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[0434]  Yr—Se5ji s serh R™ONC,  SCakkidk.
[0435]  fE—RLsfi s serh, RMONC, FRkidk.
[0436]  fr—BESj /<, n 1,
[0437]  fr—BBSj /<, n 2,
[0438]  /F—BBsjis 7 20, n 3.
[0439]  fr—BbS /<, m M1,
[0440]  FF—BB5jit 5 5, mA2,
[0441]  fE—2E57 06 5 5, g M 1.
[0442]  fE—BE57 06 /5 5, a N2,
[0443]  fE—2E57 6 /5 5, a3,
[0444]  SRGIME e T S A FE B =0 (VID b &9
0]
R~N
[0445] %if 7\
N NR
v\ ] N/
[0446] R AT 25 FHIERE, WidE B SERIHATE X
[0447] i%l
%H|n R B %4H n |R R3
1 1 H KA 622 |1 H 4-OH-F #
2 |2 |H F A 623 (2 |H 4-OH-R %
ro4ss] 3 |3 |H F A4 624 |3 |H 4-OH-k %4
4 1 [Me * A 625 |1 |Me 4-OH-}
5 |2 |Me ¥R 626 [2 |Me 4-OH-F #
6 |3 |Me ¥R 627 |3 |Me 4-OH- 4
7 1 [CH,Ph [k A& 628 |1 |CH,Ph |4-OH-*¥4#
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8 |2 |[CH,Ph [% A& 629 |2 |CH,Ph |4-OH-%¥ 4
9 |3 |[CHPh |X % 630 |3 |CH-Ph |4-OH-3¥ 4
10 |1 |COMe |F& 631 |1 |[COMe |4-OH-k A&
11 |2 |COMe |¥ % 632 |2 |[COMe |4-OH-%*4#
12 |3 |COMe [X& 633 |3 |[COMe |4-OH-* 4
13 |1 [CO.Me [¥3 634 |1 |[CO-Me |4-OH-¥ 4
14 |2 |[CO-Me |X% 635 |2 |CO-Me |[4-OH-R A&
15 |3 |CO.Me |¥}& 636 |3 |[CO.Me |4-OH-*4#
16 |1 |COxBu |FR& 637 |1 |COstBu |4-OH-* 4
17 |2 |COxBu |}& 638 |2 |CO.;tBu |4-OH-* 4
18 |3 |COsxBu |RA& 639 (3 [COxtBu |4-OH-R &
19 |1 |CONHMe|* & 640 |1 |CONHMe 4-OH-* 4
20 |2 |CONHMe|* # 641 |2 |CONHMe 4-OH-* #
21 |3 |CONHMe| ¥ 4 642 |3 |CONHMe 4-OH- 4
22 |1 |SO.Me |¥}& 643 |1 [SO-Me |4-OH-* 4
23 (2 |SO.Me ¥ % 644 |2 [SO.Me |4-OH-¥3
24 |3 [SO.Me [k & 645 |3 [SO.Me |4-OH-3¥ 4
25 |1 [SO.NH, |¥# 646 |1 |SO.NH, |4-OH-* 4

[0449] [26 |2 |SO,NH, |[*X A& 647 |2 |SO,NH, [4-OH-F 4
27 |3 |SO,NH, |k% 648 |3 |SO.NH, |4-OH-*R &
28 |1 [H 3-OH-* & 649 (1 |H 2-OH-* 4
29 |2 |H 3-OH-F & 650 |2 |H 2-OH-* %
30 |3 |H 3-OH-¥ # 651 |3 |H 2-OH-¥ 4
31 |1 |Me 3-OH-R & 652 |1 |Me 2-OH-F &
32 (2 |Me 3-OH-* & 653 |2 |Me 2-OH-* #
33 (3 |Me 3-OH-* & 654 |3 |Me 2-OH-k
34 |1 |[CH,Ph |3-OH-% % 655 |1 |CH,Ph |[2-OH-%¥#
35 |2 |CH,Ph [3-OH-} % 656 |2 |CH.Ph [2-OH-%¥#
36 |3 |CH,Ph |3-OH-3¥ # 657 |3 |CH.Ph [|2-OH-*#
37 |1 |COMe |3-OH-3# 658 |1 |[COMe [|2-OH-3¥4#
38 |2 |[COMe |[3-OH-*}# 659 |2 [COMe |[2-OH-*#
39 |3 |COMe [3-OH-k % 660 |3 |[COMe |[2-OH-*R#&
40 |1 |CO:Me |[3-OH-¥# 661 |1 |CO.Me [2-OH-3¥3#
41 |2 |CO-Me |[3-OH-# 4 662 |2 |CO.Me |2-OH-*#
42 |3 |CO-Me |3-OH-3 4 663 |3 |CO.Me [2-OH-%¥ 4%
43 |1 |COstBu |3-OH-¥ # 664 |1 |CO:;tBu |[2-OH-*#
44 |2 |CO-»tBu |3-OH-3 4 665 |2 |CO.;tBu [2-OH-*4#
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45 |3 |COstBu |[3-OH-3% # 666 |3 |CO.tBu |2-OH-* #
46 |1 |CONHMe|3-OH-%* % 667 |1 |CONHMe 2-OH-3 #
47 |2 |CONHMe |3-OH-3%¥ # 668 |2 |CONHMe | 2-OH-* #
48 |3 |CONHMe |3-OH-¥ # 669 |3 |CONHMe|2-OH-% #
49 |1 |SO-Me |3-OH-F & 670 |1 [SO.Me [2-OH-%) 7k
50 [2 |SO-Me |3-OH-* # 671 |2 [SO.-Me |[2-OH-*#
51 |3 |SO-Me |3-OH-*¥# 672 |3 [SO-Me |[2-OH-*4#
52 |1 |SO,NH, |[3-OH-% % 673 |1 |SO.NH, |2-OH-%¥#
53 |2 |SO.NH, |3-OH-*# 674 |2 |SO,NH, |2-OH-RAk
54 |3 |SO.NH> |3-OH-*# 675 |3 |SO-NH, [2-OH-*#
55 |1 |H 4-NO,-Fk % 676 |1 |H 4-OMe-¥ %
56 |2 |H 4-NO,-F % 677 (2 |H 4-OMe- ¥ %
57 |3 |H 4-NO,-¥ 678 |3 |H 4-OMe-¥
58 |1 |Me 4-NO,-R & 679 |1 |Me 4-OMe-¥ A
59 |2 |Me 4-NO»-* 680 (2 |Me 4-OMe-* A
60 |3 |Me 4-NO,-* % 681 |3 |Me 4-OMe-% %
61 |1 |CH,Ph  |4-NO--¥ # 682 |1 |CH.Ph |4-OMe-} 4
62 |2 |CH,Ph  |4-NO»,-¥ 4 683 |2 |CH.Ph |4-OMe-* 4
[0450] (63 |3 |CH.Ph [4-NO»,-%¥# 684 |3 |CH.Ph  |4-OMe-% 4
64 |1 |COMe |4-NO--¥ % 685 |1 |COMe |4-OMe-* 4
65 |2 |COMe |4-NO--¥ % 686 |2 |COMe |4-OMe-* 4
66 |3 |COMe |4-NO--¥ % 687 |3 |COMe |4-OMe-* 4
67 |1 |CO-Me |[4-NO,-3¥ % 688 |1 [CO-Me |4-OMe-3¥ 4
68 |2 |CO-Me |[4-NO,-¥ 4 689 [2 |CO.Me |4-OMe-*¥4
69 |3 |CO:Me |4-NO»- 690 |3 |CO-Me |4-OMe-* 4
70 |1 |COxtBu |[4-NO,-¥ 4 691 |1 |COstBu |4-OMe-k 4
71 |2 |COsxtBu |[4-NO,- £ 692 (2 |CO.tBu |4-OMe-% 4
72 |3 |COxBu |4-NO,- 693 |3 |COxtBu |4-OMe-¥ &
73 |1 |CONHMe 4-NO»- 694 |1 |CONHMe |4-OMe-¥ &
74 |2 |CONHMe 4-NO»- 695 |2 |CONHMe |4-OMe-¥ &
75 |3 |CONHMe |4-NO--¥ % 696 |3 |CONHMe |4-OMe-3* 4
76 |1 |SO-Me |[4-NO,-¥ # 697 |1 [SO-Me |4-OMe-¥ 4
77 |2 |SO-Me |[4-NO,-¥ 4 698 |2 [SO.Me |4-OMe-¥ 4
78 |3 |SO.Me |4-NO--¥ % 699 |3 |SO-Me |4-OMe-* 4
79 |1 |SO.NH, |4-NO,-%# 700 |1 |SO.NH, |4-OMe-¥
80 |2 |SO-NH, |4-NO,-¥ # 701 |2 |SO-NH, |4-OMe-*#
81 |3 [SO.NH, |4-NO--¥# 702 |3 |SO.NH, |4-OMe-¥ 4k
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82 |1 [H 3-OMe-(#  |703 |1 |H 2-OMe- %
83 (2 |H 3-OMe-%# [704 |2 |H 2-OMe-* %
84 |3 |H 3-OMe-k %  |705 |3 |H 2-OMe-* %
85 |1 |Me 3-OMe-% %  [706 |1 |Me 2-OMe- %
86 |2 |Me 3-OMe-¥ %  |707 |2 |Me 2-OMe-* #%
87 |3 |Me 3-OMe-& 708 |3 |Me 2-OMe-* A
88 |1 |CH,Ph [3-OMe-%#  |709 |1 |CH.Ph |[2-OMe-%¥ #
89 |2 |CH.Ph |[3-OMe-¥#  |710 |2 |CH.Ph |2-OMe-¥ 4
90 |3 |CH,Ph  |3-OMe-%#  |711 |3 |CH,Ph  [2-OMe-% &
91 |1 |[COMe |[3-OMe-3(%  |712 |1 |COMe |2-OMe-% %
92 |2 |COMe |3-OMe-%# |713 |2 |COMe |[2-OMe-¥ %
93 |3 |[COMe |[3-OMe-%% |714 |3 |COMe |2-OMe-3 %
94 |1 |[CO.Me |3-OMe-& 3 715 |1 |[CO.Me [2-OMe-% £
95 [2 |CO-Me |3-OMe-k # 716 {2 |CO-Me [2-OMe-*¥ &
96 |3 |CO.Me |[3-OMe-3:#  |717 |3 [CO-Me |[2-OMe-3& %
97 |1 |COBu |3-OMe-¥ 44 718 |1 |COBu |[2-OMe-3¥ 4
98 |2 |COstBu |3-OMe-¥ 4  |719 |2 |COsxBu [2-OMe-¥ 4
99 |3 |COstBu |3-OMe-¥ 44  |720 |3 |COstBu [2-OMe-¥ 4
[0451]1  |100 |l |CONHMe|3-OMe-*4&  |721 |1 |CONHMe|2-OMe-* A&
101 |2 |CONHMe|3-OMe-3¥ %  |722 |2 |CONHMe|2-OMe-3 %
102 |3 |CONHMe|3-OMe-¥ %  |723 |3 |CONHMe |2-OMe-3 %
103 |1 |SO-Me |[3-OMe-¥ % 724 |1 |SO.Me [2-OMe-¥ £
104 |2 |SO-Me |[3-OMe- % 725 {2 |SO.Me [2-OMe-% £
105 |3 |SO,Me [3-OMe-%%  |726 |3 |SO,Me |[2-OMe-% %
106 |1 |SO.NH, |[3-OMe-% % (727 |1 |SO.NH, |2-OMe-% %
107 |2 |SO.NH, |[3-OMe-% %  |728 |2 |SO.NH, |2-OMe-% %
108 |3 |SO.NH, [3-OMe-%#  |729 |3 [SO-NH, [2-OMe-¥ £
109 [1 |H 4-CN-R 730 |1 |H 3-CN-R &
110 [2 |H 4-CN-R 2k 731 (2 |H 3-CN-R &
111 [3 |H 4-CN-R 732 |3 |H 3-CN-R &
112 |1 |Me 4-CN-F & 733 |1 |[Me 3-CN-¥( %
113 [2 |Me 4-CN-F & 734 (2 [Me 3-CN-¥( %
114 |3 |Me 4-CN-F & 735 |3 |Me 3-CN-¥( %
115 |1 |CH,Ph  |4-CN-%( 4 736 |1 |CHPh  [3-CN-R %
116 |2 |CH,Ph  |4-CN-E4 737 |2 |CH,Ph |3-CN-¥( %
117 |3 |CH,Ph  |4-CN-( A4 738 |3 |CH.Ph [3-CN-¥ %
118 |1 |COMe |4-CN-¥} 4k 739 |1 |COMe |3-CN-¥} %
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119 |2 |COMe |4-CN-3¥# 740 |2 [COMe |3-CN-¥#
120 |3 |COMe  |4-CN-3¥# 741 |3 |[COMe |3-CN-¥#
121 |1 |CO-Me |4-CN-%* 4 742 |1 |CO-Me |3-CN-*¥4
122 |2 |COMe |4-CN-%¥ 4 743 |2 |CO-Me |3-CN-%¥ 4
123 |3 |CO.Me |4-CN-¥ 4 744 |3 |CO-Me |3-CN-3¥4t
124 |1 |COxtBu |4-CN-3¥}4 745 |1 |COx;tBu |[3-CN-( 4
125 |2 |COstBu |4-CN-3} 4 746 |2 |COs;tBu |[3-CN-%( 4
126 |3 |CO-tBu |4-CN-¥ 4 747 |3 |COstBu |3-CN-¥ 4
127 |1 |CONHMe |[4-CN-% & 748 |1 |CONHMe 3-CN-* 4
128 |2 |CONHMe |[4-CN-% 4% 749 |2 |CONHMe 3-CN-* 4
129 |3 |CONHMe |4-CN-% 4% 750 |3 |CONHMe 3-CN-* 4
130 |1 [SO,Me |4-CN-% % 751 |1 [SO.Me |3-CN-R 4
131 [2 [SO.Me |4-CN-¥} 4 752 |2 |SO,Me [3-CN-¥i
132 (3 [SO-Me |4-CN-( 4 753 |3 [SO.Me |3-CN-R 4
133 |1 |SO.NH, |4-CN-F&# 754 |1 |SO.NH, |[3-CN-F i
134 |2 |SO,.NH, |[4-CN-%¥# 755 |2 |SO.NH, |3-CN-%¥4#
135 |3 |SO,.NH, |[4-CN-% % 756 |3 |SO.NH, |3-CN-%¥4#
136 |1 [H 2-CN-¥ % 757 |1 H 2-Me-¥ £

[0452] 137 |2 |H 2-CN-R # 758 |2 |H 2-Me-¥ %
138 (3 [H 2-CN-R & 759 |3 |H 2-Me-* &
139 |1 |Me 2-CN-R & 760 |1 |Me 2-Me-* A&
140 |2 |Me 2-CN-FR % 761 |2 |Me 2-Me-* &
141 |3 |Me 2-CN-R % 762 |3 |Me 2-Me-* &
142 (1 |CH,Ph  [2-CN-E % 763 |1 |CH.Ph  |2-Me-3¥ %
143 |2 |CHPh  |2-CN-ZE % 764 |2 |CH,Ph |2-Me-¥ 3
144 |3 |CH,Ph  [2-CN-% % 765 |3 |CH.Ph  |2-Me-¥#
145 |1 |COMe [2-CN-%¥ % 766 |1 |{COMe |2-Me-3¥ %
146 |2 |COMe |[2-CN-¥) 4 767 |2 |COMe |[2-Me-¥ %
147 |3 |COMe |[2-CN-¥) 4 768 |3 |COMe [2-Me-% %
148 |1 |CO,Me |[2-CN-## 769 |1 [CO-Me |2-Me-# %
149 [2 |CO,Me |[2-CN-¥)# 770 |2 |CO-Me |2-Me-¥ %
150 |3 |CO:Me |2-CN-E# 771 |3 |CO-Me |2-Me-¥) %
151 |1 |COxBu [2-CN-E# 772 |1 |COstBu |2-Me-¥ %
152 [2 |COstBu |[2-CN-)# 773 |2 |CO-tBu |2-Me-3¥ %
153 |3 |COstBu |[2-CN-3 4 774 |3 |CO-tBu |2-Me-¥ %
154 |1 |CONHMe |2-CN-3 # 775 |1 |CONHMe |2-Me-3% #
155 |2 |CONHMe|2-CN-¥ 4 776 |2 |CONHMe |2-Me-¥ %
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156 |3 |CONHMe |2-CN-* 4 777 |3 |CONHMe 2-Me-* #
157 |1 |SO-Me |2-CN-3¥4# 778 |1 |SO:Me |2-Me-*& 4
158 |2 |SO-Me |2-CN-3%4# 779 |2 |SO-Me |2-Me-¥ 4
159 |3 |SO-Me |2-CN-¥ 44 780 (3 |SO-Me |2-Me-¥#
160 1 SO;NHQ 2-CN-$£& 781 1 SO:NHQ 2-Me-33§£:
161 2 SO}NHQ 2-CN-$}_& 782 2 SOQNHZ 2-Me-§}+i)%
162 3 SO:NHQ 2-CN-$£& 783 3 SOQNHZ 2-MB-3-'I-+KJ%
163 |1 [H 3-Me-R & 784 |1 |H 4-Me-k 2
164 |2 |H 3-Me-¥ % 785 [2 |H 4-Me-k %
165 |3 |H 3-Me-k £ 786 (3 |H 4-Me-k %
166 |1 |Me 3-Me-*& £ 787 |1 |Me 4-Me-3¥ &
167 |2 |Me 3-Me-R & 788 |2 |Me 4-Me-& 2%
168 |3 |Me 3-Me-& % 789 |3 |Me 4-Me-& 2
169 1 CH:Ph 3-Me—31§;% 790 1 CH:Ph 4-Me-3§7§s
170 |2 |CH.Ph  |3-Me-¥* % 791 |2 |CH,Ph |4-Me-F 3
171 |3 |CH,Ph  |3-Me-¥ % 792 |3 |CH.Ph |4-Me-¥ 4
172 |1 |COMe |3-Me-3¥ % 793 |1 |COMe |4-Me-¥ 4
173 [2 |COMe |3-Me-¥ % 794 |2 |[COMe |4-Me-¥} 4

[0453] [174 |3 |COMe |[3-Me-3% # 795 |3 |COMe |4-Me-% 4
175 |1 |CO.Me |[3-Me-3¥ % 796 |1 |CO-Me |4-Me-¥ 4
176 |2 |CO-Me |[3-Me-¥ % 797 |2 |CO-Me |4-Me-¥ 4
177 |3 |CO-Me |[3-Me-3¥ % 798 |3 |CO-Me |4-Me-¥ 4
178 |1 |COstBu 3—Me-3f\§ 799 |1 CO-tBu 4-Me-721§§\
179 |2 |COstBu |[3-Me-& & 800 |2 [CO-tBu |4-Me-* 4
180 |3 |COxtBu |3-Me-X % 801 |3 |COstBu |[4-Me-¥ %
181 |1 |CONHMe|3-Me-* % 802 |1 |CONHMe 4-Me-¥ &
182 |2 |CONHMe | 3-Me-* % 803 |2 |CONHMe 4-Me-3¥ #
183 |3 |CONHMe | 3-Me-* % 804 |3 |CONHMe 4-Me-¥ 4
184 (1 |SO.Me |3-Me-R % 805 |1 [SO.Me |4-Me-k 4
185 [2 |SO:Me |3-Me-kR % 806 2 |SO.Me |4-Me-R#&
186 3 SOzMe 3-MC-X£§ 807 3 SOgMe 4-Me—3’fi£\
187 |1 |SO.NH, |3-Me-* 4 808 |1 |SO.NH, |[4-Me-* 4
188 (2 |SO.NH: |3-Me-¥ # 809 |2 |SO,NH, |4-Me-¥#
189 |3 |SO.NH, |3-Me-¥* i 810 |3 [SO.NH, |4-Me-¥#
190 (1 |H 2-F-R & 811 |1 |H 3-F-R &
191 [2 |H 2-F- R & 812 2 |H 3-F-R &
192 (3 |H 2-F-R & 813 |3 |H 3-F-R %
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193 [1 |Me 2-F- R A& 814 |1 |Me 3-F-R %
194 |2 |Me 2-F- kA& 815 (2 |Me 3-F-R& %
195 |3 |Me 2-F-) # 816 |3 |Me 3-F-3k A&
196 |1 |CH.Ph |2-F-3)4% 817 |1 |CH,Ph [3-F-X) A
197 |2 |CH,Ph  [2-F-3 4 818 |2 |CH.Ph [3-F-%X 4
198 |3 |CH,Ph [2-F-% 4 819 |3 |CH.Ph [3-F-%k 4
199 [1 |COMe |2-F-¥# 820 |1 |COMe |3-F-¥ 4
200 |2 |[COMe |2-F-% i 821 |2 |COMe |3-F-3 4
201 |3 |COMe [2-F-3%4 822 (3 |COMe |3-F-% 4
202 |1 |CO-Me [2-F-34 823 |1 |CO.Me |3-F-3)#
203 |2 |CO-Me [2-F-3%4 824 |2 |CO.Me |3-F-3)#
204 |3 |CO-Me |[2-F-% 4 825 |3 |CO-Me |[3-F-%* 4
205 |1 |COstBu 2—F—.£7§s 826 |1 CO-tBu 3-F—Kg
206 |2 |COstBu |[2-F-% 4 827 |2 |CO.tBu |3-F-% 4
207 |3 |CO»Bu |[2-F-% % 828 |3 |CO.tBu |3-F-% &
208 |1 |CONHMe |2-F-3% # 829 |1 |CONHMe 3-F-* &
209 |2 |CONHMe |2-F-3¥ 4 830 |2 |CONHMe 3-F-* &4
210 |3 |CONHMe |2-F-3¥ 4 831 |3 |CONHMe 3-F-* &

[0454] |211 |1 |SO-Me |2-F-% 4 832 |1 |SO-Me |3-F-% 4
212 |2 |SO.Me [2-F-%# 833 |2 |SO.Me |3-F-%4#
213 |3 |SO-Me [2-F-3)% 834 |3 |SO.Me |[3-F-3 %k
214 |1 |SO.NH, |[2-F-%# 835 |1 [SO.NH, |[3-F-* i
215 |2 |SO,.NH, |[2-F-%# 836 |2 [SO.NH, |[3-F-% 4
216 |3 |SO.NH, |[2-F-% 4 837 |3 |SO.NH, |3-F-* 4
217 |1 |H 4-F-R A 838 |1 |H 2-Cl-kx A&
218 [2 |H 4-F-R A 839 (2 |H 2-Cl-x 4
219 |3 |H 4-F-R A 840 |3 |H 2-Cl-x A&
220 |1 [Me 4-F-R K 841 |1 |Me 2-Cl-x &
221 |2 |Me 4-F-R K 842 |2 |Me 2-Cl-x &
222 |3 |Me 4-F-R K& 843 |3 |Me 2-Cl-x &
223 |1 |CH,Ph |4-F-% 4 844 |1 |CH.Ph |2-Cl-%¥ 4
224 2 |CH,Ph  |4-F-¥% 845 |2 |CH.Ph [2-Cl-k &
225 |3 |CH,Ph  |4-F-¥ % 846 |3 |CH,Ph |2-Cl-k %
226 |1 |COMe |4-F-3¥# 847 |1 |[COMe [2-Cl-%® %
227 |2 |COMe |4-F-)# 848 |2 |COMe |[2-Cl-3(%
228 |3 |COMe |4-F-¥}4 849 |3 |COMe |2-Cl-3% %
229 |1 |COMe |4-F-)% 850 |1 |CO-Me [2-Cl-}A&
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230 [2 |CO.Me |4-F-) 4 851 |2 |CO.Me [2-CI-¥ A&
231 |3 |CO-Me |4-F-%% 852 |3 |CO.Me |2-Cl-3k %
232 |1 |COxtBu |4-F-% 4 853 |1 |COs;Bu |2-Cl-3k %
233 |2 |COs;Bu |4-F-¥# 854 |2 |COstBu |[2-Cl-% &
234 |3 |COstBu 4-F-3ﬁﬁ 855 |3 |COstBu 2-C]-2*Ft§
235 |1 |CONHMe |4-F- 856 |1 |CONHMe|2-Cl-¥
236 |2 |CONHMe |4-F- # 857 |2 |CONHMe|2-Cl-%¥ %
237 |3 |CONHMe |4-F-% % 858 |3 |CONHMe |2-Cl-3¥ &
238 |1 |SO.Me |4-F-%) 4 859 |1 [SO.Me [2-CI-¥ A&
239 (2 |SO-Me |4-F-3%)4 860 |2 [SO.Me |2-Cl-3k#
240 |3 |SO-Me |4-F-3 4 861 |3 [SO.Me |2-Cl-3k#
241 |1 |SO-NH, |[4-F-3)k% 862 |1 [SO,NH, [2-Cl-&&
242 |2 |SO.NH, |4-F-% % 863 |2 |SO.NH, |2-Cl-% &
243 |3 |SO.NH, |4-F-% 864 |3 [SO.NH, |[2-Cl-¥ 4
244 |1 |H 3-Cl-X & 865 (1 |H 4-Cl-% &
245 |2 |H 3-Cl-E & 866 [2 |H 4-Cl-E A
246 |3 |H 3-Cl-Rx & 867 |3 |H 4-Cl-R %
247 |1 |Me 3-Cl-R & 868 |1 |Me 4-Cl- kR &

[0455] 248 |2 |Me 3-Cl-% & 869 |2 |Me 4-Cl- R %
249 |3 |Me 3-Cl-x & 870 |3 |Me 4-Cl- R A
250 |1 |CH,Ph |3-Cl-3 % 871 |1 |CH.Ph |4-ClI-} 4
251 |2 |CH,Ph |3-Cl-3 % 872 |2 |CH.Ph |4-Cl-} A&
252 |3 |CH,Ph  |3-Cl-3k % 873 |3 |CH.Ph |4-Cl-} 4
253 |1 |[COMe |[3-Cl-k 874 |1 |[COMe |4-Cl-} A4
254 |2 |COMe |3-CI-} % 875 |2 |COMe |4-Cl-3E 4
255 |3 |COMe |3-CI-3k % 876 |3 |COMe |4-Cl-3E 4
256 |1 |COMe |3-CI-3k % 877 |1 |CO-Me |4-Cl-3E 4
257 |2 |CO-Me |[3-CI-E % 878 |2 |COMe |4-Cl-R A&
258 |3 |CO-Me |3-Cl-¥}#% 879 |3 |CO-Me |4-Cl-ZE%
259 |1 |COxBu |3-Cl-¥} % 880 |1 |COstBu |4-Cl-k %
260 |2 |CO-tBu |3-CI-3k % 881 |2 |CO.tBu |4-Cl- 4
261 |3 |COxtBu |3-Cl-k# 882 |3 |COstBu |4-Cl-3E &
262 |1 |CONHMe 3-Cl-3¥ % 883 |1 |CONHMe 4-Cl-¥ %
263 |2 |CONHMe 3-Cl-¥ % 884 |2 |CONHMe |4-Cl-3 &
264 |3 |CONHMe 3-Cl-¥ % 885 |3 |CONHMe |4-Cl-£ %
265 |1 |SO-Me |3-Cl-3k % 886 |1 [SO.Me |(4-Cl-¥( %
266 |2 |SO-Me |3-CI-R% 887 |2 [SO.Me |4-Cl-RA&

46



i

B B

CN 110177776 B 32/169 71
267 |3 |SO.Me [3-CI-¥ % 888 (3 [SO.Me |4-Cl-¥ A&
268 |1 |SO.NH, |3-Cl-¥ % 889 |1 [SO-NH, |4-Cl-kA
269 [2 |SO.NH, [3-Cl-% % 890 |2 [SO.NH, |4-Cl-% %
270 |3 |SO-NH, |3-Cl-k# 891 |3 [SO,NH, (4-Cl-k#
271 |1 |H 2-Br-¥ & 892 (1 |H 3-Br-% A&
272 |2 |H 2-Br-% % 893 (2 |H 3-Br-% %
273 |3 |H 2-Br-% % 894 (3 |H 3-Br-¥ %
274 |1 |Me 2-Br-% 895 |1 |Me 3-Br-¥ %
275 |2 [Me 2-Br-}) &4 896 |2 |Me 3-Br-R &
276 |3 |Me 2-Br-R £ 897 |3 |Me 3-Br-Rx &
277 |1 |CH,Ph  |2-Br-¥} 4 898 |1 |CH.Ph |3-Br-¥#&
278 |2 |CH,Ph  |2-Br-} % 899 |2 |CH,Ph 3-Br-* %
279 |3 |CH,Ph |2-Br-% 4 900 |3 |CH.Ph |3-Br-¥X %
280 |l |[COMe |[2-Br-% 4 901 |1 |{COMe |3-Br-3¥#
281 [2 |COMe |2-Br-¥4# 902 |2 |COMe |3-Br-¥ 2
282 [3 |COMe |2-Br-} 4 903 |3 |[COMe |3-Br-¥ %
283 |1 |CO:Me |2-Br-*}4 904 |1 |CO-Me |3-Br-¥ %
284 [2 |COMe |2-Br-}4 905 |2 |CO-Me |3-Br-* %

[0456] 285 |3 |CO,Me |[2-Br-F % 906 |3 |COMe |3-Br-* #
286 |1 |CO-tBu [2-Br-k 3 907 |1 |COstBu |3-Br-k 3
287 |2 |CO-tBu |2-Br-k i 908 |2 |COstBu |3-Br-k ik
288 |3 |CO-tBu [2-Br-k 3 909 |3 |COstBu |3-Br-k &
289 |1 |CONHMe |2-Br-3 i 910 |1 |CONHMe|3-Br-x #
290 |2 |CONHMe 2-Br-¥ 4 911 |2 |CONHMe |3-Br-* %
291 |3 |CONHMe 2-Br-¥ 4 912 |3 |CONHMe |3-Br-* i
292 |1 |SO.Me |2-Br-¥) 4 913 |1 |SO:Me |[3-Br-k* &
203 |2 |SO.Me |2-Br-¥ 4 914 |2 |SO.Me |[3-Br-*¥ %
294 |3 |SO.Me |2-Br-R}i 915 |3 [SO.Me |3-Br-kR &
295 |1 |SO.NH, |2-Br-*# 916 |1 [SO.NH, |3-Br-¥#
296 |2 |SO.NH, |2-Br-*# 917 |2 |[SO.NH, |3-Br-¥ %
297 |3 |SO.NH, |2-Br-*4 918 |3 |SO.NH, |3-Br-F %
208 |1 |H 4-Br-* & 919 |1 |H 2-CF-% 4
299 2 |H 4-Br-* A& 920 |2 |H 2-CF;- R A&
300 |3 |H 4-Br-* A& 921 |3 |H 2-CFs-% 4
301 |1 |Me 4-Br-R & 922 |1 |Me 2-CFs- R £
302 |2 |Me 4-Br-* & 923 |2 |Me 2-CF:-RX A&
303 |3 |Me 4-Br-R & 924 |3 |Me 2-CFs- R A
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304 |1 |CH,Ph |4-Br-3¥4# 925 |1 |CH,Ph  [2-CF-R A&
305 |2 |CH,Ph  |4-Br-%X 4 926 |2 |CH,Ph |2-CF:-R &
306 |3 |CH.Ph  |4-Br-} % 927 |3 |CH.Ph  |2-CF-3% %
307 |1 |[COMe |4-Br-®#& 928 |1 |COMe |[2-CFs-%) &
308 |2 |COMe  |4-Br-3 4 929 [2 |COMe [|2-CF-¥4
309 |3 |COMe  |4-Br-3 930 (3 |COMe [|2-CF-%¥4
310 |1 [CO-Me |4-Br-* 4k 931 |1 |CO,Me |2-CF;-%) &
311 |2 |CO.Me |4-Br-3 4 932 |2 |CO-Me |[2-CFs-%k 4
312 |3 |CO-Me |[4-Br-R® A& 933 |3 |[CO,Me |2-CF;-F&#&
313 |1 |COxtBu |4-Br-) 4 934 |1 |COstBu |[2-CF;-#* &
314 |2 |COxtBu |4-Br-} 4 935 |2 |COstBu |[2-CFs-% 4
315 |3 |COstBu |4-Br-R 3k 936 |3 |COsxtBu |2-CFs-3k &
316 |1 |CONHMe 4-Br-3 3k 937 |1 |CONHMe |2-CFs-F
317 |2 |CONHMe |4-Br- % 938 |2 |CONHMe|2-CF;-% 4
318 |3 |CONHMe |4-Br-3# & 939 |3 |CONHMe |2-CF;-3 4
319 |1 |SO-Me |4-Br-¥} 4 940 |1 [SO.-Me |[2-CF;-%k 4
320 |2 |SO-Me |4-Br-} 4 941 |2 [SO.Me |[2-CF;-%k 4
321 |3 |SO-Me |4-Br-} 4 942 |3 [SO.Me |[2-CFs-%k 4

[04571 |322 |1 |SO-NH, |4-Br-# 943 |1 |SO.NH, [2-CF-%4
323 |2 |SO.NH, [4-Br-3¥# 944 |2 |SO.NH, |2-CFs-%¥ 4
324 |3 |SO.NH, |[4-Br-3 945 |3 |SO.NH, [2-CF-¥4
325 |1 |H 3-CF3- R & 946 |1 |H 4-CFs-¥ %
326 |2 |H 3-CF-% 4k 947 |2 |H 4-CFs- R %
327 |3 |H 3-CF;-R & 948 (3 |H 4-CF-F A4
328 |1 |Me 3-CF;- R & 949 |1 |Me 4-CF-F 4
329 |2 |Me 3-CF-R 4 950 (2 |Me 4-CF-R A
330 |3 |Me 3-CF:-R A& 951 |3 |Me 4-CFs-R %
331 |1 |[CH,Ph |[3-CF-3¥ 4 952 |1 |CH.,Ph |4-CF-%¥4
332 |2 |CHPh  [3-CFs-%¥ 4 953 |2 |CH.Ph |4-CF;-% 4
333 |3 |CH-Ph |3-CF;-R & 954 |3 |CH.Ph |4-CFs-3(4
334 |1 |[COMe |3-CF;-% 4 955 |1 |COMe |4-CFs-3
335 [2 |COMe |3-CFs-¥ 4 956 [2 |COMe |4-CF:-7k
336 |3 |[COMe |3-CFs-%& 4 957 |3 |COMe |4-CFs-3 4
337 |1 |CO.Me |[3-CF:-% 4 958 |1 |CO.Me |4-CFs- &
338 |2 |COMe |3-CF:-k#& 959 |2 |CO,Me |4-CF;-%4k
339 |3 |CO:Me |[3-CF:-% 4 960 |3 |CO-Me |4-CFs-%k 4
340 |1 |COstBu |3-CFs-3k 4 961 |1 |CO.;tBu |4-CFs-%*4
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341 |2 |COs;Bu |[3-CF:-3% 4 962 |2 |CO.tBu |4-CF;-R A4
342 |3 |COxBu |[3-CFs-¥ 4 963 |3 |CO.tBu |4-CFs-%¥ 4
343 |1 |CONHMe |3-CF;- 964 |1 |CONHMe |4-CF;- A4
344 |2 |CONHMe |3-CF:- & 965 |2 |CONHMe |4-CF;-% A4
345 |3 |CONHMe | 3-CF;-3 # 966 |3 |CONHMe |4-CFs-#
346 |1 [SO.Me |[3-CFs-¥# 967 |1 |SO-Me |4-CF-%¥4
347 |2 |SO,Me [3-CF;-X % 968 |2 [SO.Me |4-CF;-3 3
348 |3 |SO-Me |3-CF;-3 i 969 |3 [SO.Me |4-CFs-%k 4
349 |1 |SO.NH, |[3-CF:-% % 970 |1 |SO.NH, |4-CF:-% 4
350 |2 |SO.NH, |[3-CF:-% 4 971 |2 |SO.NH, |4-CF:-% 4
351 |3 |SO.NH, |[3-CF:-% 4 972 |3 |SO.NH, |4-CFs-% 4
352 |1 [H 2-iPr-%¥ & 973 (1 |H 3-iPr-3E 2
353 |2 |H 2-iPr-% & 974 |2 |H 3-iPr-X &
354 |3 |H 2-iPr-% % 975 |3 |H 3-iPr-% &
355 |1 |Me 2-iPr-X A& 976 |1 |Me 3-iPr- A
356 [2 |[Me 2-iPr-RK % 977 |2 |Me 3-iPr-R &
357 |3 |[Me 2-iPr-K % 978 |3 |Me 3-iPr-R &
358 |1 |CH.Ph |2-iPr-¥ i 979 |1 |CH.Ph |3-iPr-X 4

[0458] (359 |2 |CH,Ph  |2-iPr-R 980 |2 |CH,Ph |[3-iPr-&X %
360 |3 |CH,Ph [2-iPr-% % 981 |3 |CH.,Ph |3-iPr-k 4
361 |1 |COMe 2-iPr-3k 3 982 |1 |COMe |3-iPr-R&
362 |2 |COMe  [2-iPr-¥ % 983 [2 |COMe  |3-iPr-3k 4
363 |3 |COMe  [2-iPr-¥ % 984 [3 |COMe  |3-iPr-3k 4
364 |1 |CO.Me |[2-iPr-3k 985 [1 |CO.Me |3-iPr- kA&
365 |2 |CO.Me [2-iPr-%k % 986 |2 |CO-Me |[3-iPr-k* &
366 |3 |CO.Me [2-iPr-k % 987 |3 |CO-Me |[3-iPr-k* &
367 |1 |CO.tBu |2-iPr-¥ % 988 |1 |CO-tBu |[3-iPr-% A&
368 |2 |CO.tBu |2-iPr-X % 989 |2 |COstBu |[3-iPr-¥ 4
369 |3 |CO.tBu |2-iPr-X % 990 |3 |CO:tBu |[3-iPr-%¥
370 |1 |CONHMe 2-iPr-¥ % 991 |1 |CONHMe |3-iPr-%* 4
371 |2 |CONHMe |2-iPr-¥ % 992 |2 |CONHMe |3-iPr-* &
372 |3 |CONHMe |2-iPr-3£ £ 993 |3 |CONHMe |3-iPr-* &
373 |1 [SO.Me |[2-iPr-3k % 994 |1 |SO-Me |3-iPr-} &
374 2 [SO.Me |[2-iPr-3k % 995 [2 |SO-Me |3-iPr-¥ i
375 |3 |SO-Me [2-iPr-RX & 996 |3 [SO.-Me |[3-iPr-* &
376 |1 [SO.NH, |[2-iPr-3E# 997 |1 |SO.NH, |3-iPr-¥ 4
377 |2 |SO-NH, [2-iPr-%¥ 3 998 |2 [SO.NH, |[3-iPr-¥#&
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378 |3 |SO.NH, [2-iPr-%¥ £ 999 |3 [SO.NH, [3-iPr-¥ &
379 |1 |H 4-iPr-R A& 10001 |H 4-NH,-% A&
380 |2 |H 4-iPr-R & 1001 |2 |H 4-NH,- R %
381 |3 |H 4-iPr-R A& 1002 (3 |H 4-NH,-F& A&
382 |1 [Me 4-iPr-R 3 1003 |1 |Me 4-NH,-* 3
383 |2 |Me 4-iPr- A 1004 |2 |Me 4-NH,-¥ %
384 |3 |Me 4-iPr-& & 1005 |3 |Me 4-NH,-F A
385 |1 |CH.Ph  |4-iPr-% % 1006 |1 |CH,Ph  |4-NH,-% &
386 |2 |CH,Ph  |4-iPr-% % 1007 |2 |CH,Ph  |4-NH,-3¥ %
387 |3 |CH.Ph  |4-iPr-¥X % 1008 |3 |CH.Ph  |4-NH,-¥ £
388 |l |COMe  |4-iPr-k % 10091 |[COMe |4-NH,-* A4
380 |2 |COMe  |4-iPr-¥ % 1010|2 |[COMe  |4-NH,-3* 4
390 |3 |COMe  |4-iPr-¥ % 1011 |3 [COMe  |4-NH»-% &
391 |1 |CO.Me |4-iPr-R 3k 10121 |CO-Me |4-NH,-* %
392 (2 |[CO.Me |4-iPr-3 2 1013 |2 |CO-Me |4-NH»-% &
393 (3 |CO.Me |4-iPr-3E % 1014 |3 |CO-Me |4-NH,-%¥ 4
394 (1 |COstBu |4-iPr-3E % 1015 |1 |COstBu |4-NH,-%¥ 4
395 |2 |COxtBu |4-iPr-k % 1016 |2 [CO:;tBu [4-NH,-% £

[0459]1 (396 |3 |COxtBu |4-iPr-3 % 1017 |3 |COstBu |4-NH»-% &
397 |1 |CONHMe |4-iPr-3k 3 1018 |1 |CONHMe 4-NH,-*
398 (2 |CONHMe |4-iPr-3k £ 1019 |2 |CONHMe [4-NH,-%* &
399 |3 |CONHMe 4-iPr-* % 1020 |3 |CONHMe 4-NH,-3* &
400 |1 [SO.Me |4-iPr-3R 1021 |1 [SO,Me |4-NH,-*
401 |2 |SO-Me |4-iPr-R 1022 |2 [SO.Me |4-NH,-* #&
402 |3 |SO-Me |4-iPr-k A 1023 (3 [SO,Me |4-NH,-# &
403 |1 |SONH, |4-iPr-k 1024 |1 [SO.NH, |4-NH,-# %
404 |2 |SO.NH, |4-iPr-% 4 10252 |SO.NH, [4-NH»-RX A&
405 |3 |SO.NH, |4-iPr-k 1026 |3 [SO.NH, |[4-NH,-* %
406 |1 [H 3-NH»-k # 1027 |1 |H 2-NH,- R &
407 |2 |H 3-NH»-k # 1028 |2 |H 2-NH,- R &
408 |3 |H 3-NH,-3R & 1029 (3 |H 2-NH,-¥ %
409 |1 |Me 3-NH,- R & 1030 (1 |Me 2-NH,- & A&
410 |2 |Me 3-NH,- & A& 1031 {2 |Me 2-NH,- R A&
411 |3 |Me 3-NH,- ¥ & 1032 (3 |Me 2-NH--¥ %
412 |1 |CH,Ph  |3-NH>-R 1033 |1 |CH,Ph  [2-NH-R &
413 |2 |CH,Ph  |3-NH--¥ % 1034|2 |CH,Ph |2-NH,-%( £
414 |3 |CH,Ph  |3-NH»-R % 10353 [CH.,Ph  |2-NH,-% £
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415 |1 |[COMe |[3-NH,-¥k 4 10361 |COMe |2-NH,-¥ i
416 |2 |[COMe |[3-NH,-¥k 4 1037|2 |COMe |2-NH,-¥ %
417 |3 |COMe [3-NH,-F&#& 1038 (3 [COMe |2-NH,-#* &
418 [1 |[CO,Me 3-NH3—3TK£ 1039 |1 CO-Me 2-NH3—$£
419 |2 |CO.Me |3-NH»-3 # 1040 (2 |CO-Me |2-NH,-* 4
420 |3 |CO.Me |3-NH»-3# 1041 |3 |CO-Me |2-NH,-* 4
421 |1 |CO:tBu 3-NH2—$;E 1042 |1 CO»tBu 2-NH2-X-7ES
422 (2 |CO»tBu 3-NH2—$;E 1043 12 CO»tBu 2-NH3—$7E}
423 |3 |COstBu |[3-NH,-k & 1044 |3 |CO,Bu |2-NH,-¥ i
424 |1 |CONHMe 3-NH,-¥ & 1045 |1 |CONHMe |2-NH,-%* %
425 |2 |CONHMe |3-NH»-¥ # 1046 |2 |CONHMe |2-NH,-3¥ &
426 |3 |CONHMe |3-NH--3¥ % 1047 |3 |CONHMe 2-NH,-3 &
427 |1 |SO-Me |3-NH»>-¥ % 1048 |1 [SO-Me |2-NH»-% &
428 2 SOQMC 3—NH3—3§§\ 1049 2 SOQMB 2-NH3—2§§£
429 [3 |SO.Me |3-NH»-3¥ # 1050 |3 [SO-Me |2-NH»-%¥ &
430 |1 |SO,NH, |3-NH,-¥ i 1051 {1 |[SO,NH, |2-NH,-¥ &
431 |2 |SO:NH, |[3-NH,-¥ & 1052 |2 |SO-NH, |2-NH,-% 4
432 |3 |SO.NH: |[3-NH,-k & 1053 |3 |SO.NH, |2-NH,-¥ 4

[0460] 433 |1 |H 2.4-=-Me-¥ 4 [1054 |1 |H 2,6-=—-Me- R £
434 |2 |H 2,4-=-Me-* 4 [1055(2 |H 2,6-—-Me-¥ &
435 |3 |H 2,4-=-Me-* 4 (1056 |3 |H 2,6-—-Me-¥ &
436 |1 |Me 2,4-=-Me-& & |1057 |1 |Me 2,6-=-Me-k &
437 |2 |Me 2,4-=-Me-& & |1058 |2 |Me 2,6-=-Me-k &
438 (3 |Me 2,4-—-Me-¥ 4 [1059 |3 |Me 2,6-=—-Me-F &
439 |1 |CHPh  |24-=-Me-% % [1060 |1 [CH,Ph |2,6-=-Me-X %
440 |2 |CHPh  |24-=-Me-%¥ % [1061 |2 [CH,Ph  |2,6-=-Me-¥ %
441 |3 |CH:Ph  [24-=-Me-%4 (1062 |3 |CH.Ph  |2,6-=-Me-¥ &
442 |1 |COMe [24-=-Me-¥4 (1063 |1 [COMe |2,6-=-Me-¥ 4
443 |2 |COMe |24-=-Me-¥ % [1064|2 [COMe |2,6-=-Me-}X %
444 |3 |COMe [2,4-=-Me-*44 |1065|3 |[COMe |2,6-=-Me-R &
445 |1 |COMe [2,4-=-Me-¥3 [1066 |1 [CO-Me |2,6-=-Me-¥ %
446 |2 |CO:Me |24-=-Me-% % [1067 |2 [CO.Me |2,6-=-Me-k %
447 |3 |CO.Me |24-=-Me-% % [1068 |3 [CO.Me |2,6-=-Me-X %
448 |1 |COxtBu [2,4-=-Me-%4 [1069 |1 [COxtBu |2,6-=-Me-¥ %
449 |2 |COsBu |24-=-Me-¥ 4 [1070 |2 |CO.;tBu |[2,6-=-Me-¥ &
450 |3 |COxtBu |24-=-Me-* 3 [1071 |3 [COxBu |2,6-=-Me-* 3
451 |1 |CONHMe 24-=-Me-*¥ % |1072|1 |CONHMe 2,6-=-Me-¥ %
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452 |2 |CONHMe|2,4-=-Me-#* 4 (1073 |2 |CONHMe |2,6-=-Me-* %
453 |3 |CONHMe |2,4-=-Me-* 4 1074 |3 |CONHMe |2,6-=-Me-3* &
454 |1 |SO:Me [24-=-Me-%¥ 4 [1075|1 |SO-Me [2,6-=-Me-¥ %
455 |2 |SO.Me [24-=-Me-¥ % (1076 (2 [SO.Me |2,6-=-Me-¥ %
456 |3 [SO.Me [24-=-Me-3# 4 [1077 |3 |SO.-Me |2.,6-=-Me-* i
457 [1 |SO.NH, |[24-=-Me-3# 4 [1078|1 |SO.NH, |2,6-=-Me-* i
458 [2 [SO.NH, |[2.4-=-Me-# 4 [1079|2 |SO.NH, [2.,6-=-Me-* i
459 |3 |SO.NH, [2.4-—-Me-% 4 1080 |3 |SO.NH, [2,6-=-Me-3¥ %
460 |1 |H 2.6-—-iPr-%* 4 (1081 |1 |H 2-Ph- R %
461 |2 H 2,6-—-iPr-%k & [1082(2 |H 2-Ph-R %
462 |3 |H 2.6-—-iPr-¥ 4 (1083 |3 |H 2-Ph-R %
463 |1 |Me 2,6-—-iPr-k A |1084 |1 |Me 2-Ph-k #
464 |2 |Me 2,6-—-iPr-3% 4 (1085 |2 |Me 2-Ph-R A&
465 |3 |Me 2,6-—-iPr-2k 4 |1086 (3 |Me 2-Ph-k #
466 |1 |CH-Ph  |2,6-—-iPr-3: 4 [1087 |1 |CH.Ph  [2-Ph-% i
467 |2 |CH,Ph  |2,6-—-iPr-x % (1088 |2 |CH,Ph  |2-Ph-R %
468 |3 |CH.Ph  |2,6-—-iPr-5R & |1089 |3 |CH,Ph  [2-Ph-RK &
469 |1 |[COMe |2,6-—-iPr-R4 |[1090|1 |{COMe [2-Ph-R A&

