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O[1,1"-000000]-2-000 -tert-0 000000005 mg000O00000O0O010
mO0ODOODO0DD1mOOOODO0DO0D0DO0O00D0DD110005000000000000
000000000000 00O0O000O0O0000D00O00O00000O0000O00an
O0O0O0O0OO0OO0OOReveleris0 00000000 /00000 = 90/100 70/30; v/vO
000000000000 000O0000O00D0D0D0O0ODOO0O0D0DO0OO0ONOoooOooao
OTLC00O0COO0O0O0OO0O0D0DOO/00000 =50/50; wvO0OOOOOOOOOO
00000005 mg, 0000000000

ooooo

000000 (@S)-2-[(A-tert-0 00 0O0O000)IO00]-6-000-5-¢0000-3-0
)-2,3-00000000([2,1-b][1,3]0 00000000000 0000
00000000000 0000000@S)-2-[@-tert-00000000)000]-5
(00D00-3-00)-2,3-00000000[2,1-b][1,3]0 000000000000 16
mOOOO0ODO0O0O01mOO0O0O0O0O0O0ONOO0ODOCOODODOOOOO7mgOOOOOO
00400060 001.50000000000000000000000000000000O

O 0Ooo0ooo

Oo0ooOoooooQgoog o

0O000C0O0OO0O0O0TLC0O0DDDDOOOOOCOOO0O0O0O0O0ONDODDOOOoOoOOOOOO
O0O08mg, 000000000

000000

0000000 ES)-2-[(4-000000000000)IO00]-5-(0000-3-00)-2,
3-00000000([2,1-b][1,3]00000000000000C00

000000000 04-000000000000 [2S)-5-(0000-3-00 )-2,3-0
0000000 [2,1-b][1,3]000000-2-00]0 000000000110 mgd O O O
0O000002.0mO00004-00000000000004-000000000000¢0
0044 mg0 000000000193 mg0OC0 0008 002000000000000¢0
0000000000000 0000000OC0OO0O0000000000000000000
0000002000000 0000000000000000000000CC000000
OO0OO0O0ORevelerisD 0000000000 /00000 = 100/00 90/10; v/vD O O O O
000000000 000035mg, 0000000 E@S)-2-[(4-000000000)0
00]-5-(C000-3-00)-2,3-00000000[2,1-b][1,3]000000 0 12 mg,
Oooo0o0O0O0O0O00

)-2-[¢-0 000000000 DDO]-5-(0000-3-00)-2,3-00000000[2
,L1-b][1,3]0 000 0 Q0

1H NMR (600 MHz, CHLOROFORM-d) & ppm 4.31 - 4.45 (m, 3 H), 4.51 - 4.56 (m, 1 H),
5.14 - 5.18 (m, 1 H), 5.59 - 5.67 (m, 2 H), 6.62 - 6.69 (m, 1 H), 6.84 - 6.90 (
m, 2 H), 6.99 - 7.03 (m, 1 H), 7.28 - 7.33 (m, 1 H), 7.33 - 7.38 (m, 2 H), 7.68
- 7.73 (m, 1 H), 8.47 - 8.50 (m, 1 H), 8.68 - 8.72 (m, 1 H); ESI/APCI MS m/z 32
0 [M+H]+
Oo0oOoOoooOES)-2-[(4-00000000)I00]-5-(O000-3-00)-2,3-000
00000 [2,1-b][1,3]0 0000000000000 0OD0OO0

00000000000 @S)-2-[(4-000000000)0007]-5-(O000-3-00)-
2,3-00000000([2,1-b][1,3]0 00000 @2 mgd0 00000 DO0.5mOO0O001
0w OUOO0ODO0DODD0DO0OO0OS5S5mOO000000U0O0DD00DD0DOoDOoDoO30000000oD0ooooan
0oo0ooODoboOOooobOoboOOobOobOOobOOobOOobOOoDbOO0oDbODO0oODbODOoODOoODODOoODOOoODO/OOan
doooobooboobuobobuobobobo1z2mg, DOODOOoDOooDoOoO
Oooooao

O00000065-{@S)-2-[@-tert-0 000 0000O0DHYIOO]-2,3-00000000 [2
,1-b][1,3]0 0 00 00-5-00 O000-2@H)-00000000000D0
0000000000000 O0O0DO0O0DODOES)-5-[6-(000000)I000-=-3-00]7]
2-[4-tert-0 0000000 DYIOO]-2,3-00000000[2,1-b][1,3J00000
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0odooDoO0i1lo0mg OO0 O0D0DO0ODOOO1.0mlO0O00ODO400 45 004500 000
0000000000000 o0oo0oU0O0pHOBO00OO0OOOOOOOOODO
000000000000 0000000D00000oD0o0Do0o0DoDoo0oDoOoao
Reveleris0 0 00O QOO0OODDODOO/Z000 00O = 100700 90/10; v/vO O O OO
gogooboodob7ymg, 00O O0O0oOooQO
00
oooo@s)-e-ooag-5-000-2-{[4-1,1,1-00o0o0o0g0-2-0000000 -
O)oODDOO0ODO0]0O0032,3-00000000T([2,1-b][1,3]J00000000000
Oo0ood
00 @S)-(HD-00000 00000 R.489)02,5-0000-4-00000000
0(.00g)ON,N-0 000000000 @m)IDODOODO0DDDDDD(3.34¢g)0000S50
goz2200000000000DOo0oDooDo0oDdooDgoo0ooDooDooDOooDUooboDooDoboaoao
000000000000 0000000002000000000000000000O0
gooobooooobooooobooooo bbb o oo booooooooao
OO00OO0OO0OReveleris NHO OOOOGOGOODDODOO/Z0 00 0ODO = 100700 50/50; v/vO O
O000000000000O0ORevelerisDOO00DO0O0OOOOOO/0000O00O0 = 100/00
50/50; wwvO O OOQOD2,4-0000-5-000 -1-[(29)-0 0000 -2-00 000 ]-1H-
OOoOoOoOooO(7emg, 000D00)IOOO
1H NMR (200 MHz, CHLOROFORM-d) & ppm 2.18 (s, 3 H), 2.57 - 2.66 (m, 1 H), 2.80 -
2.87 (m, 1 H), 3.17 - 3.29 (m, 1 H), 4.07 - 4.28 (m, 2 H); ESI/APCI MS m/z 295
[M+H]+
0ooooooooz,4-0000-5-000 -1-[(2)-00000-2-000007-1H-00 0O
000 (795 mg)0d 4-(2,2,2-0 00 000-1,1-0000000)Y00000O0 (576 mg)d N,N
-o0oo0oooo0oobo@.omMb)b0D0D0o0oDoDUo0oo0oboDo0oO0oo0oDbDO1e2 mg)d O OO 70
0 0O 3.50 gogobobooodobbtooobbooo bbb booobooboood
0000000000000 oooo200000000000000000
oo ooooboboooodb oo ob0buoo o booooooooodd
OReveleris NHO OO OO OODOOGOO/Z00000 = 90/100 50/50; v/v
Oo0o0boDoboDoboDobooogs2mg, DOODO0ODOOOO

O 0Oo0oooo
O 0Ooooo

oo NODOOoOoogOgg
Iy I B I A B

O

t
0
g
g
U
0

O O0Oo0oooao
O O0Oo0oooao
O 0Ooo0oooao

005-000 -2-{[4-(1,1,1-000000-2-0000000-2-00)000
]J0003-2,3-00000000([2,1-b][1,3]000000-6-00000000001
0Dooooo

000000004000 000000000 [(28)-6-000-5-000-2,3-00
0O0O0O00([2,1-b][1,3]000000-2-00]10000000000130mg00 000
DO0O0O02.6mO0004-(1,1,1-000000-2-0000000-2-00)00000
88 mg0 00000000024 mg0 0000080 003.5000000000000
000000000000 00O0000O0O0O00O0O0O0O0O0O0O0ODODONOoOOoONOoOoGooaO
00D02000000000000000000000000000000000000
00000000000 000O0ORevelerisO 00000000 /00000 50/500
40/60; v/O OO OOHPLCO OO O ODODOOODODOODOOOOOO79mg, 000000
oooooo

ooooo
00O0O0005-000-2-{[4-(1,1,1-000000-2-0000000-2-00)000
0]J0O003}2,3-00000000([2,1-b][1,3]000000-6-0000000000
Oooo0Ooooo

