-4-(000000000)-N-
(1(00000000)00000-4-00)000([1,2-b]00000-3-0000000(8
5),6-(6-0000-4-0000000-3-00)-4(000000000)-N-(1-(00000O
000)00000-4-00)000([1,2-b]00000-3-0000000(86);6-(3-000
00000-4-00)-4-(000000000)-N-((1r,4r)-4-(000000000)000
0000)000[1,2-b]00000-3-0000000(87);N-((1r,4r)-4-0000000
000000)-6-(6-0000-4-0000000-3-00)-44(000000000)0000]
1,2-b]00000-3-0000000(88);N-((1r,4r)-4-0000000000000)-6-
(3-00000000-4-00)-44(000000000)000([1,2-b]00000-3-00
00000 (89);N-((1r,4r)-4-(1H-1,2,4-000000-3-00)0000000)-4-(0
0DO00000O00)-6-(0000-4-00)000([1,2-b]00000-3-0000000(90)
'N-((1r,4r)-4-(1H-1,2,4-000000-3-00)0000000)-6-(6-0000-4-00
00000-3-00)-4-(000000000)000([1,2-b]00000-3-0000000
(91);N-((1r,4r)-4-(1H-1,2,4-000000-3-00)0000000)-6-(6-00000
000-3-00)-4(000000000)000[1,2-b]00000-3-0000000(92)
'N-((1r,4r)-4-(1H-1,2,4-000000-3-00)0000000)-6-(3-00000000
-4-00)-4-(000000000)000([1,2-b]00000-3-0000000(93);6-(6-
0000000-3-00)-4(000000000)-N-((1r,4r)-4-(000000000)0
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000O000)000[1,2-b]00000-3-0000000(94);6-(6-000000000
0-3-00)-4-(000000000)-N-((1r,4r)-4-(000000000)0000000)
000[1,2-b]00000-3-0000000(95);000(R)-N-(2-0000-3-00000
-3-000000)4(000000000)000([1,2-b]00000-3-0000000(9
6)

000000000 (@(a)0000000000000000000000000
Dooooo

000000000000 0000
(R)-2-(3-0000000)-N-(2-0000-3-00000-3-000000)-8(00000
0000)0000([1,2-b]00000-7-0000000(98);(R)-N-(2-0000-3-00
000-3-000000)-8(000000000)-2«(0000-3-00)00007([1,2-b]0
0000-7-0000000(99);(R)-N-(2-0000-3-00000-3-000000)-8-(
DO00000000)-2(0000-4-00)0000([1,2-b]J00000-7-0000000
(100);(R)-2-(6-0000000-3-00)-N-(2-0000-3-00000-3-000000)-
8(000000000)000O0[1,2-b]00000-7-0000000(101);(R)-N-(2-
0000-3-00000-3-000000)-8(000000000)-2«(00000-5-00)
0000[1,2-b]00000-7-0000000(102);(R)-N-(2-0000-3-00000-3
-000000)-2-(2-00000000-3-00)-8(000000000)0000][1,2-b]
000O00-7-0000000(103);(R)-N-(2-0000-3-00000-3-000000)-
2(4-00000000)-8(000000C0C00)0000([1,2-b]000C0O0-7-0000
0O00(104);N-(3-00000-3-000000)-8(000000000)-2(0000-4-
00)000O0[1,2-b]00000-7-0000000(105);2-(3-00000000-4-0
0)-8(000000000)-N-(2-00000000)0000([1,2-b]00000-7-00
00000 (106);N-(3-00000-3-000000)-8(000000000)-2-(1H-0
0000-4-00)0000([1,2-b]00000-7-0000000(107);N-((1r,4r)-4-0
0D00000O00O00O00)-8(000000000)-2(0000-4-00)0000([1,2-
b]OODODDOD-7-0000000(108);2-(3-00000000-4-00)-N-(3-00000
-3-000000)-8(000000000)0000([1,2-b]00000-7-0000000
(109);8-(000000O000)-N-(2-00000000)-2-(1H-00000-4-00)00
0O0[1,2-b]00000-7-0000000(110);2-(3-00000000-4-00)-8-(00
0DO0000O0O0)N-(1(00000000)00000-4-00)0000([1,2-b]000O
0-7-0000000(111);N-(1-000000000-4-00)-2(3-00000000-4
-00)-8(000000000)0000[1,2-b]00000-7-0000000(112);2-(6
-0000-4-0000000-3-00)-N-((1r,3r)-3-(2-000000000-2-00)00
0000)8(0000000O00)IC0O00[1,2-b]0000D0-7-0000000(113);
0002-(6-00000000-3-00)-N-((1r,3r)-3-(2-000000000-2-00)0
00000)-8(000000000)0000([1,2-b]00000-7-0000000(114)
000000000 @(a)0000000000000000000000000
Dooooo