[0461]  |470 |2 |COMe  [2,6-—-iPr-3k |1091|2 |[COMe [2-Ph-k %
471 |3 |COMe |2,6-—-iPr-x# [1092|3 |COMe [2-Ph-R#&
472 |1 |CO.Me [2,6-—-iPr-% 2 |1093|1 |CO.Me [2-Ph-k
473 |2 |CO.Me |2,6-—-iPr-* % (1094 |2 |CO,Me |2-Ph-* %
474 |3 |CO-Me [2,6-=-iPr-3: 3L [1095 |3 |CO.Me |2-Ph-% 4
475 |1 [COxBu |2,6-=-iPr-F} & [1096|1 |CO-tBu |2-Ph-R i
476 |2 |COxBu |2,6-—-iPr-3R 4 |1097 |2 |COs;tBu [2-Ph-RK &
477 |3 |COxBu |2,6-—-iPr-3x 4 |[1098 |3 |CO,tBu [2-Ph-K &
478 |1 |CONHMe |2,6-—-iPr-K & (1099 |1 |CONHMe |2-Ph-R A&
479 |2 |CONHMe 2,6-—-iPr-7x# |1100 |2 |CONHMe |2-Ph-3& %
480 |3 |CONHMe |2,6-=-iPr-3k 4 |1101 {3 |CONHMe |2-Ph-3& %
481 |1 [SO.Me |2,6-—-iPr-7kx#k |[1102 |1 [SO-Me [2-Ph-R %
482 |2 |SO-Me |2,6-—-iPr-)# |1103 |2 |SO.Me |2-Ph-k#
483 |3 [SO.Me |2,6-—-iPr-3R 4 |1104 |3 |SO-Me [2-Ph-R &
484 |1 |SO,NH, |2,6-=-iPr-x#k [1105 |1 |SO.NH, |2-Ph-RA&
485 |2 |SO.NH, |2,6-—-iPr-R 4 1106 |2 |SO.NH, |2-Ph-RA&
486 |3 |SO.NH, |2,6-=-iPr-&# (1107 |3 |SO.NH, |[2-Ph-R4k
487 |1 |H 3-Ph-* & 1108 {1 |H 4-Ph-R %
488 (2 [H 3-Ph-R A& 1109 (2 |H 4-Ph-R K
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489 |3 |H 3-Ph-R & 1110 {3 |H 4-Ph-3K
490 |1 |Me 3-Ph-¥ % 1111 {1 |Me 4-Ph-K A
491 |2 |Me 3-Ph-¥ % 1112 |2 |Me 4-Ph-K A
492 |3 |Me 3-Ph-R A& 1113 |3 |Me 4-Ph- R Xk
493 |1 |CH,Ph  [3-Ph-k 1114 |1 |CH.Ph  |4-Ph-k 4
494 |2 |CH,Ph  |[3-Ph-k % 1115 |2 |CH.Ph  |4-Ph-% &
495 |3 |CH,Ph  |3-Ph-3R 3 1116 |3 |CH.Ph  |4-Ph-R A
496 |1 |COMe |3-Ph-3¥ % 1117 |1 |{COMe  |4-Ph-X 4
497 [2 |COMe |3-Ph-( % 1118 |2 |[COMe  |4-Ph-RX &
498 [3 |COMe |3-Ph-%( 4 1119 |3 |{COMe  |4-Ph-} 4
499 |1 |CO,Me |3-Ph-F i 1120 |1 |CO.Me |4-Ph-R i
500 |2 |CO-Me |[3-Ph- 1121 |2 [CO-Me |4-Ph-%¥ &
501 |3 |CO-Me |3-Ph-¥ 4 1122 |3 [CO-Me |4-Ph-% &
502 |1 |COstBu |[3-Ph- 1123 |1 [COstBu |4-Ph-% &
503 |2 |COstBu |[3-Ph-3& 2 1124 |2 [COstBu  |4-Ph-3% &
504 |3 |CO-tBu |[3-Ph- % 1125 |3 |CO.tBu |4-Ph-} 4
505 |1 |CONHMe |3-Ph- % 1126 |1 |CONHMe |4-Ph-3 4
506 |2 |CONHMe|3-Ph- £ 1127 |2 |CONHMe |4-Ph-3¥ £

[0462]1 |507 |3 |CONHMe|3-Ph-% & 1128 |3 |CONHMe |4-Ph-3 &
508 |1 |SO-Me |3-Ph-¥4 1129 |1 |SO.Me |4-Ph-¥ £
509 |2 |SO-Me |3-Ph-)# 1130 |12 |SO,Me  |4-Ph-K %
510 |3 |SO.Me |[3-Ph- 1131 |3 [SO.Me |4-Ph-%¥ &
511 |1 |SO,NH, |[3-Ph-3R# 1132 |1 [SO,NH, |4-Ph-k
512 |2 |SO.NH, |[3-Ph-# 4 1133 |2 [SO.NH, |4-Ph- 4
513 |3 |SO.NH, [3-Ph-¥ 1134 |3 |SO.NH, |4-Ph- 4
514 |1 |H 2-AX-K A 11351 |H 3-"G o XK
515 |2 |H -Gk Xk & (1136 |2 |H -G KR A&
516 |3 |H 2ok X% & (11373 |H 3-w ok AX - R AR
517 |1 |Me 2-"F XK A (1138 |1 [Me -Gk K- A&
518 |2 |Me 2-"FAX-R A (1139 (2 [Me -Gk KR A&
519 |3 |Me 2-Gok XK K 1140 (3 |Me 3-e ok AR - L
520 |1 |CHPh  |2-"B9ffX-3R A [1141 |1 |[CH.Ph  [3-"Bo KR A&
521 |2 |CH:Ph  [2-BoAR-RKA |1142 12 |CHoPh |3-"GoAX-R A
522 [3 |CH.Ph  [2-"Bok X4 [1143 (3 [CH,Ph  [3-"Bok K- 4
523 |1 |COMe [2-"Bok/X %% [1144 |1 [COMe |3-"BokiX-¥ 4
524 |2 |COMe |2-BHhAX-KA |[1145]2 |COMe |3-"GoiX- R K
525 |3 |COMe [2-GkAX-K %L [1146 |3 |[COMe  [3-FopsX-R A&
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[0463]

526 |1 |CO.Me |2-"BoAK-FX % (1147 |1 |[CO.Me |3-"HokX-K i
527 |2 |COMe [2-"BokR-K 4 (1148 |2 [CO-Me |3-"BkAR-K 4
528 |3 |CO-Me [2-"FoAK-ARA [1149 (3 |COMe (3-FoiX-RA&
529 |1 |COstBu |2-"BakAX %4 [1150 |1 [CO-tBu |[3-"BokX-% &
530 |2 |COxtBu |[2-"BokAX-3 4 (1151 |2 [CO.tBu |3-"BohiX-% 4
531 |3 |COsxtBu |[2-"BokX-K & [1152 |3 [COxtBu |3-"B9kAR-K 4
532 |1 |CONHMe |2-"BoAK-% & [1153 |1 [CONHMe |3-"3 %X -3 3k
533 |2 |CONHMe |2-"Bo K- & |1154 |2 |[CONHMe |3-"Z X -3k 3
534 |3 |CONHMe |2-"%9k K -K 4 [1155|3 |[CONHMe |3-"H 9 K-E &
535 |1 |SO:Me |2-"BAX-RKE |1156 (1 [SO:Me [3-"HopAX-RK A4
536 [2 |SO-Me [2-"BokAR-E A [1157 2 [SO.Me |3-"BoAX-3E i
537 |3 |SO.Me |2-"BakK-% & [1158 |3 [SO-Me [3-"BokK-FE A&
538 |1 |SO,NH, |2-"BokAX-% 4 1159 |1 [SO,NH, |3-"BoksX-% 4
539 (2 |SO,NH, |2-"%akK-% 4 [1160 |2 [SO.NH, |[3-"BokK-3% 4
540 |3 |SO,NH, |2-"%akX-% 4 [1161 |3 [SO.NH, |[3-"BokiX-3 &
541 |1 [|H 4-"5hX-FKA [1162 (1 |H 2-vib ok B
542 |2 |H 4-"5hX-EKA [1163 (2 |H 2-vib ok B
543 |3 |H 4-GhX-FAL |1164 (3 |H 2-viboE A
544 |1 |Me 4-G 4 AX-FKA [1165|1 |Me 2-vib ok B
545 |2 |Me 4-odok K- A 1166 |2 |Me 2-eit vk A
546 |3 |Me 4-"Gok XK A [1167 |3 |Me 2-sib oA A
547 |1 |CH,Ph |4-"BoksX-% & |1168 |1 |[CH.Ph  [2-wt"k it
548 |2 |CH,Ph  |4-"BeksX-% & |1169 |2 [CH.,Ph  [2-wt"k i
549 |3 |CH:Ph  [4-5K-RKA (1170 |3 |CH.Ph | 2-wit%k A
550 |1 |COMe |4-B#AK-RKA [1171 |1 [{COMe  [2-wt"k i
551 |2 |COMe |[4-Bok/X-R& (11722 [COMe |2-wt%4
552 |3 |COMe |4-"B#AX-RKA |[1173|3 [COMe  [2-wt"k ik
553 |1 |COMe |[4-BokiX-R& (11741 |[COMe |2-wth %k
554 |2 |COMe |4-"F%AR-KA |1175]2 |CO.Me [2-#tkik
555 |3 |CO:Me |4-"FakiK-RE 1176 |3 |[CO.Me [2-wk"k ik
556 |1 |COxtBu |[4-"BoAX-KA 1177 |1 |COxtBu |2-wt"k Ak
557 |2 |COxBu |[4-"BoAX-KA 1178 |2 |COxtBu |2-wt"k Ak
558 |3 |COxtBu |4-"BokX %4 [1179 |3 [CO.tBu |2-wt"k
559 |1 |CONHMe 4-"G4k K- [1180 |1 |CONHMe |2-#t7% &
560 |2 |CONHMe|4-"BkX-% % |1181 |2 [CONHMe|2-#it"% &
561 |3 |CONHMe | 4-"F#X-KK |1182 |3 |CONHMe |2-#it7% i
562 |1 |SO.Me |4-"FAR-KA |1183 |1 |SO.Me [2-#tkik
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563 |2 |SO,Me Dok XA (1184 (2 [SO.Me  |2-wtA ik
564 |3 [SO:Me |4-"HokAX-KHK |1185|3 |SO.Me |2-wt"kAik
565 |1 |SO.NH, |4-H+#kX-RKHK |1186|1 |SO.NH, |2-wtt% A&
566 |2 |SO-NH, [4-"HeAX-K % [1187 (2 |SO.NH, [2-wtv& i
567 |3 |SO,NH, |4-"BkAX-R& [1188 |3 |SO.NH, |2-wt% ik
568 |1 |[H 2-"Evg Ak 1189 [1 |H 5-73] % Ak
569 |2 |H D wgwy & 1190 |2 |H 5-7| =k &
570 |3 H D-vEeT 1191 |3 |H 5-v3 %k &
571 |1 |Me 2w A 1192 |1 |Me 5-73] kA
572 |2 |Me 2-wgwg 1193 |2 |Me 5-v3) =k Ak
573 |3 |Me 2-vFwe 1194 |3 |Me 5-v5| %k &
574 |1 |CH,Ph |2-"&"g i 1195 |1 |CH.,Ph |5-7%|%k %
575 |2 |CH,Ph  |2-"#eg & 1196 |2 |CH,Ph  |5-]%k 4
576 |3 |CH,Ph [2-"8w it 1197 |3 |CH,Ph  |5-73]%k 4
577 |1 |COMe |2-"#v # 1198 |1 |COMe |5-"l%k
578 |2 |COMe [2-"#w 4 1199 |2 |COMe  |5-7]%k
579 |3 |COMe [2-"&w i 1200 |3 |COMe  |5-"3l%k
580 |1 |CO.Me |2-"F"g i 1201 |1 [CO-Me |5-7]% %
[0464] (581 |2 |CO-Me |2-"Fwg 3 1202 |2 |COMe |5-v31"% %
582 |3 |CO.Me |2-Fwgi 1203 |3 |CO.Me |5-"3|"k &
583 |1 |COxtBu |[2-"8wg 4 1204 |1 |CO:tBu |5-"31%k 4
584 |2 |COxtBu |2-"F"g i 1205 |2 [COatBu  [5-v3 %k 4
585 |3 |COstBu |2-#v" i 1206 |3 [CO-tBu |5-3] %k %
586 |1 |CONHMe |2-"Fwz & 1207 |1 |CONHMe |5-73] = &
587 |2 |CONHMe |2-"&7"% & 1208 |2 |CONHMe |5-"3 % #
588 |3 |CONHMe |2-"#7"% & 1209 |3 |CONHMe |5-"3] % #
580 |1 |SO-Me [2-"#vg X 12101 |SO-Me |5-#]*% 4
590 |2 |SO.Me [2-"Fwg ik 1211 |2 [SO.Me  [5-7|% &
591 |3 [SO.Me |2-v&"z i 1212 |3 |SO-Me |5-"1%k %
592 |1 |SO,NH, |2-#%"z i 1213 |1 |SO.NH, |5-"1% %
593 |2 |SO,NH, |2-*F=zik 1214 |2 |SO,NH, |5-7]"% %
594 |3 |SO.NH, [|2-"&wz 1215|3 |SO,NH, |[5-73]=
¢ & 2- ¥ X -1H- X |1216 (i 1H-3K 5 [d]"K =&
595 FEd]%kek-4-2 4-%
g |1 2- ¥ X -1H- X (1217 5 |1 1H- K 5 [d]"K =&
596 Fd]Kee-4- K 4-%
597 |3 |H 2- ¥ % -1H- % (12183 |H 1H-3K 5+ [d]"k =
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F[d]Reg-4-4 4%
Me 2- ¥ & -1H- X |1219 Me 1H-3 3 [d]"k =&

598 F[d]K w4 -4- 2K 4-3%
Me 2- ¥ & -1H- X |1220 Mo 1H- 3 5 [d] %k =

599 F[d]2kok-4- A%
Me 2- ¥ X -1H- X (1221 - 1H- % JF [d] %k o

600 F[d]K e -4- 2K 4-3%
2- F & -1H- R |1222 IH- 3 H [d] %=

601 CHPh | kot a2 CHPh 1 4 2
2- ¥ X -1H- X |1223 1H- % F[d]%k =

602 gt F[dIkE-4- 4 CHPh 1 4 »
2- ¥ # -1H- % (1224 IH- 2R FF [d]"K =

603 CHPh | fakota i I P
2- ¥ X -1H- X (1225 1H-% F [d]%k 7%

o4 || [COMe Dtiapresa-n a3
2- 7 & -1H- X 1226 1H- % H [d]"k vk

605 |- M | Apapreran e P
2- ¥ X -1H- X (1227 1H-3 3 [d]"k =&

606 |° |“OM  tlapker4a-n e
2- ¥ X -1H- X |1228 1H- 3 5 [d] %k =

607 COMe | 4 [dpkon 42 COMe |, 2
2- 7 & -1H- K |1229 1H-3 F [d]"k vk

608 |~ |“OM°  fiapreras COMe |, »
2- ¥ X -1H- X 1230 1H-3 - [d]"k =&

609 |° |“OM traprorsa-n LARNE | . %
2- ¥ A& -1H- X |1231] 1H- 3% H [d] K =&

610 St F[d]R 4 -4- 3K i 4-3%
2- ¥ X -1H- X (1232 1H-% F [d]%k v

611 |° |“O"P" | fpapkerat COABu | | o
2- ¥ X -1H- X |1233 1H-3% 5 [d] 7k =&

612 |° |SO™BY | papkera-t ST | o
2- F A& -1H- X 1234 | 1H- R 4 [d] K=

613 || |CONIMe| kot 4 e P
2- ¥ A& -1H- X [1235 1H-% F [d]"k o

- CONHMe | & e 4 5 CONHMe| , '
2- ¥ & -1H- X |1236 1H- 3 - [d]k =%

615 |° |SONIMe ) s pokok 4 CONEME) ) 3
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2- ¥ A -1H- R |1237 IH-R 5t [d]"R =&
616 | |°OM ldrkorai LSOMe g
2- W & _1H- %1238 1H-3K Jf [d]"K =&
2 |SO.M : : 2 [SO.M
617 M S dk ek 4- ° |4
2- ¥ A -1H- X |1239 1H- 3R FF [d] "R »&
3 |SO.M y 3 [SO.M
S (GE VC | k4 e
2- % % _1H- % (1240 1H-R JF [d]K 7
1 |SO.NH, |7, 1 |SO,NH,
619 T | FF[d]R 4o T 44
2- ¥ X -1H- K |1241 1H-3K 5F [d]"K =&
2 |SO.NH, |7, . 2 |SO.NH,
620 I i () S T - 4-%
2- ¥ Xk -1H- ¥ |1242 IH- R H [d]"K =&
3 |SO.NH, |-, 3 |SO,NH,
621 T Rl SRR [ NP 4
[0467]  JRAGIVESET A HAA X XVILID b &9
R“N "
[0468]
(
n
(04691  mi H AJ 25 I, dnde T Sceerh e 3o
[0470] 2
48 |n |R B3 %8 |n R R?
1 1 [H ¥ i 622 [1 [H 4-OH-% 1
2 |2 |H P 623 |2 |H 4-OH-* %
3 |3 |H P 624 |3 |H 4-OH-* %
4 |1 [Me * 4 625 |1 |Me 4-OH-* %
5 |2 [Me * 4 626 |2 |Me 4-OH-¥ %
6 |3 [Me ¥ A 627 |3 |Me 4-OH-#*
7 |1 |CH:Ph [3%# 628 |1 [CH,Ph  [4-OH-% %
04711 |8 |2 |CHPh [% 4 629 |2 [CH,Ph  [4-OH-% i
9 |3 |[CH.Ph |% 4% 630 |3 |[CH,Ph  [4-OH-% it
10 [1 [COMe |# % 631 |1 [COMe |4-OH-% %
11 [2 [COMe |#® % 632 |2 |COMe |4-OH-¥#
12 |3 |COMe F AR 633 |3 |[COMe 4-OH- AL
13 |1 |CO.Me |[%# 634 |1 [CO.Me [4-OH-% %
14 [2 |CO-Me |[%x% 635 |2 [CO-Me |4-OH-% %
15 [3 |[CO-Me |# % 636 |3 [CO.Me [4-OH-% %
16 1 |CO-tBu :Xi % 637 |1 |COstBu 4—OH—}TR£

57




i

2

CN 110177776 B 43/169 T
17 |2 |COstBu |[#% % 638 |2 |CO.tBu |4-OH-%# 4
18 |3 |COxtBu |[# % 639 |3 |CO.tBu |4-OH-3# 4
19 |1 |[CONHMe % & 640 |1 |CONHMe|4-OH-% &
20 |2 |CONHMe % & 641 |2 |CONHMe|4-OH-% &
21 |3 |CONHMe # # 642 |3 |CONHMe 4-OH-% %
22 |1 [SO-Me |# % 643 |1 |SO-Me |4-OH-%
23 (2 [SO-Me [# % 644 [2 |SO-Me |4-OH-% 4
24 (3 [SO.-Me |## 645 [3 |SO-Me |4-OH-% 4
25 |1 |[SO.NH, |[# % 646 |1 [SO.NH, |[4-OH-3*#
26 |2 |SO.NH, |[# % 647 |2 [SO:NH, |[4-OH-%*#
27 |3 |SO.NH, |# % 648 |3 [SO.NH, |[4-OH-%* #
28 |1 |H 3-OH-k % 649 |1 |H 2-OH-*¥ #
29 2 |H 3-OH-% % 650 |2 |H 2-OH-
30 |3 [H 3-OH-¥} % 651 [3 |H 2-OH-¥ #
31 |1 |Me 3-OH-k) % 652 |1 |Me 2-OH-% £
32 2 [Me 3-OH-k % 653 |2 |Me 2-OH-R %
33 [3 [Me 3-OH-k % 654 |3 |Me 2-OH-kR %
34 |1 |CHPh |3-OH-* % 655 |1 |CH.Ph |[2-OH-% 4

04721 |35 |2 |CH,Ph |[3-OH-* 4 656 |2 |[CH.Ph [2-OH-% 4
36 |3 |CH,Ph |3-OH-% 4% 657 |3 |CH.Ph  [2-OH-% 4
37 |1 |COMe [3-OH-%4# 658 |1 |COMe |2-OH-##
38 |2 |[COMe |3-OH-% % 659 (2 [COMe |[2-OH-%
39 |3 |[COMe |3-OH-% % 660 |3 [COMe |[2-OH-% £
40 |1 |COMe |3-OH-%4# 661 |1 |CO-Me |[2-OH-*#
41 |2 |CO.Me |[3-OH-% 4% 662 |2 [CO-Me [2-OH-# i
42 |3 |COMe |3-OH-¥# 663 (3 [CO.Me |[2-OH-¥ #
43 |1 |COxBu |3-OH-%* # 664 |1 |CO.tBu |[2-OH-3#
44 |2 |COxBu |[3-OH-% %4 665 |2 |CO:tBu [2-OH-%
45 |3 |COstBu |[3-OH-% 4 666 |3 [CO.tBu |[2-OH-% %
46 |1 |CONHMe|3-OH-% £ 667 |1 |CONHMe|2-OH-% %
47 |2 |CONHMe |3-OH-%¥ £ 668 |2 |CONHMe |2-OH-% 4
48 |3 |CONHMe |3-OH-%¥ # 669 |3 |CONHMe|2-OH-% 4
49 |1 [SO.Me [3-OH-% % 670 |1 [SO.Me |2-OH-¥ i
50 |2 [SO-Me [3-OH-%# 671 (2 [SO.Me |2-OH-¥ i
51 |3 |SO:Me |[3-OH-* # 672 |3 |SO:Me [2-OH-* #
52 |1 |SONH: |3-OH-*}# 673 |1 [SO.NH, |[2-OH-# 4
53 |2 |SO.NH: |[3-OH-% % 674 |2 [SO,.NH, |[2-OH-% %
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54 |3 |SO.NH, |3-OH-#% i 675 |3 [SO.NH, [2-OH-% %
55 |1 |H 4-NO,-FK #& 676 |1 |H 4-OMe-3 2
56 [2 |H 4-NO,-¥ 2 677 |2 |H 4-OMe-# 1
57 |3 |H 4-NO,-¥ % 678 [3 |H 4-OMe-# 1
58 |1 |Me 4-NO,-F 679 |1 |Me 4-OMe- 3k #%
59 |2 |Me 4-NO»- K & 680 |2 |Me 4-OMe-* A
60 |3 [Me 4-NO»- K A& 681 |3 |Me 4-OMe-3% &
61 |1 |[CHPh  [4-NO,-% % 682 |1 |CH.,Ph  |4-OMe-% £
62 |2 |CH:Ph  [4-NO,-¥ % 683 [2 |CH-Ph  |4-OMe-% 4%
63 |3 |CH:Ph  [4-NO,-¥( % 684 |3 |CH-Ph |4-OMe-% 4
64 |1 |[COMe [4-NO,-% % 685 |1 |[COMe [4-OMe-%# &
65 |2 |COMe |4-NO»,-*# 686 |2 [COMe |4-OMe-3# &
66 |3 |COMe |4-NO»,-*# 687 |3 |[COMe |4-OMe-3# 4
67 |1 |[CO.Me |4-NO,-%# 688 |1 [CO.Me |4-OMe-% %
68 [2 |[CO.Me |4-NO,-% i 689 |2 |CO.-Me |4-OMe-¥ i
69 |3 |CO:Me |[4-NO,-%# 690 [3 |CO-Me |4-OMe-% 4
70 |1 |COx;tBu [4-NO,-% % 691 |1 [COxBu [4-OMe-% 3
71 |2 |COstBu [4-NO,-% # 692 [2 [CO.xBu [4-OMe-%# %

[0473] |72 |3 |[COstBu [4-NO»-% # 693 |3 [CO.Bu [4-OMe-% %
73 |1 |CONHMe |4-NO,-% % 694 |1 |CONHMe |4-OMe-3# i
74 |2 |CONHMe |4-NO,-% % 695 |2 |CONHMe |4-OMe-3# i
75 |3 |CONHMe |4-NO,-¥% &% 696 |3 [CONHMe|4-OMe-% %
76 |1 |SO.Me |4-NO».-¥ % 697 |1 |SO-Me |4-OMe-% 4
77 |2 |SO:-Me |4-NO,-* 4 698 |2 [SO:Me |4-OMe-3# 4
78 |3 |SO:Me [4-NO,-¥ % 699 [3 |SO-Me |4-OMe-% 4
79 |1 |SO.NH, |4-NO»- 4 700 |1 |SO.NH, |4-OMe-3* 4
80 |2 |SO.NH> |4-NO,-* # 701 |2 [SO,NH; |4-OMe-3 4
81 |3 [SO.NH: |4-NO»-3¥ # 702 |3 |SO-NH, |4-OMe-# 4
82 |1 |H 3-OMe-x4& |703 |1 |H 2-OMe- 3 %
83 |2 |H 3-OMe-kx A& |704 |2 |H 2-OMe- & %
84 |3 |H 3-OMe-( 4 |705 |3 |H 2-OMe-¥ #
85 |1 |Me 3-OMe-E 4 |706 |1 |Me 2-OMe-%¥ %
86 |2 |Me 3-OMe-% 4 |707 |2 |Me 2-OMe-¥ A4
87 |3 |Me 3-OMe-% %  |708 |3 |Me 2-OMe- ¥ %
88 |1 |CH,Ph [3-OMe-%%  |709 |1 |[CHPh  |2-OMe-¥ 4
89 |2 |CH,Ph 3-OMe-* 4 710 |2 |CH,Ph 2-OMe-k A&
90 (3 |CH.Ph  [3-OMe-%#  |711 |3 |[CH:Ph  |2-OMe-3E 4
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91 |1 |[COMe |[3-OMe-3(# |712 |1 |COMe |2-OMe-3 #
92 |2 |[COMe |[3-OMe-%# |713 |2 |COMe |2-OMe-¥ #
93 |3 |COMe |3-OMe-¥# |714 |3 [COMe [2-OMe-¥ £
94 |1 |COMe [3-OMe-%4& |715 |1 [COMe [2-OMe-¥ £
95 |2 |[COMe |[3-OMe-3:#  |716 |2 [COMe |2-OMe-3& #
96 |3 |COMe |[3-OMe-3:#  |717 |3 [CO:Me |2-OMe-3& #
97 |1 |COxtBu |[3-OMe-%#  |718 |1 [COstBu |2-OMe-3k %
98 |2 |COsxBu |[3-OMe-3:#  |719 |2 |COsxtBu |2-OMe-3% #
99 (3 |COxtBu |[3-OMe-%#  [720 [3 [COxtBu |2-OMe-3 4
100 |1 |[CONHMe|3-OMe-#%#  |721 |1 |CONHMe|2-OMe-3 #
101 |2 |[CONHMe|3-OMe-% 4% |722 |2 |CONHMe|2-OMe-3# #
102 |3 |CONHMe |3-OMe-%#  |723 |3 [CONHMe 2-OMe-3 #
103 |1 |SO-Me |[3-OMe-¥ %  |724 |1 [SO-Me |2-OMe-3k
104 |2 |SO,Me [3-OMe-% %  |725 |2 |SO:Me |2-OMe-3& %
105 |3 |SO,Me [3-OMe-3%#  |726 |3 |SO.Me |2-OMe-3& #
106 (1 |SO.NH> |3-OMe-%) %  |727 |1 [SO-NH, [2-OMe-* £
107 {2 |SO.NH> |3-OMe-%( %  |728 |2 [SO-NH, [2-OMe-* £
108 |3 |SO.NH, [3-OMe-¥#  |729 |3 [SO.NH, |2-OMe-¥ %
[0474] 109 |1 |H 4-CN-R A& 730 |1 |H 3-CN-%( £
110 |2 |H 4-CN-¥ % 731 [2 |H 3-CN-% &
111 |3 [H 4-CN-¥ & 732 (3 |H 3-CN-%¥ &
112 |1 |Me 4-CN-R 733 |1 |Me 3-CN-% £
113 [2 |Me 4-CN-R & 734 |2 |Me 3-CN-¥( £
114 |3 |Me 4-CN-k 4 735 |3 |Me 3-CN-#( £
115 |1 |CH,Ph  [4-CN-# 4 736 |1 |CH-Ph  [3-CN-F £
116 |2 [CH:Ph  |4-CN-% & 737 |2 |CH,Ph  [3-CN-% £
117 (3 |CH,Ph  [4-CN-# 4 738 |3 |[CH.Ph [3-CN-% 4
118 |1 [COMe |4-CN-%# i 739 |1 |COMe |3-CN-% %
119 (2 |COMe |4-CN-#( £ 740 [2 [COMe [3-CN-% A4
120 (3 |COMe |4-CN-¥ % 741 [3 [COMe [3-CN-% A
121 {1 |CO.Me |4-CN-%# 742 (1 [CO-Me |3-CN-# £
122 (2 |CO.Me |4-CN-%# 743 [2 [CO-Me [3-CN-# £
123 [3 |CO.Me |4-CN-¥( 4 744 |3 |CO-Me |[3-CN-#¥ %
124 |1 |CO»;tBu [4-CN-¥ £ 745 |1 [CO-tBu |3-CN-# £
125 |2 |COstBu |4-CN-%* A 746 |2 |COsxtBu |3-CN-¥ %
126 |3 |CO-;tBu |4-CN-¥ 747 |3 |CO.tBu |3-CN-%# £
127 |1 |CONHMe 4-CN-3 % 748 |1 |CONHMe|3-CN-# £
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128 |2 |CONHMe |4-CN-¥% % 749 |2 |[CONHMe |3-CN-% £
129 (3 |CONHMe |4-CN-3# 4 750 |3 |[CONHMe |3-CN-# £
130 |1 [SO.Me |[4-CN-3# % 751 |1 [SO.Me [3-CN-# &
131 |2 [SO.Me |[4-CN-3# % 752 |2 [SO.Me [3-CN-% &
132 (3 |SO-Me |4-CN-%# 753 |3 [SO.Me |3-CN-#% %
133 |1 |SO.NH:> |4-CN-3%# 754 |1 [SO.NH, |[3-CN-#%
134 |2 |SO.NH, |4-CN-3%# 755 |2 [SO.NH, |[3-CN-# %
135 |3 |SO.NH, |4-CN-3%# 756 |3 [SO.,NH, |[3-CN-# %
136 |1 [H 2-CN-( & 757 |1 |H 2-Me-k £
137 (2 |H 2-CN-R % 758 |2 |H 2-Me-* &
138 (3 |H 2-CN-R % 759 |3 |H 2-Me-k &
139 |1 |Me 2-CN-¥ # 760 |1 |Me 2-Me-}& %
140 |2 |Me 2-CN-¥ 4 761 |2 |Me 2-Me-¥
141 |3 |Me 2-CN-R % 762 |3 |Me 2-Me-¥ &
142 (1 |CH,Ph [2-CN-%( £ 763 |1 [CH.Ph  [2-Me-% £
143 |2 |CH,Ph  |2-CN-¥# 764 |2 |CH.Ph  [2-Me-¥ #
144 |3 |CH,Ph |2-CN-¥# 765 |3 |CH.Ph  [2-Me-¥ %
145 |1 |[COMe [2-CN-%# 766 |1 |[COMe [2-Me-% £

[0475] (146 |2 |[COMe |[2-CN-¥% £ 767 |2 |COMe [2-Me-% £
147 (3 |COMe [2-CN-¥ % 768 |3 |[COMe |2-Me-% 4
148 |1 |[CO-Me |[2-CN-¥# 769 |1 |[COMe |[2-Me-¥ 4
149 (2 |CO.Me |[2-CN-% & 770 [2 [CO-Me [2-Me-% £
150 (3 |CO.Me |[2-CN-% 4 771 [3 [CO-Me [2-Me-% £
151 |1 |[COstBu [2-CN-F  # 772 |1 |COstBu |[2-Me-3¥ 4
152 |2 [COstBu [2-CN-F 4 773 |2 |COstBu |[2-Me-¥k 44
153 [3 |CO.Bu [2-CN-¥( 4 774 |3 |CO»tBu [2-Me-% £
154 |1 |CONHMe|2-CN-% & 775 |1 |CONHMe|2-Me-% £
155 |2 |CONHMe |2-CN-# & 776 |2 |CONHMe|2-Me-3% £
156 |3 |CONHMe |2-CN-3% £ 777 |3 |CONHMe|2-Me-3% £
157 {1 |SO-Me [2-CN-¥ % 778 [1 [SO.Me [2-Me-% 2
158 [2 |SO-Me [2-CN-%# 779 [2 [SO-Me [2-Me-¥ 4
159 (3 |SO-Me |2-CN-%# 780 [3 [SO-Me [2-Me-¥ 4
160 |1 [SO.NH, [2-CN-% & 781 |1 [SO.NH, [2-Me-%
161 |2 |SO.NH, [2-CN-*X# 782 |2 [SO,NH, |[2-Me-3& i
162 |3 |SO.NH: |[2-CN-3# % 783 |3 [SO.NH, |2-Me-% 4
163 |1 |H 3-Me-R & 784 |1 |H 4-Me-R %
164 |2 |H 3-Me-R & 785 |2 |H 4-Me-7 3
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165 |3 |H 3-Me-*& £ 786 |3 [H 4-Me-k %
166 |1 |Me 3-Me-% & 787 |1 |Me 4-Me-F 3
167 (2 |Me 3-Me-R & 788 [2 [Me 4-Me-3¥ £
168 (3 [Me 3-Me-R & 789 |3 [Me 4-Me-F &
169 |1 |CH.Ph  [3-Me-% 4 790 |1 |CH.Ph  |4-Me-% 4
170 |2 [CH:Ph  [3-Me-¥ £ 791 |2 |CH.Ph  [4-Me-% £
171 |3 [CHoPh  [3-Me-% £ 792 |3 |CH,Ph  [4-Me-% £
172 (1 |COMe [3-Me-% % 793 |1 |COMe |4-Me-% &
173 |2 [COMe [3-Me-% £ 794 |2 |COMe |4-Me-% 4
174 |3 [COMe |3-Me-% A 795 |3 |COMe  |4-Me-R A
175 (1 |CO.Me |[3-Me-% % 796 |1 |[CO-Me |4-Me-% £
176 |2 |CO-Me |3-Me-* % 797 |2 [COMe [4-Me-¥ 4
177 |3 |CO-Me [3-Me-% 4 798 |3 |CO.Me [4-Me-# 4
178 |1 [COxtBu [3-Me-¥ £ 799 |1 [COs;tBu [4-Me-% £
179 (2 [COx;tBu [3-Me-% 4 800 |2 |CO»tBu |4-Me-% %
180 |3 |COsxtBu |[3-Me-% # 801 |3 [CO»tBu [4-Me-% £
181 |1 |CONHMe|3-Me-%* £ 802 |1 |CONHMe |4-Me-% £
182 |2 |CONHMe|3-Me-% & 803 |2 |CONHMe |4-Me-% £

[0476] |183 |3 |CONHMe|3-Me-% £ 804 |3 |CONHMe |4-Me-% £
184 (1 [SO.Me |[3-Me-% % 805 |1 |SO:Me |4-Me-¥ %
185 |2 [SO.Me [3-Me-% £ 806 |2 [SO-Me [4-Me-% %
186 |3 [SO.Me [3-Me-¥ £ 807 |3 [SO-Me [4-Me-# 4
187 |1 |SO.NH, |3-Me-¥ % 808 |1 |SO,NH, |4-Me-¥% #
188 |2 |SO.NH, [3-Me-¥* % 809 |2 |SO.NH: |4-Me-¥ %
189 |3 [SO.NH: |[3-Me-% # 810 |3 [SO.NH> [4-Me-¥ £
190 |1 |H 2-F-R % 811 |1 |H 3E-E A
191 [2 [H 2-F-R A& 812 |2 |H 3E-E A
192 |3 |H 2-F- kA& 813 |3 |H 3E-E A
193 |1 [Me 2-F-R # 814 |1 |Me 3F-% A
194 (2 |Me 2-F-R % 815 |2 |Me 3F-% 4
195 (3 |Me 2-F-R & 816 |3 |Me 3-F-X A4
196 |1 |CH-Ph [2-F-% 4 817 |1 |CH.Ph [3-F-E A
197 |2 |CH.Ph  |2-F-F % 818 |2 [CH,Ph  [3-F-% £
198 |3 |CH.Ph  |2-F-% % 819 |3 |[CH.Ph [3-F- 2
199 (1 |COMe |2-F-%# 820 [1 |COMe |3-F-% 4%
200 |2 |COMe |2-F-#¥4# 821 |2 |COMe |3-F-%#%
201 |3 |COMe |[2-F-# % 822 |3 [COMe [3-F-% 4
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202 [1 |[CO-Me [2-F-% 4% 823 |1 |CO.Me [3-F-# 4
203 [2 |[CO-Me [2-F-%# 824 |2 |CO.Me |[3-F-% %
204 [3 |CO-Me |[2-F-% % 825 [3 [CO-Me [3-F-%4
205 |1 |CO.,tBu [2-F-% 4 826 [1 [COxBu [3-F-% &
206 [2 |CO»tBu |2-F-%# 827 |2 [CO.tBu [3-F-% #
207 |3 |CO»tBu |[2-F-¥# 828 |3 |CO.tBu |3-F-# &
208 |1 |CONHMe|2-F-# % 829 |1 |CONHMe|3-F-% #
209 |2 |[CONHMe|2-F-# # 830 |2 |CONHMe|3-F-% #
210 |3 |CONHMe|2-F-3% £ 831 |3 |CONHMe|3-F-% #
211 |1 [SO:Me [2-F-%% 832 [1 [SO-Me [3-F-%# 4
212 |2 [SO.Me |[2-F-%# 4 833 [2 [SO-Me [3-F-% 4
213 [3 [SO-Me |2-F-%# 834 (3 [SO.Me [3-F-% i
214 |1 |SO.NH, [2-F-¥# 835 |1 [SO-NH, [3-F-% 4%
215 |2 |SO-NH, [2-F-% % 836 |2 [SO.NH, [3-F-%#
216 |3 |SO.NH, [2-F-% % 837 |3 [SO.NH, [3-F-% #
217 |1 [H 4-F-F 4 838 |1 |H 2-C1-EE
218 [2 |H 4-F-R A 839 |2 |H 2-Cl-x A&
219 |3 H 4-F-F & 840 |3 |H 2-Cl- kA

[0477] |220 |1 |Me 4-F-F & 841 |1 |[Me 2-Cl- ¥ &
221 |2 [Me 4-F-¥ % 842 |2 |Me 2-Cl- (%
222 |3 |Me 4-F-¥ % 843 |3 |Me 2-Cl- (%
223 |1 |CH.Ph |4-F-% % 844 |1 |CH,Ph [2-CI-E %
224 |2 |CH.Ph |4-F-% 4% 845 |2 |CH,Ph [2-Cl-% %
225 |3 |CHPh |4-F-%% 846 |3 |CH.Ph |2-Cl-# 4
226 (1 |[COMe |4-F-% % 847 |1 |COMe [2-Cl-% 4
227 |2 |[COMe |4-F-% 4 848 [2 |[COMe [2-Cl-% 4
228 |3 |[COMe |[4-F-% 4 849 [3 |COMe |2-Cl-% 4
229 |1 |COMe |4-F-%% 850 |1 [CO-Me [2-Cl-%%
230 |2 [CO-Me |4-F-%% 851 [2 [CO.Me |[2-Cl-% 4
231 (3 |CO.Me [4-F-%#% 852 |3 |[CO.Me [2-CI-% %
232 (1 |COsBu |4-F-% % 853 |1 |CO.tBu |2-Cl-# 4
233 |2 |CO»tBu |4-F-% 4% 854 |2 |CO.tBu |2-Cl-# 4
234 |3 |COstBu |4-F-%# 855 |3 |CO.tBu |2-Cl-3% %
235 |1 |[CONHMe [4-F-% # 856 |1 |CONHMe |2-Cl-% £
236 |2 |CONHMe |4-F-3% # 857 |2 |CONHMe 2-Cl-3% #
237 |3 |CONHMe |4-F-% % 858 |3 |CONHMe|2-Cl-% £
238 [1 |SO.Me |[4-F-% 4% 859 [1 [SO.Me [2-Cl-% 4
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239 [2 [SO.Me [4-F-%% 860 |2 [SO.Me |[2-Cl-% %
240 |3 |SO.Me |4-F-%# 861 |3 [SO.Me [2-Cl-% &
241 |1 [SO.NH, [4-F-%% 862 |1 [SO.NH, [2-Cl-% £
242 2 [SO.NH, [4-F-%% 863 |2 [SO.NH, [2-Cl-% £
243 |3 |SO:NH, [4-F-3% % 864 |3 [SO.NH, [2-Cl-¥#
244 |1 |H 3-Cl- ¥ 4 865 |1 |H 4-Cl-% &
245 |2 |H 3-C1-¥x 4 866 |2 |H 4-Cl-E &
246 |3 |H 3-Cl- 3k % 867 [3 |H 4-Cl-X X
247 |1 |Me 3-Cl-% & 868 |1 |Me 4-Cl-% %
248 2 |Me 3-Cl-% % 869 (2 |Me 4-Cl-% %
249 |3 |Me 3-Cl- R A& 870 |3 |Me 4-Cl-R A
250 |1 |CH.Ph [3-Cl-% & 871 |1 |[CH,Ph [4-Cl-% %
251 |2 |CH.Ph [3-Cl-% & 872 |2 [CH,Ph  [4-Cl-% %
252 |3 |CH,Ph |3-Cl-% % 873 |3 |CH,Ph |4-CI-E %
253 |1 |[COMe |3-Cl-% % 874 |1 |COMe |4-CI-¥E %
254 [2 |[COMe |3-Cl-%# 875 |2 |[COMe |4-Cl-% %
255 [3 |[COMe |3-Cl-#%# 876 |3 |[COMe |4-Cl-% %
256 |1 |CO.Me |3-Cl-3E# 877 |1 |CO.Me |4-Cl-*¥ %

[0478] |257 |2 |CO.Me |[3-Cl-% & 878 |2 |[CO.Me |(4-Cl-% %
258 (3 |CO-Me |[3-Cl-% % 879 |3 |CO.Me |4-Cl-3 %
259 |1 |COxtBu |[3-Cl-3K % 880 |1 |COsxBu |4-Cl-% &
260 (2 |CO.tBu |3-Cl-% % 881 [2 |CO.tBu |4-Cl-% &
261 |3 |CO.Bu |3-Cl-% % 882 [3 |CO.tBu [4-Cl-% 4
262 |1 |CONHMe |3-Cl-% & 883 |1 |CONHMe |4-Cl-3 %4
263 |2 |CONHMe|3-Cl-% % 884 |2 |CONHMe |4-Cl-% %
264 |3 |CONHMe |3-Cl-3% £ 885 |3 |CONHMe 4-Cl-% #
265 |1 |SO.Me |3-Cl-% # 886 |1 [SO.Me |(4-Cl-% &
266 |2 |SO-Me |3-Cl-k & 887 |2 [SO:Me |(4-Cl-¥#
267 (3 |SO.Me [3-Cl-% 4 888 [3 [SO.Me |4-Cl-% 4
268 |1 [SO,NH, [3-Cl-% % 889 |1 [SO.NH, |4-Cl-% %
269 |2 [SO:NH, |3-CI-%¥ # 890 |2 [SO-NH, |4-Cl-# 4
270 |3 |SO.NH: |[3-Cl-3%# 891 |3 |SO.NH, |4-Cl-% 4
271 |1 H 2-Br-¥ 892 |1 |H 3-Br-¥ &
272 |2 H 2-Br-¥ 893 |12 |H 3-Br-¥ %
273 |3 |H 2-Br-} 894 |3 |H 3-Br-% 4
274 |1 |Me 2-Br-R & 895 |1 |Me 3-Br-¥ %
275 2 |Me 2-Br-R A& 896 |2 |Me 3-Br-¥ A
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276 |3 |Me 2-Br-k & 897 |3 |Me 3-Br-¥( %
277 |1 |CH:Ph  [2-Br-% 4 898 |1 |[CH.Ph [3-Br-% 4
278 |2 |CH,Ph  [2-Br-% % 899 [2 [CH,Ph  [3-Br-% 4
279 |3 |CH.Ph [2-Br-% % 900 |3 |CH.Ph  [3-Br-% i
280 |1 |[COMe |2-Br-% 4 901 |1 [COMe |[3-Br-% £
281 |2 [COMe [2-Br-% 4 902 |2 [COMe |[3-Br-% £
282 |3 |COMe [|2-Br-#% 4 903 |3 [COMe |[3-Br-% &
283 |1 |CO.Me |[2-Br-% 4 904 |1 [CO.Me |3-Br-% 4
284 |2 |[CO.Me [2-Br-% 4% 905 |2 [CO.Me |[3-Br-# £
285 |3 |[CO-Me [2-Br-%#& 906 |3 [CO.Me |[3-Br-# #
286 |1 |COstBu |[2-Br-# 4 907 |1 |CO.tBu |3-Br-# #
287 [2 |COstBu |2-Br-% 4% 908 |2 [COstBu |[3-Br-# i
288 (3 |COstBu |2-Br-% % 909 |3 [COstBu |[3-Br-# i
289 |1 |CONHMe|2-Br-¥ # 910 |1 |CONHMe |3-Br-% i
290 |2 |CONHMe |2-Br-¥ # 911 |2 |CONHMe |3-Br-# i
291 |3 |CONHMe |2-Br-# % 912 |3 |CONHMe|3-Br-% %
292 |1 |SO-Me [2-Br-# % 913 |1 [SO.Me |[3-Br-# #
293 |2 [SO.Me |[2-Br-% 4 914 |2 |SO-Me |3-Br-% #

[0479]1 |294 |3 |SO,Me |2-Br-#% # 915 |3 [SO-Me |3-Br-# #
295 [1 |SO.NH, |2-Br-%% 916 |1 [SO.NH, |[3-Br-#
296 [2 |SO.NH, |2-Br-%% 917 |2 [SO.NH, |[3-Br-# 4
297 |3 |SO.NH, [2-Br-¥# 918 |3 [SO,NH, |[3-Br-# i
298 |1 |[H 4-Br-¥ & 919 |1 |H 2-CFs-¥ %
299 |2 |H 4-Br-¥} A& 920 (2 |H 2-CF-% 4
300 |3 |H 4-Br-¥} A& 921 (3 |H 2-CF-% 4
301 |1 |Me 4-Br-R A& 922 |1 |Me 2-CF;-% £
302 |2 [Me 4-Br-¥} A& 923 |2 |Me 2-CF;-% 4
303 |3 |Me 4-Br-R & 924 (3 |Me 2-CFs-¥ %
304 (1 |CH,Ph |4-Br-% % 925 [1 [CH,Ph  [2-CE-% £
305 [2 |[CH,Ph  |4-Br-% 4 926 |2 [CH,Ph  [2-CE-% £
306 |3 |CH,Ph  |4-Br-% 4 927 |3 |CH.Ph [2-CFy-# 4
307 (1 |{COMe |4-Br-% 4 928 [1 [COMe |[2-CE;-% 4
308 2 |COMe [4-Br-## 929 |2 [COMe |[2-CF;-% 4
309 |3 |COMe [4-Br-## 930 |3 [COMe |[2-CF;-% 4t
310 |1 |COMe |4-Br-% 3% 931 |1 [CO.Me |[2-CF;-% %
311 |2 |CO:Me |[4-Br-## 932 |2 |[CO-Me |[2-CF;-% 4
312 [3 [CO.Me |4-Br-% % 933 |3 [CO.Me [2-CF:-3% 4
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313 |1 |COxtBu |4-Br-3 & 934 |1 |[COstBu |[2-CF;-% 4
314 |2 |COx;tBu |4-Br-3 & 935 |2 |COstBu |[2-CF;-% 4
315 |3 |CO»tBu |4-Br-%# 936 |3 |COs2tBu |2-CE»-% 4
316 |1 |CONHMe|4-Br-% £ 937 |1 |[CONHMe|2-CF;-3% 4
317 |2 |CONHMe |4-Br-¥ # 938 |2 |CONHMe |2-CF;-3 #
318 |3 |CONHMe |4-Br-¥ # 939 |3 |CONHMe |2-CF;-3
319 {1 [SO:Me |4-Br-% 4 940 |1 [SO.Me |2-CFs-# &
320 |2 [SO:Me |4-Br-% 4 941 |2 [SO.Me |[2-CF;-# &
321 (3 [SO.Me |4-Br-% 4 942 |3 [SO-Me |[2-CF;-% %
322 |1 |SO:NH, |4-Br-%# 943 |1 |SO.NH, |2-CF-% 4
323 |2 |SO,.NH, [4-Br-¥# 944 |2 [SO.NH, |[2-CF»-%4
324 (3 |SO.NH, |4-Br-¥ 4 945 |3 |SO.NH, [2-CF:-%4&
325 |1 [H 3-CF- R & 946 |1 |H 4-CF-R &
326 |2 |H 3-CF-X & 947 (2 |H 4-CF;- R &
327 |3 |H 3-CF-X & 948 (3 |H 4-CF;- R 3
328 [1 |Me 3-CF-R & 949 |1 |[Me 4-CF3- & 4
329 [2 |[Me 3-CF-R & 950 |2 |[Me 4-CF;- %k %
330 (3 |Me 3-CFs-R A& 951 |3 |Me 4-CFs-% £

[0480] |331 |l |CH,Ph [3-CFs-#¥ i 952 |1 |[CH:Ph [4-CE-% 4
332 (2 |CH.Ph  [3-CF;-% 4 953 [2 |CH:Ph  [4-CF-% 4
333 |3 |CH.Ph  |3-CF-% 4 954 |3 |[CH,Ph  |[4-CF;-% %
334 |1 [COMe |[3-CF;-% 4 955 |1 |[COMe |4-CFs-# 4
335 |2 |[COMe |[3-CF;-% 4 956 |2 [COMe |4-CFs-# &
336 (3 |[COMe |3-CF;-% 4 957 |3 [COMe |4-CF;-#% %
337 [1 |CO.Me |3-CF;-3 4 958 |1 [CO.Me |4-CF;-#% 4t
338 [2 [CO.Me |[3-CFs-% 4 959 [2 |CO.Me |4-CF-%4
339 [3 [COMe |3-CF;-% 4 960 |3 |CO.Me |4-CFs-# 4
340 |1 |COx;tBu |[3-CF;-% & 961 |1 |COstBu |4-CF;-3% &
341 |2 |COxtBu [3-CF:-% 4 962 |2 [CO.tBu [4-CF-% 4
342 |3 |CO»tBu [3-CF:-% 4 963 |3 [CO.tBu |4-CF-% 4
343 |1 |CONHMe |3-CF;-% # 964 |1 |CONHMe |4-CF-3% &
344 |2 |CONHMe |3-CF:-% % 965 |2 |CONHMe|4-CF;-% &
345 (3 |CONHMe |3-CF;-% # 966 |3 |CONHMe |4-CF;-%
346 |1 [SO.Me [3-CF-% % 967 [1 |SO-Me |4-CF-% 4
347 |2 [SO.Me |3-CF;-¥ 4 968 [2 |SO-Me |4-CF:-% 4
348 |3 |SO.Me |[3-CF:-% 4 969 |3 [SO.Me |4-CF;-% 4
349 |1 |SO.NH, |3-CF:-%#% 970 |1 [SO.NH, |4-CE-%4
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350 [2 |SO.NH, |3-CF;-3% # 971 |2 [SO.NH, [4-CF-%4
351 [3 |SO.NH, |3-CF;-%& # 972 |3 [SO.NH, [4-CF-%4
352 |1 |H 2-iPr-k % 973 (1 |H 3-iPr-k &
353 |2 |H 2-iPr-R A 974 |2 |H 3-iPr-k A
354 |3 |H 2-iPr-3R A& 975 |3 |H 3iPr-% A
355 |1 |Me 2-iPr-k # 976 |1 |[Me 3-iPr-% &
356 |2 |Me 2-iPr-3R % 977 |2 |Me 3-iPr-F A
357 |3 |Me 2-iPr-3* % 978 |3 |Me 3-iPr-% &
358 [1 |CHPh  |2-iPr-3k # 979 |1 [CH,Ph |[3-iPr-% %
359 |2 |CH.Ph  [2-iPr-% 4 980 |2 |CH,Ph  |3-iPr-% 4
360 (3 |[CH,Ph  |2-iPr-3E % 981 [3 |CH.Ph [3-iPr-% £
361 |1 |[COMe [2-iPr-3E 4 082 |1 |COMe |3-iPr-3} A&
362 |2 |COMe |2-iPr-% i 983 |2 |[COMe |3-iPr-% %
363 (3 [COMe |2-iPr- 984 |3 [COMe |3-iPr-% 4
364 (1 [{CO.Me |2-iPr- 985 |1 [CO.Me |3-iPr-% %
365 |2 |CO.Me |[2-iPr-3E % 986 [2 |CO.Me |3-iPr-#% 4
366 |3 |CO.Me |[2-iPr-3k % 987 (3 |CO.Me |3-iPr-% 4
367 |1 |COs;tBu |2-iPr-% # 988 |1 [CO.tBu |[3-iPr-#% 4