0000000000 005-000-2-{[4-(1,1,1-000000-2-0000000 -2-0
0)DODO0DO0O0]0003-2,3-00000000([2,1-b][1,3]000000-6-00000
000000000055 mg001,4-0000001mO000020000000000
O0O01mOO000O00100002.50000000000000000000010000

Oooooogoooao
O oD oooogogog
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ocoooooooooDOooooooov/swoooogoo1; WwWOOOGOOQOODoDOO
coooooooooooooobo/s0b0DbO0OoWY1; wVODO20000000000
ooooobboooooooobbboboooooooobobbbooooooooobooboao
RevelerisUOD OO DODOOODOOO/Z00000 = 100/0095/5; vwwio OOoGoonodOd

00
00
00
00
0000000000 D0029mg, DOOOO0OODOOO
oooooao
0000000000000 0D000D00o0D00Do0D00O00D0DO00oDO00Do0Do0o0DooOooD
00o00000000000D000D0O0O0DO0DO0D0DOD00DO0OO0DoDO0OO0oDO0OO0DoODOoOOoDoOoOoao
0000000000000 D000D000D0D0D0O00D0DO00D0O0OO0OoO0O0DDODO0OO0DoOOOao
0Oo0o0oo0ooooao 10
oooooao
0oooooao
k&% BE k&g H fw— o = il

o /N Br (23)-6-7m®-2-[ (4-|1H NMR (800 MHz, CHLOROFORM-d) & ppm

tert-7Fo0 7% |1.30 (s, B H), 2.12 (s, 3 H), 4.07 -
1 ‘z/ YA F I ]-h-AF S -]4014 (m, 1 H)Y, 4,18 - 4,25 (n, 2 H), 3

2,3-U b P HV[4.26 - 4,30 (n, 1 H), 5,44 - 5,51 (m, 1
[2,1-b][1.,3]F %% |H), 6.81 - 6.86 (m, 2 H), 7.29 - 7.34
ol (m, 2 H): ESI/APCI M8 mn/z 385 [M+HI+

‘(N (2557 2. (4| M (800 MEz, CHLOROFORI-d) & ppn

) 1.30 (s, 9 H), 4.11 - 4.16 (n, 1 H), 20
tert=FFA T = N T a3 (n, 3 M), B.BL - B.BT (m, |
YAFAT-23-Te [ P A i
z : HY, 6.680 (s, 1 H), 6.82 - 6.87 (n, 2 H),
7.30 - 7.35 (n, 2 H): ESI/APCT NS /s

301 [M+HI+

FR4 3 HV0E1-
bI[L, 3] % ¥ — L

5 & ot g |1 IR (BOD Witz CHLOROFORM-d) & pon
\(j eI E b T e (s, 0 8), 408 - 420 (n, L 1D,
ert-7FL T2 s X

4.23 - 4.30 (m, 3 H), 5.46 - 5.6 (m, I
H), 6.61 (s, 1 H), 6.81 - 6.85 (n, 2 H),

Frg 3 HJ08,1- :
T [7.29 - 7.33 (u. 2 M) ESIZAPCT MS n/z
BILL I % 5 = |

LA FIL]-2,3-T

1H NME (800 WHz, CHLOROFORM-d) & ppm

0‘*1(' (25)-2-[(4-tert-7#[1.30 (s, 8 B), 2.14 (s, 3 B), 4.02 - 30
L7z FIAF 4,06 (m, 1 Hy, 4.14 - 4,23 (n, 2 H),
4 L 1-b-AF-2,3-37 |4.28 - 4.32 (n, 1 H), 5.47 - 5.562 (m, 1 B
ERmg 2 V2, 1- W), 8.33 (s, 1 H), B.82 - B.87 (n, 2 H),
b1[1, 317 & ¥/ — L |7.30 - 7.38 (n, 2 H); ESI/APCI MS n/z
287 [M+H]+

0 st op e |1 IR (500 Wiz, CHLOROFORM-d) & pom
‘(J (28) 2L tert T 50 (s, 8 1), 4,12 - 4418 (n, 1 B,

T2 AT N iy (n, 2 H), 5.48 - .54 (n, 1

12,3 B 3 e e ), B0 (= 1 1), B.82

5 Ta1b]01,8]7 x| 8,09 fs, L), 669 ts, 1), 682 -
2. * B.86 (n, 2 H), 7.30 - 7.33 (n, 2 H);

T ESI/APCT M2 n/z 273 [M+H]+

ol tdsors s o |1 NUR (80D Witz CHLOROFORM-d) & pon
0‘(N (5 b LU ter =T TN 08 (s, 0 1), 4.28 - 4.40 (n, 2 H), 40

jt?;éiff% 4.48 - 4.53 (n. | H), 6.57 - 5.B2 (n. |

b lmom 7= S mET 584 - .87 (n, 2 HD, 6.83 (e, 1H).| 4

DeFRA I HEY 7.92 - 7.268 (m, 1 HY, 7.30 - 7.23 (m, 2

[2.1-b][1.30% &% [ B h B PCL IS

(2. 1-bIL, H). 7.35 - 7.42 (n. 4 H): ESI/APCI US
! n/z 349 [M+H]+

gooooao



goooogag

JP 2015-6994 A 2015.1.15

=ik

HeET— &

E=Yiicul

(28)-2-[(4-tert-7
L7z /s H)ATF
W1-2,3-Dr Foq 2
HL2,1-0]01,3]F %
Hof = -B-F IR o
)L

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.29 (s, 9 H), 4.26 - 4.38 (n, 4 H),
5.66 - 5.61 (m, 1 H), 6.80 - 6.83 (m, 2
H), 7.22 (s, 1 H), 7.30 - 7.33 (n, 2 H):
ESI/APCI M3 n/z 288 [M+H]+

(28)-2-[(4-tert-7
L7z /s H)ATF

L1-6-rmrE-2,3-
EFms 2 HU[2,1-
BI01, 3] % H 2/ — 1

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.30 (s, 9 Hy, 4.15 - 4,18 (n, 1 H),
4.23 - 4.30 (m, 3 H), 5.45 - 5.B0 (m, !
Hy, 6.53 (=, 1 H), 6.81 - 6.85 (n, 2 H),
7.30 - 7.33 (n, 2 H): ESI/APCI NS n/z
307 [W+H+

(25 -6-7mE'-2-[(4-
tert-7F L 72N
DIAF]-b-oru-
2,3-Pr Frag &Y
[2,1-b][1,3]+ %%
V=l

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.30 (s, 9 H), 4.17 - 421 (m, 1 H),
4.25 - 4.28 (n, 3 H), 5,60 - 5.55 (m, 1
H), 6.82 - 6.85 (m, 2 H), 7.30 - 7.33
(m, 2 H): ESI/APCI M3 n/z 385 [M+H]+

(28)-2-[(4-tert-7
L7z /s H)ATF
L1-6-7mE-5-4F
-2,3-k FERA 2
HL2,1-0]01,3]F %
FoF—

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.30 (s, 9 Hy, 2.13 (s, 3 H), 4.068 -
4,11 (m, 1 HY, 4.16 - 4,31 (n, 3 H),
5.43 - 5.49 (m, 1 H), 6.81 - 6.85 (mn, 2
Hy, 7.30 - 7.33 (m, 2 H): ESI/APCI M3
n/z 321 [M+H]+

(28)-2-[(4-tert-7
L7z /s H)ATF
e 1-b- A F o -2,3-30
EFms 2 HU[2,1-
bI0L, 31 % 2/ — L -
B-Fra R B

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.30 (s, 9 H), 2.34 (s, 3H), 4.15 -
4.20 (m, 1 H), 4.22 - 4.27 (n, 1 H),
4.27 - 4.30 (m, 2 M), B.54 - .80 (m, I
H), 6.80 - 6.85 (m, 2 H), 7.30 - 7.34
(m, 2 H): ESI/APCI M3 n/z 312 [M+H]+

(23)-2-[(4-tert-= -+
W7z FAF
WI1-6-Ck U A F i
i) -2,3-Pk Fao
3 &2, 1-b]01. 3]
F A L