0000000000000 0O00
(R)-N-(2-0000-3-00000-3-000000)-7(000000000)-2-(0000-
3-00)0000[1,5-a]00000-6-0000000(115);(S)-7-((1-00000-3-0
0000000-2-00)000)-N-000-2-00000000([1,5-a]00000-6-00
00000 (116);7-(0000000000)-N-000-2-00000000([1,5-a]00
0D00-6-0000000(117);2-(4-0000000)-7(000000000)-N-000O
0D00O0[1,5-a]00000-6-0000000(118);7-(000000000)-N-000-
2-(2-000000000-4-00)0000([1,5-a]00000-6-0000000(119);7
(0000O00000)-N-000-2(0000-4-00)0000([1,5-a]00000-6-00
00000 (120);2«(000([d]00000-6-00)-7«(000000000)-N-0000O
0D0O00[1,5-a]00000-6-0000000(121);(R)-N-(2-0000-3-00000-3-
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000O000)-7«(000000000)-2(0000-4-00)0000([1,5-a]00000-
6-0 000000 (122);(R)-N-(2-0000-3-00000-3-000000)-7-(0000
0oooo0)-2-(6-000-1,6-00000000-3-00)0000([1,5-a]00000-6-
0000000 (123);(R)-2-(5-0000000-3-00)-N-(2-0000-3-00000-3-
000000)-7«(000000000)0000[1,5-al]00000-6-0000000(12
4);(R)-N-(2-0000-3-00000-3-000000)-2-(2-00000000-3-00)-7
(00000000 0)00O00([1,5-a]00000-6-0000000(125);(R)-N-(2-0
000-3-00000-3-000000)-7(000000000)-2-(1-000-1H-000O
00-4-00)0000([1,5-a]00000-6-0000000(126);(R)-N-(2-0000-3-
0DO00O00-3-000000)-7(000000000)-2(00000-5-00)00007(1,
5-a]0 0000-6-0000000(127);(R)-N-(2-0000-3-00000-3-00000
0)-7(000000000)-2-00000000([1,5-a]00000-6-0000000(1
28);(R)-7-((2,2-00000000)000)-N-(2-0000-3-00000-3-00000
0)-2«(0000-3-00)0000([1,5-a]00000-6-0000000(129);(R)-N-(2-
0D000-3-00000-3-000000)-2(5-00000000-3-00)-7(00000
0000)0000([1,5-a]00000-6-0000000(130);(R)-N-(2-0000-3-0
0000-3-000000)-7(000000000)-2(6-0000000-3-00)000
0[1,5-a]00000-6-0000000(131);(R)-N-(2-0000-3-00000-3-00
0000)-7(000000000)-2-(2-0000000-3-00)0000([1,5-a]000
00-6-0000000(132);(R)-2-(3-0000000)-N-(2-0000-3-00000-3-
000000)-7«(000000000)0000[1,5-a]00000-6-0000000(13
3);(R)-N-(2-0000-3-00000-3-000000)-7(000000000)-2-(000
000-2-00)0000([1,5-a]00000-6-0000000(134);(R)-N-(2-0000 -
3-00000-3-000000)-2-(2-00000000)-7(000000000)000
0[1,5-a]00000-6-0000000(135);(R)-N-(2-0000-3-00000-3-00
0000)-7«(000000000)-2-(0-000)0000([1,5-a]00000-6-0000
000 (136);(R)-N-(2-0000-3-00000-3-000000)-2-(3-00000000 -
4-00)-7(000000000)0000([1,5-a]00000-6-0000000(137);N-(
(R)-2-0000-3-00000-3-000000)-7-(((S)-1-(2-000000000-5-00
)00O0O0D0-3-00)000)-2«(0000-3-00)0000([1,5-a]00000-6-0000
000 (138);N-((R)-2-0000-3-00000-3-000000)-7-(((1S,2R)-2-000
0D00000O00O0)000)-2-(0000-3-00)0000[1,5-a]00000-6-0000
000 (139);(R)-N-(2-0000-3-00000-3-000000)-2(3-00000000)
-7(000000000)0000[1,5-al]00000-6-00000000(140);(R)-2-(4-
0DO00O00O0O0)-N-(2-0000-3-00000-3-000000)-7(000000000)
000O0[1,5-a]00000-6-0000000(141);(R)-N-(2-0000-3-00000-3
-000000)-7(000000000)-2(6-00000000-3-00)0000]([1,5-a]
000O00-6-0000000(142);(R)-N-(2-0000-3-00000-3-000000)-
7(000000000)-2-(2-00000000-3-00)0000([1,5-a]000000-6-
0000000 (143);(R)-N-(2-0000-3-00000-3-000000)-7(00000
0DO000)-2-(6-00000000-2-00)0000[1,5-a]00000-6-0000000
(144);(R)-N-(2-0000-3-00000-3-000000)-7(000000000)-2-(6-
0DO00-1,6-00000000-2-00)0000([1,5-a]00000-6-0000000(14
5);(R)-N-(2-0000-3-00000-3-000000)-7(000000000)-2-(5-0
000O000-3-00)0000[1,5-a]00000-6-0000000(146);(R)-2-000
0DO0O0O0-N-(2-0000-3-00000-3-000000)-7(000000000)0000
0[1,5-a]00000-6-0000000(147);(R)-N-(2-0000-3-00000-3-00
0000)-7(000000000)-2-(2-00000000-4-00)0000([1,5-a]00
000-6-0000000(148);(R)-5-(6-((2-0000-3-00000-3-000000)0
0DO00O00)-7(000000000)0000([1,5-a]00000-2-00)0000000
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0(149);(R)-N-(2-0000-3-00000-3-000000)-2-(5-(2-000000000
-2-00)0000-3-00)-7(000000000)0000[1,5-al]00000-6-000
0000(150);(R)-N-(2-0000-3-00000-3-000000)-7(00000000
0)-2-(2-0000000-1(2H)-00)0000([1,5-a]00000-6-0000000 (15
1);(R)-N-(2-0000-3-00000-3-000000)-7«(000000000)-2-(000
0D-2-00)0000([1,5-a]00000-6-0000000(152);(R)-2-(6-00000001
-2-00)-N-(2-0000-3-00000-3-000000)-7(000000000)000