[0481] |368 |2 [CO.tBu |[2-iPr-% & 989 |2 |CO-tBu |3-iPr-# 4
369 |3 [COstBu |2-iPr-3k % 990 |3 |COsBu |3-iPr-3 A&
370 |1 |CONHMe 2-iPr-3 % 991 |1 |CONHMe |3-iPr-3 &
371 |2 |CONHMe|2-iPr-% 992 |2 |CONHMe|3-iPr-3 £
372 |3 |CONHMe|2-iPr-% # 993 |3 |[CONHMe|3-iPr-3 £
373 |1 [SO-Me |[2-iPr-3E # 994 |1 |SO-Me |3-iPr- i
374 |2 [SO-Me |[2-iPr-3 # 995 [2 |SO-Me |3-iPr- &
375 (3 [SO-Me |2-iPr-% % 996 [3 |SO-Me |3-iPr-% &
376 |1 |SO.NH, |2-iPr-% # 997 |1 [SO.NH, |[3-iPr-# £
377 |2 [SO.NH, |[2-iPr-3k % 998 [2 |SO-NH, |3-iPr- &
378 [3 [SO,NH, |2-iPr-3& # 999 [3 [SO,NH, |[3-iPr-% &
379 |1 |H 4-iPr- R & 1000 |1 |H 4-NH,-# A&
380 (2 [H 4-iPr-R A 1001 [2 |H 4-NH,- ¥ %
381 (3 [H 4-iPr-R A 1002 (3 |H 4-NH,-¥ %
382 |1 |Me 4-iPr-3R Ak 1003 |1 |Me 4-NH-X A&
383 |2 [Me 4-iPr-3R Ak 1004 2 |Me 4-NH- X A&
384 (3 |Me 4-iPr-RK H& 1005 (3 |Me 4-NH,- R %
385 (1 |[CH,Ph  |4-iPr-% & 10061 |CH.Ph  [4-NH-% %
386 (2 |CH,Ph  |4-iPr- % 1007 [2 [CH,Ph  [4-NH,-% £
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387 (3 |CH.Ph  |4-iPr-3% 4% 1008 |3 [CH.Ph  [4-NH,-% %
388 |1 |COMe  [4-iPr-% 10091 |COMe  [4-NH,-% %
380 [2 |[COMe  |4-iPr-% £ 10102 |COMe  |4-NH,-#¥ £
390 {3 |[COMe  |4-iPr-% £ 1011 |3 |COMe  [4-NH,-¥ £
391 {1 |{CO-Me |4-iPr-3 % 1012|1 [{CO-Me |[4-NH,-# %
392 |2 |COMe |4-iPr-% % 1013 |2 [{CO-Me [4-NH,-3% %
393 |3 |COMe |4-iPr-% % 10143 |COMe [4-NH,-% %
394 (1 [COstBu |4-iPr-3E % 1015|1 |CO-tBu |4-NH,-# #
395 (2 |COxtBu |4-iPr-3E £ 1016 |2 |COxtBu |4-NH,-# i
396 (3 |COxtBu |4-iPr-3E £ 1017 {3 |COxtBu |4-NH,-¥ &
397 |1 |CONHMe|4-ipr-3# 2 1018 |1 [CONHMe |4-NH,-%# %
398 [2 |CONHMe |4-iPr-3 2 1019 |2 [{CONHMe [4-NH,-% %
399 (3 |CONHMe |4-iPr-3 1020 |3 [CONHMe [4-NH,-% %
400 [1 [SO.Me |4-iPr-% % 1021 |1 [SO-Me  |4-NH,-% &%
401 2 [SO.Me |4-iPr-% % 10222 [SO-Me  |4-NH,-% &%
402 |3 |SO:Me  |[4-iPr-% & 1023 |3 [SO-Me |4-NH,-% &%
403 |1 |SO:NH> |4-iPr-3% 4 1024 |1 |SO.NH,> |4-NH,-% &
404 |2 |SO,NH, |4-iPr-¥ & 10252 [SO.NH, [4-NH,-* £

[0482] |405 |3 [SO.NH, |4-iPr-3% # 1026 |3 [SO.NH, |[4-NH.-# %
406 |1 |H 3-NH,- R & 1027 (1 [H 2-NH,-¥ %
407 |2 |H 3-NH,-R A& 1028 (2 |H 2-NH,-¥ %
408 |3 |H 3-NH,- 3 % 1029 (3 |H 2-NH,- R %
409 |1 |[Me 3-NH»-k # 1030 |1 |Me 2-NH.-% &
410 [2 |Me 3-NH-R A& 10312 |[Me 2-NH,-% £
411 |3 |Me 3-NH,- R & 1032 |3 |Me 2-NH,-% £
412 |1 |CH,Ph 3-NH»-* & 1033 |1 |CH,Ph 2-NH,-F #
413 |2 |CH,Ph 3-NH»-* & 1034 {2 |CH,Ph 2-NH»-% #
414 |3 |CH.Ph  |3-NH,-% £ 1035|3 |CH.Ph  [2-NH,-% &
415 |1 |COMe |3-NH»-¥ # 1036/1 |COMe |2-NH.-# &
416 (2 |COMe |[3-NH,-% % 1037[2 [COMe [2-NH,-% %
417 {3 |COMe |3-NH,-%# 1038 |3 [COMe [2-NH,-# %
418 |1 |CO.Me |3-NH,-¥ # 1039 |1 [CO-Me |2-NH,-% %
419 |2 |[CO-Me |[3-NH,-% % 1040 [2 |CO.Me |2-NH.-% £
420 (3 |CO.Me |[3-NH,-%# 1041 |3 |CO,Me |2-NH,-3 i
421 |1 |COxBu |3-NH,-¥ # 1042 |1 |[COxtBu [2-NH,-% £
422 |2 |COxBu |3-NH,-¥ # 1043 {2 |COstBu |2-NH,-¥ #
423 (3 |COxtBu |[3-NH,-% % 1044 [3 [CO-tBu [2-NH,-% £

68




i

B B

CN 110177776 B 54/169 71
424 {1 |CONHMe |3-NH,-% # 10451 |CONHMe|2-NH,-% £
425 |2 |CONHMe|3-NH,-# # 1046 |2 |CONHMe |2-NH,-% %
426 |3 |CONHMe|3-NH,-% # 1047 |3 [CONHMe |2-NH,-%# %
427 |1 [SO-Me [3-NH.-# # 1048 |1 [SO.Me [2-NH,-# %
428 2 |SO:Me |[3-NH,-% % 1049 |2 [SO-Me  |2-NH,-% &
429 3 |SO:Me |[3-NH,-% % 1050 |3 [SO-Me  |2-NH,-% &
430 |1 |SO.NH, |3-NH,-¥ # 1051 |1 |SO,NH, |2-NH,-¥ #
431 |2 |SO,NH, |3-NH,-3¥ # 1052 |2 |SO,NH, |2-NH,-# #
432 |3 |SO-NH, [3-NH,-7* 1053 |3 |SO,NH: |2-NH,-k& %
433 |1 |H 2.4-=-Me-3k 4 [1054 |1 |H 2,6-—-Me-¥ %
434 12 H 2,4-—-Me-# 4 [1055 |2 |H 2.6-—-Me-% A
435 |3 |H 2.4-=-Me-%¥ 4% 1056 |3 |H 2,6-=-Me-¥
436 (1 |Me 2,4-=-Me-k 4 |1057 |1 |Me 2,6-—-Me-¥ %
437 (2 |Me 2.4-—-Me-% 4 1058 |2 |Me 2,6-—-Me-¥
438 |3 |Me 2,4-—-Me-* % (1059 |3 |Me 2,6-—-Me-R A&
439 |1 |CH:Ph  [24-=-Me-%4 (1060 |1 |CH:Ph  |2,6-=-Me-k %
440 |2 |CH:Ph  [24-=-Me-%*4 (1061 |2 |CH:Ph |2,6-=-Me-k 4
441 (3 |CH.Ph  [24-—-Me-%4 [1062(3 [CH:Ph  [2,6-=-Me-¥% %

[0483] 442 |1 |[COMe [24-—-Me-} A& [1063|1 |[COMe |2,6-—-Me-F i
443 |2 |COMe [24-=-Me-¥ 4 |1064 |2 |[COMe |2,6-=-Me-¥} %
444 |3 |COMe [24-=-Me-¥4 |1065|3 |[COMe [2,6-=-Me-¥}
445 {1 |CO-Me [24-=-Me-%4 [1066 |1 |[CO-Me |2,6-=-Me-3¥ %
446 (2 |CO:Me [24-=-Me-%4 |1067 |2 |[CO-Me |2,6-=-Me-3¥ %
447 |3 |CO:Me |24-=-Me-* /% [1068 |3 |COMe |2,6-=—-Me-F %
448 |1 |COxtBu [24-—-Me-* 74 [1069 |1 |COxtBu |2,6-=-Me-} %
449 |2 |COxBu |24-=-Me-¥ % [1070|2 [COxBu |2,6-=-Me-¥ %
450 {3 |COxBu [2.4-=—-Me-%4 [1071(3 [COxtBu |[2,6-=-Me-% %
451 {1 |CONHMe |2 4-—-Me-%¥ % [1072|1 |[CONHMe 2,6-—-Me-3¥ %
452 |2 |CONHMe |2 4-=-Me-%¥ 4 |1073 |2 |CONHMe |2,6-=-Me-3 %
453 |3 |CONHMe |2,4-=-Me-%¥ 4 |1074 |3 |CONHMe 2,6-=-Me-3 i
454 {1 |SO-Me [24-=-Me-%4 [1075|1 [SO-Me |2,6-=-Me-¥k %
455 |2 |SO-Me [24-=-Me-%4 |1076 (2 [SO-Me [2,6-=-Me-¥ £
456 (3 |SO.Me |24-=—-Me-%4 [1077 |3 |SO-Me |2,6-=—-Me-¥ %
457 |1 |SO.NH, |24-=-Me-%¥ % [1078 |1 [SO.NH, |2.6-=-Me-¥ %
458 |2 |SO.NH: [24-—-Me-¥4 (1079 |2 [SO.NH, |2,6-=-Me-¥ &
459 |3 |SO.NH: |24-—-Me-%4 [1080(3 |SO.NH, |2,6-=—-Me-¥ %
460 |1 |H 2,6-—-iPr-x %4 (1081 |1 |H 2-Ph-F &
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461 |2 H 2,6-—-iPr-X 3 (1082 |2 |H 2-Ph-R %
462 |3 |H 2,6-—-iPr-5x & |1083|3 |H 2-Ph-R A&
463 |1 |Me 2,6-—-iPr-x & (1084 |1 |Me 2-Ph-¥ &
464 (2 |Me 2,6-—-iPr-x 4 (10852 |Me 2-Ph-¥ &
465 |3 |Me 2,6-—-iPr-x & 1086 |3 |Me 2-Ph-¥ &
466 |1 |CHPh  |2,6-—-iPr-3x 3k |1087 |1 |CH.Ph  [2-Ph-R A&
467 |2 |CH.Ph  [2,6-—-iPr-R A& |1088|2 |CHoPh  [2-Ph-X A&
468 |3 |CH.Ph  |2,6-—-iPr-RX 4 |1089|3 |CH.Ph  |2-Ph-R A&
469 |1 |COMe |2,6-—-iPr-5R4& |1090|1 |[COMe |2-Ph-RA&
470 |2 |COMe  |2,6-=—-iPr-5R & |1091 |2 |COMe |2-Ph-R A&
471 (3 |COMe |2,6-—-iPr-3 4 [1092|3 |COMe |2-Ph-%¥ A&
472 |1 |CO:Me |[2,6-=-iPr-3 & 1093 |1 |CO-Me |[2-Ph-%¥ 4
473 |2 |CO:Me |2,6-=-iPr-RX 4 |1094|2 |CO.Me |2-Ph-R A&
474 13 |CO:Me  |2,6-—-iPr-X 4 |1095|3 |CO-Me |2-Ph-R A&
475 |1 |COxtBu  |2,6-=-iPr-X 4 |1096|1 |CO-tBu |2-Ph-RK A&
476 |2 |COxtBu [2,6-—-iPr-R & |1097 |2 |COxtBu |2-Ph-RA&
477 |3 |COxBu  [2,6-=—-iPr-K & |1098 |3 |COxtBu |2-Ph-RAE
478 |1 |CONHMe|2,6-—-iPr-K 3 |1099|1 |CONHMe |2-Ph-R A&

[0484] |479 |2 |CONHMe|2,6-—-iPr- 4 |[1100 |2 |CONHMe|2-Ph-} %
480 |3 |CONHMe|2,6-=-iPr-3 % |1101 |3 |CONHMe |2-Ph-% %
481 |1 |SO:Me [2,6-=-iPr-3 & [1102|1 |SOMe |[2-Ph-%¥ %
482 12 |SO-Me  |2,6-=-iPr-X 4 |1103|2 |SO.Me |2-Ph-X A&
483 |3 |SO.Me  |2,6-=-iPr-X 4 |1104|3 |SO.Me |2-Ph-RX A&
484 |1 |SO.NH> |2,6-—-iPr-R 4 |1105|1 |SO.NH> |2-Ph- K&
485 |2 |SO.NH> |2,6-=-iPr-F 4k |1106 |2 |SO.NH, |2-Ph-R A&
486 |3 |SO.NH. |[2,6-=-iPr-RX4 |1107 |3 |SO.NH> |2-Ph-RA&
487 |1 |H 3-Ph-3} % 1108 {1 |H 4-Ph-%¥ 2
488 |2 |H 3-Ph-R A& 1109 |12 |H 4-Ph-E £
489 |3 |H 3-Ph-R % 1110 |3 |H 4-Ph-¥ 2
490 [1 |Me 3-Ph-R % 1111 |1 |[Me 4-Ph-X £
491 (2 |Me 3-Ph-} % 1112 |2 |Me 4-Ph-%¥ %
492 (3 |Me 3-Ph- % 1113 |3 |Me 4-Ph-%¥ %
493 |1 |CH,Ph [3-Ph-E A 1114 |1 |CH,Ph  [4-Ph-% #
494 |2 |CH.Ph |3-Ph-% 4 11152 |[CH:,Ph  [4-Ph-% £
495 (3 |CH.Ph  |[3-Ph-# 4 1116 |3 |CH.Ph  |4-Ph-% £
496 |1 |[COMe |[3-Ph-%# 1117 |1 |{COMe  |4-Ph-3# #
497 (2 |COMe |[3-Ph-% % 1118 [2 [COMe  |4-Ph-% £
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498 |3 |[COMe |[3-Ph-% % 1119 |3 |COMe |4-Ph-% %
499 |1 [CO-Me |3-Ph-¥# 1120 {1 |CO-Me |4-Ph-¥ £
500 |2 |[CO.Me |[3-Ph-% 4 1121 |2 [CO-Me |4-Ph-% £
501 |3 [CO.Me |[3-Ph-%4 11223 |CO-Me |4-Ph-% £
502 |1 |COstBu |3-Ph-3 % 1123 |1 |COxBu |4-Ph-3* #
503 [2 [CO-tBu |3-Ph-3* 1124 |2 [COxtBu |4-Ph-¥ A&
504 |3 |CO»tBu |[3-Ph-% 1125 |3 |CO-Bu |4-Ph-% #
505 |1 |CONHMe |3-Ph-%# & 1126 |1 |CONHMe 4-Ph-% #
506 |2 |CONHMe|3-Ph-3# # 1127 |2 |CONHMe 4-Ph-% %
507 |3 |CONHMe|3-Ph-3# # 1128 |3 |CONHMe 4-Ph-% #
508 |1 [SO.Me |[3-Ph-# % 11291 [SO.Me |4-Ph-% #
509 |2 |SO.Me |[3-Ph-% % 1130 |2 [SO-Me |4-Ph-%¥ %
510 |3 |SO-Me |[3-Ph-¥ 4 1131 |3 [SO.-Me |4-Ph-¥ %
511 |1 |SO.NH, |[3-Ph-Z & 11321 [SO.NH, |4-Ph-Z #
512 |2 |SO.NH, |[3-Ph-Z# & 1133 |2 [SO.NH, |4-Ph-Z #
513 |3 |SO.NH: |3-Ph-¥# 1134 (3 [SO.NH, |4-Ph-¥ %
514 |1 |H 2-GhAX-RKA (1135|1 [H 3- ok KR A&
515 |2 H 2-"GAX-RKA (11362 |H 3-w ok X - A

[o485] |516 |3 |H bk X _¥ #1137 (3 [H 3-ed ok X A
517 |1 |Me Dok X% & (1138 |1 [Me 3-h ok K- A
518 |2 |Me Dok X & (1139 |2 [Me 3-vh ok X -3 A
519 |3 |Me Dok X% & [1140 |3 [Me 3o ok X B
520 |1 |CH.Ph  [2-"BokX-% 4 [1141 |1 [CH.Ph  |3-"Bok K- 4
521 |2 |CHoPh  [2-"Bok/X-3% & [1142 |2 [CH-Ph  |3-"BokAX-% 4
522 |3 |CH.Ph  [2-"ok X 4 [1143 |3 [CH.Ph  |3-"Bok X% 4
523 |1 |[COMe |[2-"Bokx_ 4t [1144|1 [COMe [3-"Bo X% 2
524 |2 [COMe |[2-"Boksx %t [1145(2 [COMe  |3-"Bop /X% &
525 |3 |COMe |2-"BakK-K 4 [1146 |3 |[COMe  [3-"BopX-FE &
526 |1 |CO-Me |[2-"BoksX-% & [1147 |1 [CO-Me |3-"ZoksX-¥ 2
527 [2 |CO-Me |[2-"BoksX-% £ (1148 (2 [CO-Me |3-"Zok/X-¥ 2
528 |3 |CO-Me |[2-"Zok X 4 [1149 |3 [CO-Me |3-"Zok X% 4
529 |1 |COstBu |[2-"BokfX- 4 [1150 |1 [COstBu |3-"Zok X% 4
530 [2 [CO.tBu [2-Bok K- £ [1151[2 [COxtBu [3-"Z /X -3 &
531 [3 |[CO.tBu [2-Bok X% £ [1152(3 [CO»tBu [3-"Z X -3 &
532 |1 |CONHMe|2-"gok X% & [1153 |1 [CONHMe|3-"3 s X -% &
533 |2 |CONHMe|2-"Bo X % 2 |1154 |2 [CONHMe|3-"3 s X% &
534 |3 |CONHMe |2-"Gok %% £ [1155|3 [CONHMe |3-"3 X -3 &
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535 |1 [SO.Me [2-wgokx- 4 [1156|1 [SO-Me [3-"Zok X -% 4
536 |2 [SO.Me [2-"BokX-# 4 [1157 (2 [SO-Me [3-"ZoiX-% 4
537 |3 [SO.Me |[2-wgokx-# 4 [1158 (3 [SO-Me [3-"ZokX-% 4
538 |1 |SO.NH: |2-BfAK-KA |1159|1 |SO.NH, |3-"GeAX-F K
539 |2 |SO:NH: |2-"BoAX-R & 1160 |2 [SONH: (3-"FoX-RA&
540 |3 |SO:NH: [2-BoAX-RKA& [1161 |3 |SONH: |3-"FokX-F &
541 |1 |H 4ok XA (11621 |H 2-sit ok A
542 2 |H 4-"dok AK-% 4 (1163 (2 |H 2-vit ok A
543 |3 |H 4G K- A |1164 |3 |H D-vib ok A
544 |1 |Me 4Gk X-E A |1165 |1 [Me 2-s ok
545 |2 [Me A-dok X% 4 (1166 2 [Me 2wk ok A
546 |3 |Me 4-"Go XK A [1167 |3 |Me 2-wbuk A
547 |1 |CH-Ph |4-"ZekX-% % 1168 |1 |CH.Ph  [2-wtoi it
548 |2 |[CH.Ph  [4-"BoksX-% 4 |1169 |2 [CH.Ph  [2-etvi it
549 |3 |CH.Ph  [4-"BeksX-% 4 |1170 |3 [CH.Ph  [2-etoi it
550 |1 |[COMe |[4-"BoksX-% & [1171|1 [COMe |2-wt"k it
551 |2 [COMe |[4-"BoksX-% & [1172|2 [COMe [2-wt"k it
552 |3 |[COMe |[4-"%oksX-% £ |1173 |3 [COMe [2-wtos it
553 |1 |CO-Me |[4-"BoksX-% £ |1174|1 [CO-Me |[2-wtok it
554 2 |CO.Me |4-"GakfX-% 4 [1175]2 [CO-Me |[2-at=i 4
555 |3 |CO.Me |4-"%akfK-% 4 [1176 |3 [CO-Me |[2-at75 %
556 |1 |COstBu |4-"GakX-% 4 [1177|1 [COstBu |[2-st=5 4
557 [2 |COxBu |4-"GakX-% 4 [1178 |2 [COstBu |[2-st=a 4
558 |3 |COxtBu |[4-"BoksX-% & [1179 |3 [COxtBu |2-wt"k A
559 |1 |CONHMe |4-"5kX-3% % |1180 |1 [CONHMe|2-vt74 4
560 |2 |CONHMe 4-5 XK & |1181 |2 |CONHMe |2-wtuk ik
561 |3 |CONHMe |4-G XK A [1182 |3 |CONHMe |2-sit7k i
562 |1 |SO:Me [4-"FAR-RKA |1183 |1 |SO.Me [2-wtiik
563 |2 [SO.Me |[4-"BoksX-% & |1184 (2 [SO-Me |2-wtvk it
564 |3 [SO.Me |[4-"BoksX-% & |1185(3 [SO-Me |[2-witvk it
565 |1 |[SO,NH> |[4-"BoksX-3% % |1186 |1 [SO-NH, |2-stvk it
566 |2 |SO,NH> |[4-"BoksX-3% % |1187 |2 [SO-NH, |2-stvk it
567 [3 |SO.NH, [4-"BksX-% 4 [1188(3 [SO.NH, [2-atva
568 |1 |H 2wz A 1189 |1 |H 5-v3] gk A
569 2 |H 2wy K 1190 |2 |H 5.3 Wk g
570 |3 |H 2-vgey 1191 {3 |H 53] Wk g
571 |1 |Me Qv H 1192 |1 [Me 5.3 @k A
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572 |2 [Me D-vwr 3 1193 |2 [Me 5-v3] Wk i
573 |3 |Me 2wy f 1194 |3 |Me 5-v) ek A
574 |1 |CH,Ph [2-w=z &t 1195|1 |CH-Ph |5-w]=k 2
575 |2 |CH,Ph  [2-w=z &t 1196 |2 |CH-Ph  |5-w2]=k 2
576 |3 |CH.Ph |2-=wz ik 1197 |3 |CH.Ph  |5-#3|=k 2
577 |1 |COMe |2-w&wz % 1198 |1 |[COMe  |5-7]= &
578 |2 |[COMe  |2-w&wz 1199 |2 [COMe  |5-7]= 4
579 |3 |[COMe |2-w&wz % 1200 |3 [COMe  |5-v] = 4
580 |1 [COMe |[2-=%vz it 1201 |1 |[CO.Me  |5-"3]= %
581 |2 [COMe |[2-=%vz i 1202 |2 [CO.Me  |5-v3] = %
582 [3 |[CO.Me |[2-"wz 4 1203 |3 |CO,Me  |5-v3] %k #
583 |1 |COxBu |2-vFwz 1204 |1 |COstBu |5-73] =k &
584 (2 |COxBu |2-vFwz 1205 |2 |COstBu |5-8] %k 4
585 [3 |COtBu |2-=wz & 1206 |3 [COtBu |5-73] =k &
586 |1 |CONHMe |2-mwz 4 1207 |1 |CONHMe|5-3] = 4
587 |2 |CONHMe |2-#wz i 1208 |2 |CONHMe |5-73] =k 2
588 |3 |CONHMe |2-=wz i 1209 |3 |CONHMe|5-v3] = &
589 [1 [SO-Me |p-wwz 1210 |1 [SO-Me |5-v=k 4
[0487]  |590 [2 |SO.Me |2-wFwz it 1211 |2 |SO-Me  |5-93| % %
591 [3 [SO-Me |2-"v"g % 12123 |SO:Me  |5-v8] %k &
592 |1 [SO.NH, |2-wFwz 1213 |1 [SO-NH, |5-v3]=k &
593 [2 |SO,NH, |2-=wz & 12142 |SO.NH, |5-#2]=k 2
594 [3 [SO,.NH, [2-wwz 1215(3 |SO.NH, |5-72]=k &
595 |1 |H 2- % &% _1H- %(1216|1 |H 1H- 3R 5 [d] K4
FH[d]Rd-4-K 4-%
596 (2 [H 2-w # _1H-%/1217]2 [H 1H-R FF [d]"K &
F[d]Kek-4- K 4-%
597 |3 |H 2- ¥ % -1H- %1218 |3 H 1H-3K 5 [d]"R =&
F[d]Fod-4- K 4-%
598 [1 |Me 2- % # -1H- %/1219|1 |Me 1H-R FF [d]"R =&
FH[d]Kee-4- % 4-3%
599 2 |Me 2- ¥ % -1H- %1220 |2 |Me IH-3R 5 [d]"K
FH[d]Rd-4-K 4-%
600 [3 |Me 2- % & _1H- %1221 (3 |Me 1H- 3R 5 [d] K =4
FH[d]Rd-4-K 4-%
601 |1 |CH,Ph  [2- ¥ # -1H- % (1222 |1 |CH,Ph  |1H-3 Jf[d]k =
H[d]R -4 4-%
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602 CH,Ph  [2- ¥ % -1H- %|1223 (2 |CH,Ph  |1H-3 H[d]%k =%
FF[d]PK e -4- 4-%

603 CH,Ph  [2- ¥ % -1H- %[1224 (3 |CH,Ph  |1H-% J[d]%k =%
FF[d]PR e -4- 4-%

604 COMe [2- 7 4 -1H- 3£ [1225|1 |COMe  |1H-3k H[d]%k &
FF[d]PK-4- 4-%

605 COMe [2- % # _1H- %[1226[2 |[COMe |1H-3% #[d]=k =%
F[d]K k-4 4-%&

606 COMe [2- ¥ A -1H- %1227 (3 |COMe  |1H-% Jf[d]%k =
FF[d]ok o -4- 2K 4-%

607 CO:Me [2- ¥ # -1H- %|1228 [1 |CO.Me |1H-3 #[d]%k "%
I [d]okk-4- K 4-%

608 CO.Me [2- ¥ # -1H- %1229 (2 |COMe |1H-3 H[d]%k =
F[d]K k-4 4-%

609 CO:Me [2- ¥ # -1H- %1230 (3 |CO.Me |1H-3 4 [d]%k "%
F[d]PRed-4-2 4-K

610 COxtBu [2- ¥ # -1H- %1231 (1 |COxtBu |1H-3 H [d]%k "%
F[d]krk-4- 4 -4-%&

611 COxtBu |[2- ¥ % _-1H- %[1232]2 |[COxBu |1H-3% H#[d]%k =
FF[d]k o -4- 2K 4-%

612 COxBu [2- 7 4 -1H- 3£ (1233 |3 |COxtBu  |1H-3k H [d]%k &
FF[d]k 4 -4- 25 4-%

613 CONHMe|2- ¥ # -1H- %1234 |1 |CONHMe |[H-3% # [d]% =&
F[d]krk-4- 4 -4-4&

614 CONHMe [2- 7 # -1H- % (1235 |2 |CONHMe | 1H- % # [d]% =&
FF[d]k o -4- 2 4-%

615 CONHMe|2- ¥ # -1H- 3 1236 |3 |CONHMe |1H-3% # [d]%k &
FF[d]2k 4 -4- 25 4-%

616 SO.Me |2- ¥ & -1H- K |1237 |1 |SOMe | 1H-3KJH [d]*K&
FF[d]PK-4- 4-%

617 SO:-Me [2- ¥ 4 -1H- 3£ (1238 |2 |SO.Me  |1H-3k H [d]%k *&
FF[d]ok o -4- 2K 4-%

618 SO-Me [2- ¥ # -1H- % (12393 |SO:Me |1H-3k H[d]=k &
I [d]kk-4- X 4-%

619 SO.NH, [2- % # _1H- %[1240|1 [SO,NH, |1H-3% H[d]"k
FF[d] ok -4- 2K 4-%

620 SO.NH, |2- 7 A -1H- KX |1241 |2 |SO,NH, |1H-X H[d]*k&
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F[d]Red-4- K 4-%
[0489] 621 |3 |SO.NH> |[2- ¥ # -1H- 3 (12423 |SO,NH: |1H-3k #[d]" "¢
F[d]R e -4- K 4-%

[0490]  ZREIVESE T 5 (AR HAT 0 (XTI L &

R“N R1a

[0491] R
T
(XIX) ! NNque

[0492]  mHL ATZG RIS, Qe N SGR3HIATE X

[0493] 33
%{:‘E] n R Rla Rlb Rlc Rld
1 1 H H H H H
2 2 |H H H H H
3 3 |H H H H H
4 1 |Me H H H H
5 2 | Me H H ) H
6 3 | Me H H H H
7 1 | CH-Ph H H H H
8 2 | CH,Ph H H. H. H
9 3 | CH,Ph H H H H
10 1 |COMe H H H H
11 2 | COMe H H H. H
12 3 | COMe H H H H
13 1 | COMe H H H H
[0494] 14 2 | COMe H H H H
15 3 | COMe H H H H
16 I | CO-tBu H H H H
17 2 | COxtBu H H H H
18 3 | COxtBu H H H H
19 1 | CONHMe | H H ) H
20 2 |CONHMe | H H H H
21 3 |CONHMe | H H H H
. 1 | SO-Me H H. H. H
23 2 | SO.Me H H H H
24 3 | SO:Me H H H H
25 1 |SO,NH> |H H H. H
26 2 |SO.NH, |H H H H
23 3 |SO.NH, |H H H H
28 1 |H H H. OH H

75



CN 110177776 B

i

B B

61/169 T

[0495]

29 2 |H H H OH H
30 3 |H H H OH H
31 1 | Me H H OH H
32 2 | Me H H OH H
33 3 |Me H H OH H
34 1 | CH>Ph H H OH H
35 2 | CH,Ph H H OH H
36 3 | CH,Ph H H OH H
37 1 |COMe H H OH H
38 2 | COMe H H OH H
39 3 | COMe H H OH H
40 1 | COMe H H OH H
41 2 | COMe H H OH H
42 3 | COMe H H OH H
43 1 | COstBu H H OH H
44 2 | CO,tBu H H OH H
45 3 | CO,tBu H H OH H
46 1 |CONHMe | H H OH H
47 2 |CONHMe | H H OH H
48 3 |CONHMe | H H OH H
49 1 | SO-Me H H OH H
50 2 | SO.Me H H OH H
51 3 | SO,Me H H OH H
o 1 |SO.NH, |H H OH H
53 2 |[SO,NH>. |H H OH H
54 3 |SO.NH> |H H OH H
55 1 |H H H OMe H
56 2 |H H H OMe H
57 3 |H H H OMe H
38 1 | Me H H OMe H
59 2 | Me H H OMe H
60 3 | Me H H OMe H
61 1 | CH,Ph H H OMe H
62 2 | CH,Ph H H OMe H
63 3 | CH,Ph H H OMe H
64 1 |COMe H H OMe H
65 2 |COMe H H OMe H
66 3 | COMe H H OMe H
67 1 | CO-Me H H OMe H
68 2 | COMe H H OMe H
69 3 | COMe H H OMe H
70 1 | CO-tBu H H OMe H
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[0496]

71 2 | COxtBu H H OMe H
T 3 | COstBu H H OMe H
73 1 |CONHMe |H H OMe H
74 2 |CONHMe |H H OMe H
75 3 |CONHMe | H H OMe H
76 1 | SO-Me H H OMe H
77 2 | SO.Me H H OMe H
78 3 | SO,Me H H OMe H
79 1 |[SO,NH, |H H OMe H
80 2 |SO,NH, |H H OMe H
81 3 |SO.NH> |H H OMe H
82 1 |H H H Me H
83 2 |H H H Me H
84 3 |H H H Me H
85 1 | Me H H Me H
86 2 |Me H H Me H
87 3 |Me H H Me H
88 1 | CH,Ph H H Me H
89 2 | CH,Ph H H Me H
90 3 | CH,Ph H H Me H
91 1 | COMe H H Me H
92 2 | COMe H H Me H
93 3 | COMe H H Me H
04 1 | COMe H H Me H
95 2 | COMe H H Me H
96 3 | COMe H H Me H
97 1 | CO-tBu H H Me H
08 2 | COstBu H H Me H
99 3 | COxtBu H H Me H
100 |1 |CONHMe | H H Me H
101 2 |CONHMe H H Me H
102 |3 |CONHMe | H H Me H
103 |1 |SO,Me H H Me H
104 |2 |SO-Me H H Me H
105 |3 |SO-Me H H Me H
106 |1 |SO.NH> |H H Me H
107 |2 |SO.NH> |H H Me H
108 |3 |SO.NH, |H H Me H
109 |1 |H H H CF; H
110 |2 |H H H CF; H
111 |3 |H H H CF; H
112 |1 |Me H H CF; H
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[0497]

113 |2 |Me H H CF3 H
114 |3 |Me H H CF; H
115 |1 |CH,Ph H H CF; H
116 |2 |CH,Ph H H CF; H
117 |3 | CH,Ph H H CF3 H
118 |1 |COMe H H CF; H
119 |2 |COMe H H CF; H
120 |3 | COMe H H CF; H
121 1 | COMe H H CF; H
123 |3 | CO:Me H H CF; H
124 |1 | COxtBu H H CF; H
125 |2 | CO:tBu H H CF; H
126 |3 | COstBu H H CF; H
127 |1 |CONHMe H H CF; H
128 |2 |CONHMe H H CF; H
129 |3 |CONHMe | H H CF; H
130 |1 | SO-Me H H CFs H
131 |2 | SO-Me H H CF3 H
132 |3 | SO-Me H H CF; H
133 |1 |[SO,NH, |H H CF; H
134 |2 |SO.NH, |H H CF; H
135 |3 [SO.NH, |H H CF; H
136 |1 |H H H F H
137 |2 |H H H F H
138 |3 |H H H F H
139 |1 |Me H H F H
140 |2 |Me H H F H
141 |3 |Me H H F H
142 |1 | CH,Ph H H F H
143 |2 | CH:Ph H H F H
144 |3 | CH,Ph H H F H
145 |1 |COMe H H P H
146 |2 |COMe H H F H
147 |3 |COMe H H F H
148 |1 |CO:Me H H F H
149 |2 | CO:Me H H F H
150 |3 |CO:Me H H F H
151 1 | CO-tBu H H F H
152 |2 | COxtBu H H F H
153 |3 | CO-tBu H H F H
154 |1 |CONHMe H H F H
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[0498]

155 |2 |CONHMe H H F H
156 |3 |CONHMe | H H F H
157 |1 | SO:Me H H F H
158 |2 |SO-Me H H F H
159 |3 [SO:Me H H F H
160 |1 |[SO.NH, |H H F H
161 |2 |SO:NH, |H H F H
162 |3 |SO,NH, |H H F H
163 |1 |H H H Cl H
164 |2 |H H H Cl H
165 |3 |H H H Cl H
166 |1 |Me H H il H
167 |2 |Me H H Cl H
168 |3 |Me H H Cl H
169 |1 |CH,Ph H H Cl H
170 |2 | CH,Ph H H Ll H
171 |3 | CH,Ph H H i H
172 |1 |COMe H H Cl H
173 |2 |COMe H H Cl H
174 |3 |COMe H H Ll H
175 |1 |CO-Me H H Cl H
176 |2 |CO-Me H H Cl H
177 |3 |COMe H H 0l H
178 |1 | COstBu H H Cl H
179 |2 | COxtBu H H Cl H
180 |3 | COxtBu H H Cl H
181 |1 |CONHMe | H H Cl H
182 |2 |CONHMe H H Cl H
183 |3 |CONHMe | H H Cl H
184 |1 |SOMe H H Cl H
185 |2 |SO-Me H H Cl H
186 |3 |SO-Me H H Cl H
187 |1 |SO.NH, |H H &) H
188 |2 |SO.NH, |H H Ll H
189 |3 |SO.NH, |H H Cl H
190 |1 |H KL H CN H
191 |2 |H H H CN H
192 |3 |H H H CN H
193 |1 |Me H H CN H
194 |2 |Me H H CN H
195 |3 [Me H H CN H
196 |1 |CH.Ph H H CN H
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197 |2 [CHyPh H H CN H
198 |3 | CH,Ph H H CN H
199 |1 |COMe H H CN H
200 |2 |COMe H H CN H
201 |3 |COMe H H CN H
202 |1 [CO:Me H H CN H
203 |2 |CO:Me H H CN H
204 |3 | COMe H H CN H
205 |1 [COsxtBu |H H CN H
206 |2 [COstBu |H H CN H
207 |3 | COxtBu H H CN H
208 |1 [CONHMe | H H CN H
209 |2 [CONHMe | H H CN H
210 |3 [CONHMe | H H CN H
211 |1 [SO:Me H H CN H
212 |2 [SOMe H H CN H
213 |3 | SO:Me H H CN H
214 |1 |SO:NH, |H H CN H
215 |2 |SO:NH, |H H CN H
216 |3 [SO.NH, |H H CN H

[0499] 217 |1 |H H OH H H
218 |2 |H H OH H H
219 |3 |H H OH H H
220 |1 [Me H OH H H
221 |2 [Me H OH H H
222 |3 |Me H OH H H
223 |1 [CH;Ph H OH H H
224 |2 | CHyPh H OH H H
225 |3 |CH,Ph H OH H H
226 |1 |COMe H OH H H
227 |2 [COMe H OH H H
228 |3 [COMe H OH H H
229 |1 [CO:Me H OH H H
230 |2 | CO:Me H OH H H
231 |3 [|CO:Me H OH H H
232 |1 [COsxtBu |H OH H H
233 |2 |COxBu | H OH H H
234 |3 | COstBu H OH H H
235 |1 [CONHMe | H OH H H
236 |2 [CONHMe | H OH H H
237 |3 [CONHMe | H OH H H
238 |1 [SO:Me H OH H H
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239 |2 | SOMe H OH H H
240 |3 | SO,Me H OH H H
241 |1 |SO,NH, |H OH H H
242 |2 |SO.NH, |H OH H H
243 |3 |SO.NH, |H OH H H
244 |1 |H H OMe H H
245 |2 |H H OMe H H
246 (3 |H H OMe H H
247 |1 |Me H OMe H H
248 |2 | Me H OMe H H
249 |3 | Me H OMe H H
250 |1 |CH,Ph H OMe H H
251 |2 |CH,Ph H OMe H H
252 |3 | CH,Ph H OMe H H
253 |1 |COMe H OMe H H
254 |2 |COMe H OMe H H
255 |3 |COMe H OMe H H
256 |1 | COMe H OMe H H
257 |2 | COMe H OMe H H
258 |3 | COMe H OMe H H

[0500] 259 |1 | COstBu H OMe H H
260 |2 | CO,tBu H OMe H H
261 |3 | COstBu H OMe H H
262 |1 | CONHMe |H OMe H H
263 |2 |CONHMe |H OMe H H
264 |3 |CONHMe | H OMe H H
265 |1 |SO-Me H OMe H H
266 |2 | SO-Me H OMe H H
267 |3 | SO.Me H OMe H H
268 |1 |SO.NH, |H OMe H H
269 (2 |[SO.NH, |H OMe H H
270 |3 |SO.NH, |H OMe H H
271 |1 |H H Me H H
272 (2 |H H Me H H
273 |3 |H H Me H H
274 |1 |Me H Me H H
275 |2 |Me H Me H H
276 |3 |Me H Me H H
277 |1 |CH,Ph H Me H H
278 |2 | CH,Ph H Me H H
279 |3 |CH,Ph H Me H H
280 |1 |COMe H Me H H
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281 |2 |COMe H Me H H
282 |3 |COMe H Me H H
283 1 | COMe H Me H H
284 |2 | CO,Me H Me H H
285 |3 | CO.Me H Me H H
286 |1 | CO-tBu H Me H H
287 |2 | COxtBu H Me H H
288 |3 | COstBu H Me H H
289 |1 |CONHMe |H Me H H
290 |2 |CONHMe |H Me H H
291 |3 |CONHMe |H Me H H
292 |1 | SO-Me H Me H H
293 |2 | SO-Me H Me H H
294 |3 | SO-Me H Me H H
295 |1 |SO-NH>. |H Me H H
296 |2 |SO-NH, |H Me H H
297 |3 | SO-NH» H Me H H
298 |1 |H H CF; H H
299 (2 |H H CF; H H
300 |3 |H H CF; H H
301 1 | Me H CF; H H

0501 3 T2 [Me H CF, H H
303 |3 |Me H CF; H H
304 |1 |CH-Ph H CF; H H
305 |2 |CHzPh H CF; H H
306 |3 |CHyPh H CF; H H
307 |1 |COMe H CF; H H
308 |2 |COMe H CF; H H
309 |3 |COMe H CF; H H
310 |1 |CO-Me H CF; H H
311 2 | COMe H CF; H H
312 |3 |COMe H CF; H H
313 |1 |CO-tBu H CF; H H
314 |2 | CO-tBu H CF; H H
315 |3 | CO-tBu H CF; H H
316 |1 |CONHMe |H CF; H H
317 |2 |CONHMe | H CF; H H
318 |3 |CONHMe |H CF; H H
319 1 | SO-Me H CF; H H
320 |2 |SO-Me H CF; H H
321 3 | SO Me H CF; H H
322 |1 |SO-NH, |H CF; H H
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323 |2 |SO.NH. |H CF; H H
324 |3 |SO.NH. |H CF; H H
325 (1 |H H F H H
326 (2 |H H F H H
327 (3 |H H F H H
328 |1 |Me H F H H
329 (2 |Me H F H H
330 |3 |Me H F H H
331 |1 |CH,Ph H F H H
332 |2 |CH,Ph H F H H
333 |3 |CHyPh H F H H
334 |1 |COMe H F H H
335 |2 |COMe H F H H
336 |3 |COMe H F H H
337 |1 |COMe H F H H
338 [2 |CO-Me H F H H
339 |3 | CO-Me H F H H
340 |1 |COstBu H F H H
341 |2 | CO-tBu H F H H
342 |3 | CO-tBu H F H H
343 |1 |CONHMe |H F H H

[0502]

344 |2 |CONHMe | H F H H
345 |3 |CONHMe H F H H
346 |1 |SO-Me H F H H
347 |2 | SO-Me H F H H
348 |3 | SO:Me H F H H
349 |1 |SO.NH, |H F H H
350 |2 |SO.NH,. |H F H H
351 |3 |SO.NH. |H F H H
352 (1 |H H Cl H H
353 (2 | H H Cl H H
354 (3 |H H Cl H H
355 |1 |Me H Cl H H
356 |2 |Me H Cl H H
357 |3 |Me H Cl H H
358 |1 |CH,Ph H Cl H H
359 |2 |CH,Ph H Cl H H
360 |3 |CH-Ph H Cl H H
361 |1 |COMe H Cl H H
362 |2 |COMe H Cl H H
363 |3 |COMe H Cl H H
364 |1 |CO-Me H Cl H H
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365 |2 |CO:Me H Cl H H
366 |3 |COMe H Cl H H
367 |1 | COytBu H Cl H H
368 |2 |[COxtBu |H Cl H H
369 |3 | COsxtBu H Cl H H
370 |1 |CONHMe H Cl H H
371 |2 |CONHMe H Cl H H
372 |3 |CONHMe | H Cl H H
373 |1 |SOMe H Cl H H
374 |2 | SO,Me H Ll H H
375 |3 | SOMe H Cl H H
376 |1 |SO.NH, |H Cl H H
377 |2 |[SO.NH, |H | H H
378 |3 |SO.NH, |H Cl H H
379 |1 |H H CN H H
380 |2 |H H CN H H
381 |3 |H H CN H H
382 |1 |[Me H CN H H
383 |2 |[Me H CN H H
384 |3 |Me H CN H H

[0503] 385 |1 |CH,Ph H CN H H
386 |2 | CH,Ph H CN H H
387 |3 | CH,Ph H CN H H
388 |1 |COMe H CN H H
389 |2 |COMe H CN H H
390 |3 |COMe H CN H H
391 |1 |COMe H CN H H
392 |2 | COMe H CN H H
393 |3 |COMe H CN H H
394 |1 |COxBu |H CN H H
395 |2 [COxtBu  |H CN H H
396 |3 | COsxtBu H CN H H
397 |1 |CONHMe | H CN H H
398 |2 |CONHMe H CN H H
399 |3 |CONHMe H CN H H
400 |1 |SO;Me H CN H H
401 |2 | SOMe H CN H H
402 |3 | SO:Me H CN H H
403 |1 |SO.NH, |H CN H H
404 |2 |SONH, [H CN H H
405 |3 |[SO,NH, |H CN H H

[0504]

AP SE T3 S Am R (XX ) &)
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R~N i R'2 R1®

[0505] P J?Rn

SO
(XX) n N R1d

[0506]  wl LRI 2 HIERIE A, anfe P SCGRAHAITAE X o

[0507] K4
Entry |[n |R R'® R!P Rl R
1 1 ' H H H H H
Z 2 |H H H H H
3 3 |H H H H H
4 1 | Me H H H H
5 2 | Me H H H H
6 3 | Me H H H H
7 1 | CH,Ph H H H H
8 2 | CH;Ph H H H H
9 3 | CH,Ph H H H H
10 1 | COMe H H H H
11 2 | COMe H H H H
12 3 |COMe H H H H
13 1 | CO-Me H H H H
14 2 | COMe H H H H
15 3 | CO-Me H H H H
16 1 | CO,tBu H H H H

[0508]
17 2 | COxtBu H H H H
18 3 | COxtBu H H H H
19 1 | CONHMe | H H H H
20 2 |CONHMe | H H H H
21 3 | CONHMe | H H H H
22 1 | SO.Me H H H H
23 2 | SO,Me H H H H
24 3 | SO-Me H H H H
23 1 |SO.NH, |H H H H
26 2 |SO:NH, |H H H H
27 3 |SOoNH, |H H H H
28 1 ' H H H OH H
29 2 |H H H OH H
30 3 |H H H OH H
2l 1 | Me H H OH H
32 2 | Me H H OH H
33 3 | Me H H OH H
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[0509]

34 1 | CH>Ph H H OH H
35 2 | CH,>Ph H H OH H
36 3 | CH,>Ph H H OH H
¥ 1 | COMe H H OH H
38 2 | COMe H H OH H
39 3 | COMe H H OH H
40 1 | CO-Me H H OH H
41 2 | CO,Me H H OH H
42 3 | COMe H H OH H
43 1 | CO-tBu H H OH H
44 2 | COstBu H H OH H
45 3 | COxtBu H H OH H
46 1 | CONHMe H H OH H
47 2 | CONHMe | H H OH H
48 3 | CONHMe | H H OH H
49 1 | SO,Me H H OH H
50 2 | SO-Me H H OH H
51 3 | SO,Me H H OH H
) 1 |SO.NH> |H H OH H
53 2 |SO.NH, |H H OH H
54 3 | SO,.NH, H H OH H
55 1 |H H H OMe H
56 2 |H H H OMe H
) 3 |H H H OMe H
58 I | Me H H OMe H
39 2 | Me H H OMe H
60 3 | Me H H OMe H
61 1 | CH,Ph H H OMe H
62 2 | CH,Ph H H OMe H
63 3 | CH,Ph H H OMe H
64 1 | COMe H H OMe H
65 2 | COMe 5] 5 OMe H
66 3 | COMe H H OMe H
67 1 | CO-Me H H OMe H
68 2 | CO,Me H H OMe H
69 3 | COMe H H OMe H
70 1 | COsxtBu H H OMe H
71 2 | CO»tBu H H OMe H
) 3 | COstBu H H OMe H
73 1 | CONHMe | H H OMe H
74 2 | CONHMe H H OMe H
75 3 | CONHMe |H H OMe H
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[0510]

76 1 | SO-Me H H OMe H
77 2 [ SO,Me H H OMe H
78 3 | SO,Me H H OMe H
79 I |SO.NH, |H H OMe H
80 2 |SO;NH, |H H OMe H
81 3 |SO.NH, |H H OMe H
82 1 |H H H Me H
83 2 |H H H Me H
84 3 |H H H Me H
85 1 | Me H H Me H
86 2 | Me H H Me H
87 3 | Me H H Me H
88 1 | CH,Ph H H Me H
89 2 | CH,Ph H H Me H
90 3 | CH,Ph H H Me H
91 1 | COMe H H Me H
92 2 | COMe H H Me H
93 3 | COMe E. I Me H
94 1 | COMe H 15 Me H
95 2 | CO-Me H H Me H
96 3 | CO,Me H H Me H
97 1 | COstBu H H Me H
98 2 | COstBu H H Me H
99 3 | COxtBu H H Me H
100 |1 |CONHMe | H H Me H
101 |2 |CONHMe | H H Me H
102 |3 |CONHMe |H H Me H
103 I | SO.Me H H Me H
104 |2 | SO,Me . H Me H
105 |3 | SOMe H H Me H
106 |1 |SO.NH, |H H Me H
107 |2 |SO.NH, |H H Me H
108 |3 |SO.NH, |H H Me H
109 |1 |H H H CF; H
110 |2 |H H H CF; H
111 |3 |H H H CF; H
112 |1 |Me H H CF; H
113 |2 |Me H H CF; H
114 |3 |Me H H CF; H
115 |1 |CH,Ph H H CF; H
116 |2 | CH,Ph H H CF; H
117 |3 |CH,Ph H H CF; H
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[0511]