1H NMR (600 MHz, CHLOROFORM-d) & ppm
0.26 (s, 9 H), 1.29 (s, 8 H), 4.06 -
4.11 (m, 1 H), 4.22 - 4.27 (n, 2 H),
4.29 - 4.33 (m, 1 H), 5.50 - 666 (m, I
H), 8,76 (s, 1 H), B.83 - 6.87 (n, 2 H),
7.30 - 7.34 (m, 2 H): ESI/APCI MS m/z
345 [H+HI+
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Oooooo
=t 1B sl [N=LiE: HERT -4 Eiutl]
" IH WMR (BOO MHz, CHLOROFORN-d) & ppm
o‘(/ (28)-2-[(4-tert-7#[1.30 (s, 8 H), 4.30 - 4,37 (n, 2 H),
J L7 w %) A5 [4.839 - 4.43 (u, 1 H), 4.50 - 4,54 (n, 1
15 ///VN A J-B-(k ) & -3-0 |H). B.B0 - 5.86 (n, 1 M), 8.84 - 6.87 A
R W-2,3-Ur Fouo Em, 2 H, 7.00 (s, 1 H), 7.29 - 7.34 (n,
H02.1-b][1.3]7F &[3 H), 7.88 - 7.71 (n, 1 ), §.47 - 8.49
— HS— (m, 1 H), 8.69 - 8,71 (n, 1 H):
ESI/APCT M3 m/z 350 [M+H]+
IH NUR (600 MHz, CHLOROFORE-d) & ppm
0‘() Br (28)-B-7F 1 ®-5-7 F]0.90 - 0.98 (n. 3 ), 1.30 (s, & H),
Y -2-[(4-tert-7F0[1.82 - 1.40 (u, 2 H), 1.48 - 1.57 (m, 2
14 H\/N Tz %) AFL]- [, 246 - 254 (n, 2 W), 4,07 - 4.12 )
2,3-Ce Faas 22V, 1 H, 4.8 - 4.30 (n, 3 H), 5.44 -
[2,1-51[1,80 &4 |5.50 (n. 1 H), 6.81 - 8.85 (n, 2 H),
Ve 7.28 - 7.34 (n, 2 Hy: ESIZAPCI HS n/z
407 [H+H]+
o\(/N (23)-2-[ (4-tert-7 F|1H HNR (500 WHz, CHLOROFORM-d) & ppm
/ 7w &) 45 [1.80 (s, OH), 4.27 - 4.32 (n, 1 H),
- N A1-2.3-0k Frg 3[4 - 437 (2 W), 438 - 44 (o 1|,
W H02,1-b101.8]7 & [H), 5.84 - 5.69 (n, 1 H), 6.81 - B.85
N P LBl = [, 2 H), 7.30 - T.34 (n, 2 HY, T.37 (s,
FL 1 H): ESIZAPCI WS m/z 298 [H+H]+
O‘(/N (95) -9 [ (4-tert-— o [ NIR (800 Wiz, CHLOROFORU-d) & ppn
) e ks |1-28 (s, 8 H), 4.3 - 437 (n, 2 1),
4.44 - 4,50 (u, 1 H), 4.55 - 4.80 (u, 1
f/\/N Wb (B Db
18 _ 1o g e Fog 2|0 562 - .67 (. 1H), 6.83 - 6.87 4
i;f‘y‘[é 11)][1 sl | 2, 708 (s, 1E). 7.24 - 727 (n,
N FA 2 Hy, 7.30 - 7.34 (n, 2 H), 8.54 - 8,57
! (., 2 B
IH WMR (BOO MHz, CHLOROFORN-d) & ppm
o“(/N 0.91 - 0.95 (n, 2 H), 1.30 (=, 8 H),
/ (23)-5-7 5 L-2-[ (4-|1.35 - 1.42 (. 2 W), 1.5] - 1.58 (n. 2
tert-FFL 7w s % [H), 2,44 - 2,49 (n, 2 H), 4.02 - 4,07
17 AFALL3-2k |, L H), 406 - 4.24 (n, 2 H), 4.27 - B
oz #0201 [4.32 (n, 1 H), 5.46 - 5,52 (n, 1 H),
BI[1.3]F % HV = [B.33 (s, 1 ), B.82 - 6.86 (n, 2 H),
7.29 - 7.33 (n, 2 H): ESIZAPCI HS n/z
329 [H+H]+
OH(/N . (39) 8-~ -2 (4- %HII;MR ga?g MHz.gchOR(lJFggM—@ g@ﬁpm
J tert-FF A 72 % |18 - 119 o 3 1) 1,30 (s, 9 1),
il bas |25 - 256 (1, 2 H), 4.09 - 4.14 (n, 1
Hy, 4.20 - 4.30 (n, 3 H), 5.45 - 5.50 3

2,3-Ve FrA 2 Y
[2.1-D][1,3]F %3
Vo=l

(m, 1 H), 6.82 - 6,85 (m, 2 H), 7.29 -
7.33 (m, 2 H); ESI/APCI US n/z 379
(U+H]+
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(33)
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DAFNI-2,3-TVEF
o4 3 HV2,1-
BI01, 3] % H 2/ — 1

4.34 (s, 2 H), 5.48 - 5,64 (m, 1 H),
6.81 - B.85 (m, 2 H), 7.28 - 7.33 (m, 2
H): ESI/APCI NS n/z 395 [M+HI+

000000
=t 1B sl [N=LiE: HERT -4 Eiutl]
N (28)-2-[ (A-tert-7 |10 MUR (500 Wz, CHLOROFORM-d) & pon
T s x)xF  |1.29 (s, 2 H), 3.82 (s, 3 H). 4,18 -
A 0 T-E- (-t Fou-1H- (4057 (i 4 1)) 5155 - BBl (n, 1),
19 _ B 5y -4 L)~ [B.57 (s, 1 H), 6.81 - 6.88 (n, 2 H), 4
! 2.3-Ur Fra 3 U799 - T34 (n, 2 H). T.43 (s, 1H).
N |2 1TeI0n 2] 2 |7.58 (e. L H): ESIZAPCI MS n/z 352
UL [+H ]+
o_(/N (Eg'zl[gjtf;tf* IH NER (498 WHz. CHLOROFORE-d) & ppn
J ’b]_gi(l_);:F T |29 (so 8 )L 397 (s, 3 H)L 421 -
7o ! 4.38 (n, 4 H), 5.5% - 5.65 (u, 1 H),
20 - B =l -b-of ) - 4
S LT8Gl 1 B 881 - 88T (n, 3 )
AP BT g s [l T84 (a2 W, 748 - 750 (n, 1
S H): ESI/APCI WS n/z 363 [H+H]+
@¥fﬂ ff@'%fgjf?;7*‘m NUR (500 WHz, CHLOROFORM-d) & ppn
W/ ;L]-gi(z W g 130 (5. B, 2,45 (s, 31, 2.67 (s, 3
. SER R TR R ERC RS R N T )
5 ' Lo S i, 3, 5.4 - BUBL (n, 1 HY, B.75 (s,
[ A Permave Fot 2T e . 2 By, 7429 - 7.34
%2, 1-b]01, 8] %[, " O s S '
L2, : (n. 2 B EST/APCT S w/z 384 [H+H1+
HoF— L
O“T;N Be L AORETET L L Mg (488 Wz, CHLORORORU-) 8 ppn
J /%‘,Ug_[/H; 1.29 (s. 9 H). 1.48 (d. J=8.5 Hz. 3 H).
ARZDAT VIS Tga (hr s 1 H), 4.21 - 4,39 (. 4 B),
) Db RRA A 3
AT R TN RN IR R
D 2 ’ H). 6.81 - 6.85 (n. 2 ), 7.28 - 7.33
voenbryzy [P 2.
N (n. 2 )i ESI/APCI NS m/z 385 [H+H]+
N
0— P o tenee | MR (499 Wz, CHLOROFORE-d) 8 ppn
‘ngz (e BT ert T a0 (s, B 1), 413 - 48 (11D,
= AT le2a - 433 . 3 H). BB - BT (m 1
23 ol )1/15013132,3/1_1 6.5 Ul . 683 - 88T 51 T
SR MR §2’< %!H): ES1/4PCT i / .
bILLBIF % Y = o0 s ' =
OA_T;N Br (28)-6-7 1 & -2-[ (4-{1H MUR (800 WHz, CHLOROFORN-d) & pom
J tert-FF L 7=/ % [1.30 (s, 9 H), 3.33 (s, 3 1), 4.15 -
2 ’/ly/iii:i7’f0 DA FT5- (A b &|4.08 (n, 1 H), 4.23 - 4,31 (0, 3 H), ;
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=ik