0[1,5-a]00000-6-0000000(153);(R)-N-(2-0000-3-00000-3-00

0000)-7(000000000)-2-(2-000-1,2-00000000-4-00)0000]
1,5-a]00000-6-0000000(154);(R)-N-(2-0000-3-00000-3-0000
00)-7(000000000)-2«(0000-3-00)0000([1,5-a]00000-6-000
0000(155):(R)-N-(2-0000-3-00000-3-000000)-7(00000000
0)-2-(5-(000000000)0000-3-00)0000[1,5-a]00000-6-0000
000 (156);(R)-2-(3-0000000)-N-(2-0000-3-00000-3-000000)-7
(00000000 D0)I00O00([1,5-a]00000-6-0000000(157);(R)-N-(2-0

0DO00-3-00000-3-000000)-7(000000000)-2-(00000-2-00)0
000[1,5-a]00000-6-0000000(158);N-((R)-2-0000-3-00000-3-

0O00O000)-7-(((1r,4R)-4-(2-000000000-2-00)0000000)000)-2
(0D0D0D0-3-00)0000(1,5-a]00000-6-0000000(159);N-((R)-2-000
0D-3-00000-3-000000)-2«(3-00000000-4-00)-7-((2-(000000 -
2H-000-2-00)000)000)0000[1,5-al]00000-6-0000000(160);

0002-(3-00000000-4-00)-7(000000000)-N-(2-(00000000
0)00D0)00O00([1,5-a]00000-6-0000000(161)

00 0000(a)000000000000000000000000OQ
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HPLCO O :

O0O0OA: Waters Acquity UPLC BEH C180 2.1x50mmQOO000: 1.7y m; OO0OA:
595 0000000:0(lomMOCOCOO0OOOOOO),000B: 955 0000000:
g(lomMOOOOOOOOOO),00:500;000000: 00100%BO03000O000
oo0ooooilo0wBODOoO.750000;, 000 1.0mL/0; 000 UV(220nm)