118 |1 |COMe H H CF; H
119 |2 | COMe H H CF; H
120 |3 |COMe H H CF; H
121 |1 |CO-Me H H CF; H
122 |2 |CO-Me H H CF; H
123 |3 | CO:Me H H CF; H
124 |1 | COstBu H H CF; H
125 |2 | COstBu H H CF; H
126 |3 | COstBu H H CF; H
127 |1 |CONHMe |H H CF; H
128 |2 |CONHMe |H H CF; H
129 |3 | CONHMe |H H CF; H
130 |1 | SO:Me H H CF; H
131 |2 | SO:Me H H CF; H
132 |3 | SO,Me H H CF; H
133 |1 |SO.NH, |H H CF; H
134 |2 |SO,NH, |H H CF; H
135 |3 |SO.NH, |H H CF; H
136 |1 |H H H F H
137 |2 |H H H F H
138 |3 |H H H F H
139 |1 |Me H H F H
140 |2 |Me H H F H
141 |3 |Me H H F H
142 |1 | CH,Ph H H F H
143 |2 | CH,Ph H H F H
144 |3 | CH>Ph H H F H
145 |1 |COMe H H F H
146 |2 | COMe H H F H
147 |3 | COMe H H F H
148 |1 [ CO-Me H H F H
149 |2 | COMe H H F H
150 |3 | CO,Me H H F H
151 |1 |COstBu H H F H
152 |2 | COstBu H H F H
153 |3 | COstBu H H F H
154 |1 |CONHMe |H H F H
155 |2 |CONHMe |H H F H
156 |3 |CONHMe |H H F H
157 |1 | SO:Me H H F H
158 |2 | SO,Me H H F H
159 |3 | SO:Me H H F H
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[0512]

160 |1 [SO.NH, [|H H F H
161 |2 |SO.NH, |H H F H
162 |3 |[SO;NH, ' H H F H
163 |1 |H H H Cl H
164 |2 |H H H Cl H
165 |3 |H H H Cl H
166 |1 |Me H H Cl H
167 |2 |Me H H Cl H
168 |3 |Me H H Cl H
169 |1 | CH,Ph H H Cl H
170 |2 | CH:Ph H H Cl H
171 |3 | CHzPh H H Cl H
172 |1 |COMe H H Cl H
173 |2 |COMe H H Cl H
174 |3 | COMe H H Cl H
175 |1 | COMe H H Cl H
176 |2 | COMe H H Cl H
177 |3 | CO:Me H H Cl H
178 |1 [COx;tBu |H H Cl H
179 |2 |COx;tBu |H H Cl H
180 |3 |COx;tBu |H H Cl H
181 |1 |CONHMe H H Cl H
182 |2 |CONHMe H H Cl H
183 |3 | CONHMe |H H Cl H
184 |1 |SO-Me H H Cl H
185 |2 | SO:Me H H Cl H
186 |3 | SO,Me H H Cl H
187 |1 |SO.NH, |H H Cl H
188 |2 |SO.NH, [H H Cl H
189 |3 |SO.NH, |H H Cl H
190 |1 |H H H CN H
191 |2 |H H H CN H
192 [3 |H H H CN H
193 |1 |Me H H CN H
194 |2 | Me H H CN H
195 |3 |[Me H H LN H
196 |1 | CH>Ph H H CN H
197 |2 | CH,Ph H H CN H
198 |3 | CH,Ph H H CN H
199 |1 |COMe H H CN H
200 |2 | COMe H H CN H
201 |3 | COMe H H CN H

89



CN 110177776 B -IH' EH :F; 75/169 HL
202 |1 |COMe H H CN H
203 |2 | CO-Me H H CN H
204 |3 |CO-Me H H CN H
205 |1 |CO;tBu | H H CN H
206 |2 |[COtBu | H H CN H
207 |3 |COxtBu | H H CN H
208 |1 |CONHMe H H CN H
209 |2 |CONHMe H H CN H
210 |3 |CONHMe H H CN H
211 |1 | SOMe H H CN H
212 |2 | SOMe H H CN H
213 |3 | SOMe H H CN H
214 |1 |SO;NH, |H H CN H
215 |2 |SO;NH, | H H CN H
216 |3 |SO,NH, | H H CN H
217 |1 |H H OH H H
218 |2 |H H OH H H
219 |3 |H H OH H H
220 |1 |Me H OH H H
221 |2 |Me H OH H H

[0513] 222 |3 | Me H OH H H
223 |1 | CH,Ph H OH H H
224 |2 | CH,Ph H OH H H
225 |3 | CHyPh H OH H H
226 |1 |COMe H OH H H
227 |2 |COMe H OH H H
228 |3 |COMe H OH H H
229 |1 | CO-Me H OH H H
230 |2 | CO-Me H OH H H
231 |3 | CO:Me H OH H H
232 |1 |COxtBu | H OH H H
233 |2 |[COxtBu | H OH H H
234 |3 |COx;tBu | H OH H H
235 |1 |CONHMe H OH H H
236 |2 |CONHMe H OH H H
237 |3 |CONHMe H OH H H
238 |1 | SOMe H OH H H
239 |2 | SOMe H OH H H
240 |3 | SO,Me H OH H H
241 |1 [SO:NH; |H OH H H
242 |2 |SO,NH, |H OH H H
243 |3 |SO,NH, | H OH H H
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244 |1 |H H OMe H H
245 |2 |H H OMe H H
246 |3 |H H OMe H H
247 |1 |Me H OMe H H
248 |2 | Me H OMe H H
249 |3 |Me H OMe H H
250 |1 | CH>Ph H OMe H H
251 |2 | CH,Ph H OMe H H
252 |3 | CH,Ph H OMe H H
253 |1 |COMe %) OMe H H
254 |2 | COMe 5 OMe H H
255 |3 | COMe H OMe H H
256 |1 | CO-Me H OMe H H
257 |2 | COMe H OMe H H
258 |3 | COMe H OMe H H
259 |1 | COstBu H OMe H H
260 |2 | COstBu H OMe H H
261 |3 | COxtBu E. OMe H H
262 |1 |CONHMe |H OMe H H
263 |2 |CONHMe |H OMe H H

[0514] 264 |3 |CONHMe |H OMe H H
265 |1 |SO:Me Bl OMe H H
266 |2 | SO.Me H OMe H H
267 |3 | SO-Me H OMe H H
268 |1 |SO.NH, |H OMe H H
269 |2 |SO.NH, |H OMe H H
270 |3 |SO.NH, |H OMe H H
271 1 |H H Me H H
272 |2 |H . Me H H
273 |3 |H H Me H H
274 I | Me H Me H H
275 |2 |Me 5 Me H H
276 |3 |Me - Me H H
277 |1 | CH,Ph H Me H H
278 |2 | CH,Ph H Me H H
279 |3 | CH,Ph =) Me H H
280 |1 |COMe H Me H H
281 |2 | COMe H Me H H
282 |3 | COMe H Me H H
283 |1 | COMe H Me H H
284 |2 | CO-Me H Me H H
285 |3 | COMe H Me H H
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286 |1 | CO»tBu H Me H H
287 |2 | CO-tBu H Me H H
288 |3 | CO,tBu H Me H H
289 |1 |CONHMe |H Me H H
290 |2 |CONHMe |H Me H H
291 |3 |CONHMe |H Me H H
292 |1 | SO.Me H Me H H
293 |2 | SOMe /) Me H H
294 |3 | SO.Me H Me H H
295 |1 |SO.NH, |H Me H H
296 |2 |SO.NH, |H Me H H
297 |3 |SO.NH, |H Me H H
298 |1 |H H CF; H H
299 |2 |H H CF; H H
300 (3 |H H CF; H H
301 |1 |Me H CF; H H
302 |2 | Me H CF; H H
303 |3 |Me H CF; H H
304 |1 |CH>Ph H CF; H H
305 |2 | CH»Ph H CF; H H

[0515] 306 |3 | CH-Ph H CF; H H
307 |1 |COMe H CF; H H
308 |2 |COMe H CF; H H
309 |3 | COMe H CF; H H
310 |1 | CO:Me H CF; H H
311 |2 | CO-Me H CF; H H
312 |3 |CO-Me H CF; H H
313 |1 | COstBu H CF; H H
314 |2 | CO-tBu H CF; H H
315 |3 | COxtBu H CF; H H
316 |1 |CONHMe | H CF; H H
317 |2 |CONHMe |H CF; H H
318 |3 |CONHMe |H CF; H H
319 |1 |SO-Me H CF; H H
320 |2 | SO-Me H CF; H H
321 |3 | SO:Me 15| CF; H H
322 |1 |SO.NH, |H CF; H H
323 |2 |SO.NH> |H CF; H H
324 |3 |SO.NH, |H CF; H H
325 |1 |H H F H H
326 |2 |H H F H H
327 |3 |H H F H H
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[0516]

328 |1 |[Me H F H H
329 |2 |Me H F H H
330 [3 |Me H F H H
331 |1 |CHyPh H F H H
332 |2 | CHyPh H B H H
333 |3 |CHyPh H F H H
334 |1 |COMe H B H H
335 |2 |COMe H F H H
336 |3 |COMe H P H H
337 |1 |COMe H P H H
338 |2 | CO:Me H F H H
339 |3 |CO:Me H F H H
340 |1 |[COstBu | H F H H
341 |2 |COsxBu | H F H H
342 |3 |COstBu | H F H H
343 |1 |CONHMe H F H H
344 |2 |CONHMe H F H H
345 |3 |CONHMe H F H H
346 |1 | SOMe H 13 H H
347 |2 | SOMe H F H H
348 |3 | SO,Me H F H H
349 |1 |[SO,NH, |H F H H
350 |2 |SO;NH, | H F H H
351 |3 |[SO;NH, | H F H H
352 |1 |H H Cl H H
353 |2 |H H Cl H H
354 |3 |H H Cl H H
355 |1 |[Me H Cl H H
356 |2 |Me H Cl H H
357 |3 |[Me H Cl H H
358 |1 | CHyPh H Cl H H
359 |2 |CHyPh H Cl H H
360 |3 | CH,Ph H Cl H H
361 |1 |COMe H Cl H H
362 |2 | COMe H Cl H H
363 |3 |COMe H Cl H H
364 |1 |COMe H Cl H H
365 |2 |COMe H Cl H H
366 |3 |COMe H Cl H H
367 |1 |COxBu |H Cl H H
368 |2 | COstBu H Cl H H
369 |3 [COsx;tBu | H Cl H H
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370 |1 |CONHMe | H L H H
371 |2 |CONHMe H Cl H H
372 |3 | CONHMe | H £l H H
373 |1 | SO.Me H Cl H H
374 |2 | SO,Me H Cl H H
375 |3 | SO:Me H £l H H
376 |1 |SO;NH, |H £l H H
377 |2 |SO,NH, |H Cl H H
378 |3 |SO;NH, |H £l H H
379 |1 |H H CN H H
380 |2 |H H CN H H
381 |3 |H H CN H H
382 |1 |Me H CN H H
383 |2 |Me H CN H H
384 |3 | Me H CN H H
385 |1 | CH.Ph H CN H H
386 |2 | CH,Ph H CN H H

[0517] 387 |3 | CHzPh H CN H H
388 |1 |COMe H CN H H
389 |2 |COMe H CN H H
390 |3 | COMe H CN H H
391 |1 |CO-Me H CN H H
392 |2 |COMe H CN H H
393 |3 |CO:Me H CN H H
394 |1 |[COxtBu  |H CN H H
395 |2 |COxtBu |H CN H H
396 |3 |[COx;tBu |H CN H H
397 |1 |CONHMe H CN H H
398 |2 |CONHMe | H CN H H
399 |3 |CONHMe | H CN H H
400 |1 | SO-Me H CN H H
401 |2 | SO-Me H CN H H
402 |3 | SO-Me H CN H H
403 |1 |SO.NH, |H CN H H
404 |2 |SO.NH, |H CN H H
405 |3 |SO.NH> |H CN H H

[0518]

A BIPESE T S EFR FAA 2 XD L 54
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R-N 00 ria_ R
— 1c
[0519] N//\N 4 ;:l R
(XXD n \’J R1d

[0520] i HC AT 25 FHERIE A, ande R SCRE T E X

[0521]  3£5

[0522] Eatry I R Rl RIP Rl Rl
1 1 H H H H H
2 2 H H H H H
3 3 H H H H H
4 1 Me H H H H
5 2 Me H H H H
6 3 Me H H H H
7 1 CH,Ph H H H H
8 2 CH,Ph H H H H
9 3 CH,Ph H H H H
10 1 COMe H H H H
11 2 COMe H H H H
12 3 COMe H H H H
13 1 COMe H H H H
14 2 COMe H H H H
15 3 COMe H H H H
16 1 C0,tBu H H H H
17 2 C0,tBu H H H H
18 3 C0,tBu H H H H
19 1 CONHMe H H H H
20 2 CONHMe H H H H
21 3 CONHMe H H H H
22 1 SO Me H H H H
23 2 SO Me H H H H
24 3 SO Me H H H H
25 1 SO,NH, H H H H
26 2 SO,NH, H H H H
27 3 SO,NH, H H H H

[0523]  “RfiiE e 56 il BT = (KKTD) L &4
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R~ i R1b
N - R1a -
[0524] NmN 4 '{l Rlc
(XXII)
n R1d

[0525] sl m] 24 FHERE A, dnde N SGER6 R T /E S

[0526] K6

[0527] Entry I R Rl RIP Rl Rl
1 1 H H H H H
2 2 H H H H H
3 3 H H H H H
4 1 Me H H H H
5 2 Me H H H H
6 3 Me H H H H
7 1 CH,Ph H H H H
8 2 CH,Ph H H H H
9 3 CH,Ph H H H H
10 1 COMe H H H H
11 2 COMe H H H H
12 3 COMe H H H H
13 1 CO,Me H H H H
14 2 CO,Me H H H H
15 3 CO,Me H H H H
16 1 C0,tBu H H H H
17 2 C0,tBu H H H H
18 3 C0,tBu H H H H
19 1 CONHMe H H H H
20 2 CONHMe H H H H
21 3 CONHMe H H H H
22 1 S0, Me H H H H
23 2 S0, Me H H H H
24 3 S0, Me H H H H
25 1 SO,NH, H H H H
26 2 SO,NH, H H H H
27 3 SO,NH, H H H H

[0528]  sRGIMESLE /7 5 AR AT (XTTD I 54
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[0529] P
N//\N"R3
(XXI1D)
n
[0530] sk AT 25 FHIERE A, Wide I SGERTHATE X
[0531] 7
% X R? % R?
0s32] 2O — * 8 |0 —
1 0 F3 3 277 |1 4-OH-R %
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2 |2 |0 P 278 (2 |O 4-OH-¥ %
3 |3 |0 ¥4 279 |3 |O 4-OH-¥ %4
4 |1 [S P 280 [1 [S 4-OH-¥ %
5 [2°1s P 281 [2 [S 4-OH-¥ %
6 |3 1S ¥ 282 (3 |[S 4-OH-¥ %
7 |1 |SO F 4 283 |1 [SO 4-OH-¥ %4
8 [2 [so 24 284 |2 [SO 4-OH-% %4
9 |3 |SO ¥4 285 (3 [SO 4-OH-¥ %
10 |1 [SO, ¥ 286 [1 [SO. 4-OH-¥ %
11 |2 [SO, P 287 (2 [SO 4-OH-¥ %
12 |3 [SO, Ty 288 (3 |SO, 4-OH-¥ £
13 |1 |0 3-OH-* % 289 [1 |O 2-OH-¥) 4
14 |2 |0 3-OH-F % 290 |2 |O 2-OH-k &
15 [3 |0 3-OH-¥) 4 291 [3 |O 2-OH-% %
16 |1 |S 3-OH-*F & 292 |1 |S 2-OH-¥ #
17 |2 |S 3-OH-* & 293 |2 |S 2-OH-* %
18 |3 |S 3-OH-F& % 204 |3 |[S 2-OH-¥} A4
19 [1 [SO 3-OH-¥) 4 295 [1 [SO 2-OH-% %
[0533] (20 |2 |SO 3-OH-F & 296 |2 |SO 2-OH-¥ #
21 |3 [SO 3-OH-& % 297 |3 |SO 2-OH-¥ &
22 |1 SO 3-OH- ) % 298 |1 |SO» 2-OH-R &
23 |2 |SO, 3-OH-¥) 4 299 [2 [SO, 2-OH-% %
24 (3 [SO, 3-OH-¥( 4 300 (3 |SO; 2-OH-#% £
25 |1 |0 4-NO,- & % 301 |1 |O 4-OMe-3 %
26 |2 |O 4-NO,-¥ A 302 |2 |O 4-OMe-# %
27 3 |0 4-NO,-¥ % 303 [3 |0 4-OMe-¥ 4
28 |1 |[S 4-NO,-F % 304 |1 |[S 4-OMe-¥ %
29 |2 |S 4-NO,- R % 305 |2 |S 4-OMe-k %
30 |3 [S 4-NO,-¥ i 306 |3 [S 4-OMe-¥ 1
31 |1 |SO 4-NO,-¥ £ 307 |1 [SO 4-OMe-¥ %
32 |2 |SO 4-NO,-R % 308 |2 |SO 4-OMe-¥ %
33 |3 |SO 4-NO,- & % 309 |3 |SO 4-OMe-¥ &
34 |1 [SO, 4-NO»-* A 310 {1 |SO 4-OMe-# %
35 (2 [SO, 4-NO»-k A 311 |2 |SO, 4-OMe-¥ £
36 |3 (SO 4-NO,-F % 312 |3 |SO 4-OMe-¥
37 |1 |O 3-OMe-k # 313 |1 |O 2-OMe- ¥ &
33 |12 |0 3-OMe-¥ £ 314 2 |O 2-OMe-¥ 2
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39 |13 |0 3-OMe-* & 315 |3 |O 2-OMe-¥ 2
40 |1 (S 3-OMe-K % 316 |1 |S 2-OMe-K 2
41 |2 |S 3-OMe-¥ A& 317 |2 |S 2-OMe-% %4
42 |3 [S 3-OMe-k % 318 |3 [S 2-OMe-3 &
43 |1 |SO 3-OMe-F A& 319 |1 (SO 2-OMe-k 4
44 |2 [SO 3-OMe-¥ £ 320 [2 SO 2-OMe-k& A&
45 |3 [SO 3-OMe-¥ £ 321 (3 |SO 2-OMe-¥ A&
46 |1 [SO, 3-OMe-* &4 322 |1 (SO, 2-OMe-* A&
47 |2 (SO, 3-OMe-F A& 323 |2 [SO» 2-OMe-R 3
48 |3 [SO; 3-OMe-F A& 324 |3 (SO, 2-OMe-R
49 |1 |O 4-CN-% & 325 [1 |O 3-CN-R A&
50 |2 |0 4-CN-3F & 326 (2 |O 3-CN-R &
51 |3 |0 4-CN-3} & 327 |3 |O 3-CN-3R
52 |1 |S 4-CN-F A4 328 |1 |S 3-CN-¥ &
53 |2 [S 4-CN-% & 329 [2 [S 3-CN-F A&
54 |3 |S 4-CN-3F A& 330 |3 |S 3-CN-R &
55 |1 (SO 4-CN-3F & 331 |1 (SO 3-CN-R &
56 (2 [SO 4-CN-R % 332 |2 [SO 3-CN-F A&
[0534] |57 |3 [SO 4-CN-¥ %4 333 [3 [SO 3.CN-¥X &
58 |1 [SO; 4-CN-3F & 334 |1 |SO; 3-CN-R &
59 |2 (SO, 4-CN-R & 335 |2 |SO» 3-CN- R &
60 |3 [SO» 4-CN-R % 336 |3 (SO, 3-CN-R &
61 |1 |O 2-CN-R A 337 |1 |O 2-Me-¥ %
62 |2 |0 2-CN-% 4 338 |2 |O 2-Me-R %
63 (3 |O 2-CN-3R % 339 (3 |O 2-Me-¥ %
64 |1 |S 2-CN-R A& 340 |1 |S 2-Me-F %
65 |2 |S 2-CN-K A& 341 |2 |S 2-Me-¥ &%
66 |3 |[S 2-CN-} A& 342 |3 [S 2-Me-¥ &
67 |1 [SO 2-CN-% % 343 [1 [SO 2-Me-3¥ 2%
68 [2 [SO 2-CN-3R % 344 [2 [SO 2-Me-% A&
69 |3 [SO 2-CN-} A& 345 |3 |SO 2-Me-% £
70 |1 [SO; 2-CN-R % 346 |1 |SO» 2-Me-#
71 |2 |SO; 2-CN-F 4% 347 |2 |SO; 2-Me- R %
72 |3 |SO, 2-CN-R A& 348 |3 |SO; 2-Me-F %
73 |1 |O 3-Me-& % 349 (1 |O 4-Me-F
74 |2 |O 3-Me-# & 350 |2 |O 4-Me-% &
75 |3 |O 3-Me-F & 351 |3 |O 4-Me-FR L
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76 |1 |[S 3-Me-¥k £ 352 |1 [S A-Me-% £
77 12 |S 3-Me-¥ £ 353 |2 [S A-Me-% £
78 |3 IS 3-Me- 3k 354 |3 |S 4-Me-R &
79 [1 [SO 3-Me-¥ % 355 [1 [SO 4-Me-% 2
80 |2 [SO 3-Me-¥ £ 356 [2 [SO 4-Me-3% 2
81 |3 [SO 3-Me-¥ £ 357 [3 [SO 4-Me-% £
82 |1 |SO, 3-Me-F % 358 |1 |SO, 4-Me-F
83 |2 SO, 3-Me-& % 359 |2 |SO, 4-Me-% £
84 |3 [SO, 3-Me-# % 360 (3 [SO, 4-Me-¥ %
85 (1 |O 2-F-R & 361 (1 |O 3 F-% 4
86 (2 |0 2-F-R A& 362 (2 |O 3-F-% 4
87 [3 |0 2-F-R 3% 363 |3 |O 3-F-R
88 |1 |S 2-F-k A 364 |1 [S 3-F-% A
89 |2 |S 2-F- R & 365 |2 |S 3-F-R &
9 (3 |S 2-F- R A& 366 (3 |S 3-F-¥ 4
91 |1 [SO 2-F-F A& 367 [1 [SO 3F-E A
92 |2 |SO 2-F-R A 368 |2 |SO 3-F-R &
93 |3 [SO 2-F-R & 369 [3 [SO 3-F-% &

[0535] |94 |1 [SO, 2-F-k & 370 [1 [SO, 3F-E &
95 |2 |SO, 2-F- R & 371 [2 [SO» 3F-E
9 |3 (SO 2-F-R A& 372 3 [SO; -
97 |1 |O 4-F- R A& 373 |1 |O 2-Cl- ¥ #
98 [2 |O 4-F-% % 374 2 |O 2-Cl- ¥ A&
99 (3 |O 4-F- % 375 [3 |O 2-Cl- &
100 |1 |S 4-F-R % 376 |1 |S 2-Cl- ¥ #
101 {2 |S 4-F- R K 377 |2 |S 2-Cl-R &
102 |3 |S 4-F-F % 378 |3 |S 2-Cl-R &
103 |1 |SO 4-F-R A 379 |1 |SO 2-Cl-¥ %
104 [2 [SO 4-F-F K 380 |2 [SO 2-Cl- ¥ &
105 |3 |SO 4-F-R 381 (3 |SO 2-Cl-¥ %
106 (1 |SO- 4-F-¥ 4 382 [1 [SO; 2-Cl- ¥ 4
107 {2 |SO; 4-F-F % 383 2 |SO, 2-Cl- R %
108 |3 [SO, 4-F-F % 384 (3 [SO, 2-Cl-¥ &
109 |1 |O 3-Cl-x & 385 |1 |O 4-Cl-¥ 4
110 {2 |O 3-Cl- & & 386 [2 |O 4-Cl-R &
111 |3 |0 3-Cl- R & 387 (3 |O 4-Cl-¥ A&
112 |1 |S 3-Cl- Rk & 388 |1 |S 4-Cl-R £
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113 (2 (S 3-Cl-k & 389 |2 [S 4-Cl-E X
114 (3 (S 3-Cl-k & 390 |3 [S 4-Cl-E %
115 |1 [SO 3-Cl-R 4 391 |1 (SO 4-Cl-¥ A&
116 |2 |[SO 3-Cl-R & 392 |2 (SO 4-Cl-¥ A&
117 [3 [SO 3-Cl-k & 393 |3 |SO 4-Cl-E X
118 |1 [SO, 3-Cl-Rx & 394 |1 |SO» 4-Cl- R %
119 |2 [SO, 3.CLEA 395 [2 [SO, 4-Cl-k %
120 |3 [SO, 3-CLEA& 396 |3 |SO; 4-Cl-E 2
121 {1 |O 2-Br-& # 397 |1 |O 3-Br-¥ A&
122 |2 O 2-Br-% 398 |2 |O 3-Br-¥ &
123 |3 |O 2-Br-R & 399 (3 |O 3-Br-k A&
124 |1 [S 2-Br-k % 400 |1 |S 3-Br-k #&
125 2 |S 2-Br-k & 401 2 [S 3-Br-E #&
126 |3 |S 2-Br-% & 402 3 |S 3-Br-% A
127 |1 |SO 2-Br- & & 403 |1 |SO 3-Br-¥k #
128 |2 [SO 2-Br-k A& 404 [2 [SO 3-Br-E #
129 (3 [SO 2-Br-& # 405 |3 |SO 3-Br-E #
130 (1 |SO; 2-Br-R & 406 |1 |SO, 3-Br-R &
[0536] |131 |2 |SO; 2-Br-R A& 407 (2 |SO, 3-Br-F
132 (3 (SO 2-Br-¥ 408 |3 [SO, 3-Br-¥ &
133 |1 |O 4-Br-R #& 409 |1 |O 2-CFs-R %
134 2 |0 4Br-¥ A 410 2 |0 2-Ch-% &
135 |3 |O 4-Br-R A& 411 (3 |O 2-CFs-R %
136 |1 |S 4-Br-R A& 412 |1 |S 2-CFs-R 4
137 2 |[S 4-Br-* % 413 2 [S 2-CF;-R %
138 (3 |S 4-Br-R & 414 (3 |S 2-CFs-R &
139 |1 |SO 4-Br-*¥ % 415 |1 |SO 2-CFs-% %
140 |2 |SO 4-Br-R #% 416 (2 [SO 2-CF;-k &
141 |3 [SO 4-Br-# % 417 |3 SO 2-CF-% 4
142 |1 [SO, 4-Br-k % 418 |1 (SO, 2-CFs- R %
143 |2 SO, 4-Br-¥ % 419 |2 [SO, 2-CFs-% 4
144 {3 SO, 4-Br- & 420 (3 |SOs 2-CF;- 3R &
145 |1 |O 3-CF:-% 4 421 [1 |0 4-CF-% 4
146 |2 |O 3-CF;-R & 422 12 |0 4-CFs-% %
147 (3 |O 3-CF- R A& 423 (3 |O 4-CF;- 3R 4
148 |1 |S 3-CFs-R A& 424 |1 |S 4-CFs-R A&
149 |2 |S 3-CF-% 4 425 2 [S 4-CF-% 4

101



i

B B

CN 110177776 B 87/169 T
150 [3 [S 3-CF;- R A 426 [3 S 4-CF- %k 4
151 [1 [SO 3-CF;-k % 427 [1 [SO 4-CF;-% %
152 |2 [SO 3-CE;-% 4 428 [2 [SO 4-CF-% 4
153 [3 [SO 3-CFs- R & 429 |3 [SO 4-CF5-% &
154 |1 |SO: 3-CF;-R & 430 |1 |SO; 4-CF;3-3R &
155 |2 [SOs 3-CF;-% & 431 |2 |SO; 4-CF5-%* A&
156 |3 |SO; 3-CF-R & 432 |3 |SO; 4-CFs-R 3
157 {1 |O 2-iPr-3 3 433 [1 |O 3-iPr-# &
158 (2 |O 2-iPr-3k 3 434 [2 |O 3-iPr- R A&
159 (3 |O 2-iPr-k A 435 [3 |0 3-iPr-3k &
160 |1 |S 2-iPr-3RK & 436 |1 |S 3-iPr-3F &
161 |2 |S 2-iPr-3 & 437 |2 [S 3-iPr-% &
162 |3 |S 2-iPr-3 & 438 |3 |S 3-iPr-% &
163 |1 (SO 2-iPr-3R & 439 |1 (SO 3-iPr-k &
164 |2 [SO 2-iPr-} A 440 |2 |SO 3-iPr-3 A
165 (3 |SO 2-iPr- R % 441 |3 (SO 3-iPr-R A&
166 |1 |SO, 2-iPr-R A& 442 |1 |SO» 3-iPr-R A&
167 |2 [SO, 2-iPr-R A 443 |2 |SO; 3-iPr-R A

[0537] 168 |3 [SO, 2-iPr-ZR A& 444 |3 |SO, 3-iPr-R A&
169 [1 |O 4-iPr-¥ & 445 |1 |0 4-NH,-%¥ %
170 (2 |O 4-iPr-¥ & 446 (2 |0 4-NH,-%¥ &
171 {3 |O 4-iPr-3 3 447 |3 |0 A-NH,- ¥ 4
172 |1 [S 4-iPr-3¥ & 448 |1 [S 4-NH-¥ X
173 |2 [S 4-iPr-F 449 (2 |S A-NH,- ¥ A&
174 |3 |S 4-iPr-R A& 450 |3 |S 4-NH,-¥ %
175 |1 [SO 4-iPr-F A& 451 |1 [SO 4-NH,- R A&
176 |2 |SO 4-iPr- R A& 452 |2 [SO 4-NH,- R A&
177 |3 |SO 4-iPr-K X% 453 |3 |SO 4-NH,- = &
178 |1 |SO: 4-iPr- R K 454 |1 |SO, 4-NHp- R A&
179 |2 |SO: 4-iPr- R K& 455 |2 |SO, 4-NHp- R A&
180 |3 |SO: 4-iPr-RK A& 456 |3 |SO, 4-NH,- R A&
181 |1 |O 3-NH,-% % 457 |1 |O 2-NH,-F &
182 |2 |O 3-NH-R £ 458 |2 |O 2-NH,-F &
183 (3 |O 3-NH,-% % 459 |3 |0 2-NH,-F &
184 |1 |S 3-NH,-R % 460 [1 |[S 2-NH,-k &
185 |2 |S 3-NH- R 4 461 |2 |S 2-NH,-F &
186 |3 |S 3-NH,- % % 462 |3 [S 2-NH,-% 2%
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187 |1 [SO 3-NH,- ¥k % 463 |1 [SO 2-NH,-% #
188 |2 [SO 3-NH,- ¥ % 464 [2 [SO 2-NH,-% %
189 |3 [SO 3-NH>-¥ &4 465 |3 |SO 2-NH,- &
190 |1 [SO» 3-NH,-¥ &4 466 [1 |SO, 2-NH,-* A4
191 |2 [SO» 3-NH,- & 467 |2 |SO; 2-NH,-* A
192 |3 [SO» 3-NH,- & & 468 |3 |SO; 2-NH,-* #
193 [1 |O 2,4-—-Me-¥ 4 |469 |1 |O 2,6-=-Me-¥ £
194 [2 |O 2,4-—-Me-¥ 4 |470 |2 |O 2,6-=-Me-¥ £
195 (3 |O 24-—-Me-( % (471 |3 |O 2,6-=-Me-*
196 |1 |[S 2,4-—-Me-* % (472 |1 |S 2,6-=-Me-k &
197 [2 [S 2,4-—-Me-k 4% |473 |2 |S 2,6-—-Me-# %
198 |3 |S 2,4-=-Me-) (474 |3 |S 2,6-—-Me-3¥ %
199 [1 |SO 2.4-=-Me-% %4 |475 [1 [SO 2,6-=-Me-¥ #%
200 [2 [SO 2.4-—-Me-¥ % (476 |2 (SO 2,6-—-Me-% £
201 |3 |SO 2.4-—-Me-¥ 4 (477 |3 |SO 2,6-—-Me-¥ £
202 |1 [SO, 2,4-—-Me-) 4 (478 |1 SO, 2,6-=-Me-¥
203 |2 |SO. 2,4-—-Me-kR % |479 |2 |SO; 2,6-—-Me-k 4
204 |3 [SO, 24-—-Me-k 4 480 |3 |SO; 2,6-—-Me-¥ £
[0538] 205 |1 |O 2,6-—-iPr-X % |481 |1 |O 2-Ph-R &
206 |2 |O 2,6-—-iPr-k & (482 [2 |O 2-Ph-F A&
207 (3 |O 2,6-—-iPr-% % (483 |3 |O 2-Ph-R %
208 |1 |[S 2,6-—-iPr-x 3 [484 |1 |S 2-Ph-% &
209 |2 |S 2,6-—-iPr-x & (485 |2 S 2-Ph-¥ &
210 |3 |S 2,6-—-iPr-3k % |486 |3 |S 2-Ph-R %
211 |1 [SO 2,6-—-iPr-) % |487 |1 |SO 2-Ph-X A&
212 [2 [SO 2,6-—-iPr-3x & 488 |2 |SO 2-Ph-FK &
213 |3 |SO 2,6-—-iPr-} % (489 (3 |SO 2-Ph-X A&
214 |1 (SO, 2,6-=-iPr-3x % (490 |1 (SO 2-Ph-R &
215 |2 |SO; 2,6-—-iPr-x 3 (491 |2 |SO; 2-Ph-F 3
216 |3 |SO; 2,6-—-iPr-} % 492 |3 |SO; 2-Ph-R A&
217 {1 |O 3-Ph-* A& 493 |1 |O 4-Ph-¥ %
218 [2 |O 3-Ph-F A& 494 |2 |O 4-Ph-¥ %
219 (3 |O 3-Ph-FX % 495 |3 |O 4-Ph-R %
220 |1 |S 3-Ph-R A& 496 (1 |S 4-Ph-F %
221 {2 |S 3-Ph-F X 497 |2 |S 4-Ph-3F &
222 |3 [S 3-Ph-F A& 498 |3 |S 4-Ph-R %
223 [1 [SO 3-Ph-R % 499 |1 [SO 4-Ph- R %
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224 (2 [SO 3-Ph-k % 500 [2 [SO 4-Ph-¥ 4
225 [3 [SO 3-Ph- % 501 (3 [SO 4-Ph-¥ 1
226 |1 |SO; 3-Ph-R A& 502 |1 |SO; 4-Ph- %
227 |2 (SO, 3-Ph-R % 503 |12 |SO; 4-Ph-3 %
228 |3 |SO, 3-Ph-R A& 504 |3 |SO 4-Ph-F A
229 |1 |0 -G -E A |505 |1 |O 3Gk AR -F A
230 [2 |O -G AR- KK [506 |2 |O 3-e ok AX - R A
231 |3 |0 -Gk X -E A |507 (3|0 3-"G kAR - R
232 |1 |S 2-ohek X _E L (508 |1 |S 3-m ok AX K A
233 |2 |S -G K-R A |509 |2 |S 3-"G ok XK K
234 |3 |S 2-h XK A |510 |3 (S 3-m ok AR
235 [1 [SO 2-GokX-Fk % |511 |1 |SO 3-n ok AR - A
236 |2 [SO Dok -k A (512 2 [SO 3ok X R A
237 |3 |SO 2GR A |513 |3 |SO 3Gk XK K
238 |1 (SO, -Gk K- A |S514 |1 SO, 3w ok 4K - A
239 (2 [SO, 2-hekR-E L (515 (2 |SO- 37 ok AR - A
240 (3 [SO» Dok X% & [516 (3 [SO, 3o ok AX - A
241 |1 |O 4Gk K- 4 (517 [1 |O R

[05391 242 (2 |O Lk K-k A [518 (2 |O 2wtk L
243 |3 |O 4"k -E & (519 (3 |O 2-ai ek A
244 |1 [S Rk K- £ (520 (1 [S 2-sit ok A
245 |2 |S 4ok K- & (521 |2 |S 2-sit ok
246 |3 |S heRAX-ER (522 |3 (S 2-aok A
247 |1 [SO 4-"FH KK E  [523 |1 |SO 2-aed A
248 [2 [SO Lok K- L [524 [2 [SO D-vib oA H
249 |3 |SO 4G XKL 525 |3 |SO 2-atok A
250 [1 |SO, Lok XA (526 |1 [SO, 2ok A
251 |2 [SO» 4-2Gok AR - A 527 |2 |SOs -7 A
252 3 [SO, Lok X R [528 |3 [SO, D-vt ok
253 1 |O D-wswy 529 [1 |O 5-v3 %k A
254 2 |0 D-wiEvz 530 [2 |O 5-3wk K
255 [3 |O D-vgwz 531 [3 |O 5-v3] Wk A
256 |1 |S 2w A 532 |1 |S 5-v3] Wk
257 2 [S D-wFwz 533 [2 |S 5-v3] Wk &
258 |3 |[S 2-rEuE K 534 |3 |[S 5-u A
259 [1 [SO Dy K 535 [1 [SO 5-v3] Wk A
260 [2 [SO 2w A 536 [2 [SO 5-v3] Wk
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261 |3 |SO 2-egwy 537 |3 |SO 5-v7] wh
262 (1 [SO, 2wy A 538 |1 [SO, 5-07] wh
263 (2 [SO, D-wEwy A 539 |2 (SO, 5-v7] wh
264 (3 [SO, D-wEwy 540 |3 [SO, 5-77] whk
265 |1 |O 2-F A -1H-( (541 |1 |O IH- R Jf [d] K "%
[d]*Ked-4- 2 4-%
266 |2 |0 - A -IH-% 41542 2 |O 1H- 3R 4 [d] "R =&
[d]*Kee-4- % 4- 3%
267 |3 |O 2-F A -1H-( (543 |3 |O IH- 3R Jf [d] "R »&
[d]Kee-4- K 4-%
268 |1 [S 2-W A 1H-% (544 [1 [S 1H- 3R 4 [d] "R &
[d]"Ke-4- 2 4-%
269 |2 |S 2-% & _1H-3% (545 [2 |S 1H- 3R H [d] "& &
(0540] | [d]Ked-4- 4-3%
270 |3 |S 2-F A -1H-( (546 |3 |S 1H- 3R Jf [d] "R »&
[d]Kee-4- 4-3%
271 |1 [SO 2-% A -1H-% (547 |1 [SO 1H- 3R  [d] "R =&
[d]Red-4- K 4-3%
272 2 [SO 2-% £ _1H-3% #1548 [2 |SO 1H- R H [d]"& &
[d]Kee-4- % 4-%
273 |3 |SO 2-% J _1H-% #1549 (3 |SO IH- 3R Jf [d] "k =&
[d]2k = -4- 4-
274 |1 |SO,  [2-9 &-1H-¥5|550 |1 [SO>  |1H-3 Jf[d]k =&
[d]oked-4-K 4-%
275 2 [SO,  |2-% %-1H-% (551 |2 [SO» 1H- 3 [d] R =&
[d]Kee-4- % 4-%
276 |3 |SO; 2-% K -1H-X (552 |3 |SO: 1H- 3K FF [d] =K »&
[d]"K e -4-3K 4-3k
[0541]  RAIMESET S A HAT 2 XIV) Ik &
(0]
X
[0542] P
NC/L)I-Rs
n
[0543]  ml H A2 IERIES, ddE R SCR8 i iE . 48
[0544] |% 8 |n |X R} (%8 |n [R R}
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1 1 |0 4 277 |1 |O 4-OH-¥ A
2 210 4 278 (2 |O 4-OH-¥ 4
3 3]0 P 279 3 |0 4-OH-¥ A
4 |1 |S A 280 |1 [S 4-OH-¥ %4
5 218 ¥4 281 (2 |S 4-OH-¥( 4
6 |3 ]S %4 282 (3 |[S 4-OH-¥ 4
7 |1 [soO P 283 |1 [SO 4-OH-% £
8 |2 [sO P 284 (2 [SO 4-OH-¥ £
9 [3 [SO P 285 |3 [SO 4-OH-¥ %
10 [1 [SO. x4 286 [1 [SO, 4-OH-¥ %
11 |2 [SO, Ty 287 [2 [SO, 4-OH-% £
12 |3 |SO; ¥ i 288 |3 [SO;, 4-OH-F &
13 |1 |O 3-OH-F& % 289 |1 |O 2-OH-¥ A4
14 [2 |0 3-OH-¥) 4 290 [2 |O 2-OH-% %
15 |3 |0 3-OH-*F & 291 |3 |O 2-OH-¥ #
16 |1 ]S 3-OH-* % 292 |1 |S 2-OH-¥) 4
17 |2 |S 3-OH-* % 293 |2 |S 2-OH-}) A
18 |3 |S 3-OH-F % 204 |3 (S 2-OH-( %
[0545] |19 |1 [SO 3-OH-¥ 4 295 |1 [SO 2-OH-% £
20 [2 [SO 3-OH-¥) 4 296 (2 [SO 2-OH-% 4
21 |3 |SO 3-OH-F& % 297 |3 [SO 2-OH-F} A&
22 |1 |SO, 3-OH-F % 298 |1 |SO, 2-OH-# %
23 (2 [SO, 3-OH-¥( 4 299 (2 |SO, 2-OH-% £
24 |3 |SO; 3-OH-F % 300 |3 |SO» 2-OH-¥( %
25 |1 |O 4-NO,-% A 301 |1 |O 4-OMe-# %
26 [2 |0 4-NO,-¥ % 302 [2 |0 4-OMe-% £
27 |3 |0 4-NO,-F % 303 |3 |0 4-OMe-% %
28 |1 |S 4-NO,- R % 304 |1 |S 4-OMe- 3 %
29 [2°|S 4-NO,-¥ £ 305 2 |S 4-OMe-% £
30 3|8 4-NO,-¥ % 306 3 |S 4-OMe-¥ A&
31 |1 |SO 4-NO»-* & 307 |1 |SO 4-OMe-¥ %
32 |2 |SO 4-NO,- & % 308 |2 |SO 4-OMe-k %
33 |3 |SO 4-NO,- ¥ % 309 (3 |SO 4-OMe-¥ &
34 |1 [SO, 4-NO»-k A 310 |1 |SO, 4-OMe-¥ £
35 |2 (SO, 4-NO,-F % 311 |2 |SO 4-OMe-¥
36 |3 [SO, 4-NO,-F % 312 |3 |SO, 4-OMe-% 4
37 |1 |O 3-OMe-¥ £ 313 |1 |O 2-OMe-¥ 2
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38 (2 |0 3-OMe-# % 314 |2 |O 2-OMe-# %4
39 (3 |0 3-OMe- & # 315 (3 |O 2-OMe-R %4
40 |1 s 3-OMe-% £ 316 |1 |S 2-OMe-# %
41 |2 |s 3-OMe-% £ 317 |2 |S 2-OMe-#
42 13 1S 3-OMe-# % 318 |3 |[S 2-OMe-# %4
43 |1 [SO 3-OMe-K 3k 319 |1 |SO 2-OMe-R &
44 12 |SO 3-OMe-R A 320 |2 [SO 2-OMe-3 4
45 |3 |SO 3-OMe- # 321 [3 [SO 2-OMe- ¥ &
46 |1 |SO, 3-OMe-# & 322 1 [SO; 2-OMe-* %4
47 |2 SO, 3-OMe- 7 #& 323 2 |SO» 2-OMe-* A&
48 |3 |SO; 3-OMe-* A 324 |3 |SO; 2-OMe-¥ #
49 |1 |0 4-CN-F % 325 |1 |O 3-CN-R 4
50 (2 |O 4-CN-R % 326 |2 |O 3-CN-¥ 44
51 (3 |O 4-CN-R A& 327 |3 |O 3-CN-F A&
52 |1 |S 4-CN-F 4 328 |1 |[S 3-CN-% 4
53 (2 |S 4-CN-F A4 329 |2 |S 3-CN-¥ 4
54 13 |S 4-CN-% 4 330 |3 [S 3-CN-k: 4
55 [1 [SO 4-CN-% % 331 [1 [SO 3-CN-FR A&
[0546] |56 |2 [SO 4-CN-( % 332 |2 |SO 3-CN-% 4
57 |3 |SO 4-CN-F 4 333 |3 |SO 3-CN-¥ 3
58 |1 [SO, 4-CN- % 334 |1 |SO» 3-CN-R %
59 |2 |SO, 4-CN- % 335 |2 |SO; 3-CN-R %
60 (3 |SO, 4-CN-R A& 336 (3 |SO» 3-CN-R A&
61 |1 |O 2-CN-3 A& 337 |1 |O 2-Me-R %
62 |2 |0 2-CN-R % 338 |2 |O 2-Me-¥ %
63 |3 |O 2-CN-R % 339 (3 |O 2-Me-¥ %
64 |1 |[S 2-CN-¥( 4 340 |1 |S 2-Me-% 4
65 |2 [S 2-CN-( % 341 |2 |S 2-Me-% %
66 (3 |S 2-CN-F A 342 (3 |S 2-Me-¥ &
67 |1 [SO 2-CN-R % 343 |1 |SO 2-Me-# 4
68 |2 [SO 2-CN- R 4 344 |2 (SO 2-Me-R &
69 |3 [SO 2-CN-R & 345 |3 (SO 2-Me-F %
70 |1 |SO; 2-CN-R % 346 |1 |SO; 2-Me-% %
71 |2 [SO, 2-CN-R: A 347 |2 |SO; 2-Me-¥ %
72 13 |SO; 2-CN-R & 348 |3 (SO, 2-Me-F %
73 |1 |O 3-Me-¥ 4 349 |1 |O 4-Me-3 4
74 |2 |O 3-Me-R % 350 (2 |O 4-Me-% £
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75 (3 |O 3-Me-¥k £ 351 (3 |O A-Me-% £
76 |1 |[S 3-Me-¥ £ 352 |1 (S A-Me-% £
77 2 |8 3-Me-& % 353 |2 |S 4-Me-FR A
78 |3 [S 3-Me-F A& 354 |3 [S 4-Me- R A
79 |1 (SO 3-Me-¥ £ 355 [1 [SO 4-Me-3% 2
80 |2 [SO 3-Me-¥ £ 356 [2 [SO 4-Me-% £
81 |[3 |SO 3-Me-* 4 357 |3 |SO 4-Me-% £
82 |1 SO, 3-Me-& % 358 [1 |SO, 4-Me-% £
83 |2 [SO, 3-Me-# % 359 |2 |SO 4-Me-¥ %
84 |3 (SO, 3-Me-¥ & 360 (3 |SO, 4-Me-# A
8 |1 |O 2-F-R A& 361 [1 |O 3-F-% 4
86 [2 |O 2-F-k A& 362 [2 |0 3-F-% A
87 |3 |0 2-F- R A& 363 |3 |O 3-F-R &
88 |1 [S 2-F-R & 364 |1 [S 3-F-% A
89 |2 |S 2-F- &% 365 |2 |S 3-F-R &
90 |3 |[S 2-F-F A& 366 |3 [S 3F-% 4
91 |1 [SO 2-F-F A& 367 [1 [SO 3F-E
92 |2 |SO 2-F- R & 368 |2 |SO 3-F-R &

[054717 |93 |3 [SO 2-F-FR A& 369 (3 |SO 3-F-¥ A4
94 |1 [SO» 2-F- R & 370 |1 (SO 3F-E
95 |2 [SO, 2-F-R A& 371 [2 [SO» -
9 |3 [SO, 2-F-( A 372 3 [SO, 3F-% &
97 |1 |O 4-F- R A& 373 |1 |O 2-Cl-¥ #
98 |2 |O 4-F-F % 374 2 |O 2-Cl-R %
99 (3 |O 4-F-R % 375 (3 |O 2-Cl-% 4
100 |1 |S 4-F-R 376 (1 |S 2-Cl-¥ %
101 {2 |S 4-F-R A& 377 |2 |S 2-Cl-R A&
102 |3 |S 4-F-R % 378 |3 |S 2-Cl- R %
103 |1 [SO 4-F-F K 379 |1 [SO 2-Cl- ¥ &
104 |2 [SO 4-F-F & 380 |2 |SO 2-Cl-R &
105 {3 [SO 4-F-% % 381 |3 (SO 2-Cl-} &
106 {1 |SO; 4-F-3R % 382 [1 [SO; 2-Cl- %%
107 |2 [SO, 4-F-F % 383 [2 [SO, 2-Cl-¥ &
108 |3 (SO, 4-F-R K 384 |3 (SO, 2-Cl-% £
109 (1 |O 3-Cl- & & 385 (1 |O 4-Cl-R &
110 2 |O 3-Cl- R & 386 (2 |O 4-Cl-¥ A&
111 |3 |O 3-Cl- Rk & 387 |3 |O 4-Cl-R £
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112 |1 [S 3-Cl-k & 388 |1 [S 4-Cl-% 4
113 |2 [S 3-Cl-k & 389 |2 [S 4-Cl-%
114 3 |[S 3-Cl-Rk % 390 |3 [S 4-Cl-F %
115 |1 [SO 3-Cl-R & 391 |1 (SO 4-Cl-¥ A&
116 |2 |SO 3-Cl-k & 392 |2 [SO 4-Cl-E X
117 |3 |SO 3-Cl-k & 393 |3 [SO 4-Cl-E X
118 |1 SO, 3-Cl- R & 394 |1 |SO; 4-Cl-R &
119 |2 |SO; 3-Cl-R & 395 |12 |SO; 4-Cl-R 3k
120 |3 [SO, 3-Cl- &R & 396 (3 |SO, 4-Cl-& %
121 |1 |O 2-Br-% 397 |1 |O 3-Br-¥ &4
122 2 |0 2-Br-¥ A& 398 [2 |0 3-Br-% &
123 |3 |O 2-Br-k A& 399 (3 |O 3-Br-k &
124 |1 [S 2-Br-¥ 400 |1 |S 3-Br-% &
125 |2 |S 2-Br-¥ A& 401 |2 |S 3-Br-% i
126 |3 |S 2-Br- & & 402 |3 |S 3-Br-¥k #
127 |1 |SO 2-Br-F & 403 |1 [SO 3-Br-X &
128 |2 [SO 2-Br-¥ 404 [2 [SO 3-Br-E #
129 |3 |SO 2-Br-¥ A& 405 |3 SO 3-Br-% i
[0548] 130 |1 |SO, 2-Br-& & 406 |1 |SO, 3-Br-R A&
131 2 [SO; 2-Br-F 407 |2 |SO, 3-Br-& ¥k
132 |3 [SO, 2-Br-K& 408 |3 [SO, 3-Br-k& &
133 |1 |O 4-Br-¥ A& 409 |1 |O 2-CF-% %
134 2 |0 4-Br-% % 410 2 |0 2-CF-% 4
135 {3 |O 4-Br-R A& 411 |3 |O 2-CFs-R 4
136 |1 |[S 4-Br-R #& 412 |1 |S 2-CF;-X %
137 |2 |S 4-Br-F A& 413 |2 [S 2-CFs- R &
138 |3 |S 4-Br-R A& 414 |3 |S 2-CFs-R &
139 |1 [SO 4-Br-R #% 415 |1 [SO 2-CF;-k &
140 [2 [SO 4-Br-# % 416 |2 SO 2-CF-% 4
141 |3 [SO 4-Br- 417 |3 SO 2-CF-3X %
142 |1 SO, 4-Br-¥ # 418 |1 |SO, 2-CFs-% 4
143 |2 [SO; 4-Br-k 419 |2 (SO 2-CFs-R &
144 |3 [SO, 4-Br-* % 420 |3 [SO, 2-CF-¥ 4
145 |1 |O 3-CF;-R & 421 |1 |O 4-CFs-% %
146 |2 |O 3-CFs-% & 422 2 |0 4-CF-¥ &
147 (3 |O 3-CFs-R A& 423 (3 |O 4-CFs-R A&
148 [1 [S 3-CF;-% 4 424 |1 |S 4-CF-% 4
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149 [2 |S 3-CF;- R A& 425 12 ]S 4-CF-¥( 4
150 (3 |[S 3-CFs-R A& 426 (3 |S 4-CF;-R 4
151 |1 [SO 3-CFs-R A& 427 |1 |SO 4-CF3-¥F A&
152 |2 [SO 3-CFs-R A& 428 2 |SO 4-CFs-R %
153 |3 [SO 3-CF-%R A 429 [3 [sO 4-CF-¥( 4
154 |1 [SO, 3-CF;-k 4 430 |1 [SO, 4-CF-% 4
155 [2 [SO.  [3-CR-% 4 431 2 [SO,  [4-CFr-% 4%
156 |3 |SO; 3-CFs;- R & 432 |3 |SO; 4-CF3- R &
157 |1 |O 2-iPr-* A& 433 |1 |O 3-iPr-3k &
158 |2 |0 2-iPr-R & 434 |2 |0 3-iPr-% A&
159 (3 |O 2-iPr-k % 435 [3 |0 3-iPr-k &
160 |1 [S 2-iPr-3 & 436 |1 |S 3-iPr-X A&
161 (2 |[S 2-iPr-3k % 437 2 [S 3-iPr-k %
162 (3 |S 2-iPr-R A& 438 |3 |S 3-iPr-R A&
163 |1 |SO 2-iPr-R A& 439 |1 |SO 3-iPr-F A&
164 |2 [SO 2-iPr-3 & 440 |2 SO 3-iPr- A&
165 [3 [SO 2-iPr- A 441 [3 [sO 3-iPr-k &
166 |1 [SO, 2-iPr-3R A& 442 |1 (SO, 3-iPr-R A&