HeET— &

E=Yiicul

. o
A

(28)-2-[(4-tert-7
L7z /s H)ATF

N]-b-TF-2,3-30
ERFEA ISV, 1-
BI01, 3] % H 2/ — 1

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.18 - 1.23 (m, 3 H), 1.30 (s, 9 H),
2.48 - 2.63 (m, 2 M), 4.03 - 4.07 (m, I
W, 4.17 - 4.24 (n, 2 H), 4.27 - 4.32
(m, 1 H), .46 - 5.62 (m, 1 H), 6.33 (s,
1 H), 6,82 -6.806 (n, 2H), 7.29 - 7,33
(m, 2 H): ESI/APCI M3 nm/z 301 [M+H]+

26

1-1(23)-2-[ (4-tert-

TFEN D FI)A

FI-2.3-Pk Fra
I A2, 1-b]101, 3]
S — L -b-f T
5=

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.30 (s, 9 Hy, 1.b4 (d, J=6.6 Hz, 3 H),
4.19 - 4.26 (m, 2 W), 4.58 - 4.32 (m, I
H), 4,36 - 4,39 (n, 1 H), 4.79 - 4.83
(m, 1 H), 5.51 - b.66 (m, 1 H), B.51 (s,
1 H), 6,82 -6.806 (n, 2H), 7.29 - 7,33
(m, 2 H): ESI/APCI M3 m/z 317 [M+H]+

27

(28)-2-[(4-tert-7
L7z /s H)ATF
WI-b-(A PR AF
L)-2.3-0r Faq 3
A L2,1-p]01,3]F =
=l

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.30 (s, 9 H), 3.31 (s, 3H), 4.10 -
4.15 (m, 1 H), 4.21 - 4.33 (n, 5 H),
5.50 - 5.66 (m, 1 H), 6.61 (=, 1 H),
6.82 - 6.86 (m, 2 H), 7.29 - 7.34 (m, 2
H): ESI/APCI M3 mn/z 317 [M+H]+

(23)-2-[(4-tert-= -+
W7z FAF
W1-b-(E T D -2-4
I-2,8-T Foq 2
H702,1-0]01,3]F &
HS— L

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.29 (s, 9 Hy, 4.26 - 4,36 (n, 2 H),
4.54 - 4.8 (m, 1 W), 4.71 - 4.76 (m, I
H), b.66 - 5,64 (m, 1 H), 6.84 - B.89
(m, 2 H), 7.02 - 7.07 (m, 1 H), 7.17 (s,
1 HY, 7.29 - 7.34 (n, 2 H), 7.48 (s, 1
H), 7.658 - 7.64 (m, 1 H), 8.43 - 8.49
(m, 1 H): ESI/APCI M2 m/z 350 [M+HI+

24

O
iWas

. %Q”N
iWas

(28)-2-[(4-tert-7
L7z /s H)ATF
W1-b-(FD U -i-4
L)-2.3-0r Faq 3
A L2,1-p]01,3]F =
=l

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.29 (s, 9 Hy, 4.29 - 4,35 (n, 2 H),
4.53 - 467 (m, 1 W), 4.67 - 4.72 (m, 1
H), .60 - 5,66 (m, 1 H), 6.84 - B.88
(m, 2 H)y, 7.29 - 7.33 (n, 3 H), 8.28 -
8.30 (m, 1 H), 8.37 - 8,35 (n, 1 H),
8.79 - 8.82 (m, 1 H): ESI/APCI MS m/z
301 [H+HI+

. -
AL

(23)-2-[(4-tert-= -+
W7z FAF
LI-b-(F1 3P -2-
AI)-2,3-Pk Fao
3 &2, 1-b]01. 3]
F A L

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.29 (s, 9 Hy, 4.28 - 4,37 (n, 2 H),
4.54 - 4.68 (m, 1 H), 4.68 - 4.73 (m, I
H), 5,68 - 5,66 (m, 1 H), 6.84 - B.89
(m, 2 H), 6.98 -7.02 (n, 1 H), 7.29 -
7.34 (m, 2 H), 7.59 (s, 1 H), 8.59 -
8.83 (m, 2 H): ESI/APCI U8 n/z 3561
[M+H]+
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(23)-2-L(4-tert-7 -
W7z FAF
LI1-b-(F 1 H o -4-
AI)-2,3-Pk Fao
3 &2, 1-b]01. 3]
F AU L

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.29 (s, 9 Hy, 4.36 (s, 2 H)y, 4.51 -
4.56 (m, 1 Hy, 4.59 - 4.85 (m, 1 H),
5.66 - 5.73 (m, 1 H), 6.82 - 6.87 (n, 2
Hy, 7.29 - 7.34 (m, 2 H), 7.37 (br. s.,
2 H), 9.12 (br. 5., 1 H), 9.30 (br. s.,
1 Hy; ESI/APCI MS n/z 351 [M+H]+

32

(25)-2-[(4-tert-7F
WP e BV AT
ILI1-6-( 1] 3P -b-
AI)-2,3-2k Fao
3 AV [2,1-b]01, 3]
EIH— )

IH NMR (600 MHz, CHLOROFORM-d) & ppm
1.29 (s, 9 Hy, 4.32 - 4,38 (n, 2 H),
4,42 - 4.46 (n, 1 W), 4.6 - 4.56 (n, !
Hy, 5.63 - 5.689 (m, 1 H), B.83 - B.87
(m, 2 H), 7.11 (s, 1 Hy, 7.30 - 7.34 (m,
2 H), 8,80 (s, 2 H), 9.07 (5. 1 H):
ESI/APCT M3 m/z 351 [M+H]+

33

(28)-B-[B-(r2 270l
FxRIDET -3
1-2-[(4-tert-— F
L7z s E)AF
L1-2.3-ke Faq 3
02, 1-p]0L,3]F &
HoAS— L

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.30 (s, 9 H), 4.27 - 431 (m, 1 H),
4.32 - 4.37 (m, 2 H), 4.43 - 4.48 (m, ]
H), 5.38 (s, 2 H), .67 - 5.84 (un, 1 H),
6.82 - 6.87 (m, 4 ), 7.30 - 7.34 (m, 3
Hy, 7.36 - 7.41 (n, 2 H), 7.44 - 7.48
(m, 2H), 7.63 - 7.66 (n, 1 H), 8.20 -
8.23 (m, 1 H); ESI/APCI US n/z 456
(H+H]+

34

(28)-2-[(4-tert-7
L7z /s H)ATF
L1-B-(B-7ar K
VP -3-o1)-2,3-
e Fog I EY
[2,1-b1[1,3]7F %
L

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.29 (s, 9 H), 4.27 - 441 (m, 3 H),
4.44 - 4,63 (m, 1 H), 5.58 - 5.B8 (m, I
H), 6.80 - 6.89 (n, 2 H), 6.91 - 7.01
(m, 2H), 7.28 - 7.36 (m, 2 W), 7.77 -
T.86 (m, 1 H), 8.25 (=, 1 H): ERI/APCI
M3 n/z 368 [M+H]+

35
,\/O/O /

(28)-2-[ (4-tert-7
T m S JL) AT

W1-B-(B-A F L)
D3 )23
EoREA 2 AV[2,1-
BILL, 3] % H 0 — oL

IH NMR (600 MHz, CHLOROFORM-d) & ppm
1.29 (¢, 9 H), 2.6 (s, 3 H), 4.28 -
4.39 (m, 3 H), 4.46 - 4.51 (n, 1 H),
.58 - B.B4 (m, 1 H), 6.83 - 6.87 (mn, 2
Hy, 6.95 (s, 1 H), 7.14 - 7,18 (n, 1 H),
T.28 - 7.34 (m, 2 H), 7.58 - 7.62 (m, 1
Hy, 8.54 - 8,68 (m, 1 H): ESI/APCI M3
n/z 364 [W+H]+

38 )(Q’H [

(28)-2-[(4-tert-7
L7z /s H)ATF
WI-b-(B-4 F XK
VP -3-o1)-2,3-
PE RS EY
[2,1-b1[1,3]7F %
EESIP

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.29 (s, 9 H), 3,856 (s, 3 H), 4.27 -
4.36 (m, 3 H), 4.42 - 447 (n, 1 H),
.58 - 5.84 (m, 1 M), B.76 - 6.80 (m, I
Hy, 6.82 - 6.87 (n, 3 H), 7.29 - 7.33
(m, 2 H), 7.80 - 7.64 (n, 1 H), 8.19 -
8.22 (m, 1 H); ESI/APCI US n/z 380
(U+H]+
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(28)-2-[(4-tert-7
L7z /s H)ATF
L1-2,3-Pr FaA 2
HL2,1-0]01,3]F %
Hof =L -B-F L
TR