O000B: Waters Acquity UPLC BEH C180 2.1x50mmO0 00 0: 1.7y m; OOOA: 5
95 0000ooo:0(0.1wb000ooooonD),0o00B:95:50000000:0(
0.1%0 0000000 0O0O),00:500;,000000:00100%BO3000000CO
oodoodgilo0wBOO.750000; 000 1.0mL/0; 000 UV(220nm)

OO00dC: Xbridge Ph 3.5u 4.6x150mm; 0000 0000O: 120:;30000; 00=2
mL/0O; 000 A=5%MeCN-95%0 -0.05%TFA; OO OB=95%MeCN-5%0 -0.05%TFA;
O00=10%B; 00O 0O=100%8B

0 00D: Supelco Ascentis Express C180 4.6x50mmO0 00 0: 2.7y m; O0O0OA: 5:
o5 Jo0o0ooooOD:0(1iomMODOCOCOOOOOO),DO00OB:9O:10DODOOCOOOO:
g(lomMOOGOGOOoOoooOoO),00d:350;00000og:0o0i1o00wBO40 00 0gd
oooooiloo0wBO 10O OO, D000 4mL/0O

O000E: Waters Sunfire C18 3.5u 4.6x150mm; 00 00O0OO0ODO: 40; 00=1mL
/0, 000A=10%MeOH-90%0-0.2%H3P04; 0O OB=90%MeOH-10%0-0.2%H3PO
4; 00=15%B; 00 0=100%B

O000F: Xbridge Ph 3.5u 4.6x150mm; D000 O0O0OO: 120; 00=1mL/0; 00O
O0A=5%MeCN-95%0 -0.05%TFA; 00 OB=95%MeCN-5%0 -0.05%TFA; 00O =10%B;
OO0d=100%B

O000G: Supelco Ascentis Express C180 2. 1x50mmO 0 00: 2.7y m; OO0OA: 2:
98 JJUOOooDOD:0D(lomMODOOOODOOOO);00OB:98:20000000:0(
iomMOOOOOOODODOD),000D0DDO:00100%BO30O000CCO,;O000 1.1m
L/0

O 00H: Supelco Ascentis Express C180 2.1x50mmO 0 00: 2.7y m; OO OA: 1
mL/0; D0 0OA=5%MeCN-95%0 -0.05%TFA; OO OB=95%MeCN-5%0 -0.05%TFA;
O0=10%B; 00 0O=100%B; 1.1mL/0O

OO0OI: Waters Acquity BEH C180 2. 1x50mmOd 000 1.7pum; OODOA: I1mL/0O;
O00A=5%MeCN-95%0-10mM NH40Ac; 00O 0OB=95%MeCN-5%0-10mM NH40A
c; 0.8mL/0O

oooogod

oood1
(R)-6-(4-000000O0O)-N-(2-0000-3-000O0DO-3-00D0DO0O)-4-(DO0OOO
0o00oo)yoooi[i,2-bj]000o0n0-3-0000000

Doooo
CHs
CH O HN" CH
HOJ ° 3
H30>LY\N = N
F H > N /
N (D
gooooao

OO001A:6-000-4-(0000CD00O000ODO0)DOO[1,2-p]ODO0O0O-3-0000000
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goooao

H2N = -
< _N / Br
N (14)

06-000-4-000000([1,2-b]00000-3-0000000(329mg01.2mmol)0
0000-2-000000(126mg0 1.32mmol)0 0 0 DIPEA(L1.123mLO 2.5mmol)/i-
PrOH(ImL)0OOO0OODO0OOO0100005000000000000000000000
0000000000000 0O000000000000000006-000-4-(000

000000)000([1,2-b]00000-3-0000000(247mg069%00)0000

O000O00OLCMS m/z 297.2(M*)0 299.1(M+2): 1H NMR(400MHzO DMSO-dg)
5 10.48-10.34(m, 1H), 7.99(s, 1H), 7.75-7.56(m, 1H), 6.89-6.70(m, 1H), 4.2
6-4.03(m, 1H), 1.05(d, J=6.2Hz, 6H)

Oooooo

0DO0D01B: 6-000-4-(000000000)000([1,2-b]00000-3-0000000
00000

CHa3

HN" CH,

NC

< N / Br
N’ (1B)