[0549] |167 |2 |SO, 2-iPr-F A& 443 (2 |SO, 3-iPr-AR A&
168 (3 |SO; 2-iPr-R & 444 |3 SO 3-iPr-FR A&
169 |1 |O 4-iPr- & 445 |1 |O 4-NH-R A&
170 {2 |O 4-iPr-R A& 446 |2 |0 4-NH,-F A&
171 (3 |O 4-iPr-R A& 447 |3 |O 4-NH,- R A&
172 |1 |S 4-iPr-R % 448 |1 |S 4-NH,-* A&
173 |2 |S 4-iPr-7R & 449 |2 |[S 4-NH,-F A&
174 |3 |S 4-iPr-F % 450 3 |S 4-NH,-& %
175 (1 [SO 4-iPr- R % 451 |1 |SO 4-NH,- R A&
176 |2 |SO 4-iPr-R & 452 |2 |SO 4-NH,-F &
177 |3 [SO 4-iPr-R % 453 |3 SO 4-NH-% &
178 |1 [SO, 4-iPr-F % 454 |1 [SO, 4-NH,-% %
179 [2 |SO; 4-iPr-3X & 455 |2 |SOs 4-NH,- ¥ 4
180 (3 SO 4-iPr- R & 456 |3 SO 4-NH- R &
181 |1 |O 3-NH,-% A& 457 |1 |O 2-NH,-% A
182 |2 |O 3-NH»- R & 458 2 |O 2-NH,-¥ #
183 (3 |O 3-NH,- R 2 459 (3 |O 2-NH,-* 4
184 |1 |S 3-NH,- 3k #& 460 |1 |S 2-NH,- R A&
185 (2 |S 3-NH,-% A 461 |2 |S 2-NH,-% A
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186 [3 |S 3-NH,-% A& 462 3 ]S 2-NH,- ¥ &£
187 [1 [SO 3-NH-R A& 463 |1 |SO 2-NH,-% #
188 (2 |SO 3-NH>-k A& 464 [2 [SO 2-NH,- R %
189 [3 [SO 3-NH,-%¥ & 465 (3 [SO 2-NH>-¥ &
190 |1 (SO, 3-NH,- k% 466 |1 |SO, 2-NH,- % %
191 |2 [SO, 3-NH,- k% 467 |2 [SO, 2-NH,- % £
192 {3 |SO; 3-NH,-F A& 468 |3 |SO; 2-NH,- R &
193 |1 |O 24-=—-Me-x % (469 |1 |O 2,6-—-Me-% %
194 |2 |0 2.4-=-Me-% %4 (470 |2 |O 2.6-=-Me-¥ &
195 |3 |0 2,4-—-Me-*% [471 |3 |O 2,6-—-Me-¥ &
196 |1 [S 2.4-—-Me-%% (472 |1 |S 2,6-=-Me-¥ £
197 |2 |S 2,4-=-Me-% & (473 |2 |S 2.6-=-Me-% £
198 |3 [S 2,4-=-Me-x % (474 |3 |S 2,6-—-Me-* %
199 [1 [SO 2,4-=—-Me-} % [475 |1 |SO 2,6-=—-Me-¥
200 [2 [SO 2.4-—-Me-¥% % (476 |2 [SO 2,6-=-Me-¥ £
201 [3 [SO 2,4-—-Me-:% (477 |3 |SO 2,6-=-Me-3k %
202 |1 [SO, 2,4-—-Me-¥ % (478 |1 |SO; 2,6-=-Me-} &
203 [2 [SO, 2.4-—-Me-(% [479 [2 [SO, 2.6-=-Me-%E £

[0550] (204 |3 [SO, 24-=—-Me-(4 480 |3 |SO, 2,6-=—-Me-F 4
205 |1 |O 2,6-—-iPr-x % (481 |1 |O 2-Ph- K %
206 |2 |O 2,6-—-iPr-x % (482 |2 |O 2-Ph-RK 3
207 |3 |O 2,6-—-iPr-% % (483 |3 |O 2-Ph-E A
208 |1 |[S 2,6-—-iPr-R A& [484 |1 |S 2-Ph-3R A&
209 (2 |S 2,6-—-iPr-5x % (485 (2 |S 2-Ph-3RK &
210 3 |S 2,6-—-iPr-% % 486 |3 |S 2-Ph-F A&
211 |1 |SO 2.6-—-iPr-3x % |487 |1 |SO 2-Ph-ZK 2
212 (2 |SO 2,6-—-iPr-k & |4838 |2 |SO 2-Ph-R A&
213 (3 |SO 2,6-—-iPr-3x & (489 (3 |SO 2-Ph-R 3k
214 |1 [SO, 2,6-—-iPr-k k490 |1 |SO, 2-Ph-R %
215 [2 [SO» 2,6-—-iPr-k & (491 (2 |SO; 2-Ph-F A&
216 (3 |SO, 2,6-—-iPr-3x & (492 (3 |SO; 2-Ph-¥ 4
217 |1 |O 3-Ph-R & 493 |1 |O 4-Ph-* &
218 |2 |O 3-Ph-F % 494 (2 |O 4-Ph-F* &
219 (3 |O 3-Ph-R A& 495 (3 |O 4-Ph-* &
220 |1 |S 3-Ph-3 & 496 |1 |S 4-Ph-¥ #
221 |2 [S 3-Ph- K A& 497 12 |S 4-Ph-FR A&
222 |3 |S 3-Ph-R & 498 (3 |S 4-Ph-% &
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223 [1 [SO 3-Ph-( & 499 [1 |SO 4-Ph-¥ 4
224 (2 [SO 3-Ph-( 4 500 (2 [SO 4-Ph-¥ 1
225 |3 |SO 3-Ph-R % 501 |3 |SO 4-Ph-% £
226 |1 (SO, 3-Ph-R % 502 |1 |SO, 4-Ph-3 %
227 |2 |SO; 3-Ph-R A& 503 |2 |SO» 4-Ph-F A
228 |3 |SO, 3-Ph-R A& 504 |3 |SO 4-Ph-¥
229 |1 |O -G AR- KK [505 |1 |O 3-e ok AX - R A
230 [2 |O 2ok X% A |506 (2 |O 3ol ok X - A
231 3 |O Dbk X _E L (507 (3 |O 3-m ok AX K A
232 |1 |S -Gk K-k A |S08 |1 |S 3-"G ok XK K
233 |2 |S 2-GHAR-REA |509 |2 |S 3-m ok AR
234 |3 |S DGk X-F & 510 (3 |S 3-7 ok K- A
235 |1 [SO Dok -k A 511 |1 [SO 3ok X R A
236 |2 |SO 2-whok X% 4 (512 [2 [SO 3w ok AX A
237 |3 |SO -Gk K-k A |513 |3 SO 3w ok 4K - A
238 |1 [SO, oDk K -E A (514 (1 |SOs 37 ok AR - A
239 |2 |SO, Dok X% & [515 (2 [SO, 3o ok AX - A
240 |3 |SO, -Gk XK A |516 |3 SO 3Gk X K A

[0551] [241 [1 |O Lok ¥4 (517 [1 |O D vk A
242 |2 |O 479X - & (518 |2 |O 2-ai ek A
243 3 |0 ek X% A (519 (3 |0 2-sit ok A
244 |1 |S Aok X% £ 520 [1 ]S D-sit ok A
245 2 [S koK E £ (521 [2 [S 2-s vk A
246 |3 |S 4Gk K-E R (522 |3 |S D-vt oA A
247 [1 [SO Lok K- 4 (523 [1 [SO 2-sit ok A
248 [2 [SO 4-sGok X% 4 (524 [2 [SO D-sit ok A
249 (3 |SO Gk AX-E R (525 |3 (SO 2-a ok A
250 [1 |SO» 475k R-K A 526 |1 |SO» -7 A
251 [2 [SO, Lok X R (527 |2 [SO, D-vt ok
252 |3 (SO, 4" R XK A |528 |3 |SO; 2-atok A
253 |1 |O D-wiEvz 529 [1 |O 5-v3] Wk A
254 |2 |0 D-efvz # 530 [2 |O 5-v3] Wk A
255 [3 |0 2w A 531 [3 |O 5-v3] Wk
256 |1 |S D-wFwz 532 |1 |S 5-v3] Wk &
257 |2 S D-vEwy K 533 |2 |S 5-"glwk A&
258 |3 |S 2wy A 534 |3 |S 5-v3] Wk A
259 [1 [SO 2w A 535 [1 [SO 5-v3] Wk
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260 |2 |SO 2-vEve & 536 |2 |SO 5-v7] wh
261 |3 |SO 2-vEve & 537 |3 |SO 5-07] wh
262 (1 [SO, D-wEwy A 538 |1 [SO. 5-v7] wh
263 (2 [SO, D-wEwy 539 |2 [SO, 5-77] whk
264 |3 [SO, 2-Eve 540 {3 |SO» 5-v5] kA
265 |1 |O 2-F A-1H-K4#|541 |1 |O 1H- R 5f [d] K »&
[d]Kee-4- % 4-3%
266 2 |O 2-F A-1H-R 4542 |2 |O IH- R JF [d] K "%
[d]%k=-4- K -4-3K
267 3 |O -9 & _[H-3% #1543 |3 |O 1H- 3R 4 [d] "& &
[d]Kee-4- 4-%
268 |1 (S 2-F A _1H-% (544 |1 |S 1H- R 5f [d] K =&
[d]Kee-4- % 4-3%
269 |2 [S - A IH-%H(545 [2 [S 1H- 3R 4 [d] "k &
[0552] [d]Ked-4- 2K 4-%
270 |3 |S 2-F & -1H-% (546 |3 |S IH- 3R [d] "R =&
[d]Kee-4- 4-3%
271 |1 |SO 2-F % -1H-3( (547 |1 |SO IH- R JF [d] K »&
[d]2Kee-4- K 4-3%
272 |2 [SO 2-% A -1H-% (548 [2 [SO 1H- 3R 4 [d] "R =&
[d]Red4-X 4-%
273 |3 |SO 2-% 3k _1H-% #1549 |3 |SO 1H- R JF [d] "R =&
[d]Ked-4- K 4-%
274 |1 |SO;  [2-F %-1H-}3|550 |1 [SO>  |IH-RJf[d]R =&
[d]"Ke-4- 2K 4-%
275 |2 |SO,  [2-9 &-1H-¥5|551 (2 (SO  |1H-F H#[d]k =
[d]Ked-4- % 4-3%
276 |3 |SO: 2-F % -1H-RK (552 |3 |SO IH- 3R Jf [d] K "¢
[d]Kee-4- 4-%
[0553] SR ST 56 B AE HA = OXV) L &
o)
[0554] R ) N
%
8'zN (XXV) \\/N"R3
[0555]  m Hm) 25 A, dnde B Scorh e X
[0556] &9

[0557]  |Entry|R> R’ [Entry |R> R?
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1 %3 4-CH;- R % 256 | A 2-CH;- R &
2 ERA 4-CH3-R & 257 |EFE 2-CH;-¥ &
3 F Ak 4-CH;- R A 258 |RAAE 2-CH;- R A&
4  |-CH,CH(CHa;),/4-CH;-% A& 259 |-CH,CH(CHj;),|2-CH;5-3% 4
5 CF; 4-CH;-R A& 260 |CF; 2-CHs-R %
6 |-CH>CF; 4-CH;z-% & 261 |-CH,CF; 2-CH;- ¥ &
7 -CH,CH,CF; |4-CH;-¥) 4 262 |-CH,CH.CF; [2-CH;-% 4
8 78753 4-CH;- K A 263 |FRAE 2-CH;i- R A&
9 FTH 4-CH;- R A 264 AT A 2-CHy-%¥ 4
10 | A-CHs-R & 265 R E 2-CH;- & &
11 |ZrEe & 4-CH;-R & 266 |FRTE 2-CH;-¥} &
12 |3-weeg i 4-CH;-R A 267 |3-wtue i 2-CH;-R &
" 1- ¥ % -1H-=t|4-CH:- X % 268 1-F & -1H-#t|2-CH;- X &
T k4% o 4
14 |1H-"kv¢-4-% [4-CHs-F A 269 |1H-"Kvd-4-% [2-CH;-¥ 4
15 [2-"kwh ik 4-CHs-R % 270 |2-vk7d Ak 2-CH;-¥ £
16 |TH 3-CH;- X % 271 |t # 4-OH-# %
17 |EREAL 3-CH;- 3R A& 272 |ERA 4-OH-* &

[0558] |18 |®RAA 3-CHs- %R % 273 |RAL 4-OH-* %
19  |-CH>CH(CHj3)2|3-CH3-% & 274 |-CH,CH(CH;),|4-OH-% %
20 |-CF; 3-CHs-R % 275 |-CF; 4-OH-F A
21 |-CH.CF; 3-CH;-R % 276 |-CH-CF; 4-OH-* %
22 |-CH.CH,CF; [3-CHi-% % 277 |-CH.CH.CF; |4-OH-% 4
23 |FAA 3-CHs-R A 278 |#AA 4-OH-} £
24  |ZRT A 3-CHs-R % 279 |ZRT A 4-OH-F %
25 |k 3-CHs;- R & 280 |FROR A& 4-OH-%* &
26 [FRTAE 3-CH;- ¥ A 281 | AE 4-OH-} A&
27 |3-wtee 3-CH;- X & 282 |3-wkvg 4-OH-* &
- 1-F & -1H-#t|3-CH;-3F 44 - 1- ¥ & _1H-#t|4-OH-% &

w4 K w43

29 |IH-kw-4-% (3-CH:-R % 284 |1H-"kvd-4-% |[4-OH-X &
30 |2k 3-CHy-% % 285 [2-vkwh ik 4-OH-¥ £
31 | 3-OH-# A 286 L& 2-OH-* £
32 |ERA 3-OH-* # 287 |EAE 2-OH-F %
33 |FAAk 3-OH-% # 288 |FAAE 2-OH-# &
34 |-CH>CH(CH:):|3-OH-% 289 |-CH,CH(CH3):|2-OH-% £
35 |-CF; 3-OH-% A& 290 |-CF; 2-OH-F %
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36 |-CH.CF; 3-OH-R #% 291 |-CH,CF; 2-OH-F& %
37 |-CH.CH:CF; |3-OH-)# 292 |-CH,CH,CF; [2-OH-% %
38 |ZrAA 3-OH-* # 293 A A 2-OH-# %
39 [T A 3-OH-* & 294 BRT A 2-OH-¥ £
40 IRk 3-OH-¥ 4 205 |FR% A& 2-OH-¥ %4
41 | i 3-OH-# £ 206 |FRTE 2-OH-* &
42 |3-wtez i 3-OH-% & 297 |3-skuz A 2-OH-* %
43 1- ¥ % -1H-=t|3-OH-% & 208 1- % % -1H-=t|2-OH- X %

w4 w43k
44  |IH-"k"$-4-% |3-OH-F % 299 |1H-*k"%-4-% 2-OH-R &
45  |2-"kh Ak 3-OH-R& #% 300 |2-vkvh A 2-OH-R %
46 |TA 4-OMe- ¥ # 301 |T 3-OMe-% 4
47 |EAE 4-OMe-* A 302 [EAL 3-OMe- ¥ A&
48 | HAEE 4-OMe-* A 303 |FAL 3-OMe-&
49  |-CH,CH(CHs):|4-OMe-3& % 304 |-CH,CH(CH3),(3-OMe-3 #&
50 |-CF; 4-OMe-* A 305 |-CF; 3-OMe-k £
51 |-CH-CF; 4-OMe- 306 |-CH-CF; 3-OMe-¥ %
52 |-CH.CH,CF; |4-OMe-* A4 307 |-CH.CH,CF; |3-OMe-3% 4

[0559] |53 |3RA Ak 4-OMe-¥ % 308 |FRAA 3-OMe-k 4
54 KT 4-OMe- ¥ % 309 |FRT A 3-OMe- 4
55 |FOR A 4-OMe-¥ % 310 |FRo% & 3-OMe-% 4
56 |FRoE 4-OMe-¥ & 311 |3k 3-OMe-¥ £
57  |3-wvR A 4-OMe-¥ % 312 |3-wkve A 3-OMe-¥ 4
58 ;j_im'% 4-OMe-%4%  |313 ;j_im'”bh 3-OMe-% &
59 |IH-kw-4-% (4-OMe-F & 314 |IH-k#-4-% (3-OMe-k 4
60 |2-"kh ik 4-OMe- ¥ # 315 2"k A& 3-OMe-% £
61 |TA 2-OMe-¥ A& 316 |T# 4-CN-R &
62 |EAL 2-OMe-¥ & 317 |EAA 4-CN-R %
63 |FAL 2-OMe-¥ & 318 | ALk 4-CN-¥ %
64 |-CH,CH(CHj3):|2-OMe-3< % 319 |-CH>CH(CHj3),|4-CN-3% #
65 |-CF; 2-OMe- 3k 320 |-CF; 4-CN-¥ &
66 |-CH,CF; 2-OMe- ¥ % 321 |-CH,CF; 4-CN-k %
67 |-CH,CH.CF; [2-OMe-% £ 322 |-CH,CH.CF; |[4-CN-% 4
68 |FFAA 2-OMe-¥ & 323 A A 4-CN-¥ %
69 |FT A 2-OMe-¥ # 324 \RTHA 4-CN-F %
70 |EFRORE 2-OMe-k £ 325 R A 4-CN-K %
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71 3R K 2-OMe- ¥ A& 326 |FRTE 4-CN-R A&
72 [3-meeE i 2-OMe-¥ & 327 |3-wtew Ak 4-CN-R X%
C I TV S T i TR IE S
74 |IH-k#-4-% [2-OMe-¥} & 329 |IH-%k#-4-% [4-CN-F i
75 |2-ckdh A 2-OMe-¥ & 330 [2-kcd A& 4-CN-¥ %
76 |T A 3-CN-R £ 331 (T 2-CN-F( %
77 |EAREL 3-CN-k & 332 |EAAL 2-CN-¥ %
78 | RAE 3-CN-} £ 333 | AL 2-CN-( %
79  |-CH,CH(CHj3),|3-CN-3& £ 334 |-CH,CH(CH3),|2-CN-# £
80 |-CF; 3-CN-R & 335 |-CF; 2-CN-R &
81 |-CH:CF; 3-CN-R A& 336 |-CH,CF; 2-CN-R A&
82 |-CH,CH.CF; |[3-CN-% £ 337 |-CH,CH-CF; [2-CN-# £
83 |FAi 3-CN-k % 338 |ZAAL 2-CN-} %
84 |IRXT A 3-CN-k % 339 BT A 2-CN-¥ %
85 |FFx A& 3-CN-} % 340 |FEA A 2-CN-% £
86 | AL 3-CN-X& % 341 |3RTEk 2-CN-3( %
87 |3-wtvw & 3-CN-k & 342 |3-wte A 2-CN-¥ %

05601 leg ﬂ;j_im'“kt 3-CN-% 4 343 ;j_im'% 2.CN-% £
89 |IH-"K#d-4-% [3-CN-( %4 344 |1H-"Keg-4-% [2-CN-F 4
90 |2-"kH A 3-CN-R £ 345 [2-"kvh A& 2-CN-3 4
91 |TH 2-F- R % 346 |TH 3-F-R &
92 |EWA 2-F-% 4 347 |EFE 3-F-¥ A&
93 |HAE 2-F-) % 348 |FAL 3-F-R A&
94 |-CH.CH(CH:;):[2-F- & 349 |-CH,CH(CH3),|3-F-%
95 |-CF; 2-F-k & 350 |-CF; 3-F- R A&
96 |-CH.CF; 2-F- R & 351 |-CH,CF; 3-F-R &
97 |-CH.CH-CF; [|2-F-% 4 352 |-CH,CH.CF; |3-F-3x4&
98 |IFrAA 2-F-R & 353 A A 3-F-3R &
99 |ZRT X 2-F-F & 354 |ZRT A 3-F-3R A&
100 |3Ro% % 2-F-F & 355 [FRoR & 3-F-k %
101 3R % 2-F-k % 356 |3RTLE 3-F-¥( %
102 [3-wkue i 2-F-R % 357 |3-wte A 3-F-3R &
103 lkczimkt 2-F5A4 358 ;j_im'% 3-F-4
104 |1H-"kek-4-% 2-F-R A& 359 |1H-"ke¢-4-% |3-F-R 4
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105 |2-"kvh % 2-F- R % 360 [2-"kg A 3-F-R &
106 |4 4-F-R 3 361 |T#k 2-Cl-¥ %
107 |EAEi 4-F-FR % 362 |EAAL 2-Cl-R &
108 | 4-F-F # 363 |FAL 2-Cl-k &
109 |-CH.CH(CH3):|4-F-3 3k 364 |-CH.CH(CH;):|2-Cl-3k &
110 |-CF;3 4-F-k % 365 |-CF; 2-Cl-¥ 4
111 |-CH-CF; 4-F-F & 366 |-CH-CF; 2-Cl-& &
112 |-CH,CH-CF; |4-F-% £ 367 |-CH,CH.CF; [2-Cl-# 4
113 |ZFA Ak 4-F-k % 368 |FAA 2-Cl-¥ %
114 3R T % 4-F-F & 369 |FT A 2-Cl- R %
115 |3R% % 4-F-F 3 370 [FRo% & 2-Cl-* %
116 3R A 4-F-3k & 371 | i 2-Cl-k %
117 |3-wtog i 4-F-R & 372 |3-wte 2-Cl- R %
118 ;j_im'% 4-F-% 4 373 ;j_im'% 2.Cl-¥ %
119 |[1H-"K=-4-% [4-F-RK A& 374 |1H-"k=:-4-% [2-Cl-%k %
120 |2-*k g 4-F-F % 375 [2-vked Ak 2-Cl- R %
121 (T 3-Cl- k& 376 |T & 4-Cl- 3k %

[0561] 122 |sEAAL 3-CI- R & 377 |EAAE 4-Cl-x A&
123 |FAAk 3-Cl-¥ % 378 |FAL 4-Cl-3F &
124 |-CH,CH(CH;),|3-Cl-% £ 379 |-CH,CH(CH3),|4-Cl-3% 4
125 |-CF; 3-Cl- R A 380 |-CF; 4-Cl-k &
126 |-CH-CF;3 3-Cl-k %4 381 |-CH,CF; 4-Cl- ¥ %
127 |-CH.CH-.CF; |3-Cl-3R & 382 |-CH.CH-CF; |4-Cl-3R &
128 |3RA A 3-Cl- R % 383 |ZrAL 4-Cl-R %
129 |3RT % 3-Cl- X % 384 ([T A 4-Cl-R %
130 [3R/% % 3-Cl- ¥ %4 385 |k 4-Cl- R A
131 [3re X 3-Cl-¥X % 386 | A 4-Cl-¥ &
132 [3-wkue ik 3-Cl- ¥ % 387 |3-wtew Ak 4-Cl-3R &
133 l;:imrt 3-CLEA 388 ;j_im'% ACEA
134 |[1H-"k7¢-4-% [3-Cl-R A& 389 |1H-"Kek-4-% |4-Cl-R &
135 [2-"k"h i 3-Cl- ¥ & 390 |2-"kvH A 4-Cl- ¥ %
136 | & 2-Br-¥ % 391 |T& 3-Br-¥ %
137 |EER A 2-Br-¥ & 392 | ERA 3-Br-% %
138 |[FAE%k 2-Br-} A& 393 | AL 3-Br-% £
139 |-CHCH(CH3;).[2-Br-& % 394 |-CH,CH(CHj3):|3-Br-3 4
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140 |-CF; 2-Br-R & 395 |-CF; 3-Br-R &
141 |-CH,CF; 2-Br-%¥ % 396 |-CH,CF; 3-Br-¥ #
142 |-CH.CHCF; |2-Br- # 397 |-CH>CH.CF; |3-Br-*
143 |3rE A 2-Br-%) 4 398 |FEA A 3-Br-F A&
144 |ZRT A 2-Br-¥ % 399 |FT A 3-Br-¥ #
145 3R A 2-Br-RX A& 400 |FRRA 3-Br-k &
146 3R A 2-Br-} A& 401 3R A 3-Br-R 4
147 |3-mtog i 2-Br-F A& 402 |3-wkug A 3-Br-FR &

1-F £ -1H-+ 1- ¥ A -1H-=t(3-Br-F &
148 |4 4 Y 2-Br-} % 403 |y 4. Y
149 |IH-"K-4-4 2-Br-¥X & 404 |IH-"K°%-4-% (3-Br-X A&
150 [2-"k"h A 2-Br-¥ % 405 |2-"kh A 3-Br-3 A&
151 |[T# 4-Br- R & 406 |T A 2-CF-R %
152 |[EAA 4-Br-F & 407 |EFE 2-CFs-R &
153 |FAE %k 4-Br-¥ & 408 |F A 2-CF;-3R
154 |-CH>CH(CHj3),|4-Br-7k & 409 |-CH,CH(CH;),[2-CFs-3% &
155 |-CF; 4-Br-F 3 410 |-CF; 2-CF;-¥ %
156 |-CH.CF; 4-Br-¥ 411 |-CH,CFs; 2-CFs-R 5

[0562] |157 |-CH.CH.CF; |4-Br-3 4 412 |-CH,CH,CF; [2-CF:-% 4
158 |3rm A 4-Br-¥ 4 413 A A 2-CFs- &
159 |3 T % 4-Br- ¥ % 414 |FRT A 2-CF-% 4
160 |3R/R & 4-Br-} # 415 | A 2-CF;-R A&
161 |3RT. % 4-Br-¥ % 416 |FRT A 2-CF-% 4
162 |3-wtog & 4-Br-F A& 417 |3-wkvg A 2-CF;- % A
6 ;j_}im- ot |4-Br-& 2k 418 ;j_im- ot 2 CF kA
164 |1H-"k7%-4-3 |4-Br-R & 419 |1H-"kKe%-4-% |2-CF;-R &
165 |2-"k v % 4-Br- R & 420 |2-"kdhAk 2-CF;-R A&
166 |T# 3-CF-%R & 421 |TH 4-CF;3-3F &
167 |EAE 3-CF;-R A& 422 |EFRE 4-CF;- 3R 3k
168 |FAKL 3-CFs- ¥ % 423 | RAEE 4-CFs-3F &
169 |-CH.CH(CH3)2|3-CFs-R % 424 |-CHCH(CH3):/4-CF5-R 2
170 |-CF; 3-CF;-k & 425 |-CF; 4-CF5-3k &
171 |-CH>CF; 3-CF3-R % 426 |-CH-CF; 4-CFs-3k %
172 |-CH.CH-CF; |3-CFs;-3% & 427 |-CH,CH:.CF; |4-CF;-3 4
173 A& 3-CF-R £ 428 |HAE 4-CF5- K &
174 |[3RT X 3-CF3- R & 429 |FRT A 4-CFs-% 4
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175 |3R% A4 3-CFs-k 4 430 IR E 4-CF-¥ %
176 |3k 3-CFs-k & 431 |3k 4-CF:-R %
177 |3-wtog i 3-CF:- R % 432 |3-mtmz A 4-CF-% %
1-F X -1H-#t - 1-F A& -1H-+t -
178 |4 4 x 3-CF-F & 433 Ly 4 4-CFs-R %
179 |1H-#ke¢-4-% |3-CF;-R & 434 |IH-"k"¢-4-% [4-CF-k 4
180 [2-"k=H Ak 3-CFs- R £ 435 2-"k7h A 4-CFs-R &
181 [T 2-iPr-¥ 2 436 |k 3-iPr-F &
182 |EARAL 2-iPr-k 2 437 |ERA 3-iPr-FX &
183 |FA&L 2-iPr-3k 2t 438 |H At 3-iPr-R A&
184 |-CH>CH(CH3)2|2-iPr-K A& 439 |-CH,CH(CH3):|3-iPr-F %
185 |-CF; 2-iPr-k & 440 |-CF; 3-iPr-F
186 |-CH-CF; 2-iPr-} & 441 |-CH.CF; 3-iPr-F &
187 |-CH.CH,CF; [2-iPr-% & 442 |-CH,CH.CF; |3-iPr-3 4t
188 3R A 2-iPr-R A& 443 |3RA A 3-iPr-R &
189 |3IxT A& 2-iPr-¥ 2 444 TR 3-iPr-F
190 |FFRo% A4 2-iPr-F 2 445 3% & 3-iPr-F
191 |3 i 2-iPr-¥ 2 446 |3 3-iPr-F &
[0563] 192 |3-wtwg i 2-iPr-K A& 447 |3-smz A 3-iPr-¥% A4
1-F & -1H-=t| . 1-F & -1H-=|_ . .,
193 2-iPr- 44 9 fPe
9 oy 2-iPr-K A 8 ol 43t iPr- R &
194 |IH-=kvd-4-% 2-iPr-F 2 449 |1H-"Kw-4-% |3-iPr-F A&
195 [2-"k=H A 2-iPr-3R A& 450 |2-"k7H Ak 3-iPr-R %
196 | &% 4-iPr-% & 451 |G ;‘%#"ﬁ')’"
197 |ERS 4-iPr-2R & 2 [ERE ;“‘%%ﬁ"%
log |TTA% 4-iPr-% & 453 |TPE g%%&'”&
-CH?CH CH 2 -CH-CH(CHz3)»|2- "% = -
199 CHCH: Y, b 2 g 454 — 3)'2% ARR-X
-CF -CF _ vl C_ X%
200 | 4-iPr-3 2 455 [ ;ﬂ“’”ﬁ‘“ -
-CH-CF -CH,CF _ il <
201 = 4-iPr-%¥ % 456 0 ;%"#‘ﬁ -
-CH,CH,CF -CH,CH,CF; |[2-=2 L.
202 PR PR A 457 RS ;%"’M}“ E
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203 [FAE 4-iPr- R & 45y |FEE ;%ﬂ»ﬁa R-XK
204 [FTE 4-iPr- A 459 [FTE ;;*_\UHJ R E
205 [FRE 4-iPr- A O )2%"”3 wR-F
206 |3 4-iPr-3% s61 |FTE 27%“% AR F
207 [EERE AP A a6 PR ;\ G ok X - R
208 ;iimm 4iPrE A AR5 :ﬂj_im-% )2% 5ok R - K
pog |TBEREAR |, o oy | [[HFE4E 2% AR
20 FEEE e 4 PRWE %\‘”‘5 AR
oy |CE IBRRELE |65 |CE a;:% HR-E

N e S
23 PR Lminga s FRE (LERRRE
514 -CH-CH(CH3)» 3onk K KA 1469 -CH,CH(CH;), ; ol ok X K
215 [P InkRERE (470 | ; ok R-X
216 | Smk R L 471 | ;\ ok R -R
o7 [FHOHEEE o ww g g |agp [CHREEED ‘;} ik K- R
o1g [FAE 3odok K E A 473 SR S ;"”J AR - R
o9 [FTE lgimgs o FTE O EARACR
20 [FAE kR EE (475 [ ;"L‘b R -F
221 |;FT A - AR-R A 476 |FRT A I_ua, HR-E
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%
hyy |3 m R R (477 3-o7% Kk ;— "G o X - K
1-F A-TH-o |, o o 1- % 3k -1 H- it |- v ok 4K - %
223 |y g 3-HHRRE T8\ o w %
oy |TH-Hek-4-% emk K R |479 1H-"Rok-4-% 4;3; " ok K- R
25 PR Laag g g PRHE ‘g‘% A
-3 4-F A 27T B X, -3 4-F F-2-v5 ok
220 %4 ! K% A
ERA 4- § K 2-"G H A ERA 4-F A -2-"5 ok
A7 % 482 KX
FA A 4- F K -2-"G oA 7 & 4-F X -2-°G %k
228 ey 483 Kx
-CH,>CH(CHs):|4- & -2-75 %k X, -CH,CH(CH3), |4- 9 # -2-°5 9k
229 . 484 L
R R-R &
-CF; 4- 7 K -2-"G H A LBy 4-F K -2-"G ok
[0565] S -RE s R-FRE
231 -CH,CF; 4- FH -2-"G %k 4K, 436 -CH.CF; 4-F K -2-"G ok
SRR R-F &
-CH,CH:CF;  |4- &3 -2-"5 s AX -CH:CH:CF;  |4- % #k-2-"F 9k
23 . 487 . o
SRR R-FRE
78T S 4- F A -2-"G H A TALA 4-F R -2-"5 ok
> %4 8 R4
FT A 4- F A 27 B A, BT A 4-F %-2-"5 4
234 %% 489 P
TR A 4- F A 27T o AX, oA 4-F Fk 2-v5 ok
235 s 490 KEL
r3e |FTA 4;&??5-2-"-%“#& w1 |F A 4- W}%-z-% o
EE R-F A
T2 SRR SR A |4 F A 2B
237 i 492 Roxd
— ¥ & -1H-wt|4- f A -2-" gk X anm |- T A 1TH-ot 4-F 227 ok
o 43 EAR w4k R-F &
|H-%k v 4 [4- FUE -2-75 ok 4K, |H-%vd-4- 4 [4-F & -2-78 ok
239 - 494 :
R R-FR A
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vk v A 4- F A 27 ofk 4K 2-7k v 4-% H 2w ok
240 Y 495 KA
. %3 ;ﬁf-z-% H A
- hazsp S 2@%%%%&
3 FAE ;ﬁﬁt-z-% o AX,
-CH,CH(CH3), |4-#2 A& -2-"3 =k 4X,
244 E A
- -CF; f‘ff'z'ﬂ% A,
- -CH,CF; z&-‘;&-}% o AX,
-CH-CH-CF; |4-%2 £ -2-7 ok 4X
a3 CH->CH-CF; zégk 2-75 ok X
10566] T P WREVN
248 E
249 KT A ;fé;t-z-"—% o AX,
o HAA Eéfk-z-@& o AX,
mo ik 4-32 3 270 ok AX,
251 E
- 3-etbog 3 i]':; -2-7Gy ek AX,
s |- ¥ A& -1H-=t|4-72 K -2-" ek X
4 Rk
- IH-"k v -4- 2 |4-32 2 227G ok X,
SRR
- 2-9k vl & i; 2-7 ok AX,
[0567] /Al S 7 Ui EA A OXVD e &9
(o)
o]
[0568] R2"\S’N N%
©: (XXVD) N-gs
[0569] i H A 25 HERELA, e N SCR10M T aE Yo
(05701 3£10
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Entry |R* R? Entry |[R* R?
1 A 4-CHs-R 2%k 256 |4 2-CH3-& &
2 |EREA 4-CH;-R %X |257 |EA% 2-CH;-R &
3 R 4-CH;-R & 258 |[%m@EAi 2-CH;- ) A
4  |-CH.CH(CH3): |4-CHs-k) %  |259 |-CH.CH(CH3).|2-CH3-3% A&
5 CF; 4-CH;-k %  |260 |CF; 2-CH;- R £
6 |-CH,CF; 4-CH;-% %  |261 |-CH,CF; 2-CHs- R &
7  |-CH:CH.CF;  |4-CH;-R A 262 |-CHCH.CF; |2-CH3-R A&
8 7975 3 4-CH;-k & 263 [ZrA % 2-CH;- ) A
9 TT A 4-CH;-k 4 264 |ZFTHA 2-CH;- R A&
10 |FRR A 4-CH;-} & 265 [ZR/R# 2-CH;- ¥ A&
11 [re ik 4-CH;-*) & 266 [3RT % 2-CH3-% %
12 |3-wkug ik 4-CH;-* % |267 [3-wteg ik 2-CHs;- ¥ &
13 -9 #-1H-vt o [4-CHs- 3R A 68 1- ¥ % -1H-#t|2-CH;- % &

4-% o 4K

14 |[IH-"kv¢-4-% |4-CH;-X % 269 |[IH-"Red-4-% 2-CH;-R &
15 |2-"kh ik 4-CHs-%( 4 270 |28 4 2-CH3- R A&

[os711 |16 |T & 3-CH:-k %  [271 |, % 4-OH-F
17 |ERE 3-CH;-%(k % 272 |EmA 4-OH-& &
18 |FAL 3-CH;- kx4 273 |[FmAAk 4-OH-¥
19 |-CH.CH(CH3), |3-CH;-}%  |274 |-CH.CH(CH;)2|4-OH-} %
20 |-CF; 3-CH;-x % |275 |-CF; 4-OH-¥)
21 |-CH.CF; 3-CHs;-x %4  |276 |-CH.CF; 4-OH-¥ %
22 |-CH.CH.CF;  |3-CHs;-k % 277 |-CH.CH:CF; |4-OH-R %
23 |ZFAA 3-CH»-R& 278 |srd &k 4-OH-F %
AR 3-CHy-% 4 279 |RTA 4-OH-% %
25 3Rk 3-CH:-R A&  [280 |3RRA 4-OH-F %
26 | A 3-CHs-k % 281 |:Rc ik 4-OH-FR
27 |3-mkeg A 3-CH;-(k % 282 [|3-wtog % 4-OH-R %
98 1-F J-1H-#k»%|3-CH;- R A& 583 1- ¥ A -1H-#t|4-OH-3k &

4-H o 4 H

29 |1H-"f=-4-% |3-CH;-R&E 284 [IH-"K-4-% [4-OH-R %
30 |2-vkm ik 3-CH;-k % |285 2"k % 4-OH-
31 | 3-OH-R & 286 |T& 2-OH-R %
32 |EFEL 3-OH-¥ A& 287 |[EEAAE 2-OH-% #
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33 | HAA 3-OH-R £ 288 (AL 2-OH-} A&
34 |-CH,CH(CH3)> [3-OH-R A& 289 |-CH,CH(CH3):|2-OH-3# 4
35 |-CF; 3-OH-}& & 290 |-CF; 2-OH- %
36 |-CH,CF; 3-OH-k A& 291 |-CH,CF; 2-OH-* %
37 |-CH.CH.CF;  |3-OH-3R) % 292 |-CH.CH,CF; [2-OH-% &
38 |FAA 3-OH-¥ & 293 |FAA 2-OH-#* A&
39 FRTA 3-OH-k) £ 294 |FRT A 2-OH-}) £
40 |FRRE 3-OH-¥ 4 295 R A 2-OH-¥ 4
41 3R A 3-OH-¥) A& 296 [P A 2-OH-* A&
42 |3-wtuz i 3-OH-R £ 297 |3-vikeg A 2-OH-} A&
- 1-9 & 1H-=kwg |3-OH-% & 508 1- 9 # -1H-#t|2-OH-%& &

4 o 4R
44 |IH-k"#-4-% [3-OH-% % 299 |1H-"kv#-4-% [2-OH-R A&
45  |2-vk Ak 3-OH-3¥ & 300 [2-"kd A 2-OH-* &
46 |TH 4-OMe-}) & (301 (T X 3-OMe- &
47 |EWRAL 4-OMe-k % 302 |EAFE 3-OMe-¥ £
48 |FAE Kk 4-OMe-*) & 303 |FmAA 3-OMe-3 &
49 |-CH,CH(CHs)> ([4-OMe-*)78 304 |-CH,CH(CHj3),|3-OMe-* 4

[05721 |50 |-CF; 4-OMe-3: %  |305 |-CF; 3-OMe-¥ &
51 |-CH.CF; 4-OMe-*¥74 (306 |-CH.CF; 3-OMe-k &
52, -CH-CH-CF; 4-OMe-* 307 |-CH.CH.CF; |3-OMe-3 #
53 |ZFAAk 4-OMe-# % 308 |ZrA Ak 3-OMe-* A&
54 |ZFTH 4-OMe-¥# [309 [ZxT A 3-OMe-¥ 4
55  |EFROR Ak 4-OMe-# % 310 R4 3-OMe-* 4
56 |3RTE 4-OMe-* 4 311 |ZRT i 3-OMe-R 4
57 |3-wkve ik 4-OMe-( & 312 [3-wewg 3-OMe-¥ &
58 :_ﬁ;}g-m-w& 4-OMe-% % 313 ;j_"t;;'m'“tt 3-OMe-% &
59 |1H-"kek-4-%  |[4-OMe-R % 314 |[IH-"Ke#-4-% |3-OMe-R &
60 |[2-kdH A 4-OMe-¥ 4 315 2=k 3-OMe- &
61 |T& 2-OMe-)# [316 |TX 4-CN-F A
62 |EAL 2-OMe-¥ 4 [317 |EAL 4-CN-F 4%
63 |FAAL 2-OMe-¥ %4 |318 |F7A A 4-CN-F £
64 |-CH.CH(CHj)> [2-OMe-*)  [319 |-CH>CH(CH;)2|4-CN-3%
65 |-CF; 2-OMe-##4 320 |-CF; 4-CN-F 4
66 |-CH.CF; 2-OMe-# 4  [321 |-CH.CF; 4-CN-R A&
67 |-CH.CH.CF; [2-OMe-¥#4 |322 |-CH.CH.CF; |4-CN-* 4
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68 |IFAL 2-OMe-* % |323 [zrE Ak 4-CN-F &
69 |FRT A 2-OMe- 4  [324 |5 T4& 4-CN-F &
70 3RO A 2-OMe-* & [325 [ZrA 4 4-CN-F 4
71 3R i 2-OMe-%(4  [326 (34 4-CN-F £
72 |3-wtv Ak 2-OMe-* 4 [327 [3-wtg & 4-CN-F &
73 141% IH-AR ) Mek g [328 ;j_’im'% 4-CN-% %
74  |[IH-K#-4-% [2-OMe-¥X 3 329 [IH-"K=-4-% [4-CN-F &
75 |2k A 2-OMe-* 4  [330 [2-k" i 4-CN-F £
76 | 3-CN-R £ 331 [TH 2-CN-R £
77 | EAE 3-CN-R A& 332 | EARAE 2-CN-R &
78 | HAE 3-CN-R £ 333 [FAEAL 2-CN-R £
79 |-CH.CH(CH3), |3-CN-3 334 |-CH,CH(CH:):|2-CN-% £
80 |-CF; 3-CN-R( & 335 |-CF; 2-CN-F &
81 |-CH,CF; 3-CN-F 4 336 |-CH,CF; 2-CN-3R 4
82 |-CH,CH.CF; [3-CN-3#(#& 337 |-CH.CH,CF; [2-CN-3* #
83 |FrAmA 3-CN-F & 338 |ZEAmAi 2-CN- 4
84 [T A 3-CN-¥} 4 339 |IRT A 2-CN-3F 4
85 |k Ak 3-CN-R £ 340 R A 2-CN-F £
86 |IRo ik 3-CN-F 4 341 | ik 2-CN-3F 4
87 [3-wvw i 3-CN-¥( % 342 |3-wkog A 2-CN-FR £
88 :_zﬁ"m'%"f’b‘ 3CN-%4&  [343 ;j_"t‘;m'% 2ON-% 4
89 |IH-"kw-4-% [3-CN-( A 344 |1H-"k"%-4-3 |2-CN-E %4
90 [2-vkuh ik 3-CN-¥® A& 345 [2-"ku ik 2-CN-R A&
91 |TH 2-F- X % 346 |TA 3-F-R i
92 |EWA 2-F-R & 347 |EFEA 3-F-F i
93 |FAL 2-F-R %k 348 | F AL 3-F-R &
94 |-CH,CH(CH3), [2-F-X % 349 |-CH,CH(CH3),|3-F-3% %
95 |-CF; 2-F-Rx A& 350 |-CF; 3-F-R &
96 |-CH,CF; 2-F-3 3 351 |-CH.CFs; 3-F-¥ A&
97 |-CH,CH.CF; [|2-F-% % 352 |-CH.CH.CF; |3-F-%#
98 |IFFAA 2-F-% % 353 |[BAEA 3-F-k &
99 |IRT A 2-F- % 354 [BRTH 3-F-R A
100 |3ro% 2-F-Rx A& 355 IRk A 3-F-R A&
101 |3Re 2-F-% % 356 [FRT A 3-F-¥ %
102 |3-wteg i 2-F-R % 357 [3-mkeg ik 3-F-R &
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103 :2&“{‘%“& 2R 358 ;j_}fj&'m'“th 3 FEE
104 |[IH-"k#-4-3% [2-F-%% 359 |1H-"kek-4- [3-F-R 4
105 |2-ek7h ik 2-F-k & 360 |2-"k7h A& 3F-F &
106 | % 4-F-¥ & 361 | 2-Cl- ¥ %
107 |[EAE 4-F-F % 362 |ERE 2-Cl-R %
108 |#7 & 4-F-% % 363 | FAA 2-Cl-k %
109 |-CH.CH(CHs)> |4-F-3) 3 364 |-CH.CH(CH:):[2-Cl-3R &
110 |-CF;3 4-F-% % 365 |-CF; 2-Cl-¥} &
111 |-CH.CF; 4-F-F A 366 |-CH,CF; 2-Cl-% £
112 |-CH,CH,CF;  |4-F-3 % 367 |-CH-.CH.CF; |[2-Cl-% 4
113 |ZA Ak 4-F-% % 368 |FRAAL 2-Cl-k %
114 3R T % 4-F-FR & 369 |ZRT A 2-Cl-R %
115 3R % 4-F-F & 370 |FROR Ak 2-Cl-3k #
116 |3RT. % 4-F-F 371 | i 2-Cl-R %
117 |3-mtog i 4-F-FX % 372 [3-wteg A 2-Cl-R %
118 ;_‘E“E IR ok 373 ;jﬁ;m'% 2-Cl-% A4
[0574]  [119 |1H-"k»¢-4-% |[4-F-R%k 374 |1H-"kk-4-% [2-Cl-E 4
120 |2-*k g 4-F-( % 375 [2-"kd A 2-Cl-k %
121 (T4 3-Cl- & & 376 (L& 4-Cl-¥ %
122 | ERA 3-Cl- & 4 377 |EAE 4-Cl- &
123 |#AA 3-Cl-R & 378 |FAA 4-Cl-R %
124 |-CH-CH(CH3); |3-Cl-% % 379 |-CH>CH(CH:),|4-Cl-% £
125 |-CF; 3-Cl-R & 380 |-CF; 4-Cl-R
126 |-CH-CF; 3-Cl- ¥ # 381 |-CH.CFs; 4-Cl- ¥ %
127 |-CH.CH.CF; [3-Cl-% % 382 |-CH.CH.CF; [4-Cl-%# 4
128 |3RA A 3-Cl- R % 383 |ZrAA 4-Cl-R %
129 3R T4 3-Cl-& % 384 |FRT A 4-Cl- %
130 |3Ro% & 3-Cl-R & 385 |IRoR A 4-Cl-F %
131 |[3re X 3-Cl-& & 386 | A 4-Cl-¥ &
132 [3-wkue ik 3-Cl-& & 387 |3-wtwe 4-Cl-k %
133 :_zg'm'%ﬂfk 3CLEE 388 ;j_im'% ACl-E £
134 |IH-"k»-4-4  [3-Cl-R& %4 389 |1H-"kek-4-3 [4-Cl-R &
135 [2-"k"h i 3-Cl- & & 390 |2-vkuh Ak 4-Cl- 3}
136 | # 2-Br-) % 391 |z 3-Br-R &
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137 | EAE 2-Br-F & 392 |ERA 3-Br-R A&
138 |FAL 2-Br-k % 393 |FAA 3-Br-k® &
139 |-CH.CH(CH3)> |2-Br-# & 394 |-CH,CH(CHj3):|3-Br-3& &
140 |-CF;3 2-Br-F #& 395 |-CF; 3-Br-#
141 |-CH,CF; 2-Br-¥ & 396 |-CH-CFs; 3-Br-¥ &
142 |-CH-.CH-CF; [2-Br-% 4 397 |[-CH,CH,CF: |3-Br-#% #
143 |ZrA A 2-Br- R & 398 A A 3-Br-# &
144 [3RT X 2-Br-F & 399 |3RT A 3-Br-R A&
145 |3 %% 2-Br-k % 400 [FRR A 3-Br-k &
146 3T % 2-Br-F & 401 |3re ik 3-Br-R &
147 |3-mtog i 2-Br-¥ & 402 |(3-wke i 3-Br-3¥ £
148 :Zﬁ} A - 1H-wrd 2 BrE i o 1Jé j-i}; -1H-#t|3-Br-% £
149 |1H-"K=-4-% [2-Br-Rk& 404 |IH-"kvd-4-% |3-Br-K %
150 [2-"k"d % 2-Br-¥ % 405 |2-"k" A 3-Br-¥ &
151 |T# 4-Br-F & 406 [T A 2-CF;-% %
152 |EERE 4-Br-¥ % 407 |EHRE 2-CFs-k 4
153 |FR A& 4-Br-# & 408 |4 2-CFs-R 4k