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.29 (s, 9 H), 4.29 - 4,41 (n, 4 H),
5.68 - 5.61 (m, 1 H), 6.80 - 6.84 (m, 2
W, 7.29 - 7.33 (n, 2 H), 7.38 (s, 1 H),
9.88 (s, 1 H): ERI/APCI M3 n/z 301
[U+H]+

23

38

E-{(258)-2-[ (4-tert-

TEIL TS HI)A

FI-2.3-Pk Fra
3 &2, 1-b]01. 3]
FHV -
D3 (1) -7

IH NMR (600 MHz, CHLOROFORM-d) & ppm
1.30 (s, 9 H), 4.24 - 4.41 (n, 4 H),
B.BB - B.B3 (m, 1 H), B.62 - 6.68 (m, 1
Hy, 8.76 (g, 1 H), 6.82 - 6,88 (m, 2 H).
7.29 - 7.35 (m, 2 Hy, 7.37 - 7.40 (m, !
H), 7.57 - 7.62 (m, 1 H): ESI/APCI WS
n/z 366 [M+H]+

34

34

(28)-2-[(4-tert-7
L7z /s H)ATF
L1-2,8-2r Fa4 2
HL2,1-0]01,3]F %
oL -B-H LR X
HIF

IH NME (600 MHz, DMSO-dB) & ppm 1.2h (s,
9 H), 4,06 - 4,11 (m, 1 H), 4.25 - 4,40
(m, 3 H), 5.81 - 5.66 (mn, 1 H), 6.85 -
6.90 (m, 2 H), 6.96 (br. s.. 1 H), 7.07
(br. s., 1 Hy, 7.28 -7.32 (n, 2 ),
7.3b (s, 1 H): ESI/APCI M3 n/z 318
[U+H]+

40

b-{(28)-2-[ (4-tert-
TFIL Tz FLIA
FLl-2,3-Pv Fa4q
3 &2, 1-b]01. 3]
FHV — )l -b-of b
- AF L -
2(1H)

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.30 (s, 9 H), 3.B8 (s, 3 H), 4.23 -
4.38 (m, 4 H), 5.56 - 5.62 (m, 1 H),
6.64 (d, J=8.5 Hz, 1 H), B.70 (s, 1 H),
6.82 - 6.87 (m, 2 H), 7.2 - 7.34 (m, 3
Hy, 7.40 (dd, J=8.5, 2.5 Hz, 1 H):
ESI/APCT M3 n/z 380 [M+H1+

41

f28)-2-[d-tert-=
FLTz/ HLIAF
W1-2,8-2 Foq 2
HL2,1-0]01,3]F %
Fo = -G A A A
Sl

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.30 (s, 9 H), 4.13 - 4,17 (m, 1 H),
4.22 - 4.31 (m, 3H), 4.48 (s, 2 H),
.48 - 5.63 (m, 1 H), 6.57 (=, 1 H),
6.81 - 6.87 (m, 2 H), 7.2 - 7.34 (m, 2
H): ESI/APCI M3 n/z 303 [M+HI1+

24

42

(28)-2-[(4-tert-7
L7z /s H)ATF
-1-6- (4 F L AL R
) -2,3-Tk FE A
3 &2, 1-b]01. 3]
EHFU -l

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.30 (s, 9 H), 3.13 (s, 3 H), 4.27 -
4.40 (m, 4 H), 5.57 - 5.83 (n, 1 H),
6.81 - 6.85 (m, 2 H), 7.30 - 7.34 (m, 3
H): ESI/APCI M3 m/z 351 [M+HI1+

22

gooooaad

10

20

30



goooogag

JP 2015-6994 A 2015.1.15

=ik

HeET— &

E=Yiicul

o‘(‘z

(28)-2-[(4-tert-7
L7z /s H)ATF
1= (A F b AL R
) -2,3-TU Fag
I A2, 1-b]101, 3]
F A L

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.30 (s, 9 H), 3.14 (s, 3H), 4.28 -
4.51 (m, 4 H), 5.63 - 5,69 (n, 1 H),
6.81 - 6.84 (m, 2 ), 7.30 - 7.34 (m, 2
Hy, 7.38 (=, 1 H): E3I/APCI MS m/z 351
[U+H]+

22

44

(23)-2-[ (4-tert-7F
T m S JL) AT
L]-B-=F = L-2, 8-
PR w RN
[2,1-b][1,3]+ %%
V=l

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.29 (s, 9 Hy, 4.12 - 4,16 (n, 1 H),
4.21 - 4.31 (m, 3 W), 5.04 - 5.07 (m, I
H), b.46 - 5,62 (n, 1 H), 5.74 - 5.79
(m, 1 Hy, 6.41 - 6.48 (n, 1 H),
1 H), 6,81 - 6,86 (n, 2H), 7.29 - 7,33
(m, 2 H): ESI/APCI M3 n/z 299 [M+H]+

6.54 (s,

26

45 ¥

(23)-2-[ (4-tert-7F
T m S JL) AT
JLT-NLN-32 4 F -
2,3-D v PRS2 HY
[2,1-b][1,3]+ %%
Vo=l -B-F LR &
B

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.29 (s, 9 H), 3.05 (br. s., 3 Hy, 3.44
(br. s., 3 H), 4.21 - 4.35 (n, 4 H),
.50 - B.BE (m, 1T H), 6.81 - 6.84 (m, 2
Hy, 7.29 - 7.33 (n, 3 H): ESI/APCI M3
n/z 344 [W+H]+

4 )(®/Q -

(28)-2-[(4-tert-7
L7z /s H)ATF
L1-6-[6-(F s -
AT ERIENY
oA ]-2,3- Pk
Fog 3 HU2,1-
BI01, 3] % H o/ — ol

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.29 (s, 9 Hy, 1.33 - 1.38 (n, B H),
4.28 - 4.36 (m, 3 M), 4.41 - 4.46 (m, I
H), 5.26 - 5,33 (n, 1 H), 5,56 - 5.62
(m, 1 H), 6.8 - 6,72 (n, 1 H), 6.80 -
6.87 (m, 3 H), 7.29 - 7.33 (m, 2 H),
7.8 - 7.62 (n, 1 W), 8.17 - 8.20 (m, I
H); ESI/APCI NS n/z 408 [M+HI+

A
47 )(O/-ﬂ o

(25)-2-[(4-tert-7F
WP e BV AT
AI-B-(0-A bR
R e-b- )=
2,3-D v PRS2 HY
[2.1-bp][1.,3]F %+
ol

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.29 (s, 9 H), 4.04 (s, 3 H), 4.29 -
4.37 (m, 3 H), 4.40 - 447 (n, 1 H),
5.b8 - 5.68 (m, 1 H), 6.8] - 6.88 (m, 2
H), 6.92 (s, 1 H),
8.57 (s, 2 H): ESI/APCI M3 n/z 381
[U+H]+

T.29 - 7,35 (m, 2 H),

48

(23)-2-[ (4-tert-7F
T m S JL) AT

L]-B-ZF L -2.3-1
EoREA 2 AV[2,1-
BI[1, 3] & v — L

1H NMR (600 MHz, CHLOROFORM-d) & ppm

1.19 (t, J=T7.4 Hz, 3 H), 1.29 (s, O H),
2.b1 (g, J=T.4 Hz, 2 H).
1 H), 4.18 - 4.22 (m, 2 H), 4.27 - 4.31
(m, 1 H), 5.41 - 5.47 (n, 1 H),
1 H), 6.82 - 6.88 (mn, 2 H), 7.28 - 7.32
(m, 2 H): ESI/APCI M8 m/z 301 [M+HI+

4.05 - 4,10 (m,

6.30 (s,

27
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1-1(23)-2-[ (4-tert-

TFEN D FI)A

FI-2.3-Dk Frda
I A2, 1-b]101, 3]
S — L -B-f T
B

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.29 (s, 9 H), 2.47 (s, 3 H), 4.26 -
4.30 (m, 3 H), 4.33 - 4.38 (n, 1 H),
b.63 - 5.6& (m, 1 H), B.81 - 6.84 (m, 2
W, 7.28 - 7.33 (n, 2 H), 7.34 (s, 1 H)s
ESI/APCT M3 m/z 315 [M+H]+