06-000-4-(000000000)000([1,2-b]00000-3-0000000(320mg
01.1mmol)/DCM(10mL)0 0000000 O TEA(0.33mLI2.4mmol)0 000000
TFAA(0.30mLO2.15mmol)0 00000000000 0010000000000000
NaHCO3O0 OO OODOOODOOOOODOOOOODODCMODOOOOOOOOOOOOOO
0NaHCO3O OO OHCI(0.5N) 0000000000000 000000000Na»SO4
000000000000000000000LCMS m/z 279.1(M*)0281(M+2); 1H
NMR(400MHzO OO O O0O-d4)d 7.88-7.76(m, 1H), 7.70-7.57(m, 1H), 7.21-7.0
8(m, 1H), 4.77-4.62(m, 1H), 2.05(s, 1H), 1.40(d, J=6.4Hz, 6H)

oooooo

00O01C: 6-000-4-(0000000C00)000([1,2-b]00000-3-00000
00000

CH3

O HNJ\

HO™ & =
~ _N y/ Br
N (1€)

CHs

06-000-4-(000000000)0DODO[1,2-b]0000D0-3-0000000(320mg
01.15mmo)0 00000000 (460mgd 11.5mmol)/EtOH(3mL)0 000 (3mL)O
doooOoilo000180 000000000 DOODODOODODOOOOHCIK(AIN)ODDODOO
0ooDo0o0oDOO0oo0oDoDOoooOOooDOe-0D00-4-(DDDOODODODODODO)ODDOOI[1,2-b]OO
000-3-00000((252mg074%00)000000000O0O0O0OLCMS m/z 298.1(
M+H)
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oo0oO1b: (R)-6-000-N-(2-000D0-3-00000-3-000000)-4(0CDDOOOO

ooo0)yooo[1,2-p]00000o-3-00000D00O
goooao

HO
e NS
E H < N y/ r
N (D)

06-000-4(000000000)000([1,2-b]00000-3-00000(45mg00.1
5mmol)/0 0 DMF(0.5mL)0 0000 (R)-4-000-3-0000-2-000000-2-00
0(18.3mg0 0.15mmol)d BOP(67mgCd 0.15mmol)d 0 O DIPEA(0.053mLO 0.3mm
oh)D0OODODOODOOO0ODOO0OO0OO0D0OD010000000000000000000000
0000000000 (R)-6-000-N-(2-0000-3-00000-3-000000)-4-(0
000000O00)I0O0[1,2-b]00000-3-0000000(47mg078%00)000

ooooooooao
oooooaod
oogaz1:

O(R)-6-000-N-(2-0000-3-00000-3-000000)-4-(0000DOOODO)
oodd[1,2-b]O0O000O-3-0000000O0(20mgOo0.05mmol)d(4-000000O0O)
O0000((8.8mgO0.06mmol)D0 000 Pd(dppf)2Cl2(1.82mgd 2.5y mol)/000 00
(1mL) DO O0OOO0OOOOK3P04(0.075mLOO0.15mmo )0 0000 000ODODON2000
00000000000 o0OD0OD0DO0oooOoO0oOo145001.500000000000000
O0000o0OoOOo0oO0oooOHPLCOOODOODDODO(R)-6-(4-0000000)-N-(2-00
o0o-3-00000-3-0000O00)-4(0D0O000O0O0OODOO)0OO[1,2-b]ODODODODO-3
-0000000(7.4mg034%00)00001H NMR(500MHzO DMSO-dg)d 10.51(
br d, J=8.1Hz, 1H), 8.39(s, 2H), 8.27(s, 1H), 8.05(d, J=8.1Hz, 2H), 7.86(d, J=
8.4Hz, 2H), 7.47(s, 1H), 4.84(s, 1H), 4.68-4.51(m, 1H), 4.46-4.24(m, 1H), 3.8
3-3.56(m, 2H), 1.46-1.26(m, 6H), 1.17(br d, J=7.4Hz, 6H); LCMS m/z 424.2(M

+H); HPLCO OO DO: 1.840,;,00: A
goooaoan

gdlgooooobobooboiooooooooooobooboooboooooooooooan
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oooao
#£1
HPLC
Ehasy HPLC
i 323 R LCMS
E 222 et
%)
CH O HN” “CH
2 HO ° ’ EN 1.87 424.2 A
HsC H N
/
F SN
CH O HN” “CH
3 HOJ ° : 1.42 400.3 A
HsC N N =
V ¥/,
F SN Y N
CH O HN” CH
4 HoJ ° s N 1.30 401.2 B
HaC H N - >
Y/, ¥/
F N N
CHs
CH O HN” “CH
5 HoJ s 1.45 400. 2 A
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