[0575] 154 |-CH.CH(CHj), |4-Br-3k & 409 |-CH,CH(CHj;),|2-CF;- A
155 |-CF; 4-Br-F % 410 |-CF; 2-CF;-¥ 4
156 |-CH-CF; 4-Br-F # 411 |-CH-CF; 2-CF-% 4
157 |-CH,CH.CF;  |4-Br-3( 4 412 |-CH,CH-CF; |2-CFs-) #
158 |37 A& 4-Br-¥ % 413 [3FE AL 2-CF3-R A&
159 |3 T 4% 4-Br- R % 414 |ZrT A 2-CF-R 4
160 |3 % % 4-Br-k & 415 [3RR A 2-CF;-F& &
161 3R 4-Br-¥ & 416 |Fe ik 2-CF;-% %
162 |3-mtoz & 4-Br-F % 417 |3-wkwg i 2-CF-R 4
163 :zﬁ-m-%vx 4-Br-X& 418 Lj‘j_’j;m' = 2-CF;-R &
164 |1H-"kvd-4-3% |4-Br-F 4 419 |1H-"k"-4-% [2-CF:-% 4
165 |2-*kwg 4-Br-} % 420 [2-"kvh Ak 2-CF;-% 4
166 |T % 3-CE-% 4 421 |[Ti 4-CFs-k %
167 |[ERE 3-CF>-R % 422 |EAEE 4-CFs-% %
168 |#AEk 3-CFs-% % 423 A% 4-CF-% %
169 |-CH>CH(CHas), |3-CF;-3 3k 424 |-CH,CH(CH3)»|4-CFs-% 2
170 |-CF; 3-CF- R % 425 |-CF; 4-CFs-% %
171 |-CH.CF; 3-CF-R A& 426 |-CH,CF; 4-CF;-% %
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[0576]

172 |-CH,CH,CF;  [3-CFs-% % 427 |-CH,CH:CF; |(4-CF;-% %
173 3Rk 3-CF;-R 4 428 |Zr@E Ak 4-CF;- % 3
174 |3RT A 3-CFs-R A& 429 [3FT 4 4-CF3-R A&
175 |34k 3-CFs-FR & 430 [3FRAR A 4-CFs5- %k 4
176 |3 %k 3-CF-R & 431 |k 4-CF5-% 3
177 |3-steg A 3-CF:-k & 432 |3-sew A 4-CF-3 4
1-9 A -1H-wtwd - 1- % A -1H-=t
178 | 4w 3-CRe-RA 433 [, 4 » 4-CF3- 3k
179 |[1H-"k=k-4-% |3-CF-%k 4 434 |1H-"kvd-4-% [4-CF;-F A&
180 [2-*k%h 3-CFs-FR & 435 |2-vkvh AL 4-CF-F 4
181 |4 2-iPr- K % 436 |T A 3-iPr-F A&
182 |EAAL 2-iPr-F A& 437 |ERAL 3-iPr-R A4
183 |FAAk 2-iPr-K % 438 |FAAE 3-iPr-F A&
184 |-CH>CH(CH3)> [2-iPr-R 439 |-CH>CH(CH3),|3-iPr-R £
185 |-CF; 2-iPr-¥ 4 440 |-CF; 3-iPr-F A
186 |-CH-CF; 2-iPr-3 & 441 |-CH-CF; 3-iPr-% &
187 |-CH.CH.CF; |2-iPr-% £ 442 |-CH,CH:CF; |[3-iPr-3k 2
188 | i 2-iPr-3 A 443 (A A 3-iPr-3F A
189 [T i 2-iPr-F A 444 IFTH 3-iPr-R A4
190 [3R% 4k 2-iPr-¥ 4 445 3R & 3-iPr-k 2
191 |3RE i 2-iPr-F A 446 | A 3-iPr-R A
192 |3-skeg & 2-iPr- K & 447 |3-etez A 3-iPr-K Ak
1-F A -1H-wbwd| 1-F A -1H-#t| .,
193 4t 2-iPr-F & 448 ob 44 3-iPr-X A&
194 |1H-"Kwk-4-%  |2-iPr-ZK & 449 |[1H-"kvd-4-% (3-iPr-R &
195 |2-"k=h ik 2-iPr-* % 450 |[2-=kvH A 3-iPr-F A
96 |&* sipri A st |©F ;E’%K'ZF
g7 |EPE 4iPr-¥ £ 45p |EPE ;’\U‘%%ﬁ'*
g [T P S Tl ki
-CH,CH(CHj3), -CH,CH(CHj3),|2- =2 WX
199 »CH(CH3)2 4iPrE A 454 »CH( 3)21%%1’& 7
-CF -CF _ vl - X
200 . 4iPr-¥ £ 455 ’ ;\MM& o
201 |-CH,CF; 4-iPr-F A 456 |-CH,CF; 2-"% gk X - K
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A

sop [CHECECE | o o |5, [CHCHCRs ; 5 AR
203 KRS siPrxg fasg [FOE 2; b ok R - F
204 [FTE siPrxg  |4so [T i"% *R-F
s [FAA siPrEg  |ago [TNE i%"*“’i-f‘
206 [T 4-iPr-¥ & 161 |FTE 2%1% AR - K
27 PHERE 44Pr-E A4 a6y [PEEE 2£ Gk R - K
208 ;_EJEE L re g 463 :fj‘j_im'“tt QE\“”J“’HW&—%
sog |THREAE | o oy |y [HAEAE 2% R -F

os77) |20 AR viprgg  fgs (ZXHE ;;5 neeE
211 i 3ed ok K% A 466 (OF 3 ;"%‘#R-Eﬁ
212 EAE 3om ek KK & 467 EAA ;ﬂ% AR E
213 kS 3eh ok KR 2 468 F A A 4£"£5 9 X - R
o14 [CHCHOE: 1y o s 2 4o [CHCHCH:) ;’%“’H‘“'Eﬁ
215 [€F aRAEE 70 |8 = "R E
216 SR 3omek R sk 471 |CHCE 4£ G ok K - K
a1y [ e g g (4 [CHOHRCES ; o3 ok A - R
o1y |FAE mk AL 473 PR z;% WA - K
gy [FI= kR A 474 [T B ;’ﬂ"”“"f’“
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O smk R R 475 |7 e g‘% e
291 7SI 3ok X - A (476 FRTKE 4};"-’:-5 A - R
oy |3HRE 3B A 477 3-7 A ; "G o X - K

1-F &-1H-mk |, o 1- F 2 -1H-=t|4- "5 ok KX - R
223 |,y 3-HMARE T8 L 4 n %

o 1H-K v -4- 3 3B KA 479 1H-"Kg-4- % ; oG gk X - R
g [N omkK-f Ak 450 KPR g‘% RS
A& 4- 5K -2-75 o A& 4-F 2 -2-"5 o

220 e S e K% &
ERA 4- 5K -2-"0 ok IE 7 A 4-F 3K -2-"5 o

227 G S K% %
FA A 4- f K -2-"G ok F 7 A 4-F K -2-"G

228 .S S K% &
[0578] 279 -CH,CH(CH3): |4- & % -2-"5 484 -CH,CH(CH3),|4- 7 % -2-"5 %k

R-RE R-RE
LF; 4- F 3K -2- v ik -CF; 4-F 3K -2-"5 o

230 W S K% A
53y |"CH:CFs 4-RE-2-HK| oo |-CHCF; 4-F K -2-"G ok

] R-FR & R-R A&
232 -CH.CH.CF3  |4- & % -2-73 =k 487 -CH,CH:CF;  |4-F # -2-"5 9

R-RE KRR E
78 P 3 4§ A& -2-75 o 7NEP 4-F K -2-°5

23 e S R-% A
FT K 4- A 2D ok KTk 4-F K -2-"Gk
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/(CHz)nzo 2 2 2

BnN (CHIN g X MgX (CH2)

1HE Uﬂ NalO, Bm/’ \VGﬁ/ Bw/’ NalO,4

n'(H,C) RuCl, N'(HC) o n'(HC) O Ruch,
(4) \ (66) OH (68)

[0644]
(CHaNG (CH2IN _(CHaIn%g

ail i BnN
BnN BnN \
n'(H,C) [ n'(H,C) 0 n'(HzC) 0
(71)
e =0 o OH OTBS

[0645]  {E S MRINAIAAAE I, AEIAIE AN NG I« CRE F NI S Hp ATs Mbam  n
A AT O R AT, B () (A 5 U T SO, T3 215K (66) 1L 54 AR T 1
TR DU 1, 4- S R B SF A T, ATttt iy AL e o o F e
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i3 (66) tH 5 52X (67) (b &y Bk & sl A Ll s it &4 X e
2) B, NI EI 2K (68) (L G 1) o A = BR BAIOAAAE T, AE A AN NG e ORI
e S5 AT e DR AT O I SRR A, B (68) L B 5 S B IR, M T 45 21
X (6 AL B AL T AT L CRF AT OS5 ATt i o Ay, AT et i 1ok
PR, X (69) L5 W5 KB IR ANl U P AU B U A LA B SR, M
250 (70) FLE W AEBKME AL T, AT N — S E 1, 2- S O DUk 1, 4-
SR 1, 2- SO B N N- IR R BRI N N- Z FREL OSSR AE B 1%k
M IR AT S o SRR , 50 (70) AU T 3 T LG SO, T 452
X T EY . Bukhh, AERRE WEne <2, 6- —HIILIE \ = 2% S NI OO
N A A W L, 2- T OB PRI 1, 4- R O e 1 2- TSRS
JE N N- I BB N N- T R ORI IO A7 AR T, AT i o I, A e bt i i
B, 2 (70) AL B R0 T T R A e B = S FRHBRIRR TS SR, fn 281028 (7)) fe &
ZIR

2
(CH2)n? (CH2N? "
/(CHz)nzo H Hh!/ 2 o BOCF!/ 1BDC'! S
[0646] n.,(B:rE) v 2w n'(HC) 0 —» n'(H,C) 0 — N'(H:C)
’ (72) (73) 74) o
o OTBS e ol

(0647) S TP TR L BRI CRHE (L) P (SR2EIE) 4 0) 50
(AR B (D) BRI A (D S T AEA AL T .
B LR DU 1,4~ SASERCUE SO 051, 2- S N, N-
S, Bt (7 P 2P S R, TS I (72) e . FER A 12,6 —
M S T PRSBSOSO 1,2~ e Pk
L1, 4- AEARERCE 1, 2 AR N N- — HUE IR N, N- AL Rl RS
SRS IOTE T AERE I A, ERHB MO (2 (72) A S5
THE BRI TSI (79) . 2V I ST 1 2- K Pk
L1, 4- SEARERCE 1, 2~ R LA N N- — HUE IR N, N- — AL Rl RS
SRS IOTE T FERE I A AESEHUT M, 52 (73) (L 5D
TSR, T RIS (70 L.

_(CHain%g (CH2I"% g (CH2IN?g

(CHa’g A4 /
BocN Bcch!/ ey SN Hh!/
[0648]  n'(HC) 0 — n(H,C) 0 —T%L n'(H,C) O —»n'(H,C) (o
(74) OH (75) Br m A (78) A

[0649]  7F = RILBENIAEAE T AER Mg S b 1, 2- “ ke THAME 1, 4- 5
ZeIAC e 1, 2- “HISEEE KN N- UL W N N- UL OB S OAEAE T AR
WL AR, ARk M S O R A, PRI AL PR (T4) (&, A3 212 (78) (&4
TR ANBRTR SN  BRTR P BRI DR TR U5 IR TR A B R IR AP = 2 RO
IS S A N AER RS I S e 1, 2- S OB DUk 1, 4- S8 Z39h T .1, 2-
TSR EE B NN IR N N- TRIR e L O R O NS R
M A AR e o s AR S, X (75) (A S0 (T6) (A A S s
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HUT M S Y RL, 5212 (T7) (& AR AR R dn — S e 1, 2- 3
CHE DU 1, 4- S e b 1, 2- “HISEAEOBE N N- LR N N- LS
eI O T Ol e A AT et A AT et ot ety , X (77) (e &
YIS RRE =R IR « CFR  RhIR RRUER 5 S, T 525K (78) (L5

2
(CH2n"y  R2dg0,cl

O,
2d-S+,,—(CHz)n’
Hh!/ (79) § I\ll
[0650]  n'(H,C) O = n'(HC) 9
(80)
(78) A A

[0651]  fElIA IN= e s RN FE O EBE A7 A2 T, AT A — U e 1,2- —
HOKE DU 1, 4- i b 1, 2- “HISEEE O SN, N- T FEL R N N- AL
Wl OG5 AT pnA, AT i i e et , (X (78) (L & 52 (79) fe iy
Yy B Sl RS AR s I SRR, i3 212X (80) L.

0

H

o]
AN
(CHn?q R® CI JLN —~(CH2)N?

o~ R?
[0652] HN (81) |
n'(H,C) O T n'(HO) 0
(82)
(78) A A

[0653]  fElit IN—= e —FNFE O MEBE A A2 T, AT AN — U e 1,2- —
HOKE DU 1, 4- i b 1, 2- “HISEEE O BEN, N- T L R N N- T FSE
Wl OG5 ATl Ay, AT i i e et , (X (78) (b & 5 (8D iy
Wy EAMC S sk R R R SO, T 212 82) (L&

0

rz 9
(CH2IN%g 0" ~cl Rz _(CHag,
'(H2

7 0" °N
foesa; N (83) \
n'(HzC) O = n'(HO) 0
(84)
(78) A A

[0655]  fEfit dn—=C e " RNFE O MBE A7 A2 T, AT A — U e 1,2- —
HOKE DU 1, 4- i b 1, 2- “HISEEE O SN, N- T FEL R N N- AL
Wl OG5 ATl A, AT i i e et , 12X (78) (L 5 52X (83) iy
Wy EAME S s R R R SN, T 212 8 (51

X i
R% 2b
(CH?q N Cl R~N/lk —(CHz)n% o

r ~2¢ (85 : N
[0656] HN e ]
n'(H,C) 0 n'(HzC) 0
(86)
(78) A A
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[0657]  fElRIA IN= N s —RNFE O MEBE IO A2 T, AT A — e 1,2- —
AOHEPUARIR 1, 4- SR e 1, 2- “FSIE OE N, N- T IS AR NN - L
Wl OG5 ATl Ay, AT i i e f et , 12X (78) (L 5 52X (85) fu iy
Yy AL el BT ?E'J%E’M{/\%Jiﬁ M2 (86) a1

P L i JJ\ /(CHz)n
(87) H
[0658] 1(H2C) 1(HZC)
(78) (88)
[0659] A b 1, 2- b YRR 1, 4- :ﬁ%%ﬂa Fia1,2- —HI%

FOJE N N- L FIBe 2 N N- ISR RN OS5 AT e E s Ay, AT L ok
B, 1 (78) L 5 5 (87 (L& E AL S yalo o C R LAl s It S BN,
M2 88) (L EH.

R
(CH2)n R2b ,S /(CHz)n

[0660] 1(H C) o) Fﬂ, 2°
2 1(Hzc)
(78) (90)

[0661]  FERRIA U= s NI OIS AE T ﬁ(ﬁ/l”l%ﬁD:%Eﬁﬁxlﬂ‘:
HOHEPUARIR 1, 4- SR e 1, 2- “FSIL O8EN, N- T IS AR NN - L
Wl OG5 AT i A, AT i i e e, (=X (78) (L & 52X (89) fu iy
Yy B el RS R 2 I SISO, #3211 2K (90) 1&%@

Nos H

NosCl N R3-NH, ' N
[0662] J/ 1 - /r 1 e [ j?ﬁﬁ ()
peas N

1) OH NosO o) ONos (94) (95)R

[0663]  FEiif N — e S N R G IEIE 2, 6 - — LM e S5 A7 AE 1, ZEIR 77
PUZARRIE V1, 4- 2R b s S bS5 il T BT I% (91) 554 - iR 5 (NosCl)
[N, #3218 (92) th &1 A AEtag i — e R N O HZ IENE L 2, 6- — 3N
WE A N AR O B OB B e e b AT g b ol Ik, A0t
OB ARG, X (92) A5 5 (93) (L& CAMe A sl O A5 Rl e &4
SR Mﬁﬁﬁ%ﬂt(%) S o LEMR T AR IR S B IR 2V B0 kPR S B PR BN I R 4 e
PR A S AN A B R RS AR T AR R WPY SR Bk 1, 4- 5
SISO Elm CNEERFAE B ARGt — IR B AT de o iy, A et i
TR RS, (2 (94 (b G 5 Kl SO, M As 215X (95) & 4.
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R3.x3
Boc—N NH s Boc—N N-R3 1 b 3
0664 oc— —» Boc— i —» HN N—-R
[ ] \_/ n_/ n_/

(96) {38) (99)

[0665]  FERIA WU T BEAN BT et VBT RS A7 A N AT AE B i = O e . —
FNEEONE HERE 2, 6- " IEMEBE ST A T RSB FTIE In QIR (TT) WU (=R
Jigh) 8 (0) « OB (2R ) A8 (1) Al OB (S5 Ut (TD) = (R HEE A )
TRE(0) B TR AN IR R TR 1, 2 A DU L 1, 4 TR A
N, N- T PR PR S R A7 A N AT e ad s A, A0 S it ol e G, 62X (96) L 574
SR A YEaE g E AT e e 5 OD A E . R S Y Em g 2R
B AR, CFEHX° e 0 IR BRI OB = SURRRRAY |, AT 58 (98) (i &4 oA
VA TR A0 ST 1, 2- S O DU 1, 4- AR ke 1, 2- “ IS
BEN,N- HIBEE B N, N- R OB O RS G PR SE  A T b o
A AT I b B T, (5 (98) (L A SR I AN =3 LR IR - CFR - 2R IR IR 5 I
Rz, I3 215 99) (L 54

R3.x3
(101)
[0666] Boc—NINH L Boc—NIN—R" — Boc—NIN—R3
(100) (102) (103)

(06671 FERRIA WU T BEANBUT e BU T R A7 A N AT AE B i = e . —
FNEEONE HERE 2, 6- " IEMEBE ST A N RSB FTIE In IR (TT) (WU (=R
Jigh) 8 (0) OB (2R ) A8 (T1) Al OB (CIE) Ut (TD) = (B )
TRE(0) B TR AN IR R TR 1, 2 A DU R L 1, 4 TR AR
N, N- R PR I S ) A A N, AR Ze i I, AR e b s i, = (100) fE &4
CAME S YEal s S A5 s i & 5 Q0D (&Y B R S sl ©AT 1
il A AP RN CHEH X 1 50 T S BERT PG = SRR ARY , T2 58 (102) Fofb &t
AT I S 1, 2- Z5 e DU 1, 4- 52 b 1, 2- IS
L e N, N- LR N N- B O MG B S S N S v A it
I ATV L R R AT , B (102) LM SR I —I0 IR TR« O EIR IRIR 55 S
Rz, Ifi#3 25 (103) 54

CHg)n? 2 LG
an— ("o BoeN— ("0 /\(;;6 , BoaN—(CH2M o
X4 —  \ 4 -
1 0" X -t
[0668]  'n(HC) 'n(H,C) o n(H,C) o
(104) (105) (107)

[0669)  {ERE U= 2.1 AL I 2,6 R B AR K, (Al
P U S PO 1, 4- — AR S, FERE T A E i
PERRAT , B58 (104) (L CL A st 075 T 4 O A G e, i)
5 TR RRBRRI T, M IS (108) { A . ZETE I R PSR
S PR (= LR ) SR 00 (= LR R AE) S R (=
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IS AR50 S LA S AN ST A B, A LR i An Y 2R IR L 1, 4- SRR e
1,2- TSI O LR . 3L Ol Sk, 65 (105) (L 5952 (106) L&
Wy BV A sl B I M A CHOARLG DA B 253, Al It B PPV
R FORRERRANSE) SR, it 22K (107) L 54

CH,)n?
BoeN— €20 BocN/(CHz)nzo /(CHz)nzo
o BocN

[0670]  'n(HzC) © 1H(Hz}3) OH In(H,C) 2

(107)

(108) (109) !

(06711 FEVAFIE UNEE ORI DU Ve L 1, 4- S 2R Be N N- IR R
S AR A RIAAE T, AR DA, AT et e g, =X (107) AL 5 S50
AR AR S RER B BRI BRIR S SN, A3 212K (108) {5
Wyo ORI, AERR I AHARIR U B  ARPR S AR PR UL R AR PR P AP S S S AN =
UL ARSI A N, AT AP g Sk 1, 4- 2RO B A |,
5 (108) L5 P SRS R, A5 213K (109) (L 54

(CHoIn%q AH (CHy)n? (CHg)n?
2IN°0 P 2/ 0
1300'*\' " (110)  BocN HN
[0672] n(H,C) T In(H,0) O — ™ "n(H,C) O
|
(109) (111) A (112) e

(06731 LEAHLIAT N VU kIR 1, 4- SR PR 1, 2- ISR O s — FBE R
i "I OIS AR ARG W= O SN FE O HEIE 2, 6 - FHEENHIE 2511
AAE T AT i DR AU i St o, 65X (109) (e &5 30 (110) (b &9 B
e E W T S R SR, i3 250 A1) AL &) AT e A 11 n —
FUPBE 1, 2- “5 O He DI ZEMR V1, 4- SR b 1, 2- —HISEE e N, N- - HRL g
% N, N- T HREL O O T Ol S AT et Ay AT e i i fleipic i
G, X (LD LS SRRE =T IR R LR Hh IR IR B, M #8110 (112)
E.

2
BocN— (C2"" 0 ACHIN?g o~ _MgX® _(CHan
it o X' NalO, Bocl (115)  BocN NalO,
—— -
n(H;C) Ruch, 'n(HC) 0 "n(H,C) O Tuch
(113) 14 \on (116)

[0674]
(CHy)N? (CH2)N?(

Boch!/ Bocl*f/
n(H,C) 0 n(H,C) O
(117) i (118) -

[0675] /BRI AE I, LEIR I AN SIS TR SRS e IS P AT i oo
I ATl R R, B (L13) AL W 55 sr SOz, it 2050 (114) (b &9 - A1
FIE N IE PO AR 1, 4- SRR OB S AE B ATl A, A i i foleib
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gy, A (L) (e 5 52 (115) (&) C A S alom o R R st 54 (L
X R 32) SN, TTAFEI R (116) (A4 AL BRI AE B A A I 2. &
it S PSS R At o A, AT e i i e, X (116) (b 595 U AT Ov,
M EI (17 A AT AN P OB N QIS5 AR Iy, A
Wl O AT, B3 (L17) AW 50k S i A = B B U A 2 A =5 S
Rz, Ifn #3215 (118) L5 4.

2 02 CH 2
BnN/ (CHZ)n o] . / (CH2)n20 R2d3020| RM,S\ N /( 2)n o]
2 HN 15 X
1I‘|(H2(‘3) 0O —— 1n(H2(5) o —h-{ ) 1H(Hzc) g —
7 119 120
OTBS 1l OTBS ( ) OTBS
[0676]
o. o 2 A-H Q2 (CHyn?
de/SiN/{CHz)nzo RN’S\N/(CHz)n o (12) RZd,S\“N/{ 2"
Tn(H,C) 0 P tn(Hl) 0 5 'n(H,C) 2
(122) (123)
(121) OH Br A

[0677]  FEAEAR L 705 Qi 2050 S IR PR AN 2 A R EE (11D DU (2R 48 (0) W MW
(CORER #0 (TD) JAREAL A () & est (D S B aEaPUa S e &
B CIR TR VUSRI 1, 4- 5RO be s e 051, 2- 5O N N- I
Wefe 2, B (D) (S 5 20U, #2158 (19) b 5P AEuE = %
Rl N AN 2 AR N AR S (NS S0 7N I R W N 1S =15 R N Y S = 57 N
Fe1,2- — RSO E N N- T HEC IR e NN - 3L Ol s O S, g g i in
P AT o R R g, B (119) e 5 520 (1) b &1 B R S sl £ k5 7k
FIEE AL SR, WA B2 (120) (L AW AETAFIE Ul — S e 1, 2- ke POk
1, 4- AR bE 1, 2- ISR EE 18 N N- L R I N, N- — FREE 2 B e L TR
OISR SEATAE N AT M g, AE e Mo Ao e 4, 28 (120) (b5 5 PUIE
T ARG SO, N3 2120 (12D (S o A = AT B e i = 1,
2- ZH KT DUZPRIE 1, 4- RO k1, 2- “HISE R O 5T N N- L g N N-
FEL OB S BOA7AE N ATt I, A 2 b i i i 4, FHPU BB AL B G (121)
Ew, N 2158 (122) (G o AEDRE AR BN I R B ik PR « i IR S B0~ R 2 B
PR AP = O s RN EE SR e S A7 AE B AR Al i — k1, 2- 5 Ht
DU 1, 4- TR b 1, 2- VSRR G 8 N N- L R i NG N- L O
N B O R AT o A AT bam o e B i, o (122) (5 5
X (12) &Y C A S sl AT AR S A SRR, W21 (123) b 5.
[0678] MR AEI STHEBITE ML T T HSA L BRI S PR AR A T 1k ARGk
FERN SRR AT ARSI BR N DI FAAAE 24 15 Rk A alife g ik, DA 88 A
KIS

[0679] 5% AH)

[0680] ik LA I AEFR IR SN A4 & B SR T B o N s ki S et 17
T AR AT R B SRR M T 1k o AT R AR D1 I Q] Rt A S 1 R
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N G R I 2 ) SRR 5 72, ARSI AL B &4

[0681]  #F NIIfMISZHEI T, ZEVarian Mercury 300-MHz NMR |35 H-NMRYEE o FHRC &
2996 WA AR ZS )AL Liance 2695 HPLC/MS (Waters Symmetry C18,4.6x75mm, 3.5
m) M210-400nml & 2615 (%) TS0k .

O

[0682] B“”D‘(’g_\

[0683]  Sjita i1« 1- "R ERWRIE -4 - FRIR LRIV 25 - /£0°C 1, 17 S ERIRIE - 4- R TR LT
(5.0g,31.8mmol, 1.0 %) AL (15. 0mL) FRVEIR - AN LR (7.07g ,mmol , 1.3 51) .
BB AE0C N, —RMEIIAN =M% (1.06g,10.5mmol, 1.5 5) - ERFHE S THE 2 %0l
TP R o K NI 2 IR AR AAE I G o R TR BT T LR CTR LB
7K (20mL 2 20mL) [T S 1 BESANLE , IR G s (2x10mL) ZEHUK)Z K-S I 2R
P{ENa, S0, b, SRS i R FE L B8 T TR R T R s ke A5 2074 K
HAT P35, ot —54ik. 'H NMR (400MHz,CDC1,) §7.41-7.20 (m,5H) ,4.14(q,]
=7.2Hz,2H) ,3.51 (s,2H) ,2.87 (dt,J=3.5,11.8Hz,2H) ,2.29 (m, 1H) ,2.04 (td,J=2.5,
11.4Hz,2H) ,1.95-1.85(m,2H) ,1.85-1.70 (m,2H) ,1.26 (t,J=7.1Hz,3H) .

0]

[0684] OQ%tD/
S

[0685]  SIJitifd2 : 4- 45 P9 2 DU S - 2H - PEL IR - 4 - FR1 FHR I il £ < 12 SO N AE BERE TR B
50 P T AE-T8°C N, 720 /NI PN [A] e PR R SR A (IM, 1. 2024 58) 1
FRPU U (4. 16mL) I3 TR INPY &L - 2H - TR - 4 - B2 R FER (0. 5g,3 . 47mmol , 1. 024 +) 1Y
5SmLJCIK THF VA I o B4 I8 S A 200 B D H 4k LN, SR IF B I IG N 25 R (0. 457 g,
3.78mmol, 1. 1) o AR LN, S N TR S TRl 2 25 T o FH10 % HC LA K SN (T £k
BHAHED) , BERRYE pH=2) B ANE, HH R ATE (3x10mL) ZEHUKZ A ZEHW)
FENa, S0, T 1, SR B2k 4, 15800 B H T F— 8, et —2 4l . 'H NIR
(400MHz ,CDC1,) 85.68-5.52 (m, 11) ,5.03-4.91 (m,2H) ,3.75(dt,J=3.7,11.8Hz,2H) ,3.63
(s,3H) ,3.37(td,J=2.1,11.6Hz,2H) ,2.21 (d,J=7.4Hz,2H) ,2.03-1.95(m,2H) ,1.53-
1.40(m,2H) .

(0]

[0686] BnND#/\
™

[0687]  STJHEMS : 4- Iy P 2 - 1 - BEWRE -4 - FRIR R I 25 12 SN A MRS T 1) D B
M FATAS PHATAE-78C I, £E0. 5/NIF PN A 1 - "R R IE - 4 - FRER LT (6. 24g,
26.7mmol, 1.0 &) MIJC/KTHF (50mL) PR FR R IN S PR R 2 54 (IM, 1. 102 51) 197K
PSRRI (29. 3mL) Y8R FHE G PILEZRE P R L/ NN, SRIE R MG P 2L (6. 73,
3.78mmol, 1.5 ) o fifi S N TR AR 2 =00, TR/ NI o FTRMINH, C LKA TR KR
N7, B 2 R PEpH (R AR VK R D o B A HLZ, I CFR CRE (2x50mL) 25 UK
G IHINAEIENa, SO, B4, SR 5 1 i ZEad 80 T TR R Uk o K BE IR L5 Mk 4
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B2 BT F—3 %, e —2 4. 'H NMR (400MHz,CDC1,) §7.37-7.20 (m,
5H) ,5.78-5.62 (m, 1H) ,5.10-4.97 (m,2H) ,4.17(q,J=7.1Hz,2H) ,3.47(s,2H) ,2.78-2.64
(m,2H) ,2.28(d,J=7.4Hz,2H) ,2.18-2.03 (m,4H) ,1.61-1.46 (m,2H) ,1.26 (t,J=7.1Hz,
3H)

0

[0688] o(:)t?\/\

OH

[0689]  SCJE(II4:3- (2-F2 L 3E) -2,8- SRR (4. 5] 2% - 1- Wil il 2% Kok R (10.9g,
180mmo1,53. 64 ) LR HIE (0.309g,10.3mmol,3. 02 1#) MIH,S0, (0.191g,1.95mmol
0.57 Y& MRS YI{ET0°C MtHE30min, FAE 10minPN R N4 - 475 P9 BEPU S - 2H - b - 4- FRIR
Hi (0.632g,3.43mmol, 1.0 1) SRR N TR G WIRFFETOE80C I, Pt 14 - ik
Fe 26 R, 110 % NaHCO 3 R K N o SR e SR C i (3x10mL) 22 HUR &4, HFH-
TN IAR 2 e dn , A3 2AH G Rz T 228 Joisidt—P alifb.

[0690] R (715mg) F130 % NaOH (2.86g NaOH, 4xH il 1) ZKIAR TR AP Ial i 27N
I o R S vk TS A1, IO BEID30 % 1,80, , L2 2t (pH<2) . AR B
(3x25mL) ZHUT AR &4, TR S A HLAR 1110 % NaHCO,, (50mL) +#57K (50mL) Feigk, 71
Na,S0, b TR B2 ki, (3 B0 B T R — %, ot —2 ik 'H NMR
(400MHz,CDC1,) 84.57 (m,1H) ,3.91(dt,J=4.5,11.8Hz,1H) ,3.79 (dt,]=4.5,12.0Hz,
1H) ,3.66 (t,]=6.0Hz,2H) ,3.54-3.44 (m,1H) ,3.43-3.34 (m, 1H) ,3.13 (b, 1H) ,2.41 (dd,J
=6.1,13.2Hz,1H) ,2.01-1.91 (m,1H) ,1.89-1.64 (m,4H) ,1.54-1.44 (m,1H) ,1.42-1.33 (m,
1H) .

o]

OH

[0692]  SCjEf515: 8- Hk-3- (2- R LHD) -2- SR -8- AR [4. 5] 25 - 1- BRI HI 5 - R vk
fiz (78.1g,1.3mmol,53.6 &) LR HEE (2.21g,73.5mmol, 3.0 18) F1H,S0, (3.63g,
37mmol, 1.5 1) IR EWIAETOC MHedE30min, FEAE 10min A IN4 - 45 P 3 - 1 - R BENRE -
4-FRIR TG (7.03g,24 . 5mmol, 1.0 1) SRR N TR G WIRFEETOE80C N, It
o I HE 2R IR, I 1110 9% NaHCO, i3 IRAR K RN o SR FH R i (3x40mL) A< HUR 54,
FE S AEN U E S k48 , 15 2SNz B T N — P8 eisd—Palifk.
[06931  KpkH I (7. 07mg) A130 % NaOH (28g NaOH, 4 il ) 7KiA IR SRl i 2/ N o
KRSV H, NG B30 % H,80, , B A5 AR (pH<2) o I AINAHCO, /KA
HAT (pH=8-9) TR A1, S IE FH R TR (3x100mL) <K, -5 H 1A HIAHENa,S0, T
BRI s i R B BT P B e 4. 'H NMR (400MHz, CDC1,)
87.39-7.22(m,5H) ,4.65 (m, 1H) ,3.83 (t,J=5.6Hz,2H) ,3.54 (s,2H) ,2.95-2.84 (m, 1H) ,
2.83-2.73(m,1H) ,2.42(dd,J=6.1,13.0Hz,1H) ,2.30-2.07 (m,4H) ,2.00-1.84 (m,3H) ,
1.75-1.59 (m,2H) ,1.58-1.48 (m, 1H) .
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o]

[0694] B"NQ&/\

OTBS
(06951 Sefil6 - 8- 2k-3- (2- (GRUT B FRILFIRELTED) SAE) 50 -2- %2k -8- AR
[4.5]2%- 1Tl £ : 178~ "W FE-3- (2- R LFH) -2- 5% -8- R [4. 5] 25 - 11 (10. 0g,
34.6mmol, 1.0 %) Wk (2.47g,36.3mmol, 1.05 4 5) F1— S Hs (70mL) FOFAR A BTN
TR LGRS (IM,5.47g, 36 3mmol , 1. 054 1) [ S FAE (36 . 3mL) P4 K S NLAE 25
it N ARE2/ N SRTE 2585 17K (B0mL) 7 K 43 B G HLZ , I 50T (2x50mL) AZHUK
JZ AR EFHIATHURAENa, SO, b TR sl , 13 BPHL1 R i AR e (CER TR/
Cbe, 0% Z20%) YE— 4k . 'H NMR (400MHz,CDC1,) §7.32-7.11 (m,5H) ,4.52 (m, 1H) ,
3.73-3.65(m,2H) ,3.46 (s, 2H) ,2.87-2.76 (m, 11) ,2.72(dt,J=4.5,11.8Hz,1H) ,2.31(dd,
J=6.2,12.9Hz,1H) ,2.22-2.08 (m, 11) ,2.08-1.97 (m,2H) ,1.91-1.70 (m,3H) , 1.62(dd,J=
9.8,12.8Hz,1H) ,1.59-1.50 (m, 1H) ,1.49-1.38 (m, TH) ,0.83 (s, 9H) ,0.00 (s, 6H) .
0

OTBS
[0697] S f7: 3~ (2- (ORUT 3 AL b ) 30 430 -1-8 M -2- 1 4 - 8- (S
[4.512%b¢-8- MBI BRIMIPS : fElatm H, Ge A ER) T, 48-F5E-3- (2- (GRUT I H
FEFREGE D) D) OB -2- 4L -8- R IR [4.5] 2% -1 -1 (4.77g,11.8mmol , 124 &) \Pd/C
(954mg, 2055 5 %) FMeOH (79mL) TR S WAL =it P BHE 4 R & W i i+ 2t
U, FIMeOH (50mL) e B4 , 75 2RI o KRR I (3. 78g) AR T — S H b (79mL)
IR EIE0C, SR TN BT 3 R R (2.83g,13.0mmol, 1. 144 FI—=H% (1.8g,
17.7mmol, 1.5 1) o B SO FHildh % 28 il 4 FE45mino LN, F I AINaHCO, 7K I AR FE S
K7, R T R T (3x50mL) A<HY, K &5 A HUAHENa, SO, b T FLas ik, 13 2
Yy BT T, o4l . 'H NMR (400MHz,CDC1,) 84 .57 (m, 1H) ,3.91 (b,
1H) ,3.77 (b, 1H) ,3.73-3.66 (m,2H) ,3.17-3.05 (m, 1H) ,3.04-2.93 (m,1H) ,2.31 (dd,J=
6.2,13.0Hz,1H) ,1.96-1.81 (m,2H) ,1.81-1.64 (m,3H) ,1.59-1.48 (m,1H) ,1.48-1.32 (m,

10H) ,0.83(s,9H) ,0.00(s,6H) .
o

OH

[0699] S8 : 3- (2-FR AL -1-%8 AR -2- 524 - 8- A A44IR [4. 51 23 - 8- IR T BR il
B3 (2 (GRUT 3 T L RERE D) 30 480 -1-84K-2- 1 4% - 8- R4 R [4. 5] 225t -
8- FRIRAU T FiE (4.88g,11.8mmol, 14 5) FITHF (70mL) [E7E 7 H IINPUIE T 35 ik 5%
(3.24g,12.4mmol,1.05 4 ) ; (i JITHF (10mL) SERKHFERS S4TSR TRAE 2508 N Bt E3Omin,
IR LA R4 1S BV, B L i A €8 (MeOH/DCM, 0% 210 %) JE—2E4fifk. 'H NMR
(400MHz ,CDC1,) 54.67 (m, 1H) ,3.95(dt,J=5.0,13.6Hz, 1H) ,3.87-3.73 (m,3H) ,3.23-3.10
(m,1H) ,3.09-2.98 (m, 1H) ,2.39(dd,J=6.0,13.0Hz, 1H) ,1.99-1.84 (m,4H) ,1.83-1.68 (m,
o) ,1.63-1.53(m, 1H) ,1.53-1.36 (m, 10H) .
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O

[0700] OD&OK/\

Br
[0701]  STiEfh19:3- (2- IR LAY -2, 8- AR [4. 5] 5% - 1-Fny il 5 - F3- Q-3 -2,
8- " AE LM [4.51%%- 11 (0.320g,1.60mmol , 14H) FNTHF (15mL) (PRI HIZ0C, KRG
[ IZIR IR AR R TN =R B % (0.630g, 2. 4mmol, 1.5 &) AP {Ak (0. 795g,2. 4mmol
1.5 50) o S N I TR R 28 2500, A - SR e ik BT AR S L a5 ik i, 13- 2HH
REY RS ETE Tk (50mL) Hr, ] Skt 182, AP i B89 i e 28 T
AR RERE+ bR E A e (CROES/ O S, 0% £40%) FE—F4lifk . 'H NMR
(400MHz ,CDC1,) 84.67 (m,1H) ,4.04 (dt,J=4.6,11.8Hz,1H) ,3.91 (dt,J=4.6,12.1Hz,
1H) ,3.60(m,1H) ,3.56-3.45(m,3H) ,2.50(dd,J=6.1,12.9Hz,1H) ,2.30-2.02 (m,3H) ,1.91
(m,1H) ,1.76(dd,J=9.8,13.0Hz,1H) ,1.64-1.55(m,1H) ,1.52-1.44 (m, 1H) .
(o}

Br

[0703] S fhil10:3- (2-TREEE) -1 -3 -2- 52k -8 - R IR [4. 5] 580e -8 - FRIR B T RN
s AP T3 C-IRCID) -2,8- "5 AR [4. 5128~ 1- Bl L p il e bl fb &4 , AN AY
FE3- 2R OH) -1-5MR-2- 28 -8-FURIR [4. 5] 28k - 8- RIREL T HEHUES- (2- 2L
3 -2,8- TSR [4.5] %8 1/ 'H NMR (400MHz,CDC1,) 84.68 (m, 1H) ,3.97 (dt,J=5.0,
13.5Hz,1H) ,3.83 (dt,J=5.0,13.7Hz,1H) ,3.54 (dd,J=5.3,7.5Hz,2H) ,3.27-3.14 (m,
1H) ,3.13-3.01 (m, 1H) ,2.42 (dd,J=6.0,13.0Hz, 1H) ,2.31-2.20 (m, 1H) ,2.20-2.09 (m,
1H) ,2.01-1.90 (m, 1H) ,1.89-1.78 (m,1H) ,1.74 (dd,J=9.8,12.8Hz, 1) ,1.66-1.56 (m,
1H) ,1.54-1.36 (m, 10H) .

HCOOH Q

Br
[0705]  SCJiEf11: 8- HE-3- (2-TR LI -2- 5% -8-RA IR (4. 5] 22 - 1 - [ HHRR R ) il 25 -
F3- Q- -2,8- THAAUMA[4.5]2%-1-i (2.07g,7.16mmol, 124 +8) FITHF (70mL) fJ%
WL HZEOC , SRIF TN IA TR AR KON = 2R L% (2.83g,10.8mmol , 1.5 1) ANPU A L hk
(3.58g,10.8mmol, 1.5 /) o i [ N AR TR 2 ==L, H Wi PR R R BE TR S 9t
FS s S 2R G R ZIR A AT T OBk (50mL) A, 6 Sk iE2 0K, PAYEEKIE
P B I 2T I B R - b A CL8RE il A it — 2P 4lifb . (ACN/H,0,0%
%100% ,250.1% HFR) - 'H NMR (400MHz ,MeOD) §7.53 (b, 2H) ,7.47 (b, 3H) ,4.75 (m, 1H) ,
4.27(s,2H) ,3.64-3.47 (m,3H) ,3.34 (m,1H) ,3.19 (b, 1H) ,3.08 (b, 1H) ,2.52 (m, 1H) ,2.35-
2.15(m,3H) ,2.15-1.97 (m,2H) ,1.96-1.81 (m,2H) .
O,

o]
&
oo U3
[07071  Sefhi12:3- (2- (4-FREENRGE - 1-35) £F) -2, 8- SR (4. 5] 5% - 1- Wl il &5 -
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F3- 2- RO -2,8- " HAAMA[4.5]%%-1-1i (0.050g,0.190mmol , 1 24 &) \THF (4mL) F11 -
RELRIZE (0.065g,0.399mmol , 2. 124 18) [FIATRAE60°C FMEHE3 R SRR F R S g
FHEUES k4 S BEIRAY B Hm A e (FE/ — &0, 0% 5 10%) E—4lifk. 'H
NMR (400MHz ,CDC1,) 87.27 (m,2H) ,6.93(d,J=8.3Hz,2H) ,6.86 (t,J=7.3Hz, 1H) ,4.58 (m,
1H) ,4.06 (dt,J=4.6,11.9Hz,1H) ,3.93(dt,J=4.6,12.0Hz,1H) ,3.61 (m, 1H) ,3.51 (m,
1H) ,3.21(t,J=5.0Hz,4H) ,2.70-2.52 (m,6H) ,2.47(dd,J=6.0,12.8Hz,1H) ,2.11 (m, 1H) ,
2.01-1.83(m,3H) ,1.79(dd,J=9.7,13.1Hz,1H) ,1.65-1.54 (m, 1H) ,1.54-1.45 (m, 1H) ;MS
(LC/MS ,M+H") :344.8.
Q

o}
N
[0708] d L/N\@
OH

[0709]  SCEfh13:3- (2- (4- (4- GRILIRIL) WRIE - 1-55) LIE) -2,8- S ZRIR (4. 5] 5% -1
R A5« AR 33 (2- (4-RERNRGR - 1-50) £35) -2,8- AR [4. 5] 25 - 1- Wi Ll
AR, AN 14 - (R - 1-5) 2RI - 2R BRI - 'H NMR (400MHz,CDC1,) §
6.74(d,J=8.9Hz,2H) ,6.63(d,J=8.9Hz,2H) ,4.45(m, 1H) ,3.97(dt,J=4.6,11.8Hz,1H) ,
3.83(dt,J=4.5,12.3Hz,1H) ,3.51 (m, 1H) ,3.42(m,1H) ,3.00(t,J=4.7Hz,4H) ,2.67-2.42
(m,6H) ,2.35(dd,J=6.1,12.1Hz,1H) ,2.00 (m, 1H) ,1.92-1.74 (m,3H) ,1.67 (dd,J=9.6,
12.9Hz,1H) ,1.52-1.43 (m,1H) ,1.43-1.34 (m, 1H) ;MS (LC/MS,M+H") :360.8.

o]

O

N
[0710] d O
[0711] S 14 8- -3~ (2- (4- O FHREE) IR - 1-55) £ 3%) -2- 5 2% - 8- A2 IR
[4.5]2%- 1-FRHI 8 4458~ 2k-3- (2-JRLIL) -2- %% -8- HUA IR [4. 5] 2% 1 - i HIFR iR
(0.545g,1.37mmol, 124 +#) JTHF (13. 7mL) 1~ (iF FHZESL) WRIE (0.507g,2.88mmol , 2. 124 41)
FI=Z % (0.107g,1.5mmol, 1. 124 5E) FITARAE60C N IFFFHEHES K AR F R T R 54
SHIRIF A kA A3 B AR K B A ek (P2 50T, 0% %10 %) gE—2P4k
ft."H NMR (400MHz,CDC1,) §7.39-7.23 (m,5H) ,7.10 (d,J=8.3Hz,2H) ,6.87 (d,J=8.6Hz,
2H) ,4.53 (m, 1H) ,3.54 (s,2H) ,3.17 (t,]=5.0Hz,4H) ,2.95-2.85 (m, 1H) ,2.84-2.75 (m,
1H) ,2.70-2.49 (m,6H) ,2.40 (dd,]=6.2,12.8Hz, 1H) ,2.30 (s,3H) ,2.27-2.05 (m, 3H) ,
2.01-1.79 (n,3H) ,1.76-1.58 (m,2H) ,1.58-1.46 (m, 1H) ;MS (LC/MS,M+H") :447.8.