21

50

1-1(28)-2-[ (4-tert-

TFEN D FI)A

FI-2.3-Pk Fra
3402, 1-b]0L, 3]
XIS = l-b-f LT
B

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.29 (s, 9 H), 2.37 (s, 3 H), 4.26 -
4.32 (m, 2 H), 4.41 - 4,45 (n, 1 H),
4,62 - 4.57 (n, 1 H), b.61 - 5.66 (m, I
H), 6.8 - 6.85 (m, 2 H), 7.20 - 7.32
(m, 2 Hy, 7.42 (e, 1 H): ESIVAPCI N5 n/z
3156 [H+HI+

21

51

(25 -6-7mE'-2-[(4-
AR T/ XA
F1-2,3-Vk Fadq
I A2, 1-b]101, 3]
F A L

1H NMR (600 MHz, CHLOROFORM-d) & ppm
4.15 - 4.21 (m, 1 W), 4.22 - 4.32 (n, 3
H), b.4b - 5,53 (n, 1 H), 6.62 (¢, 1 H),
6.78 - B.86 (m, 2 W), 7.21 - 7.20 (m, 2
H): ESI/APCI NS n/z 329 [M+HI+

3y

(23)-b-7mE-a-[ (4-
SHE T/ ¥ A
FL1-2,3-Tk Fa4
3 &2, 1-b]01. 3]
F A L

1H NME (800 WHz, CHLOROFORM-d) & ppm
4.09 - 4.16 (n, 1 H), 4.21 - 4.32 (m, 3
W, 5,61 - 568 (m, 1 H), 6.80 (s, 110,
6.80 - B.87 (m, 2 M), 7.21 - 7.30 (m, 2
H): ESI/APCI NS n/z 329 [M+HI+

b3

(23)-2-[ (4-tert-7F
T m S JL) AT
1-b B () -
-4 0)-2,3-Ck Fm
A 3 A[2,1-b]101,3]
F & -

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.29 (s, 9 Hy, 4.23 - 4.27 (n, 1 H),
4.33 - 4.38 (m, 3 M), 5.60 - 5.BG (m, I
H), 6.84 - 6.88 (n, 2 H), 7.20 - 7.24
(m, 1H), 7.28 - 7.34 (n, 3 H), 7.64 -
T.68 (m, 1 H), 7.85 - 7.88 (n, 1 H),
8.44 - 8,46 (m, 1 H), 8.57 - 8.680 (m, I
H), 8.63 - 8,66 (n, 1 H), 8.70 - 8.73
(m, 1 H)y: ESI/APCI M8 n/z 427 [M+H]+

) o
A

(28)-5.6-7m1®-2-
[A-tert-7FI 7 =
S ERYAFN]-2, 8-
U FRA I HEY
[2,1-b][1.3]F %3
EESIP

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.30 (s, 9 H), 4,15 - 4,32 (n, 4 H),
.49 - B.BB (m, 1 H), 8.81 - 6.87 (mn, 2
Hy, 7.29 - 7.34 (m, 2 H): ESI/APCI M3
n/z 429 [W+H]+
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(25)-2-[ (4-tert-7 +|1H NIR (800 WHz. CHLOROFORM-d) & ppn
Loz &) a5 |1.29 (s, 8 ), 3.41 (s, 3 1), 4.10 -
o WI-6-( b & F |4.31 (n, 6 K), 5.45 - 5.50 (n, 1 H), .
LI-2,3-U Fas 3658 (s, 1 ), B.8L - 6.85 (n, 2 H),
H[9.1°0][1.3]7 % [7.20 - 7.23 (n, 2 H): ESI/APCI HS n/z
Fel 317 [H+H]+
IH NUR (800 WHz, CHLOROFORE-d) & ppm
95 9L tort-m 5 éé; Et. IS8 Kz, 3 ). 128 (s, 8 ).
X .58 (q, J=T.8 Hz, 2 H). 4.05 - 4.10 (n,
T x SR XF Ty T gd (2B, 4.27 - 4,30
W]-B-TF = -b-x Lo ' : P '
58 =k (n, 1H), 4.9 - 5.02 (n, 1 H), 5.45 - 28
Fo-B.5-2k PR N eg 1), 5.87 - 572 (n, 1 H)
32, 1-b]01, 300200 . 5. 72, :
siotl B.4B - B.53 (n, | H), 6.82 - 6.85 (n., 2
H). 7.28 - 7.33 (n, 2 M); ESIZAPCI NS
n/z 327 [M+H]+
TH NIE (500 WAz, CHLOROFORE d) & ppm
4-1(23)-2-[(4-tert- |1.30 (s, 9 H), 3.54 (s, 3 Hy, 4.28 -
TFENLT X)L |45 (n, 2 H)Y, 4.43 - 4,47 (n, 1 H).
FL1-2,2-UF Fo4l4.53 - 4,58 (u, 1 H). 5.82 - 5.68 (n, 1
57 542110131 0y, 6.33 (dd, J=T.4, 2.1 Hz, 1 1), 6.47 | 4
EHU b1 - |(d. T52.0 He, 1 H). 6.82 - 6.87 (n, 2
-AFLEY - WL 704 e 1), T.24 (4, J=7.4 Hz, 1
9 (1H) - = H). 7.29 - 7.33 (n, 2 H): ESI/APCI HS
n/z 380 [W+H]+
(38)-6-7 = -2-[ (4-|1H NIR (600 MHz, CHLOROFORM-d) & ppn
tert-7F L7z % |1.29 (s, 8 H), 3.95 (s, 3 1), 4.96 -
DY FL]b-(1ox F|4.22 (n, 2 B, 4.36 - 4.41 (n, 1 H),
58 WolH-v 5y 4 |5.51 - 5.59 (n, LH), 6.81 - 6.88 (n, 2| 4
)3T Faali. 7.9 0 7.3 (L 2 H), T.64 (5. 1 H),
3 42, 1-b]01,3]|7.76 (s, 1 ) ESI/APCL HS n/z 431
FHU L CH+H]+
TH NIR (500 NAz, CHLOROFORE-d) & ppn
(99)-2-[(a-»mm  [4.31 - 4.24 (n, 2 H), 4.29 - 4.43 (n, 1
S X I)AFL]- |, 4.5 - 456 (n. 1 H), B.Bl - 5.68
. b-( Ui )| 1H), .83 - 8.87 (2 W), 701 (s
930 Frszav|l ), 7.24 - 7.28 (n, 2 ), 7.29 - 7.32
[9.1-bI[1.31F %% |, 1 H), 7.89 - 7.72 (n, 1 ), 8.47 -
el 8.50 (m, 1 Hy, 8.88 - 871 (m, 1 Hy:
ESI/APCI NS n/z 228 [H+H]+
(35) 8- % -3 ([4-| T NI (800 Wiz, CHLOROFORI-d) © pom
B e e D10 e, B E). 2082 - 2,80 (o,
s L H), 4.16 - 4.20 (n, 1 H), 4.21 - 4.29
FEWE SAEE S
B0 SERLIAFNA NG sy 5.8 - B.EL (o, 1 H), 8.8 (5] 1
2,52 FEAZIT 0y e a3 (d, J=8.7 Hz, 2 H), 7.15 (d
[2,1-b]J[1,3]F %% o oo - ! ; Y a ’
S J=8.7 Hz, 2 H): ESI/APCI HS n/z 327
[M+H]~+
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=ko] 1S =k B a7~ ESiindl
0‘%“ (28)-5-7 0 ®-2-{[4-|1H NER (600 Wiz, CHLOROFORM-d) & ppm
N‘Z (Frsts-2-4 L) |1.22 (d. J=6.6 Hz, 6 ). 2.82 - 2.92 (n.
ol T %] AF L) |1 H), 4.09 - 4.32 (n, 4 H), 5.51 - 5.57 .
Br 2.3-DEk Fogs 2|, 1), 6.59 (s, | H), B.80 - £.87 (n,
[2.1-b1[1.3]1F %% [2 H), 7.12 - 7.18 (m, 2 H); ESI/APCI kS
el n/z 337 [M+H]+
15 NER (800 WHz, CHLOROFORU-d) & ppm
oa(/N (95)-2-[ (A-tert-7 #[1.13 (1. J=7.8 Hz, 3 1), 1.17 (t, J=7.4
/ w7 e x4 F  |Hzo 3 H), 1.30 (=, 9 H). 2.41 (g, J=7.4
6 11-5.6-0x 5 - 2, 2 1), 2.48 (0, 7.6 Hz, 2 W), 4.00 |
2,3-Uv Frasz&v|-4.08 (n, 1 H), 4.14 - 4.22 (n, 2 1),
A(‘O/U [2.1-b][1.3]F %7 [4.28 - 4.32 (u, 1 H), 5.41 - 5.47 (u, 1
el H), 6.83 - 6.86 (n, 2 H), 7.30 - 7.33
(m, 2 H): ESI/APCI NS n/z 929 [M+H]+
1H NUR (800 WHz, CHLOROFORM-d) & ppm
0\2 192 (4, J=7.0 iz, 8 1), 2.86 (dt.
/J\/N / (28) -2~ ([4- (s |J=18.7, 7.0 Hz, 1 H). 4,28 - 4.37 (n. 2
g7z %] W), 4.38 - 4.43 (n, 1 H), 4.49 - 4.55
63 7R AFUI-b-(E WP w-f(n, T H), 5.58 - 5.66 (n, 1 H), 6.82 - 4
3- L )-2,3-Uk Fr|6.87 (n, 2 ), 7.00 (s, 1 ), 7.13 -
— 43 &02,1-b101,217.18 (n, 2 H), 7.27 - 7.32 (n, 1 ),
Fx PV 7.88 - 7.72 (n. 1 ). 8.46 - 8.50 (n. |
H), 8.68 - 8.72 (n, 1 H): ESI/APCI IS
n/z 3368 [M+H]+
- (29)2-Tu-ert7 3| g0 O e Y a2
J LT SR AT SO sl .
U xS 4.37 (. 2 1), 4.42 - 4,48 (n, 1 1),
M J=b=lA=-(AF LAY ps 0 By (u, 1 M), B.62 - 5.68 (n. |
64 Fo )T e =] ; ’ ; o ’ ’ 4
)(O/ﬂ Y e M, 883 - 88T (2 ), 718 (s, 1H),
7.29 - 7.34 (n. 2 H). 7.53 - 7.58 (m, 2
5 [2,1-b][1.,3]F %%
o, S HY, 7.90 - 7.94 (n, 2 H): ESI/APCI NS
n/z 427 [W+H]+
1H NHR (800 WHz, CHLOROFORM-d) & ppm
o @8 -2-T@-7ustm [4.23 - 4.38 (n. 2 H). 4.39 - 4.43 (n. |
KQ/N /] Sz &) AFAT- [, 4.5 - 457 (u, 1 W), 5.62 - 5.87
. 5 (eUPr 34| 15, 6.62 - 6.66 (n, 1 H), 6.89 - ;
g 2.3-¥r Fos 2 &V6.75 (n. 2 H). 7.02 (s. 1 H). 7.22 -
— [2,1-b1[1,3]F %% |7.33 (n, 2 H), 7.80 - 7.73 (n, 1 H),
/ VoL 8.47 - 8.51 (n. 1 1), 8.88 - 8.71 (n. |
H): ESI/APCT WS n/z 312 [W+H]+
0 (28) -2-[ (4-tert-7 |16 WUR (GO0 Wiz, CHLOROFORM-d) & ppn
FJVN/ w7z %) 45 [0.74 - 0.83 (m, 4 H), 1.30 (g, 9 H),
AI-5-[4-(22m7rl|3.71 - 3.77 G, 1 H), 4.24 - 4.38 (u, 2
66 )(Q/ﬂ EA R T ez |H), 4.42 - 4.48 (n, 1 H), 5.54 - 5.6 4

L1-2.3-ke Faq 3
A L2,1-p]01,3]F =
H -

(m, 1 H), 6.80 (s, 1 H), 6.82 - 6.88 (m,

2H), T.08 -7,
(m, 4 H): ESI/A

08 (m, 2 H), 7.27 - 7.34
FCT M3 n/z 405 [M+H]+
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=t 1B sl [N=LiE: HERT -4 Eiutl]
15 NUR (500 WAz, CHLOROFORE-d) 8 ppn
0“2 R T g (4, Ta6 W, 6 ). 2.80 - 2.0 (o,
&N / T (an B 5r i, 425 - 440 (n, 3, 4043 - 451
TS24
o _ ooy e s 58T 1. 880 - A
FEIAT 1687 (u. 2 B), 6.91 - 7.00 (n, 2 H),
I1-2,3-0r Faqg 2
}/@ﬁ N/ o1 b, 5] 5 & |71 - 718 (m, 2 W, 7.81 (td, J=T.8,
. A 9.5 Hz, 1 H). 8.25 (d, J=2.5 Hz. 1 1)
ESI/APCI HS n/z 354 [U+H]+
OH()I/ ar g?ga;j"’ti; IH NIR (800 WHz. CHLOROFORM-d) & ppn
N )l/7m/9‘€“/)eif% 1.29 (s, 9 H), 3.71 - 3.93 (n, 4 H),
B8 TESERDAT 418 (4, J=5.0 Hz, 2 H), 5.22 - .37 (n| 3
ATQ/U M2, 8-k FEA 2 et Ta 70 ) 2 H)L 7.8 - 7.83
#[2,1-6][1,3)F & . e il :
\ (n. 7 E): ESI/APCL IS n/z 441 [H+HI+
H -
TH NUE (800 Wiz, CHLOROFORU-d) © ppn
" (28)-2-[(4-tert-7 #(1.20 (s, 0 H), 2.08 (s, 3 H), 4,30 -
A NDw k) A3 |4.87 (n 2 B, 4.40 - 4.48 (0, 1 H),
0 W ]-B-[3-(AF 2 |4.54 - 4.80 (n, 1 Hy, 5.59 - 5.68 (n, 1
69 /\VO/ FoL) e o] W), 6.82 - 6.88 (n, 2 H), 7.07 (s, LED,| 4
' 9,20 Fra s avlros - 735 (n. 2 H). T84 - 7.80 (. 1
P [2.1°b][1.3]% %% |H). 7.85 - 7.70 (n. 1 H), 7.75 - 7.80
g (n, 1 H), 7.90 - 7.94 (n, 1 H): ESI/APCI
HS n/z 427 [W+H]+
o‘(/N (28)-B-~¢ 3 2)L-2-  |LH NMUR (800 MHz, CHLOROFORE-d) & ppm
\/ [(d-tert-FF L7 = [1.28 (s, 8 H), 3.70 - 3.74 (n, 1 H),
- 2% AF L]0, (378 - .80 (3 M), 403 - 421 (2|
Urormgzay |, 525 - 540 (1 H), 5.47 (s 1 H),
[o.1-bI01,21 %% |6.77 - 6.82 (n, 2 ), 7.18 - 7.33 (n. 7
T H): ESI/APCI NS n/z 383 [HeHI+
o 14 NUR (600 Wiz, CHLOROFORM-d) & ppu
) (28)-5-[6-(Fmsto-|1.22 (d, J=7.0 Hz, 8 H). 1.36 (d, J=6.2
A - A%y D |Hz, 6 H), 2.81 - 2.91 (n, 1 H), 4.25 -
7Y =3 oL ]-2-{[4- (F|4.37 (m, 3 W), 4.39 - 4.47 (n, 1 H),
! - Bt 24 )7 = 2 |5.24 - 5.34 (m. L H), 5.55 - B.B3 (m, 1| 4
0 %] #01-2.3-2 |H). B.67 - 6.74 (n. 1 H), 6.80 - 6.8
— v EL 2 4V[2,1 [, 3 H), 7.0 - 7.20 (, 2 W), T.57 -
b1[1,3)F % —L |7.683 (n, 1 H), 8.156 - 8.21 (m, 1 H):
ESI/APCI HS n/z 394 [U+H]+
, 14 NUR (600 Wiz, CHLOROFORM-d) & ppu
/ (29)-2-([(8-7 = = st 220 0 O e e
N o R Okl LT PV S e Py I
DI Fy-b-(ey ol 34, 2 1), 7. 40 (1,
72 [ 7 v ;3 5 ey [0 7043 - 748 (n, 2 1), T.67 - 7.74 9
_ A2 L 0y 701 - .94 (n, 2 H), 8.40 -

P 3 HU02,1-
LICL, 319 % Fv — o

8.42 (m, 1 H), 8.48 - 8,51 (m, 1 H),
8.70 - 8.73 (m, 1 H): ESI/APCI M3 n/z
371 [M+HI+
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(28)-5-(r 1) -3
L) -2-{l4-(r U=
WA AFN)T xS
FL]AFN}-2,3-9
EFms 2 HU[2,1-
BI01, 3] % H 2/ — 1