0

o
[0712] HNDXJ\/\N
Yo
(07131 Sjeffl15:3- (2- (4- O FSRED) WRIR - 1-55) 455 -2- %120 -8- (iR [4. 5] 2% - 1

A%« e Tatm H, GEUR) B, K8-"REk-3- (2- (4- O FRERED) kIR - 1-10) £ 35) -2-
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SAL-8- R [4.5] %%-1 - (445mg, 0.993mmo1 , 124 5) \Pd/C (90mg, 20 i i %) FIEtOH
(6.6mL) [T AP 200 D HePEA8/ NN R TR S i e = FEd I8, FHIMeOH (50mL) ik
FLas ks AR AH . 'H NMR (400MHz ,MeOD) 86.95 (d, J=8.2Hz,2H) ,6.77 (d,]=8.5Hz,
2H) ,4.56 (m, 1H) ,3.47 (m,1H) ,3.28-3.18 (m,1H) ,3.17-3.09 (m, 1H) ,3.08-2.96 (m,5H) ,
2.66-2.46 (m,6H) ,2.42(dd,J=6.0,13.0Hz,1H) ,2.14(s,3H) ,2.10-2.00 (m, 1H) ,2.00-
1.91(m,1H) ,1.91-1.80(m,4H) ,1.80-1.70 (m, 1H) ;MS (LC/MS ,M+H") :357.8.

o714 }—NQ(}:)O\/\O \Q

[0715]  SZjEfdl16: 1-%H -3~ (2- (4- CRFFIERED) kI - 1-3%) £ 3) -2- 550 -8- S i
[4.5] 5%k -8RI B 25 K3~ (2- (4- QR FHORIE) DRIE - 1-J5) £35) -2- 554 -8- %k
#2[4.5]22-1-{ (0.05g,0. 14mmol , 124 +5) - S Hk¢ (2mL) A= % (0.44g,0.41mmol , 324
&) IIE RIS HIZ0°C, SRE s P N SRR S (0.027g, 0. 28mmol , 22495 o i S
PRI 2 =00, T3/ NN K SO ] — S e MRt s a8 ke & |, JFAECISAE
FamsE R b4t . (ACN/H,0,0% 2 100% ,270. 1% FER) o ¥ s FHER SR IA R T
MeOH (2mL) 1, Ff I\ Amberlite IRA-400 (OH) Mg« $ %R S W7E =it N BEFE30 8, 2 /G
S BE I EL AR M4 , 13 B 4l BSR4 . 'HNMR (400MHz , CDC1,) §7.08 (d, J=8.4Hz, 2H)
6.85(d,J=8.6Hz,2H) ,4.59 (m, 1H) ,4.02 (b, 1H) ,3.85 (b, 1H) ,3.72(s,3H) ,3.35-3.24 (m,
1H) ,3.23-3.10 (m,5H) ,2.71-2.50 (m,6H) ,2.38 (dd,J=6.0,12.8Hz,1H) ,2.28 (s,3H) ,
2.07-1.72(m,5H) ,1.69-1.47 (m, 2H) ;MS (LC/MS ,M+H") :415.8.,

eV

[0717) Sl 7. 8- LWk -3- (2- (4- ORF FRERER) R - 1-58) £ 5) -2- %20 -8- U IR
[4.512%- 1- TRl il o « Ak FH T 1 - 2800 -3- (2~ (4- O HIZRED) DRI - 1-35) L) -2- 5128 -8-
RAIB (4. 5] 2808 -8 - IR F R X L fhill s AU K &5 , AR 5 ) SRR S R R
fici: 'H NMR (400MHz,CDC1,) 87.08 (d,J=8.3Hz,2H) ,6.85 (d,J=8.5Hz,2H) ,4.60 (m, 1) ,
4.19 (m,0.5H) ,4.04-3.84 (m, 1) ,3.72 (m,0.5H) ,3.45-3.22 (m,2H) ,3.15 (t,J=4.8Hz,
4H) ,2.70-2.49 (m,6H) ,2.43-2.32 (m, 1) ,2.27 (s, 3H) ,2.10 (s, 3H) ,2.05-1.72 (m,5H) ,
1.69-1.49 (m,2H) sMS (LC/MS,M+H') :399.8.
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o)
& o)

[0718] S N N/\|

Ln

—NH

T

[0719]  SjiEff18: N- FH3E- 1 - 548 -3- (2- (4- Gf FHORID) Wk - 1-55) £38) -2- 5124 -8-%(
ZR 4. 5] 2205 - 8- e e Py ol 2 < AR T T 1- 58K -3- (2- (4- G Wk - 1-35) &
HL) -2-5A - 8- IR [4. 5] 2850 - 8- FRTR R 1 T il e bt b S , AR TR A2 TN - FH 2 -
TH- IR - 1 - FE R AR 2 S B R FR S - 'H NMR (400MHz , MeOD) 86.96 (d, J=8.3Hz, 2H) ,6.78
(d,]=8.2Hz,2H) ,4.52 (m,1H) ,3.79(dt,J=4.7,13.8Hz,1H) ,3.68(dt,J=4.5,13.8Hz,
1H) ,3.22 (m,1H) ,3.16-2.86 (m,6H) ,2.63 (s,3H) ,2.59-2.36 (m,7H) ,2.15(s,3H) ,1.91-
1.67(m,3H) ,1.66-1.50 (m,2H) ,1.50-1.38 (m, 1H) ;MS (LC/MS ,M+H") :414.8.

o0 %:y”gb\”o

[0721]  STiEfh120:3- (2- (4- (2-FFIERID) IRIE-1-58) LH) -1-5840-2- 5 24 - 8- A4
[4.51%%%5¢-8- R T BRIVMI S 453~ - -1-54K-2- 5624 -8- R AR [4. 5] 224 -
8- A T FiE (0.500g,1.38mmol, 14 H) JACN (7ml) < 1- (2- SR FEIR L) R (0.337¢,
1.65mmol, 1. 24+#) FIK,CO, (0.954g,6.9mmol , 524 H) (MR AMIFES0C N I FHEHE3 K . 2%
e K TR A Y e s ks A B A R Rl A ety (A / e, 0% &
10%) PE—254lifk. "1 NMR (400MHz,CDC1,) §7.16 (dd,J=1.6,7.4Hz,1H) ,7.09-6.94 (m, 31) ,
4.49 (m,1H) ,3.89 (b, 1H) ,3.75 (b, 1H) ,3.40 (sep,]=6.9Hz, 1H) ,3.09 (m, 1H) ,2.98 (m, 1H) ,
2.81(t,J=4.6Hz,4H) ,2.65-2.39 (m,5H) ,2.30(dd,J=6.1,12.8Hz,1H) ,1.99-1.60 (m,
5H) ,1.51 (m,1H) ,1.46-1.29(m,11H) ,1.12(s,3H) ,1.10(s,6H) ;MS (LC/MS,M+H") :485.8

(o]
O
(o]
[0722] }.fn y
>Lo

[0723]  SZfeffil21:3- (2- (3,4 - " Z5pMEMK-2 (1H) - 55) 430) - 1-3 -2 - 500 - 8- U IR
[4.512%%5¢ -8- AR T BRI & AR T3~ (2- (4- @- PR K- 1- 5D O FD) -1-
A2 - 8-SR 4. 5] 334 - 8- IR T i) L il s hnlU L &4, AR E L, 2,
3,4- VUSSR R R AU 1 - (2- SR JEZRE0) R« 'H NMR (400MHz, CDC1,) 87.07-6..96 (m,
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3H) ,6.95-6.87 (m, 1H) ,4.53 (m, 1H) ,3.87 (b, 1H) ,3.72 (b, 1H) ,3.60-3.46 (m,2H) ,3.06 (m,
1H) ,2.95 (m, 1H) ,2.80 (t,J=5.8Hz,2H) ,2.64 (t,]J=6.0Hz,2H) ,2.58 (t,J=7.3Hz,2H) ,
2.28(dd,J=6.1,12.9Hz,1H) ,1.97-1.75(m,3H) ,1.74-1.58 (m,2H) ,1.54-1.26 (m, 11H) ;MS
(LC/MS,M+H") :414.8

o2 wagob\/\n/\r\q
b L

[0725] U522 1-%64R-3- (2- (4- CRAPHHOREL) DRI - 1-28) £ BD) -2- 528 - 8- Al 18
[4.51%%%5-8- BRI T BRIVMI S 453~ - -1-5 4K -2- 5624 -8- R AR [4. 5] 224 -
8- R T R (1.5g,4.11mmol, 1.1 ) THF (36mL) +1- G HHZESE) W% (0.660g,
3. 74mmol, 1Y) M=% (0.416g,4. 11mmol, 1. 1Y 5&) FIVAIRALT0°C N NI i3 K.
SRIG AT R S B8 s ik 4, 13 2R AR, R Ll e el (FH R/ S HE, 0%
Z10%) PE—E40{L. "1 NMR (400MHz,CDC1,) 87.05 (d,J=8.3Hz,2H) ,6.82 (d,J=8.5MHz,
2H) ,4.55 (m, 1H) ,3.96 (m, 1H) ,3.81 (m, 1H) ,3.22-2.98 (m,6H) ,2.67-2.45 (m,6H) ,2.36(dd,
J=6.2,12.9Hz,1H) ,2.25(s,3H) ,2.00-1.66 (m,5H) ,1.57 (m,1H) ,1.53-1.34 (m, 10H) ;MS
(LC/MS,M+H") :457.8

o726 %}DZ\)O\/\O HN’<N

[0727]  SZjfd23:3- (2- (4- (2-FJE-1H- X [d]bkmi-7-38) MR- 1-35) £ 38 -1-%84% -
2- A28 -8-FURIR [4. 5] 53t - 8- ARIRA T TR a5 - K53 - 2-IREIL) -1- A -2- 528 -8- &
FeiZ [4.5] 58 ki -8-FRER AT i (0.5g,1.38mmol, 1245 (THF (12mL) \2- FHEE-7- (YRR -1 -
55 - IH-ZK [dTkm (0.549g,1.65mmol, 1. 2>24) F1—= Mz (0.500g,4.95mmol , 3.5 1)
FIRAETOC N IR K o IR RE TR S W I8 PO ik, 15 B RH AR A, R
el A ol (T ST, 0% 2 10%) A0 KT AECI8AE. Fali AT it —
F4lift . (ACN/H,0,0% E100% , 0. 1%NH,0H) 'H NMR (400MHz,CDC1,) §7.16-6.97 (m, 2H) ,
6.65(m, 1H) ,4.54 (m, 1H) ,3.98 (m, 1H) ,3.83 (m, 1H) ,3.40(b,4H) ,3.17(t,J=11.1Hz, 1H) ,
3.06 (t,J=11.5Hz,1H) ,2.68-2.42(m,9H) ,2.36 (dd,J=6.2,13.0Hz, 1H) ,1.99-1.66 (m,
5H) ,1.58 (m, 1H) ,1.54-1.33 (m, 10H) ;MS (LC/MS,M+H") :497.8
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0 0
0
[0728] >"’N N/\\ \
N2 @

(07291 S2jiffil24:3- (2- (4- (2-MHHRARIRID) URIG - 1-25) £20) -1-% R -2- - 8- IR
[4.51 22 - 8- FRIA T BRI 25 AR T3~ (2- (4- (2- I HE- TH-2ATF [d ke - 7- 1) Wik
We-1-35) £30) -1-5-2- 2% - 8- RS [4. 51 280 - 8- FRRRAU T BRI Tl s ik &5
W, AN 4 - (2- (URIGE - 1- 55) R M2 - FJE - 7- (R - 1- 56) - 1H- 2T [d] Bk
e :'H NMR (400MHz,CDC1,) 36.94-6.87 (m,2H) ,6.87-6.78 (m,2H) ,4.51 (m, 1H) ,3.90 (m, 1H) ,
3.81-3.66 (n,5H) ,3.34-2.84 (m, 10H) ,2.67-2.37 (n,6H) ,2.31 (dd,J=6.2,12.9Hz, 1H) ,
1.93-1.59 (m,5H) , 1.52 (m, 1H) ,1.47-1.30 (m, 10H) ;MS (LC/MS,M+H") :528.8
(0]

[0730] o O

N

[0731]  S7hEf5125:3- (2- (4- (2-SFPNFERID) DR - 1-58) £38) -2- 51 24 -8- &2 1R [4. 5]
ZE-1-FARIHIES AE0°C T, 13- (2- (4- Q-SRI IRE - 1-30) 50 - 1-54R-2- 51 2y
8- R AR [4.5] 5%k -8-FRFR A T Tig (0.450g,0.930mol , 12448) (Y — S FFGE (3mL) IR P N

“HRATR (3mL) KRN AE = N HiPE30min, SR T FHIMeORMIR I 25 Uk 4 , 15 BITFAELIE
=W BT S TRASR 73 T-MeOH (2mL) 1, Ff I\ Amberlite IRA-400 (OH) /5« K%k
B IR N BERES03 B, SRS 1 I B Ak 4, G B Al B R . T NMR (400Miz,
MeOD) 87.16 (d,J=7.5Hz, 1H) ,7.07-6.93 (m,3H) ,4.50 (m, 1H) ,3.44 (sep, J=6.9Hz, 1H) ,
2.99(dt,J=4.3,12.6Hz,1H) ,2.89 (dt,J=4.3,13.2Hz, 1H) ,2.82 (t,J=4.7Hz ,4H) ,2.74-
2.37(m,9H) ,1.91-1.78(m,3H) ,1.77-1.50 (m,3H) ,1.42(m, 1H) ,1.12(s,3H) ,1.10(s,3H) ;
MS (LC/MS, M+H") :385.8

o)

[0732] HN N: :

(07831 Sefh|26:3- (2- (3,4~ S pMEmk-2 (1H) -3 £35) -2- 528 -8- %R (4. 5] 2% -
L-FRfl o AR 13- (2- (4- Q- EIRED) IR - 1-35) LF) -2- 520 -8-RURIR [4.5]
2% - 1-FA) Tl e bt &9, AR R I3 - (2- (3, 4- 5 Eibk-2 (1H) -5 £38) - 1-
SR -2- 5100 - 8- RURIR [4. 5] 588 - 8- IR T RAURS - (2- (4- (2- AN FEIREL) R - 1-
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B CHE) -1-5AR - 2- S S - 8- BB [4. 5] 254 - 8- JRIR AT TR : 'H NMR (400MHz , MeOD) &
7.18-7.09 (m,3H) ,7.09-7.03 (m, 1H) ,4.64 (m, 1H) ,3.68(s,2H) ,3.25(dt,J=5.0,13.1Hz,
1H) ,3.10(dt,J=5.0,13.4Hz,1H) ,2.99-2.88(mn,3H) ,2.85-2.61 (m,5H) ,2.55(dd, J=6.1,
12.9Hz,1H) ,2.09-1.95(m,3H) ,1.90-1.70 (m,3H) ,1.63 (m, 1H) ;MS (LC/MS,M+H") :314.8

o HCOOH

0]

[0734] 0/23_N O
RPN

[0735]  SEff27 . 8- (FAERHAMEEL) -3- (2- (4- QW FHZRL) WRR -1-35) £F8) -2- 5 4%-8- &
el [4.5] %% 1 - [ FPERER IO 25  H3- (2- (4- GRFHIZRED) WRIE - 1-3%) 23E) -2- %24 - 8- A
2 [4.5]2%%-1-f (0.05¢,0. 14mmol , 12447) . Sl (2mL) FI=J% (0.44g,0.41mmol , 3
5D AR HIZE0°C SR M ZIA e N B (0.032g,0. 28mmo , 224 &) o fifi 2
VTR 22 2500, I PE3/ININE o R S b T Sl A B T i g Bl ke + b, 9T AEC184E
bR — S Al . (ACN/H,0,0% Z100% ,2;0.1% IR - 'H NVMR (400MHz , DMSO) &
7.01(d,J=8.5Hz,2H) ,6.82(d,J=8.5Hz,2H) ,4.59 (m, 1H) ,3.58-3.45 (m, 1H) ,3.44-3.33
(m,1H) ,3.13-2.95(m,5H) ,2.88(s,3H) ,2.86-2.78 (m,1H) ,2.62-2.31 (m,7H) ,2.19(s,3H) ,
1.97-1.57 (m,7H) ;MS  (LC/MS,M+H") :435.8

Q HCOOH
0

[0736] O8N N/\\
/ \\/N

[0737] 57128 :3- (2- (4- 2-FAEERID) WRIE - 1-30) 450 -8- (FSLIERD) -2- %1 2% -
8- (I [4. 5] %% -1- i FHERFR A Il 25 AR A F 18- (AR AL) -3- (2- (4- O FHZRAE) W
We-1-28) £3E) -2- %24 -8-RAIR 4. 5] 2% - 1 -FHER RN T il e hndlib &4, AR 2
FH3-(2- (4- @-FNFEZEIL) WRIE-1-38) 50 -2-%1 24 -8-H IR [4. 51 2% - 1 -3 - (2-
(4- CH L) WRIZ - 1-3L) 238 -2-%8 24 -8-%(Z M8 [4.5] 2% 1 - : 'H NMR (400MHz ,MeOD) &
7.34-7.27 (m,1H) ,7.23-7.08 (m,3H) ,4.67 (m,1H) ,3.70(dt,J=4.8,12.3Hz,1H) ,3.61-
3.47(m,2H) ,3.40-3.09 (m,11H) ,3.04 (m, 1H) ,2.88 (s, 3H) ,2.56 (dd,J=6.4,12.8Hz, 1) ,
2.29-2.10(m,2H) ,2.05 (m,1H) ,1.96-1.80 (m,3H) ,1.75 (m,1H) ,1.24 (s, 3H) ,1.22(s,3H) ;
MS (LC/MS, M+H") :463.7
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O  HCOOH "
o N
[0738] 05N N/\
N

L

[0739] 55129 8- (FHILMANEIL) -3- (2- (4- (2-MEIRAIRED) WRIE-1-30) 5L -2- 54 4% -
8- (IR [4. 5152 -1- i FHERFR A Il 25 AR A F 18- (AR AL) -3- (2- (4- O FHZRAE) Wk
We-1-28) £3E) -2- %824 -8-HAIR [4. 5] 2% - 1 -FHER RN T il s hndlib &4, AR 2
3~ (2- (4- (2-MMRARIRED) WRIE - 1-58) £30) -2-5 24 -8- 4R [4.5] 2% - 1- 43 - (2-
(4- O PR L) WRIZE - 1-3E) 238) -2- 48 24 -8- (22 (4.5 2%- 1§ 'H NMR (400MHz ,MeOD) &
7.13-6.90 (m,4H) ,4.67 (m,1H) ,3.86 (t,J=4.6Hz,4H) ,3.70 (dt,J=4.7,12.3Hz,11) ,
3.61-3.08(m,16H) ,3.04 (m,1H) ,2.88(s,3H) ,2.56(dd,J=5.9,13.0Hz,1H) ,2.29-2.11 (m,
2H) ,2.05 (m, 1H) ,1.97-1.81(m,3H) ,1.75 (m, 1H) ;MS (LC/MS ,M+H") :507.2
o] HCOOH

0
_N HN’<
[0740] 073 O \N

[0741]  S7JiE15130: 3~ (2- (4- (2- HH AL -1H-ZKTf [d] ke - 7- ) WRige - 1-3) £3E) -8- (FH2E
TR dL) -2- SR 2 - 8- AR (4. 51 2% - 1 - HHRR B V) 1) 6% < AR A 1 18- (e L) -3- (2-
(4- W FHORED) WRME - 1-55) £38) -2- 5824 -8- R MR [4. 5] 2% - 1 - R 1 T il 2 il
EY, ARRE I3 (2- (4- (2- FH2E- TH-ZRIF [dIBRms - 7- 355) DRI - 1-55) £ HL) -2- 52 -
8- A AR [4.5] 2% - 1-FAFUE3- (2- (4- OW FHZRED) MR- 1-28) £ 3 -2- 52 - 8- Al 2n 13
[4.5]%%-1-F:"H NMR (400MHz ,MeOD) 87.47-7.26 (m,2H) ,7.04 (d,J=6.7Hz,1H) ,4.69 (m,
1H) ,3.79-3.28 (m, 12H) ,3.14 (m, 1H) ,3.01 (m, 1H) ,2.87(s,3H) ,2.79(s,3H) ,2.58(dd,J=
5.9,12.9Hz,1H) ,2.38-2.14(m,2H) ,2.12-1.98 (m,1H) ,1.96-1.80 (m, 3H) ,1.75 (m, 1H) ;MS
(LC/MS,M+H") :476.2

073---N h[/\/IL>

(07431 Sif31:3- (2- (3,4- —ZURHEMk-2 (1H) - 55 L350 -8- (L) -2- %42 -8-
FIR 4. 51252 - 1- Wl HRRBEA ) 25 « AR R 18- (FHERRRIEID) -3- (2- (4- OO FHZREL) iR -
1-3) CFD) -2- 5% - 8- RURIR (4. 5] 5% - 1T FHPR TR Y L il e Al AL 57, AT R 2 3 -
(2- (3,4- " ZUpMEMR-2 (1H) -3) 5D -2- 5120 -8- %R [4. 5] 5% - 1- W3- (2- (4- G
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FAZE L) WRIE - 1-38) £350) - 24824 - 8- (22 [4.5]1 2% - 1§l : 'H NMR (400MHz ,MeOD) §7.31-
7.21 (m,3H) ,7.20-7.15 (m, 1H) ,4.67 (m,1H) ,4.26 (s,2H) ,3.70 (dt,J=4.9,12.3Hz,1H) ,
3.53(dt,J=5.2,12.5Hz,1H) ,3.39(t,J=6.2Hz,2H) ,3.31-3.10 (m,5H) ,3.03 (m, 1H) ,2.88
(s,3H),2.56(dd,J=6.0,12.9Hz,1H) ,2.30-2.12 (m,2H) ,2.05 (m, 1H) ,1.97-1.80 (m, 3H) ,
1.75(m, 1H) ;MS (LC/MS,M+H") :392.7.

(o]

[0744] QN N/\\
9 ~

[0745]  Sjitif32: 8- CRILAEMEIL) -3- (2- (4- G FHZRED) Wk - 1-38) £38) -2- 5445 -8-%(
B2 4.5 5% - 1-Flpg il £ AR B 18- (IR L) -3- (2- (4- G HZRED) ke -1-38) &
B -2-5 8- 8- H AR (4. 51 2% - 1 - HHERER 1Y) T/ Bl e bt &1, AR TR G S
RO E S, I LA REIRAE |l sk A et 4l (p ARk &4 . (MeOH/DCM, 0% %£10%) : 'H
NMR (400MHz ,CDC1,) 87.69 (m,2H) ,7.53 (m, 1H) ,7.46 (m,2H) ,7.00 (d,J=8.3Hz,2H) ,6.75
(d,]=8.5Hz,2H) ,4.44 (m,1H) ,3.46 (m,1H) ,3.22 (m, 1H) ,3.10(t,J=4.7Hz,4H) ,2.97 (m,
1H) ,2.87 (m, 1H) ,2.75-2.44 (m,6H) ,2.19(s,3H) ,2.12(dd,J=6.1,13.0Hz, 1H) ,2.02-1.77
(m,4H) ,1.72-1.53 (m, 3H) ;MS (LC/MS,M+H") :498.2,
(o]

0,8—N N/\
[0746] \\/

MeO

[0747]  STJiE(5133: 8- ((4- FHAAEIRID) M) -3- (2- (4- O FHORIE) Wk - 1-58) £30) -
2-E - 8- R AR [4. 51 2% - IS ARPE T8~ (PRI -3- (2- (4- CRFFHZRED) Wk
We-1-35) 430 -2-55 4% -8-RAMA [4. 5] 2% - 1 - T FHER R 1) L il & bl it &9, AR 2
FH4 - FH AR LR e S0 R S, I ELAERE IR Pl A i el bR ik 5% » (MeOH/
DCM,0% %£10%) :'H NMR (400MHz,CDC1,) 87.62(d,J=9.0Hz,2H) ,6.99 (d,J=8.3Hz,2H) ,
6.91(d,J=8.9Hz,2H) ,6.75(d,J=8.6Hz,2H) ,4.45(m, 1) ,3.80(s,3H) ,3.42(m, 1H) ,3.18
(m,1H) ,3.04(t,J=4.9Hz,4H) ,2.95 (m, 1H) ,2.86 (m, 1H) ,2.57-2.39 (m,6H) ,2.19(s,3H) ,
2.11(dd,J=6.1,12.9Hz,1H) ,2.01-1.86 (m,2H) ,1.86-1.50 (m,5H) ;MS (LC/MS,M+H") :
528. 2
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0,5—N N/\‘
[0748] K/

Cl

[0749] 575534 : 8- ((4-SRED) ML) -3- (2- (4- CRPHHZRID) WRIZE-1-30) 23 -2-%4,
Fe-8- AR [4. 5125 1-FAOH 2%  HLH FH T8 - (FRIEAEIEEL) -3- (2- (4- G FHZREL) Wk -
1-38) 30 -2-52%-8- R AR [4. 5] 2% - 1 - T HHERER 1Y T il e bl &9 , AR 2 114 -
SR U P &, 7 BLAERE A Bl A ta i Al 59 - (MeOH/DCM, 0% 2
10%) :'H NVR (400MHz,CDC1,) 87.56 (d,J=8.6Hz,2H) ,7.37(d,J=8.5Hz,2H) ,6.93(d,J=
8.4Hz,2H) ,6.69 (d,J=8.6Hz,2H) ,4.40 (m, 1H) ,3.37 (m,1H) ,3.10 (m,1H) ,3.02 (t,]J=
4.7Hz ,4H) ,2.96 (m, 1H) ,2.87 (m, 1H) ,2.59-2.34 (m,6H) ,2.13 (s,3H) ,2.06 (dd,J=5.9,
12.9Hz,1H) ,1.95-1.81 (m,2H) ,1.81-1.67 (m,2H) ,1.66-1.49 (m,3H) ;MS (LC/MS,M+H") :
532.2,

[0750] 05N, N/\\
o ~
o} @\

[0751]  SCih135: 8- ((PHA - 2H-Mb g -4 - 3) i AL) -3- (2- (4- O HIZRED) Wk - 1-58) &
B -2-5 28 -8- R IR [4. 5] 2% - 1- AR il o5 AR B 18- (HHARRAESD) -3- (2- (4- P HZE
B R -1-5) 5L -2- 5024 -8- A4 R [4. 5125 - 1 - B AR 10 L il &5 bty 54, AN
(152 FTIPY S - 2H- Mg - 4 - ff e SO B e S, O ELAE RSO 1 il A e s e bRl &
). (MeOH/DCM,0% %10%) : 'H NMR (400MHz,CDC1,) §7.08 (d,J=8.3Hz,2H) ,6.84 (d,J=
8.5Hz,2H) ,4.60 (m, 1H) ,4.08 (dd,J=3.6,11.5Hz,2H) ,3.80 (m, 1H) ,3.57-3.42 (m, 4H) ,
3.41-3.30 (m,3H) ,3.22-3.06 (m,5H) ,2.69-2.47 (m,6H) ,2.30(dd,J=6.1,12.9Hz, 1H) ,
2.27(s,3H) ,2.03-1.65 (m,9H) ;MS (LC/MS,M+H") :506.2.
0]

[0753]  Sijitfh136. 8- (WEWY -2- FLAHILEL) -3- (2- (4- CRFHIZRED) WRR-1-38) 5 -2-
Z-8- KB (4. 5] 2%~ 1-FRMOHIAS ARTE 18- (HILREHEID) -3- (2- (4- (WFHIZREL) MR -
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1-38) £3) -2-52%-8- R AR [4. 5] 2% - 1 - T HHEREE 1Y Ty il e bl 59, AR 2 T
W - 2- T U O e S, LA oAl A e S 2 b bRl b 54 » (MeOH/DCM, 0%
Z£10%) :'H NMR (400MHz,CDC1,) 87.53 (dd,J=1.2,5.0Hz,1H) ,7.46 (dd,1.3,3.8Hz, 1H) ,
7.06(dd,J=3.8,5.0Hz,1H) ,6.99(d,J=8.4Hz,2H) ,6.75(d,]=8.5Hz,2H) ,4.46 (m, 1H) ,
3.49 (m,1H) ,3.24 (m,1H) ,3.12-2.97 (m,5H) ,2.92 (m, 1H) ,2.61-2.41 (m,6H) ,2.19(s,3H) ,
2.14(dd,J=6.0,13.0Hz,1H) ,2.04-1.88 (m,2H) ,1.88-1.73(m,2H) ,1.73-1.57 (m, 3H) ;MS
(LC/MS ,M+H") :504.1.
o]

0,8—N N/ﬁ
[0754] \\/

NC

[0755]  SJiEf37 :4- ((1-5EAK-3- (2- (4- ORFFRORED) WRE -1-38) D) -2- 524 -8- A4
[4.5]%%-8-3L) Tyt 2L) K G RO il &% AR 18- (FRER L) -3- (2- (4- GRS Uk
We-1-25) £3E) -2- %24 -8-RAIR 4. 5] 2% - 1 -FHER RN T )7 il e bt &4, AR 2
FH4 - SUE IR e SO TR e S, I ELAE R JRoAE Bl A e el AU bn e 59« (MeOH/
DCM,0% %10%) : 'H NMR (400MHz,CDC1,) 87.89(d,J=8.1Hz,2H) ,7.85(d,7.8Hz,2H) ,7.08
(d,]=8.2Hz,2H) ,6.84 (d,]J=8.5Hz,2H) ,4.57 (m, 1H) ,3.53 (m, 1H) ,3.24 (m, 2H) ,3.20-
3.07 (m,5H) ,2.68-2.48 (m,6H) ,2.28(s,3H) ,2.21(dd,J=6.0,13.0Hz,1H) ,2.08-1.97 (m,
2H) ,1.97-1.65 (m,5H) ;MS (LC/MS ,M+H") :523.2,

cl g N/\\
[0756] H \\/

[0757]  Sjif§138: 8- ((6- Sk T [2, 1-b]mems -5-3) FEfEEL) -3- (2- (4- G FHZRED) Ik
- 1-35) 43 -2- %28 -8-H AR [4. 5] 22 - 1 -FIH] &  iHE T8 - (FRELRMERD) -3- (2-
(4- CRFHHZRIE) WRIZE - 1-38) £38) -2-%8 4% -8- U5 [4 . 5] %% - 1 - FHER R 1 17 il £ brodil
&Y, AEE 6 - ZUkme [2, 1-b] seme - 5 - F e S FRARR I 5, H HAERERCHE Bl
R A AR A1 . (MeOH/DCM, 0% % 10%) : 'H NMR (400MHz,CDC1,) 87.90 (d,J =
4.5Hz,1H) ,7.11-7.02(m,3H) ,6.84 (d,J=8.6Hz,2H) ,4.57 (m,1H) ,3.74 (m, 1H) ,3.52 (m,
1H) ,3.26 (m, 1H) ,3.20-3.06 (m,5H) ,2.67-2.47 (m,6H) ,2.32-2.21 (m,4H) ,2.13-1.97 (m,
2H) ,1.97-1.82(m,2H) ,1.82-1.65 (m, 3H) ;MS (LC/MS ,M+H') :578.1.
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0,8—N N/\\
[0758]
OZS—J ‘\/

[0759]  SCiEf5139: 8- (((FHIEMHIEAEL) FHED) WL -3- (2- (4- G HIZRED) Wk -1-30) &
B -2-5 28 -8- R IR [4. 5] 2% - 1- AR il o5 AR B F 18- (HHARRA LAY -3- (2- (4- P HZE
FOWRE-1-55) £FD) -2-5 2% -8-RUuIR (4. 5122 - 1 -[if FHER AR 1Y TRl & h it &9 , AN
(2 ] (FH SRR L) PR e SO H e e S0, O ELAE RIS Rl A e Sl (sl &
). (MeOH/DCM,0% %10%) : 'H NMR (400MHz,CDC1,) §7.09 (d,J=8.3Hz,2H) ,6.86 (d,]J=
8.6Hz,2H) ,4.61 (m,1H) ,4.45(s,2H) ,3.89 (m, 1H) ,3.66 (m, 1H) ,3.45 (m, 1H) ,3.34 (m, 1H) ,
3.23(s,3H) ,3.17(t,J=4.9Hz,4H) ,2.73-2.52(m,6H) ,2.37(dd,J=6.1,12.9Hz, 1H) ,2.28
(s,3H) ,2.15-1.85(m,4H) ,1.85-1.65 (m, 3H) ;MS (LC/MS,M+H") :514.2,
o]

08—N N

[0760] Nc——/ O
[0761]  SjEf5140:2- ((1-%4R-3- (2- (4- O FHORED) DRI - 1-3%) D) -2- %0 - 8- Hoii
[4.5]%%-8-50) Wil ) LG0T AR 18- (FIERAERD) -3- (2- (4- O ORI Wik -
1-55) £ F5) -2- 5% -8- R (4. 5155 - 1 - FHERTR I T3l 25 PRk &4, AN TRl ) s
L P e S PO PR e S, O LA RSBl A b o i Al 54 . (MeOH/DCM, 0% %2
10%) :'H NMR (400MHz ,CDC1,) 87.09 (d,J=8.3Hz,2H) ,6.86 (d,J=8.5Hz,2H) ,4.64 (m, 1H) ,
4.02-3.91 (m,3H) ,3.69 (m,1H) ,3.58 (m,1H) ,3.48 (m,1H) ,3.18(t,J=4.9Hz,4H) ,2.73-

2.54(m,6H) ,2.34(dd,J=6.1,13.0Hz,1H) ,2.29(s,3H) ,2.13-2.02(m,2H) ,2.02-1.89 (m,
2H) ,1.89-1.71 (m,3H) ;MS (LC/MS,M+H") :461.2.,
Q

[0762] /ﬁ;.— O&/\Nk/“ \@\

[0763]  SZjE 41 : 8- (NEEMHAEEIL) -3- (2- (4- G HHRED) WRIE-1-30) 50 -2-544-8- A
B2 (4.5 %% - 1-Fl g il £ AR B 18- (IR -3- (2- (4- G HZRED) ke -1-38) &
B -2-5 28 -8-F IR (4. 5] 2% - L - HHERER Y L7 &bl &9, AE S L - BT
o S F B S, 9 ELAE RO Fal i AT e il FRAE 254 - (MeOH/DOM, 0% Z£10%) « 'H
NMR (400MHz,CDC1,) 87.09(d,J=8.3Hz,2H) ,6.85(d,J=8.4Hz,2H) ,4.61 (n,1H) ,3.73 (m,
1H) ,3.48-3.35(m,2H) ,3.34-3.25(m,1H) ,3.16 (t,J=4.8Hz,4H) ,2.92 (m,2H) ,2.69-2.50
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(m,6H) ,2.30(dd,J=6.0,12.9Hz,1H) ,2.28(s,3H) ,2.07-1.65(m,9H) ,1.07(t,J=7.4Hz,

3H) ;MS  (LC/MS,M+H) . 464
0,

(o}
[0764] Nlab\/\'ﬂ/ﬁ
F(:é‘SF L/N\Q\

[0765]  SZjEh42:3- (2- (4- W HHORED) WRIR -1-58) 430 -8- (AL i) -2-%4
Fe-8-H AR [4.5] %% -1 -FARIH 25 AR PR T8 - (FEEAAIERD) -3- (2- (4- CRFAIZEED) Rk -
1-30) 3 -2-5 2% -8-F iR [4. 5] 22 - 1- i FHEREE I L il &bl it &, AR e H =
S FRV R P U TR S, LA RE IR il A e s 2 U bR 590« (MeOH/DCM, 0 % 2
10%) :'H NMR (400MHz,CDC1,) 86.96 (d,J=8.3Hz,2H) ,6.72(d,J=8.5Hz,2H) ,4.50 (m, 11) ,
3.87 (m,1H) ,3.70-3.23 (b,3H) ,3.03 (t,J=4.9Hz,4H) ,2.56-2.38 (m,6H) ,2.19(dd,J=
6.2,12.9Hz,1H) ,2.15(s,3H) ,1.98-1.86 (m,2H) ,1.86-1.52 (m,5H) ;MS (LC/MS,M+H") :490
0O,
[0766] %,NOEL/\N/\L
4 ~

[0767]  SZhEH43:8- (N FLRARESL) -3- (2- (4- G FHHZRID) ke - 1-38) £38) -2-%1 4% -8-
BB [4.5] 2% 1-FRR i 2 AR R 3-8~ (FFAERAEIL) -3- (2- (4- CRFHRZREL) DRI -1-35)
OHE) -2-A - 8- AR (4. 5] 22 - 1-F R TR 10 Ly il e bl &9, AR A2 T2 - I B
Tt e SR PR e S, ELAERE IR Bl I A Gk el (e b AL 590 - (MeOH/DCM, 0 % &
10%) :'H NMR (400MHz,CDC1,) 86.95 (d,J=8.2Hz,2H) ,6.72(d,J=8.6Hz,2H) ,4.47 (m, 11) ,
3.67 (m, 1H) ,3.44 (m, 1H) ,3.35(m, 1H) ,3.25(m, 1H) ,3.12-2.94 (m,5H) ,2.58-2.36 (m,6H) ,
2.18(dd,J=6.0,12.9Hz,1H) ,2.14(s,3H) ,1.92-1.71 (m,4H) ,1.71-1.45 (m, 3H) ;MS (LC/

MS, M+H") 464
Q

[0768] Zszngb\/\,\,\/ ]

(07691 Sjethld4 . 8- (PAPEERITBESE) -3~ (2- (4~ O FRERED) DRI -1-35) 45 -2 -8+
RRIRT4. 5] 5% - LMK il o« ARE T8 - (FREERRIEIL) -3~ (2- (4~ Qo FZREE) DR -1-55)
L) -2- 52k -8- R IR [4. 5] 58 - 1 AR 1) Ll s iU &1 , AR R A PR st
I SRR R S, O ELAERERR: I A (A (bR 7574 (MeOH/DOM, 0% £10%) : 'H
NMR (400MHz,CDC1,) 87.08 (d,J=8.3Hz,2H) ,6.85(d,J=8.5Hz,2H) ,4.61 (n, 1H) ,3.78 (m,
1) ,3.50 (m, 1H) ,3.37 (m, 1H) ,3.28 (m, 1H) ,3.16 (t,J=4.9Hz,4H) ,2.70-2.50 (m, 6H) ,
2.36-2.25(m,5H) ,2.10-1.98(m,2H) ,1.98-1.65(m,5H) ,1.23-1.11 (m,2H) ,1.07-0.95 (m,
2H) ;MS (LC/MS M+ :462
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O,

(o]

[0770] OZS’NOb\/\O

[0771] 5745 3- (2- (4- G HHORIL) WRie - 1-55) £ 50) -8- ((3,3,3- = 5N E) Tk
B0 -2-5A 28 -8-HURIR [4. 5] 25 - -l 25 - AR 18- (FRBEERAIBESD) -3- (2- (4- R HEE
FONRIE - 1-30) 43 -2-51 2% -8- &2 [4. 5] 22 - 1 - Wi FHRR AR ) T3l & Analb 54, AN
(P 13,3, 3- = AT - 1 - B U PR S, 0T HAE IR i A i Sl Ani AL,
4. (MeOH/DCM, 0% Z£10%) : 'H NMR (400MHz ,CDClS) 86.95(d,J=8.3Hz,2H) ,6.72(d,]J=
8.5Hz,2H) ,4.49 (m,1H) ,3.64 (m, 1H) ,3.38-3.27 (m,2H) ,3.23 (m, 1H) ,3.09-2.93 (m,6H) ,

2.59-2.36 (m,8H) ,2.17(dd,J=5.9,13.0Hz,1H) ,2.15(s,3H) ,1.96-1.85 (m,2H) ,1.85-

1.56(m,5H) ;MS (LC/MS ,M+H") :518
0

OO

[0773]  SjEH46: 8- (7 | FLmAEIL) -3- (2- (4- ORFHHZRED) Wk - 1-58) £30) -2-55 4 -8~
RAIR (4. 5125 1-FRIMHIES ARSI 18- (FHEEmAESL) -3- (2- (4- Ohf HHORED) WRIvE - 1-25)
L) -2-5 g -8- R IR [4. 5] 225 - 1- i FHERBE N L3l &Pl &9, AR T T ke
Tt e SO e 0, I LA R IO 1l i A e b AR B 5 4« (MeOH/DCM, 0%
10%) :'H NMR (400MHz,CDC1,) 87.08 (d,J=8.3Hz,2H) ,6.85(d,J=8.5Hz,2H) ,4.61 (m, 1) ,
3.70 (m,1H) ,3.45-3.33 (m,2H) ,3.29 (m,1H)3.16 (t,J=4.8Hz,4H) ,2.79(dd,J=2.2,
6.6Hz,2H) ,2.70-2.49 (m,6H) ,2.37-2.20 (m,5H) ,2.07-1.97 (m,2H) ,1.97-1.67 (m,5H) ,
1.12(d,J=6.7Hz,6H) ;MS (LC/MS,M+H") ;478
(o]

[0774] S’NOB\/\O\Q\

[0775] S fhaT . 8- (AVRIEARAL) -3- (2- (4- ONFFIZREL) Wk - 1-36) £30) -2 -8-
RRIR 4. 5] 28 - - WMl AR T8 - (FRIRRAIEEL) -3~ (2- (4- QW FHZREE) R -1 -35)
L) -2- 52k -8 - R IR [4. 5] 58 - 1 FRIRIE 1) Lyl s bl &9, AR A e
ot S PR PR S, I AR RESAE bl i A i Al A PR 51 - (MeOH/DCM, 0% =
10%) : 'H NMR (400MHz,CDC1,) 86.95 (d,J=8.3Hz,2H) ,6.72(d,J=8.6Hz,2H) ,4.47 (m, 1H) ,
3.64(m, 1) ,3.42-3.22(m,3H) ,3.18 (m,1H) 3.03 (t,J=4.9Hz,4H) ,2.57-2.37 (m,6H) ,2.18
(dd,J=6.1,12.9Hz,1H) ,2.15(s,3H) ,1.95-1.42 (m, 15H) ;MS (LC/MS,M+H") :490
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0

[0776] 5””‘%0\@\

[0777] S fhi48 . 8- AL ILARAL) -3- (2- (4- ONFFIZREL) Wk - 1-38) £30) -2-% 28 -8-
RARIR 4. 5] 28 - 1-WAR il AR 18- (FRIRAAAEEL) -3~ (2- (4- QW FAZREE) R -1 -35)
L) -2- 52k -8- R IR [4. 5] 28 - - IR 1) Lyl s bl &9, AR IR e
ot S PR PR S, I AR RESAE bl i A i Al A bR 51 - (MeOH/DCM, 0% =
10%) : 'H NMR (400MHz,CDC1,) 86.95 (d,J=8.3Hz,2H) ,6.72(d,J=8.4Hz,21) ,4.47 (m, 1H) ,
3.66 (m,1H) ,3.38 (m,1H) ,3.27 (m, 1H) ,3.18 (m, 1H) ,3.03 (t,J=4.9Hz,4H) ,2.77 (tt,]=
3.4,12.0Hz,1H) ,2.59-2.36 (m,6H) ,2.19(dd, J=6.0,12.9Hz, 11) ,2.15(s,3H) ,2.06-1.94
(b,2H) ,1.91-1.72(m,6H) ,1.72-1.49 (m,4H) ,1.37(qd,J=3.3,12.3Hz,2H) ,1.23-0.99 (m,

3H) ;MS (LC/MS ,M+H") :504
Q

[0778] ﬁS,NOb\/\N/QN

[0779]  SjEH49: 8- (CEMHAEEIL) -3- (2- (4- G HRED) WRkIE-1-30) 50 -2-544-8- A
B2 (4. 5152 - 1-Flpg il £ AR B 18- (IR -3- (2- (4- G HZRED) ke -1-38) &
B -2-5 k- 8- H 4B (4. 61 25 - 1 - HHERFE 1Y) 17 Hl e bt &, AR T et
SUREE R S, 1 ELAEREIORE B A el el b FRBAL 559 . (MeOH/DCM, 0% Z£10%) « 'H
NMR (400MHz,CDC1,) §7.08(d, J=8.2Hz,2H) ,6.85(d,J=8.6Hz,2H) ,4.61 (m,1H) ,3.75 (m,
1H),3.51-3.35(m,2H) ,3.30 (m,1H) ,3.15(t,J=4.9Hz,4H) ,2.98(q,J=7.4Hz,2H) ,2.70-
2.48(m,6H) ,2.31(dd,J=6.2,13.0Hz,1H) ,2.28(s,3H) ,2.07-1.96 (m,2H) ,1.96-1.66 (m,
5),1.38(t,]J=7.4Hz,3H) ;MS (LC/MS,M+H") ;450
0,

0

[0780] %S’NQb\/\NO\O\

[0781]1  SjE (508~ (HEIE - 3- FERAFEEL) -3- (2- (4- CHIZRED) WRig - 1-3%) £36) -2-4
Fe-8-H AR [4.5] %% -1 -FARIH 25 AR PR T8 - (FEEARAIERD) -3- (2- (4- CRFAIZEED) Rk -
1-38) O3 -2-54%-8- 2R (4. 5] 2% - 1 - W QR 1 e Hil & Anil b &9 , AR 2 I
I - 3- R S O PRI 0, - ELAERE IR bl i A b e e bR 540 . (MeOH/DCM, 0%
Z£10%) : 'H NMR (400MHz,CDC1,) 89.00 (d, J=2.3Hz,1H) ,8.84 (dd,J=1.5,4.8Hz,1H) ,8.06
(dt,J=1.9,8.0Hz,1H) ,7.5(dd,J=4.9,7.9Hz,1H) ,7.08(d,J=8.3Hz,2H) ,6.84 (d,]=
8.5Hz,2H) ,4.55 (m, 1H) ,3.56 (m, 1H) ,3.29 (m, 1H) ,3.24-3.05 (m,6H) ,2.66-2.47 (m,6H) ,
2.27(s,3H)2.09(dd,J=6.0,13.0Hz,1H) ,2.09-1.96 (m,2H) ,1.96-1.64 (m,5H) ;MS (LC/MS,
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M+H") 499
o]

[0782] ;@“"Qb\/\w\/u\@\
N

[0783] 551 - 8- ((1-FHEE- TH- MM -4-50) B BEEE) -3- (2- (4- CRFHHEREE) Wi - 1-3)
CHE) -2-52%-8- FURIR (4. 51 2% - 1- Rkl & RS FI 3-8 - (HEEmEBESD) -3- (2- (4- (P H
TR WK - 1-35) £ F) -2- 5 2% - 8- R AR [4. 5] 2%~ 1 - FHIRER I L7 il e bl ik 59, A
[P PRI FH L - PR - TH- A - 4 - R SO PO PR B S, I ELAE GBS i i AT e i Sl
{450 (MeOH/DCM, 0% %£10%) :'H NMR (400MHz ,CDC1,) §7.75 (s, 1H) ,7.71 (s, 1H) ,7.07 (d,
J=8.4Hz,2H) ,6.84(d,]J=8.6Hz,2H) ,4.55 (m, 1H) ,3.95 (s, 3H) ,3.48 (m, 1H) ,3.23 (n, 1H) ,
3.13(t,J=4.9Hz,4H) ,3.02 (n, 1H) ,2.93 (m, 1H) ,2.67-2.48 (m,6H) ,2.27 (s,3H) ,2.22(dd,

J=6.1,12.9Hz,1H) ,2.11-1.96 (m,2H) ,1.96-1.64 (m,5H) ;MS (LC/MS ,M+H") ;502
QO

[0784] °23’O&\/\N’ﬁ
0 0L

[0785]  SCJitEf§152: 8- ((1H-IKME -4-30) ff L) -3- (2- (4- O FHERIE) MR - 1-58) £30) -
2-5A - 8- H( AR (4. 5] 5% - 1 - i FHER TR A )25 « AR FH -8 - (AR AL) -3- (2- (4- G HY
TR MR- 1-30) 280 -2-46 24 - 8- A(ZWI (4. 5] 2% - 1 - FHEATE Y T 7 s hnBib &4, A~
() P12 P LH - DK - 4 - B S A AR 50 . 'H NMR (400MHz ,MeOD) 87 .88 (s, 1H) ,7.74 (s,
1H) ,7.09(d,J=8.4Hz,2H) ,6.90(d,J=8.4Hz,2H) ,4.58 (b, 1H) ,3.67 (m, 1H) ,3.53 (m, 1H) ,
3.40-3.05(m,10H) ,2.99 (m, 1H) ,2.85(m, 1H) ,2.38(dd,J=5.7,12.9Hz,1H) ,2.26(s,3H) ,
2.19-1.91(m,3H) ,1.90-1.72(m,3H) ,1.72-1.58 (m, 1H) ;MS (LC/MS ,M+H") ;488
o]

[0786] 5)#@23\/\0 \@\

[0787]  SCJE(5153 : 8- (WRFg - 2- FLMAESL) -3- (2- (4- G FIZRED) R - 1-38) OFL) -2-%4
F-8-H AR [4.5] %% -1 -FAROH 25 AR PR T8 - (FEEARAIERD) -3- (2- (4- CRFAIZEED) Rk -
1-3) £3) -2-5 2% - 8- R [4. 5] 2% - 1 - HHERRE Y Tyl Al &9, AR 2 IR
G - 2 - T e U O e S0, ELAE ARl At i 2 b bRl b 54 » (MeOH/DCM, 0%
Z10%) :'H NMR (400MHz,CDC1,) 87.59 (s, 1H) ,7.07 (d,J=8.4Hz,2H) ,7.02(d,J=3.4Hz,
1H) ,6.84 (d,J=8.4Hz,2H) ,6.52(dd,J=1.7,3.3Hz,1H) ,4.56 (m, 1H) ,3.70 (m, 1H) ,3.47
(m,1H) ,3.24 (m,1H) ,3.19-3.07 (m,5H) ,2.68-2.46 (m,6H) ,2.33-2.18 (m,4H) ,2.07-1.79
(m,4H) ,1.79-1.60 (m, 3H) ;MS (LC/MS,M+H") :488
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[0788]  o,s— N

/ OTBS
[0789]  SCJE(SI54:3- (2- (GRUT 3 IR HRELERY) S5 O 5L -8- (HELRRLRL) -2-%4
Z-8-RZIR 4. 5] 22 - 1-FiM & : fElatm H, G U0 P oR8-F2E-3- (2- (U]
PR 5830 430 -2- 54 -8- AR [4.5] 2% - 1 - (3.25g,8.04mmo1 , 124 +7) \Pd/
C(0.65g, 2055 %) FMeOH (54mL) [ GWIE =i FIHE AR o TR S P i e 1 2E
&, HIMeOH (50mL) ik If B2 e i , 73 ZPHL I o FHzomL il i (2. 43g) IR T
(50mL) H1, SRIG IO\ = 1% (5. 55mL, 38 . 8mmol, 54 H) i HIZE0°C , FE NN A Bk 5
(2.83g,13.0mmol, 1. 1°5) oK W FHE 2 =i 4 HE30mine JEIN, A B /KMBE RO,
SRIE I A HE (3x50mL) A<HY, K& I A HIARIENa,SO, T s e s , A3 2HL 1,
AT ¢t — 2B 4k (Et0Ac/DCM, 0% 510%) o 'H NMR (400MHz,CDC1,) 84.61 (m, 1H)
3.75-3.65(m,2H) ,3.60 (m, 1H) ,3.37-3.18 (m,3H) ,2.75(s,3H) ,2.21(dd,J=6.0,13.0Hz,
1H) ,2.02-1.91 (m,2H) ,1.91-1.62 (m,5H) ,0.83(s,9H) ,0.00(s,6H) «
(o]

[0790] OzS_N

/ OH

(07911 Sjedfl55:3- (2-F2L3L) -8~ (LML) -2- 2% -8- IR [4. 5] 2% - L- WYl
MRPEIT3- @32 LEE) -1-%UR-2- 3 - 8- RO IR [4. 5] 3252 - 8 - M T s 1) 17+
TR S, A3 @- (BT E: T EEHIREGEED) S50 C3) -8- (HERRfIGIL) -
2- %2R -8-RURIA (4. 5] 52 1-MIAUE3 - (2- (GRUT B IS 00 439 -1-%44K-
-2k -8-HIRIR (4. 5] 280 - 8- JRIRE T iR , - HAs ¥ /EC184E (ACN/H,0,0% 2100 % , 7
0.1%HR) L FEibalifl =4y, SRS ERERIE (MeOH/DCM, 0% %10%) |-40ifk..'H NVR
(400MHz,CDC1,) §4.73 (m, 1H) ,3.84 (t,J=5.5Hz,2H) ,3.68 (m, 1H) ,3.41-3.32 (m, 2H) ,3.29
(m,1H) ,2.83(s,3H) ,2.33(dd,J=6.0,13.0Hz, 1H) ,2.10-2.00 (m,2H) ,2.10-1.71 (m,6H)
0

/ Br

[0793]  SZjEf156:3- (2-1RLIE) -8- (FHILRAFEIL) -2- 5 4% -8- R4 [4. 5] 22 - 1-FA I
£ R3- QR CH) -8- (AR L) -2- 5% - 8- R4 [4. 5] %% -1 - (0.890g,3. 21mmol
1Y D) A& BE (12mL) FIRGR B2 0°C |, SRS MIZAR R I\ = 2R L J% (1. 26,
4.81mmol, 1.5 ) FPYEAAK (1.6g,4.81mmol, 1.5 &) ol [l MR 2 =i, TF R
Fr/ NI o SR IE eI TSR S o s ke i, 3 B LR S 1 - B ZIR S W EF T ik (50mL)
b, R Sk 20K, DAV IR OF G I AR T s I B ek e 4 b, R A
(EtOAc/DCM, 0% %40%) it 4lifk . 'H NMR (400MHz ,MeOD) 84 .72 (m, 1H) ,3.67 (m, 1H) ,
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3.54(dd,J=5.3,7.6Hz,2H) ,3.44-3.25 (m,3H) ,2.82(s,3H) ,2.34(dd,J=6.0,12.9Hz,
1H),2.31-2.21(m,1H) ,2.21-2.10(m, 1H) ,2.10-1.98(m,2H) ,1.88-1.71 (m,3H) .

[0794] & ',“:j

Q

OCH,

[0795]  SCJiEf57:3- (2- (4- (4- FHAAEIRED) kIR - 1- 58 £ 38) -8- (AL AL -2- 56 2y
8- IR [4. 5] 22 - 1-WARIHi 25 : K53 - 2-IR L IE) -8- (FELREL L) -2- 5624 -8- A 44 [4.5]
%%-1-Fi (50mg, 0. 147mmol, 124 5) <1~ (4- A ELIRIL) - Wk (59.33mg,0.308mmol , 2. 12
&) AN 2mL) £E120°C M AFE LN o SRIFRHA T B 28 2k, B ek 1% 1+ 1 5mL AR
NaHCO,H, IT4F Z UL (3x16mL) FRASHN K5 A AR AENa, SO, T T i as ik 4, 15
FMEEGY, R R T S e, i i el (FFEE/ S5, 0% 510 %) 4
ft.'H NVR (400MHz,CDC1,) 87.4(d,J=9.2Hz,2H) ,6.5(d,J=9.2Hz,2H) ,4.61 (n, 1H) ,3.77
(s,3H),3.67 (m,1H) ,3.36 (m,2H) ,3.29 (m,1H) ,3.1(t,J=7.1Hz,4H) ,2.8(s,3H) ,2.62 (m,
4H) ,2.56 (t,J=7.1Hz,2H) ,2.29(dd,J=7.2,6Hz,1H) ,2.05 (m,2H) ,1.99-1.71 (m,6H) ;MS
(LC/MS ,M+H") :452.

o]
[0796] N()

[0797] 5758 :3- (2- (4- (4- AL WRIE - 1-30) 430 -8~ (FSLAIERD) -2- %1 2% -
8- (A [4. 5] 2% - 1- WM& ARIE T T3~ (2- (4- (4- LRI R - 1-3%) £55) -8-
(LR AD) -2- 5 2 - 8- (i [4. 5] 2% - L - T3l &S sl i bndl b &9 , ARl 2 ]
1- (4- =5 FIEERID) R - (4- FISEERED) -IRI% . 'H NVIR (400MHz,CDC1,) 87.5(d, J
=8.76Hz,2H) ,6.94(d,J=8.7Hz,2H) ,4.64 (m,1H) ,3.68 (m, 1H) ,3..46-3.28 (m,7H) ,2.83
(s,3H) ,2.67-2.55(m,6H) ,2.3(dd,J=7.1,6.1Hz,1H) ,2.11-2.01 (m,2H) ,2.0-1.74 (m,
5H) ;MS (LC/MS,M+H") :490

” (o]

0 N
[0798] O

N

QL

CN
[0799]  Shff59:4- (4- (2- (8- (FHELMRMIL) -1- 1A% -2- 41 4% -8- &SR [4.5] %% -3- D)
O30 WRIGE - 1- 38) RS I AR 13- (2- (4- (4-HE LR L) RR - 1-38) 2 4E) -8-
(FAELRAERL) -2- 52 -8- %42 R [4. 51 2% - 1 - TRy TRl e AU bRy 54 , AR 2L
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PR A N = (0.06mL, 0. 44mmo1 , 334 HH) |, H 1 - (4-SUIEERD) -WRIEA
B~ (4- AR EE) - R . 'H NMR (400MHz ,CDC1,) 87.49 (d,J=8.4Hz, 2H) ,6.85 (d,J=
8.4Hz,2H) ,4.61 (m,1H) ,3.65 (m, 1H) ,3.43-3.26 (m,7H) ,2.81 (s,3H) ,2.64-2.52 (m,6H) ,
2.28(dd,J=6.8,5.9Hz,11) ,2.02 (m,2H) ,1.96-1.74 (m, 5H) ;MS (LC/MS , M+H') : 447

NO,

(08011 Sijf5160 8- (FHIALMRIMEL) -3- (2- (4- (4- AHFEARED) DRI -1-35) L5 -2- %0 -8-
RAIRT4. 5125 1- WA 25 AR 13- (2- (4- (4-FEEERID) TRk - 1-55) 455 -8- (]
FLARIEAL) -2- 520 -8- SR [4. 5] 5% - LWy L Fr il s M AU bR e 54, AR 2RE 3L
FE120°C P aBAEHEL . 5/, I HUIL - (4- 3678 IR - (4- FRAASEZRIL) IRk
'H NMR (400MHz,CDC1,) 88.13 (d,J=9.3Hz,2H) ,6.82(d,J=9.3Hz,2H) ,4.62 (m, 1H) ,3.66
(m, 1H) ,3.46-3.36 (m,4H) ,3.36-3.28 (m,3H) ,2.8(s,3H) ,2.67-2.5 (b,6l) ,2.28(dd,J=
6.8,5.9Hz, 1H) ,2.08-1.98 (m,2H) ,1.95-1.72 (m,5H) ;MS (LC/MS,M+) :467

N

[0803]  Sjefhl61:3- (2- (4- (4-GIREE) WGk - 1-55) £3L) -8~ (FIEEMAMEAL) -2- %% -8-%(
ZRIZ [4.5] 5% - - WA AR T3 - (2- (4- (4- FIA RS DRI - 1-38) £38) -8- (3
TEPAL) -2- 5% - 8- HZRIR (4. 5] 25 - 1 - MR LR i s Anatf s 5 W, ARl 2 R HAE
120°C R ALER2 /N, I LTI - (4-S0R30) -WRIGEARER1- (4- IS EEZRAE) -IRI% . 'H NMR
(400MHz,CDC1,) 87.19(d,J=8.9Hz,2H) ,6.82(d,J=8.9Hz,2H) ,4.6 (m, 1) ,3.65 (m, 11) ,
3.42-3.26(m,3H) ,3.15(t,J=4.9Hz,4H) ,2.8(s,3H) ,2.66-2.52 (m,6H) ,2.27(dd,]J=6.8,
5.9Hz,1H) ,2.07-1.98 (m,2H) ,1.97-1.7 (m,5H) ;MS (LC/MS,M+1') :456

o
[0804] N
@

[0805] S ff62:3- (2~ (4- (4-WRIL) Wi - 1-3) £3E) -8~ (FIELAAIL) -2- %0 -8- 4
ZRIR (4. 5155 - 1- WA 8 ARFE T T3~ (2- (4- (4-SURIE) MR - 1-35) %) -8- (HIALRTBE
) -2~ - 8-SR [4. 5] 3% 1- W LIy il s MAL AR 51, AR E L - (4- IR
3 -IRBEAE - (4- FIA LSRR -WRE . 'H NMR (400MHz, CDC1,) §7.49 (d, J=8.8Hz, 2H) ,
6.65(d,J=8.8Hz,2H) ,4.58 (m,1H) ,3.64 (m, 1H) ,3.4-3.24 (m,3H) ,3.15(t,J=4.8Hz,4H) ,
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2.79(s,3H) ,2.62-2.5(m,6H) ,2.26(dd,]=6.8,6Hz, 1H) ,2.0-1.96 (m,2H) ,1.95-1.69 (m,
5H) ;MS (LC/MS ,M+H") :548

o)
[0806] N
O

[0807]  Sjefdl63:3- (2- (4- (4-JIRIE) WRGR - 1-55) £3L) -8~ (FIEERAMEAL) -2- 5% -8-%(
ZRIR (4. 5155 - 1- WA 8 ARFE T T3 - (2- (4- (4-SURIE) MR - 1-35) %) -8- (HIALRTBE
) -2~ - 8-SR [4. 5] 32 1-WHI LIy il s MAL AR &1, AR E L - (4- 50K
L) -WRIEARER L - (4- A BEZR L) - R . 'H NVR (400MHz,CDC1,) 86.94 (m, 2H) ,6.85 (m, 2H) ,
4.59 (m, 1H) ,3.65 (m,1H) ,3.4-3.24 (m,3H) ,3.1(t,J=4.8Hz,4H) ,2.8(s,3H) ,2.65-2.5 (m,
6H) ,2.27(dd,J=6.7,5.9Hz, 1) ,2.0(m,2H) ,1.97-1.69 (m, 5H) ;MS (LC/MS ,M+H") :440,

[0809]  3-HEbRA -4 - A BEK FHS IR 1l 2% K 3 - 3 - 4 - i K T (0.6¢,3.61mmol, 12 1)
FINbR (0.629g,7.22mmo , 224 ) ) — FHILIAM (6. 57mL) JAIRAE60C I IIFRA/ NI o K S B
V7K 20mUARRE , I ORI (3x20mL) ZEHY R4 FF A HIARIENa, SO, I T FL s ik
G AFENEL =TT R B3R ek 4l 'H NWR (400MHz,CDC1,) 87.82(d, J
=8.3Hz,1H) ,7.40(d,J=1.5Hz,1H) ,7.33(dd,J=1.6,8.3Hz,1H) ,3.86 (m,4H) ,3.11 (m,
4H) ;MS (LC/MS M+H") ;234

[0811]  4- (5- FHIJE-2- A LR EL) M IRRIT ) 25 < AR FH 3 - R bR -4 - AR RIS 10 L))
EHARBE AW, AR FH2- 00 - 4- L - 1 - AR 2R3 - - 4 - BRI . 'H NMR
(400MHz,CDC1,) 87.76 (d,J=8.2Hz,1H) ,6.93 (b, 1H) ,6.88(d,J=8.3Hz, 1H) ,3.86 (m,4H) ,
3.06 (m,4H) ,2.40 (s, 3H) ;MS (LC/MS,M+H") : 223

169



CN 110177776 B ﬁ'ﬁ HH :I:; 155/169 1T

[0813]  3-NEhbRfX, -4 - i FEIRII A il £ < AR i FH -3 - N bR - 4 - AR FES 1 1 il B8 bt
W, AFI 2 S - 90 - 4- YRR AR AR AR 3 - - 4- YL 2R FRS . 'H NMR (400MHz , MeOD) &
7.90(d,J=9.0Hz,1H) ,6.56(d,]=2.4Hz,1H) ,6.49(dd,J=2.5,9.0Hz, 1H) ,3.83 (m,4H) ,
3.02 (m,4H) ;MS (LC/MS,M+H") ;225

o/ﬁ
k/N O (8]
[0814] N \/\Si 2
l ~
O3N

[0815]  4- (2-fif3E-5- ((2- (ZHERERERED) LD HSE L) KAL) ki il 2% K3 -1
WA -4 - A 2E 2R (1.34g,5.98mmol , 1Y) \2- (= IR FHIRELERL) L LS (1. 058,
6.28mmol,1.05 &) FIN,N- — S PNIE AN (2.31g,17.9mmol , 324 5) [ — 5 %% (30. OmL)
VATRAE25°C N IEHEL6 /NI o R SON A T 40mL KA R , I F S HH b (3x40mL) A=EN -5 I
HHUFAENa,SO, b LAk 4 (52 B T N — 8, ee—2 4. 1
NMR (400MHz,CDC1,) §7.93 (d,J=9.7Hz, 1H) ,6.68 (m,2H) ,5.24 (s,2H) ,3.85 (m,4H) ,3.74
(m,2H) ,3.04 (m,4H) ,0.94 (m,2H) ,0.00 (s,9H) ;MS (LC/MS,M+H") ;355

N N—S NO,
\_/ |
[0816] 0

[0817]  4- (5-FE-2- (4- ((4- AEBEEATL) Wl EE) MR - 1 - BE) SATL) MWKl 25« /F latm
H, GESAEK) N, 44 (5- 3L -2- LR L) Mk (1.58g, 7. 11mmol, 1344#) \Pd/C (316mg,
ZOEE%)%DEF'E% (72mL) TR EW(E25°C M FEAS/ NN RETR S ¥l i kb + 6t 38, HI
B (50mL) Yei I T LA ik , 15 2RI Hp A) A4 - FREEE - 2- I ROA fz

[0818]  {ERCAARRNNE/INILAEAITIB SR /ML (10mL) FRE A (((4- AHEESRED) BiBEER) &
Bt ) WL HE-2,1- 250 B (4-HEEZRAIRMAR) (1.0g,1.5mmol, 12+g) <4~ 5L -2- N
R (0.346g,1.8mmol , 1. 224 H) N,N- — PRI (1.55g,12.0mmol , 44 4) FILNE
(4. 7mL) o 5 BEATTR S WIS AR AL T-175°C N RS L/INK o TN el 256
AR AT S e, 9 FIACL (10 % , 3x30mL) A1 FINaHCO, (40mL) Peik . 454
HUAHAENa, SO, I T s ikar , A3 2R o AERE R Pl A e el AR 5. (&
MR TR/ HE,0% 5 10%) : 'H NMR (400MHz,CDC1,) §8.44 (d,J=8.9Hz,2H) ,8.02(d,]=
9.0Hz,2H) ,6.82 (m,2H) ,6.74 (b, 1H) ,3.71 (t,J=4.2Hz,4H) ,3.24 (b,8H) ,3.05 (m,4H) ,
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2.29(s,3H) ;MS (LC/MS M+H") ;447

. / \
N= N N—
__/
[0819]
B
-
[0820]  3-MEMpRAR -4 - (4- ((4- AEFEIRIE) ML) Wk - 1-30) R FRIS IR ) 2% « AR B 14 -
(5-F3E-2- (4- ((4- WYIERED) BAIRIL) Wk - 1-350) ZR30) ki T Bl e btk &4, A
(58 3 - PR AR - 4 - A RO FIE AR 4 - (5- FHE - 2- i 0K L) bk, 7 HL 4 - 503 - 3 - H bk
PRI FA PSR 4 - FAEL -2 - Mk AR 2 e . ' NMR (400MHz ,CDC1.) 88.43 (d, J=8.8Hz,2H) ,8.01

(d,J=8.8Hz,2H) ,7.30(dd,J=1.8,8.2Hz,1H) ,7.14(d,J=1.8Hz, 1H) ,6.90(d,J=8.3Hz,
1H) ,3.73(t,J=4.5Hz,4H) ,3.36 (m,4H) ,3.26 (m,4H) ,3.02 (t,J=4.3Hz,4H) ;MS (LC/MS ,M+

H") .458
o] N N— —< >—N02
[0821] o—/
0821
N

A Q

/\ 3
[0822]  4- (2- (4- ((4-WYFLIRID) ML) WRIZE-1-58) -5- ((2- EHEEHREED) OFED)
FRAR L) 2R 30 M IbR i il 2% AR B FH T4~ (5- I 3E-2- (4- ((4- R EEIRED) R AL) kg - 1-55)
ZREL) MR TR ) £ AUy &9, AR R 4 - @-RdEE-5- ((2- (IR D) 5
FL) FAE L) ZR3D) Mm% 4 - (5- FHIL - 2- i EoR30) ik, 7 HFH2 - PR -4- ((2- 3L
FERE L) SRk FAE D) RIS 4 - FRAE - 2- N6 . 'H O NMR (400MHz, CDCi ) 88. 41
(d,]=8.8Hz,2H) ,8.01(d,J=8.7Hz,2H) ,6.80(d,J=8.7Hz,1H) ,6.67(dd,J=2.7,8.7Hz,

1H) ,6.60(d,J=2.6Hz,1H) ,5.14(s,2H) ,3.74(m,2H) .3.68(t,J=4.4Hz,4H) ,3.23 (b,4H) ,
3.16(b,4H) ,3.03(b,4H) ,0.95 (m,2H) ,0.00 (s, 9H) ;MS (LC/MS,M+H) :579

N NH
<2\_/
[0823] N

Y

0]
[0824] 4~ (5-FF3-2- (R - 1- ) ZRKD) MMl £ - KERSIR Y (1. 5g, 10 8mmoll, 12 1)
TINE AN — R TR A4 (CH,CN/DMSO 49:1,2.4mL) HhIFIIERES0°C AEHEHE
2SR 2Ry (0.988g,8.96mmol, 102 18) R IR &4 - 3053 B , TR N4 - (5-H
HE-2- (4- ((4-WYEEZEED) RIDEED) Wi - 1-55) 2850 Nk (0.410g,0.896mmol , 1Y 18) 11 LI
AN FIELTHA (i —HIEEIAR 49:1,4.5mL) HOTATR B NI AR s /NG, i &
NaOHJA R (40 %) PR IF I Hs e 4 « T — ST (5x30mL) =By, I HARATHIARAEMES0,

o

w

o

Q

Oo=w
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BRI E AR A , A BRI o 1l SR A (SRR, BRI 9% 22100 % , 50 1%
HIR) Slifb TR P , 13 BT TR 1) FHRR &6 o K SR A g T — S e b, TR ANNaHCO 1A T
Per TR AN AR S e, 1380721 'H NMR (400MHz, CDC1,) 86.87-6.76 (m, 2H) ,6.71 (s,
1H) ,3.84(t,J=4.5Hz,4H) ,3.18 (b,4H) ,3.07 (b,4H) ,2.98 (b,4H) ,2.29 (s, 3H) ;MS (LC/MS,
MHH) 2262

NC N NH
< 2 Y f
[0825] N_>
L

[0826]  3-NEhmpRAY -4~ (WRMHE-1-25) G RO G ARYE T4~ (5- HAE-2- (TR - 1-50) oK
55 MUK T il S AU S, ANEIR A T3 - ISR -4 - (4- ((4- A3EREE) T2 ks -
1-58) SRS A - (5-FEE-2- (4- ((4- AYEIREL) RRBEIL) DRI - 1-35) SK30) . 'H NMR
(4OOMHz,CD613) 67.24(dd,J=1.8,8.2Hz,1H) ,7.08(d,J=1.8Hz,1H) ,6.88(d,J=8.4Hz,
1H) ,3.81(t,J=4.6Hz,4H) ,3.21 (b,4H) ,3.11 (b, 4H) ,3.00 (b, 4H) ;MS (LC/MS,M+H") : 273

0 N NH
- Q /
[0827] /

N
g <__>
/\ g
[0828]  4- (2- (WKME-1-4L) -5- ((2- (= HIELHIREGE L) LD HIAE D) Z00) Ik il 2% -
MRPE T4~ 6-F-2- (R - 1-5) ZRED) N T dill 2 il fb 59, AR A2 4 - (2-
(4- ((4-AHFELTRIE) B ID) WRIMR - 1-3) -5- ((2- (D) 455D RS 2830 g
WA 4 - (5-FHEE-2- (4- ((4- WYEEREED) FREIL) DRI - 1 - J5) 26 50) ik, 'H NMR (400MHz
CDC13)66.83(d,J=8.6Hz,lH) ,6.67(dd,J=2.7,8.5Hz,1H) ,6.59(d,J=2.8Hz,1H) ,3.82
(t,J=4.THz,4H) ,3.74 (m,2H) ,3.18(b,4H) ,3.10-2.92(b,8H) ,0.95(m,2H) ,0.00 (s,9H) ;

MS (LC/MS,M+H") :394
O
° )
/\\ N
N

Boc—N N

o

[0830]  3-(2- (4- (4- FH2E-2- MR AORIED) WRIGE - 1-55) £ 38) - 1- 54K -2 - S 2 - 8- R I3
[4.5]%%%5¢-8- IR T BRAVMI S 453~ - -1-5 4K -2- 5624 -8- R AR [4. 5] 224 -
8- FRIRA T i (0.05g,0.138mmol , 1 24 5) 4~ (5-HIEE-2- (WRIE-1-3L) 2830 Ik (0. 044g,
0.166mmol,1.245) F1=Z. % (0.070g,0.69mmol , 5 4H) [N (2mL) AR AE120°C Nk

[0829]
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REEEL/IN o s 8 ISR 540, R IR A e, A 2L o AE AT il A i 2ifl
FREAE . (RS — 158, 0% 510%) 'H NVR (400MHz, CDC1,) 86.87-6.76 (m, 2H) ,6.71
(s, 1H) ,4.59 (m, 1H) ,3.98 (m, 1) ,3.90-3.73 (m,5H) ,3.31-2.94 (m, 10H) ,2.70-2.47 (m,
6H) ,2.39(dd,J=6.2,12.8Hz,1H) ,2.28(s,3H) ,2.03-1.70 (m,5H) ,1.60 (m, 1H) ,1.55-1.38
(m, 10H) ;MS (LC/MS ,M+H) :543

] /\,\..Q

BOC_N N

[0831] k/
CN

[0832]  3-(2- (4- (4- 7512 -2- P MARACORIE) WRIGE - 1-55) £ 38) - 1- 54K -2 - S 2 - 8- R 12
[4.5]12% 50 -8- BB T REMHI &5  ARIE T 13- (2- (4- (4- 1R - 2- IR 2R L) WR W - 1-356)
O3 -1 -2- 51 2 - 8- R (4. 5] 22 b¢ - 8- R T BRI L e il e hrifb &4 , AR
S 3 - MR - 4 (WRIGE - 1- 358) R FRSAR AR 4- (5- TR -2- (DR - 1-35) 2K Mok, 'H NMR
(400MHz ,CDC1,) 87.26 (dd,J=1.8,8.3Hz,1H) ,7.09(d,J=1.6Hz,1H) ,6.89(d,J=8.3Hz,
1H) ,4.57 (m,1H) ,3.96 (m, 1H) ,3.89-3.73 (m,5H) ,3.40-2.98 (m, 10H) ,2.72-2.45 (m,6H) ,
2.37(dd,J=6.1,12.8Hz,1H) ,2.03-1.67 (m,5H) ,1.58 (m, 1H) ,1.54-1.38 (m, 10H) ;MS (LC/
NS, M+H") ;554
(0] (0]

(0833] “/\\ EN]
o) \\/N
l
o/\o/\/

[0834] 8- (FAZLAAMLIL) -3~ (2- (4~ (2-MHMRAR-4- ((2- (EFZEFITEGEEL) L5030 HI%AD)
I NRGE-1-55) CFD) -2- 2% -8- KRR [4. 6] 25 - 1- TR o AR ] 53 - (2- (4- (4~
B2 - M MRACREE) R - 1-55) £3) - 1-3AR-2- 5% - 8- U IR [4. 5] 5802 -8 - FRIRAN T il
el s b e B, ANFIRE 4 - (2 (IRR-1-28) -5- ((2- (=R O
) ZR3E) WA 4 - (5- F 2L -2) - (UKW - 1-2%) ZR30) Wk, I HLI3 - (2-1RE3E) -8+
(FEERAMESD) -2- 5 -8-RUIR [4. 5] 5% - L-AAUER3 - QIR D) - 154K -2- 5 - 8- %
MR [4.5] %505 - 8- JRIREUT i . 'H NMR (400MHz,CDC1,) §6.83 (d, J=8.6Hz, 1H) ,6.66 (dd,J=
2.7,8.6Hz,1H) ,6.59(d,J=2.7Hz,1H) ,5.14(s,2H) ,4.61 (m,1H) ,3.81 (t,]=4.4Hz,4H) ,
3.74(m,2H) ,3.66 (m, 1H) ,3.35 (m, 2H) ,3.26 (m, 1H) ,3.21-2.94 (b, 8H) ,2.80 (s, 3H) ,2.70-
2.41(m,6H) ,2.30(dd,J=5.6,12.9Hz,1H) ,2.08-1.67 (m, 7H) ,0.95 (m, 2H) ,0.00 (s, 9H) ;MS
(LC/MS, M+ :653
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] /W.,.Q

023—N N

[0835] / L\\q//

[0836]  3-(2- (4- (4-FAZE-2- M MRACRED) DRI - 1-55) £5) -8~ (FEERABEEL) -2- % -8-
RORIR[4.5] 225 1- WA 8 K3 - (2- (4- (4-FIEE-2- I IRARORID) Wk - 1-55) £30) -1-%
2525 -8 - RUARIR [4. 5] 52058 - 8- M T 15 (0.077¢g,0. 142mol, 144 (U =5 LR
S (113, 2mL) FATRAE25 C R HEHE3053 Bl 3 S RLVA R T T (2mL) ARE , 125 W4, 1551
=SB ER B ARG b [F A R i A s g 1 — S FFbe (10mL) Hy, I T ATINGHCO,, 7K
A (10mL) Pk F— 2 H e (2x1omL) PRI R E AP UZENa,S0, [ TR
et , 153 2030 BRI AR A

(08371 REFr{iis ek (0.052g,0. 114mmol , 1 4¢h) Ffif TS A< (2ml) FhIfE HIE0°C,
HHAIIN=Z (0.058g,0.57mmol , 52 ) FNFHRHHES (0.026,0.228mmol , 224 1#) o RS i
TRIAE25°C M REPE3053 B, SRR T v AR , 13 EIPRLAI [ (Ao AR i A i Al bl
. (/S F%E,0%%£10%) 'H NMR (400MHz,CDC1,) 86.79-6.68 (m,2H) ,6.64 (s,
1H) ,4.54 (m,1H) ,3.75 (t,J=4.4Hz,4H) ,3.59 (m, 1H) ,3.37-2.88 (b, 11H) ,2.74 (s, 3H) ,
2.69-2.33(b,6H) ,2.27-2.16 (m,4H) ,2.02-1.92 (m, 2H) ,1.92-1.62 (m, 5H) ;MS (LC/MS ,M+H

) :521
0
0,8—N N/’““w N
[0838]
/ ‘\/N
CN

[0839]  4- (4- (2- (8- (IEEMAMLED) -1-54R-2- 520 -8- %GR [4. 5] 22 -3- 1) LIL) DR -
1-38) - 3- MR AR FH G R 185 AR 173 - (2- (4- (4- FR3E - 2- T RO D) WRIE - 1-36) &
3 -8- (FFELRAMEIL) -2- 544 -8-HAIR [4. 51 2% - 1- {7 il & bt 5, AR 2 H
3-(2- (4- (4- Tk -2- MR AR ORID) IR - 1-35) £38) -1-%6 4R -2- e - 8- R 4. 5] 55 hi -
8- R T T A3 - (2- (4- (4-F I - 2- MR ARAEE) WRIGR - 1-55) £ 5D - 1-%84K-2- 52 - 8-
RIMIR[4. 512505 - 8- JRIRIE . 'H NVR (400MHz,CDC1,) 87.29 (dd, J=1.8,8.3Hz, 11) ,7.12(d,
J=1.7Hz,1H) ,6.91 (d,J=8.3Hz,1H) ,4.63 (m,1H) ,3.85 (t,J=4.3Hz,4H) ,3.67 (m, 1H) ,
3.55-2.96 (b, 11H) ,2.83 (s,3H) ,2.75-2.40 (b,6H) ,2.30 (dd,J=6.0,12.9Hz,1H) ,2.12-
1.99 (m,2H) ,1.99-1.71 (m,5H) ;MS (LC/MS ,M+H") ;532
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o]

o
Qb\/\ [ j
0,5—N N/ﬁ N
[0840]
/ N

o

[0841]  3-(2- (4- (4- 2 5L -2-MHAATIL) Wi - 1 - 35) £ FL) -8~ (HHBERATEED) -2- %% - 8-
RAR (4. 5125 1- TR &5 f /NP NS - (FRERRIERD) -3- (2- (4- (2- MR -4- ((2-
(I HRERE D) 5D FHAAED) R Wi - 1- 5 O BD) -2- %2 -8- S0t (4.5 %% - 1-
i (0.190g,0.291mmol , 1 i) , FFRF LA T/ ARSI/ (1. 5mL) FH o DIINPUIE T 250
=7k £ (0.230g,0.873mnol , 341 R I \300mg 4 A 4 % A4 LI A 34E60°C
REFEAS/IN SRS B8 LS Ik e, A5 BRI AR RERR A A ek sl AR UL &
Wy (/S T2,0% %510%) 'H NMR (400MHz,CDC1,) 86.70 (d,J=9.2Hz, 1H) ,6.40-6.32
(m,2H) ,4.53(m,1H) ,3.75(t,J=4.3Hz,4H) ,3.58 (m,1H) ,3.38-2.84 (b,11H) ,2.74(s,3H) ,
2.70-2.33(b,6H) ,2.21(dd,J=5.9,12.8Hz,1H) ,2.01-1.80 (m,4H) ,1.79-1.60 (m, 3H) ;MS
(LC/MS ,M+H") ;523

[0842] 5

[0843] K HAIALS M A0S M B AR BH I 5 - St e S2 AR T35 PR VAT 7 2 A Wl Al 711
R, AR I 2H S 005 - A B AR A R W — Bl Z MR AT S M 3L,
BB A AR 5 - A S AR TIE PR AR 5 LA M — bk Z2 P TE 71 o

[0844]  HiTA A BHRY H I, A3 WIS F AR 70 A BB A5 vh m] T3 1, O F
HPrRARIEAE AT TR E XNy “AE B2 A 300 2o S i S s T e

(08451 Pty N GAR M BRfge , WIE 7 32 B P T b e 4 e Re e 258 , MUAE 384
BRI — 8057, I SIS T 1 o0 (R e 52 35 T A 38O T B o IR 7T R DA AG e
ST ) FE 1A B LR A T, s AAS FRE AT A pHASUE (R R sl = 38
53, DARIRAE Bl o0 2 A sl 21 B rp o B 7 A Dad T AR A & WA S 0 B A G ) 4 it
31~ BB 12 E A S BGE 1 IR AP T BE R 5k

[0846] A FNFILTEME T WA G, HAS 20— AR e S Yk — ek 2
TR AT 245 AR SRR sl AR 1] o 2R 3 A S AR STUBAR A G0 J5 A7, 9 ELRT LA
MR T Re 2 1 255 7 154155 , il WRemington’ s Pharmaceutical Sciences, 217k,
Alfonoso R.GennaroZ,Mack Publishing Company,Easton,PA(1985) FpfTARIAREE 1%
BRI 2B AT N LAST T RO ANASCUL T HE « QuASCRT 1, “Al 25 7 2 Ha s
PR B A T 299 T HAS S35 MR Rl oy AR AR B/ E W ot . IR . AT 245 ] o
SR A B A HLAE A=Wy b T2 (A8 AN FE RS P o i A N 25
HEWh.

[0847]  ARAFN AR EY AT DA MRl 5 =, B sl 5 A 25 W A 4H 5 i
JH o 285 FHPRD ] P 28 A P 0 455t AT T IR 70 S JFeI S 7910 B TA 71 sy ) B e 591 B ) 4
B ORGE 7 sl 790 AR, sl B AR — Ml 22 B I o A6 A1 T LA B =R, 481
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URLARABLT FH T B R05 - e S R T VR 7 A5 S URC AR o & A AR AT SR
1l AR T EFRATAR o AR PO 2, 30 79 71 S T IR OB S R 1 i
R T EIRROR AR R, 3R PT LUZ Aoy B, Hog S Ao (e S i & 425 71
M AR AL S T LA @ L 5 B B B A PR R AR o, I Bl AT
ORI N AR Py T 5 ik 99 % UL 5740

[0848]  Jitd M AU & — Rl 22 MASCOT A TF R S SIS SRR SRS A mT 25
FHTERS (BUAR, oK SR Sl R TER) W I FHRT By R T4k 2 (1A, S Al 21
YEZR) IR AR IR S o

(08491 W] JI ARy oy 700 i) 700 m] s ok o L s o) vk Db sl Tk PRy vk i) 2, I F AT 245 1)
i ip =il I = I 302 N 21 N 2 i QO TR s DA S92 110 bl IR iy 51
APRTRERRIREE AR « H AL RRRREN P B FUH RDRS Ty DR 2P 4 2 TR
PR W T AE R R TPEELTAE 2 R TR TR 3005  JR SRS e TR Bl R IRE
SIS AR 2 5 AR R BRIRES « H 2R  FEWH LU BB IR 0 RRUAR S AL
P T B S B AR S R B 1 S BRI o ST AR ) A R
T AL 711 o T AR TN AR S PP TR 7D A 188 IR L Ui A IR S i
RIS SR VU FER AL A B /KL BB R RSk — S RE IR ER T b TR IR B e ER
BRI = GBI o AR T R A7) P IA ik P o 0E 1S Bl HE PR A1 U R A P R
WA o 12 PR AR 7R T B0 AE 7K BIR PP e A SR A AL 5, AR S B A 2 3
TR F LA o

[0850] Ak ek P T+ e v R Ak 0 L) R AR TR N 388 125 o A A B 1)
ST LA R EGE 17 1] 20 A A oK A LA o P TR S el 2T 25
T MR P o TR B A PT A L 15 PR 250N N, v A ) LA 22 L B S
FS AT SIIAT 5 5 711 SEAF] €00 R 79 7 S RS AR 7 711 F IR
A2 e FH TR 3 Ak S A0 PR HANER 0K O & A SRR AR In sl , 454
LRAEZ AT AW, R IR AE AN s (A —JeRE A2 ocls , Ban — 1) M HATAY),
VAR (B4R, 53 bbb AN e A=t S FARERE BE H] , 20k i LU IR , 91 anihiig £ 1S
FHP E5E IR TR - JCTE ik etk e Ao X Al &b A TR e - H T
INEEZH SR A R T LGE I UG B A T 24 R 77

[0851] ik WAy (O O IR B i 7)) ATE s AL IERE N BB 5
A5 o JC TR ARG T AR N Bt 1 o T 1 At PR 20 A mT Ui AR s A 2
[0852]  {iafeth , 25 AH S5 v 70 IR AERI A AR T V9 L7 SR A 711
A B AL X P A, WAL T LAARy g & A i i AL S v Sz 1 o B4
FIRIAT U E A AW, BIAN RO BB R /IR 2800 PR G A sl B A R /N
Ve, LA IR T DR A B A S, Bl e 0] AR B A IE AU I 2 R AT 2k
A5 X PN AT 545 29 Img / kg 1) 22 £9500me / kg L 54, I ELAT VAR Bl
P ECE 245 25 o XSS R T AT P] FE TR 5515 e s 3 iy Ui
FI, B4 U 28 FRAEL AN A EFZ1E (R FR Ik P IR AN MRS B JIEFIE R -
[0853] 4 F 11607 Bl BIRF R DO IR AS BRI , B B , A 280t ] AR A FH LA
S BT S RIFIHGT T AE ™ ERERE VLK S 8GRI T I A A & P EE A 212
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AL VEN TR, AR N B I S PT LU LA Rl 2 /D Bl UG O FOAE TR B
HOIFRSER & it 1T O 2B I B2 T I0 7 R e AR A i i o i S B =
THARE « 1 e A e B3 R R TR AE M RS LA S AR AR RIS R

[0854]  fE—Efi5O0 I, TR AE A AR T3k A RN 5 IR AR AR 5« 2 711
TN RS IR B Bl 5 A 55 00 Bl « U o B s A U R Js i 2 BRI 1)
LR T A U Tl e WG UE NN, AT NS L S T AR
SRR ZH AP < [ AR B P sl R IR B o 2SR, TR ZH 5 W ] A0 B T e s 8 93 7
BTk 22 R n] 25 VAR A — R 2 P A S s 5, 5 HL T s i an
IREHT R S I 55 00 Bl e HH « i R v ] LU AN S8 s /KB TR K 28 BRI
R E YR LS 05 SR A o] T2 =UE N RIS PR AR AR S i — ek %2
FIAZCT N BRI SR AR, 5 BT B an <5 51000 Bl s sl RE RS R Bl R 257 40 2%
[E P 28 15 W IR I 3B R [ R 20 15 W DA BN D2 EEL e o 2 BRI S mT 4
B — Pl Z BB S N B I S HEE ] RIS RS, B Al i an o e
B AR T LOE SRR (CRC) ZUibede (HFA) Bl AR FERIEAS i e S fOHERE A o
[0855] SOk AL S ] AR B IR PN i P o X e e Bl L mT 25 IR RS
SR A TR iR T 70 P A A 224 5 2 T P 7 A N B A4 3R A /KR ol 25 ot 1T
VAE AR &l K LTI TR S ) £ 20O« AR s OB A7 FOBE IS 1
SRR A BB A A A A

[0856] 1 J-vE S 1 2T AT E A T TR /A Rl 2o HSC PR P T I o) & TS Bl o T 5 7
TRER T BRI TC R R o A — 2850007 Sy, T i 2T DU B RO LR R e v i
WG A 2 A et A BRI 7 S5 R AR Ry, 5 EL RT3 1 A i i e AR
TN TS RAE ] A T LU S A IR QR 2t (T i o8 I RRUA SR C R
EANE R SRR A 5 BT ot

[0857] STk AL W AT ds B e, BIIE ik S A S RN S AR 8 1 A (965 | B
RIREE ) Tt FH o 3Rt HI P LAGE FAC R NS UL 5 (BT 25 2R RS el £&
Gt LB TR U7 2 P R AAR 71 (BRI rhodEA T

[o8s8] 175 B¢ Jits FH AT At ik A A B (VAR AT A T RO 540 LA RO T 4]
DR T BRI N JC s R A I B IR SE R, I HL AT e Vs i Wbl 22 i R ik
2 SRR g o 2t SR A R T 2, BT AnFL BRI 5 BRSO RH A ZE R
FUEFRNECEE AT A KA Y sl (0 /K B R R PRI A Bl ] A LI 23 BSCEE A b PR R A
PERY KBS A 124 S KA T A ORIt T RE S iy » P i 25 R A 285 K
ARSI R, P 550 B A B R SRR S IRt R B, e A
A YIRIEE T EL P ZERE B SR ELAIRY

(08591 ASCHTAR I T LLH U I 3 e M s FH o A U770 T A A% e
ok CEUSE PR INE AN DI AP 71 5 AR ) PTA) F0H R AR B o 3 T A FH /K P A 51
L, Bl Ao RIS TR

[0860] B fot A AU B AR AT F A RSP R R A T S L S 5N T2 40
HHv o i B A TR RTA TR A P e AR L R 5 ikl o

[0861] Dy / HINAA SN A L EWIIA UL, TSR AL S5 W S REE A 80T T PRI

177



CN 110177776 B ﬁ'ﬁ HH :I:; 163/169 1T

AR & 0N, BRI 380G T HFRpam 1 HAD R M &4 (B, HARIS PR s o
A AT SR SN AN E Y] o HoAt R ] USSR AT S R B AN
I o

[0862] AR FNAIUL ST 677 sl B FLahvn (1an, NSk s ROl ok
IE . R, ARBCTN R B 1 P AL Zh PR BT WAL S (AR HL AT 25 ]
#h) Bt 5T 2 AR S BB ) — Rl 2 MR S N S S 2 S Pkia
I A R DU B AE 19 5 725 « AR BH A 5 T LA B e 5 HAB IR A 380 &
Wyl H 7697 Sl PR DU S e T T A AL A

(08631 ARIRAA HZH AP ARFRAITE S A F5 200 . 00 1mg 2 29 1000me ) — ke 22 A
PEA A S P A S — Pl Z FIE A s 200 . 01mg % 29 100mg ) — Fhk 2 MR i A< 4 1
(I A PIVL R — ik £ BRI IE A s DL 200 . 1mg 545 10mg [ — Mk 2 BIARHE A & WL &
WVA S — Tk 2 R A 711 o

[0864] Ty

(08651 LA I L Al JH T3Pl AIde Bt S W0 5 - S AR T R 5 71 o

[0866]  [fil i 2= BHT 72 AR B E R IC A ST 5T, ST ki1

(08671 ARYs LRI , KA IR AR 2 T 5 W R I 1 25 D 0 e 2 P s DMS O HR )
Tmg/mUERL IR 25 TS5 10 W S R T 2 LB BRI PE HR o e 1 MR A
PR R ) S AR AT AR — DB Gx I E R ) , 75241 10pMZ 10uM
YOI PN PR e 200 T A

[0868]  /E50mM Tris-HC1.10mM MgCl,«ImM EDTA (pH 7.4, WL nhi0) il o5 fifimik i
(FI5nM I HILSD (G2 fARR - W) o F555 53 BURE (50u1) ABURH AR G 709 Bl 2196 AL 26
100p 1 IMAE 22 s AL o — TP TIN50 ZE A5 R A A TR A A A U e B
VR RS AL S A S IR -

(08691 RN ELZH BHT, S AR 4RI AR 2K 53 (50uL) 43 Pl 2 AL o il W R 28 PBS i
Beth S E A, £E 8 BRI 50mM. Tris-HCL (pH 7.4) HEH 77 FIE4%, 4620,000x g B
B3, B EIEROTAE A T-80°C 1, IAE10em i 3557 IRk BHT S AR AR E L AL 4
e AR A 5 5 Mol 70 T T 3m L PRI E S rp , IR T T IE 2 it 26 5 ik
ITRER AR -

[0870]  Rf250u1 [ NHIFE i MIFE 1.5/, SRE 1 96 FLF 1 1 termat e i Seanimid Pk
WIS R0, 3% 2858 SR AL BRIV 96 FLd I8 HY b dRA 7L o T R U 22 it b 7Y
KPR 50001 Pl AR D AR VRS & o Ri IR T, AR R AR AT I e v, O A
Microbetal N BRSSO R B A 8 AU BCH PRI T4

(08711 R R BUBUHVERCAR S & (B, A e VAT R R 25 ) I A Eiais (dpm) 7038
A7 (D, MRl 225 S W) 1 B 2R R PR 80D o 5 ] o 150 A ok S5 TR P I A PR 1
AL RBCIR S R A A N B =S B0 R, fEPrism 4.0 (GraphPad ) Hradkf T)-+—
1t B, SAAAAEAE S S I o EARE U PR BCAR S5 5 15 0 bR) R n B iR
s EEp

[0872]  y= i+ [ (TER-JIEHE) / (1+10x-10gIC,p) |

[0873]  FLH G HSAS T4 1OuMSE AL S A1 Nt ORI VR RO AR 45 & (B, AR
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SR H LIS T A A TR I 22 B S BUR P FOR 25 75 - TR, AR S s
it log IC,, (B, U VERC A2 A5 082050 % HOBC AR T (X0 |, KL T3 i i
Cheng-Prusof f T L RFRAFK]

[0874]  Ki=1C,/ (1+[fil{&]/KD)

[0875]  TLrp [ACAAR] A5 T-IE U PRSI L, 5 HKDRE TR PR AR S AR SR AT
e

[0876] i SIS IfLT75 22 5HT S AR PERRIC A5 ST TR ORRIR] 5 7% , AT OpMIF) B1—
WS A AT RO A, AR [HILSDES A A 43 E

(08771 IfiF5 36 -HT T AR BUH PR ICES ST, T2

[o878] AR {Js HLA I , KA U AR 2 A B W R I 1 5 D 0 e 2 P s DMS O HR )
Lmg/ml AR R 25 T 255 WU IR AU TR T g BEAART B o 0 2 S A T
S MR 2 A AT S A U R T — RS GxllE IR IE) |, 75 21 4E 10pMZE 10pM
VIR 1 e 20 LI E IR o

[0879]  ¥E50mM Tris-HC1.10mM MgCl,+ImM EDTA (pH 7.4, WL nhi) bl o5 fifimimk i
(5AMIH] -5 - ¥ iz ([°HT-5HT) o553 1A (50p1) AR R RS> Bl £196 LR TR A 100
L IE 28 MR AL o — PTS DN S0 L S5 473 A A AR A T DA R A 5 ) AN S PR R B X
WSS ARIIFRRER .

(08801  CRfZL A ELZH BHT, S AR 4RI AR 2K 53 (50uL) 43 Pl 2 AL o il W R 28 PBS i
Beth S E A, £E 8 BRI 50mM Tris-HCL (pH 7.4) T EH 77 FIE4% , 4620,000x g B
B0, BRI HOTE 7 T-80°C 1, E10cm A b 5577 IR SHT, S AR AR E FE AL 4T
N AR ) B M 5 AR el 0 EEET A 1 3m L R 2 R, IR AE ) T 2w 265 5 ik
FTERALARI UL -

[o881]  Ks250ul S WWfE T R A 1. 5/, SRS 96 FLF 11 termat el Serii o PRt
W IEREERN0. 3% 2858 SR AL BRIV 96 FLad B8 HY b dRA 7L o T R 22 it b T
KPR 500u 1 Pl AR D AR VRS & o Ria B T, AR R DR AT I e v, I A
MicrobetalARR A N OR BEAE I I8 T AU PR T

[0882] R R EUBUHVERC RS & (B, A VAT R 25 ) I A2k (dpm) 7RO 38
A7) (AR, M 255 ) TR R 21 R P R 30 eR R ] o A3 PR A 55 B PR B AR ic
WAL AR TE R A N B =S B0 Y, fEPrism 4.0 (GraphPad B fF) HIgE T)1—
1t B, AL S S I oW EARE SO PR BCAR S5 6 15 0 b)) R G B iR
2R

[0883]  y= i+ [ (THIAR-JIEHE) / (1+10x-10gICyp) |

[0884]  FLH G HSAE T4 1OuMS AL S A7 A1 NIl ORI VR RO AR 45 & (B, AR
SR H LIS T A A TR I 2 B S BUR A FOR 25 75 - TR, AR S s
it log IC,, (BN, MU VERC A ZE A5 I8/ 50 % HOBC AR T (0 |, KL T3l i
Cheng-Prusof fiT KR 1FKi :

[0885]  Ki=1C,/ (1+[fil{A&]/KD)

[osg6]  LLrp [ACAAR] A5 T-IE U PRSI L, 5 HKDRE TR PR AR S AR SR AT
e
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(08871 i 1T If1L /5 32 SHT S AR BRI 45 A WT T AR (RO ARTR] 5 7k, DA 1OpMIY) H—
WP T B A A TR A, AT [°H] -SHTSE & I T 2k

[0888]  RITHHAIH 7 HUEA L AR S 45 R

(08891 K11 AT RGN SRS 2 50T, S AR R HEAm e 8 ST
[0g90] | & |## 5-HT7 ## %, 10uM | 5-HT |

5| 7 ICsp
(nm)

(o]
”Db\/‘f*’ﬁ 96.5 18
O&\\/‘
) HN N 88.8 149

4 & ) /ﬁ 88.5 122
[0891] T\/ \Q

a (o]
5 _,}“Db\ﬂ'*’\ 91.6 102

i | e O 90.5 93

? N.D. 34
N
| ( y 100 46
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[0892]

Q
(o]
9 O;S_NQtK/\O N.D. 303
9l
a
o SR
10 6—” O N.D. 64
0
ozsw
11 O\O\ N.D. 77
\
(o]
SN
12 6_ O N.D. 108
Cl
o HCOOH
13 6—»*02:1\/\0 N.D. 96
o HCOOH
o]
14 @ozs—ﬂ O N.D. 47
) L ON
o]
Bl
15 d_ﬂ O N.D. 131
NC
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o]
16 "},czs_/ab\/\@ N.D. 56
-
QSN
17 | o @ N.D. 116

(0]
[0893] Qb\/\
08— N
19 | o Q 1 N.D. 461
CN

0,
° @
20 O?SENQb\/\O \ N.D. 67
O &
21 | o O \ N.D. 75
O
2 | o O N.D. 202

[0894]  N.D.= A&

[0895]  LfjfelEIinig 226HT ME , 75741

[0896]  FE 475 % BTG Dulbecco” siitR EagleksFrdt (DMEM) H, 75 BT 48/ )N,
B E Rk N\ BHT SZ AR AN AR B2 P 2196 FLIE - L - Jad Fe L e 110~ P4l (RgAL40, 000141
) AEME T /NI, B 7735 A TC LTS DMEM o £E I 24 K, Peia DMEMIH- 546 Ay 301
WEZZ i (1X Krebs-RingerhiliR = Sh ) A2 i, 0. 75mM. IBMX, pH 7.4) o fE37HICE
F e 7R A T A T L0 BRI T 5 « SR , i AN N30l A XA R I A AN FH I B ek S
W (2R BT 0. InMA 10pM , AR B — U= 430 KRR i o FE A6 R (100pM
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EMER) WAFEEN AL AMPI AR RS2 15min, 2 J5 KR 28 il O 1 240 i LR 2% i
(CatchPoint cAMP Assay Kit,Molecular Devices) ZifR4ulits. e, BRI RS 21578
AP 1g6I96 fLIEFE AN I, F F % hicAMP (Molecular Devices) WIS o ¥ 75547 8l
&, TN AR B0 - cAMPZ &%) (Molecular Devices) , fE &=L N T2/ NN IE Y 9%
Je AP ZE HR (Mo lecular Devices) PEik =K , IINAESAFHIINM 1M H,0,[1) ik
W2g i Molecular Devices) HHEEA[JStoplight RedJic¥) (Molecular Devices) , f H.
fE R M 150 e 2t Bk 510-545nm, & 4565-625nm) o b T RFAMIE , A2
cAMPACHEIN 2%, I HA 2 S AR N B G FE AR Y

(08971 T3l At , KA Pk FE TR A A T S sk sl R I B A6 250 (e K286 ¢
JCEAD) YA R Bt GRAARTRIETD) 220 (s o 5 R RARLL 5 B i) I H1E 258 (BI,
MR 2 A1) BER IR FE N R R B E ] A — B AR P [l S /EPrism 4.0
(GraphPad K f4) W AR — RS2 AR EAR IS D 7RSS 1 N B = S B08 A (B, STE
W - W ) EA T

[0898]  y=Jicifls+ [ (TS~ JEGi) / (1+10x - 10gEC50) |

[0899]  HFRJRCHERE T i R A FERZE, I HL IR T AR AT S 1l s PR I
AR SISO AL, W T 1og ECy, (B, AL WY ik Sl G T 48 21 1 i
R ZRICHEINE0 % 1 29Ik FE N E0 |, HARAFEC, , GREh A1 o8 T3R5
P AR DA THE (Rel . Emax) , B H e UG T S SN R I TH B o b 5 &N
BRI (B BE)FIRe] . Emax 1. 00) o

[0900] T HE AT ISV S e DUm, i 7 AUMBTEd - 72, A 30p LA
THE S 20uM) (10pMZIR ) H A T150 I o SR, DI 301 S (3X;EC,,) (sl
[t 240 B M EC30) A c AMPRR S EA T 1553 B SR an b Fir s AL PRASE S DA ZEA T c AMPI i o
SRS I cAMPRUR I I EAE S5 s Iz ik A 2 Il S e S 5 | A A5 5 it
ATEEER , R M EE 2R AR e 8 O3k S chi 1d 0 #r SR R AE “an i G PUalINE ie &4,
RIHEELRA— 5 RN E D50 %)

[0901] STt Schild T , AEAAEAEREAE 53 Pk EE e S s O b ALk —
FHN FN IR L - Wi B ST 2% (FE S5 b7 2 BT 155 Bhas 0 « 358 1 b se A s Hi)
(AW 5 | RT3 B 791 B - Wi 7 S5 R RO RS AL, 1T AN BTN 335 sh 791 ) e R 7. (BT, AT
S RINFETUEND SR, AN i WA TE AR DU - A/ olosz i 25 55 I 22 S 30
EAT RIS DUE A T R R 2 , BTN TG I Lew- Angus J7 R E RS DU
377 (Christopoulos®F A, 1999) o 1M1 5 2 RE5 3Rl B (51l 7 RO sh 7k 55
THEhFIA BT ZRIEC, ;) 1Rl i S AT T AL A AR AR A TH S Wi B (R R U R o A
A N A EPrism 4. OFp i TEE 2R — L Zdm A ELR PR R .

[0902]  pEC25% =-log([B]+10-pK) -log ¢

[0903]  FLHIEC25 % 555 [ I Mi B 25T dre R Bl HE h £ Wi i 11925 % IOl 7R S
HFH B THEHUANR L K e Ms W& 280 28055 T-Schi LARERA - dRks H—AH2E
AR, MIpKEETpKB; 5 W, TH5pA2 (pA2=pK/s) - Z 855 TEC,,,/ [BI LA,

[0904]  5-HT SZARMID3EANE , J5ik2:

[09051 7 BL -4l c AMPRlg -y B ELARIIE Hh , 50 FHHi tHunter cAMPIIIZE (DiscoveRx) il
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AN THCE YN 6 -HT, M35 22 SR DI AF AR KBS 7 5 (Ul tracul turels g, 2mM
GlutaMax G418 1mg/mL) FHNTE 2 [T 16 - 20/ N REAGRE Fak A SHT, S ARFIZRAE L4000
A1/ FLEE 96 LA o 1l B 5Bl 115 - el e % (5-CT) [ AR SIMBRI, LRk BB
10pMZE 10nMo PASFHESAR R 25 AN AT &1, AISRFF10pMZEO . InMIT e 24K BB £E
5-CTHIATAE N IMRR AN T AW AATAES - CTI A sh TG YE RS BTS2 o 5T c AMPI
JE  ARTE AR PP B U A5 A8 A THRAE 110 5 2, ZEMINEC, (R BER5-CT 2 1, K5
GRS AN TS PIESTC T —IF A 305 8. 304 BlUS , I\ cAMPHL{A/ 41 24 i
T (20pL/4L) FEAE =i FIEE 6045 8o JINCAMP XS+EATRXF] (20uL/FL) FH7F =6 NIFE 2/
I o ZFEnvision Multilabelidifuns Bzl A& YE(E .

[0906]  ASCAI 5| AR5 L R LR R AT R AT S s b 2SS TS A0
AR

[0907]  FSRAKBHE 275 BARSIE 77 Z83E4T T AT BB 2 WS , AR A A L B
LSS BB RIS O B, ARSI HA RN DR PR v HH A R B A 65 2 A1
AU L FITBARUR 2K 5 AR B B AE AT A I 2R S0 7 ZE NS ] AR 2
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