1H NME (800 WHz, CHLOROFORM-d) & ppm
4.38 - 4.45 (n, 3 W), 4.52 - 4.61 (m, I
Hy, b.64 - 5,70 (m, 1 H), 8.97 - 7.04
(m, 3H), 7.28 - 7.34 (n, 1 H), 7.55 -
T.59 (m, 2 H), 7.69 - 7.73 (n, 1 H),
§.48 - 8.51 (n, 1 H), 8.68 - 8.71 (m, 1
H): ESI/APCI M3 n/z 362 [M+HI]+

74 @/@ 7

(23)-2-[(2,b-¥ 2o
B2z /%) AF
L1-B-(E ) 2 -3-4
AY-2.3-Dk Faq 3
A L2,1-p]01,3]F =
=l

1H NMR (600 MHz, CHLOROFORM-d) & ppm
4.35 - 4.39 (m, 1 W), 4.41 - 4.45 (m, I
H), 4,49 - 4,58 (n, 2 H), 5.64 - 5.69
(m, 1 H), 6.94 - 6.98 (m, 2 H), 7.00 (s,
1 Hy, 7.26 - 7.33 (n, 2 H), 7.70 - 7.73
(m, 1 H), 8.48 - 8,61 (m, 1 H), 8.70 -
8.72 (m, 1 H): ESI/APCI M3 n/z 362
[U+HT+

Th

(28 -2-{[4- (7
AT XL T 2 s
E]AFL)-b-(E
D34 )-2,3-8
EoREA 2 AV[2,1-
bI0L, 3] % 4 — i

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.30 (d, J=6.2 Hz, 6 H), 4.27 - 4,33 (m,
2 Hy, 4.39 - 4,45 (m, 2 H), 4.50 - 4.54
(m, 1 H), .58 - 5,64 (m, 1 H), 6.81 -
6.85 (m, 4 H), 7.01 (s, 1 H), 7.28 -
7.32 (m, 1 H), 7.69 - 7.72 (n, 1 H),
8.48 - 8.49 (m, 1 H), 8.68 - 8.71 (m, I
H); ESI/APCI NS n/z 352 [M+HI+

(28)-2-[(4-tert-7
L7z /s H)ATF

L1-6-7mE-5-(F 1)
DA )-2,3-0
EFms 2 HU[2,1-
bI01, 3] % F 3/ — L

IH NME (800 MHz, CHLOROFORM-d) & ppn
1.28 - 1.31 (m, 9 H), 4,31 - 4.28 (m, 3
Hy, 4.43 - 4,48 (n, | H), b.BE - 5.6l
(m, 1 Hy, 6.82 - 6.87 (m, 2 H), 7.30 -
7.34 (m, 2 HY, 7.35 - 7.39 (n, 1 H),
7.92 - 7.97 (m, 1 H), 8.51 - 8.55 (m, !
H), 8.75 - 8.78 (m, 1 H):; ESI/APCI NS
n/z 384 [M+H]+

31

A

(23)-h-“ o ®-2-[ (4-
tert-7F L 72N
YA FIL]-6- A F L -
2.3V ebtaa 3 Y
[2,1-p1[1,3]F &%
V=l

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.29 (s, 9 H), 2.09 (s, 3H), 4.04 -
4.09 (m, 1 H), 4.15 - 4.30 (n, 3 H),
.44 - BBl (m, 1 H), 8.81 - 6.85 (mn, 2
Hy, 7.27 - 7.33 (n, 2 H): ESI/APCI M3
n/z 36h [M+H]+

. o
A

(23)-2-[ (4-tert-7F
T m S JL) AT

LI-B- A F L -2.3-1
EoREA 2 AV[2,1-
BI[1, 3] & v — L

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.29 (s, 9 H), 2.14 (s, 3 H), 4.03 -
4.10 (m, 1 H), 4.16 - 4.23 (n, 2 H),
4.28 - 4.31 (m, 1 H), 5.40 - 5.49 (m, I
H), 6.30 (s, 1 H), B.79 - 6.87 (n, 2 H),
T.27 - 7.34 (m, 2 H): ESI/APCI MS m/z
287 [M+HI+
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(23)-2-[ (4-tert-7F
T m S JL) AT

W1-B-AF gL -b-( 1)
DA )-2,3-0
EFRg V2,1
BI01, 3] % H 2/ — 1

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.29 (s, 9 Hy, 2.32 (s, 3 H), 4.18 -
4,37 (m, 4 Hy, 5.61 - 5,59 (n, 1 H),
6.82 - 6.88 (m, 2 Hy, 7.29 - 7.36 (m, 3
Hy, 7.61 - 7.66 (m, | H), 8.47 - 8.52
(m, 1 H), 8.61 - 8.65 (m, 1 H): ESI/APCI
WS m/z 364 [M+HI+

&0

(28)-2-[(4-tert-7
LTz s H)ATF
e 1-b- A F o -2,3-30
EFmas 2 HU[2,1-
bI01, 3] % v — -
B-HIFXEFIF

1H NMR (600 MHz, DM30-d6) & ppm 1.25 (g,
9H), 2.30 (s, 3 1), 4.00 - 4.0 (n, 1
H), 4.26 - 4,34 (n, 3 H), 5.60 - 5.8
(m, 1 H), 6.80 (br. ., 1 H), 6.86 -
6.91 (m, 3 H), 7.28 - 7.33 (m, 2 H):
ESI/APCI M3 n/z 330 [M+H]+

, —
A

(28 -B-7mE-i-
[(4-tert-7F L7 =
AEL)AF ]S
e FRA I HEY
[2,1-b][1,3]7F &+
A TR O S G
YA RS

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.30 (s, 9 Hy, 4.29 - 4,38 (n, 2 H),
4.49 - 4.63 (m, 1 H), 4.60 - 4.85 (m, I
H), 5,63 - 5,68 (n, 1 H), 6.84 - B.88
(m, 2 H)y, 7.30 - 7.34 (mn, 2 H), T.45 -
7.50 (m, 2 H), 7.56 - T.60 (m, 1 H),
T.74 - 7.78 (m, 2 H): ESI/APCI NS n/z
455 [M+H ]+

A
. "0s

(25)-2-[(4-tert-7F
WP e BV AT
L]-B- A F L-5-[B-
(FH-2- T E
AP -3-4 1]
2,3-r g3 HY
[2.1-bp][1.,3]F %+
ol

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.29 (s, 9 Hy, 1.37 (d, J=6.2 Hz, 6 H),
2.25 (s, 3 W), 4.10 - 4.17 (m, 1 H),
4.22 - 4.34 (n, 3 W), 5.25 - 5.34 (n, I
Hy, 5.48 - 5,65 (m, 1 H), .70 - B.76
(m, 1 H), 6.81 - 6.87 (m, 2 H), 7.28 -
7.33 (m, 2 H), T.60 - 7.54 (m, 1 H),
.11 - 8.14 (m, 1 H): ESI/APCI MS m/z
422 [WHH]+

83

(23)-2-[ (4-tert-7F
T m S JL) AT
LI-B- A F L -2.3-1
[ - A
bI0L, 31 % 2/ — L -
(SR P il S I

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.30 (s, 8 H), 2.32 (s, 3 H), 4.24 -
4.38 (m, 4 H), 5.85 - 5,64 (n, 1 H),
6.81 - 6.85 (m, 2 H), 7.2 - 7.36 (m, 2
H)ys EST M3 m/z 312 [M+HI+

| o

(28)-2-[(4-tert-7
LTz s H)ATF
J1-6- A F gL -5-(1- %
Fol-lH-¥ 5 — -
4-40-2.3-Vk F2
A 3 A[2,1-b]101,3]
F & -

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.28 (s, 8 H), 2.23 (s, 3 1), 3.94 (s, 3
H, 410 - 4,34 (n, 4 H), 5.48 - 5.54
(m, 1 Hy, .82 - 6.87 (n, 2 H), T.20 -
7.33 (m, 2H), 7.39 (s, LH), 7.60 (5,1
H): ESI/APCI M3 n/z 367 [M+HI]+
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(25)-2-[(4-tert-7F
WP e BV AT

L ]-B-AF-5-[1-
(-AFFrEIL)-
H- 50 = gl-4- o
AI-2.3-Dk Faas 3
H[2,1-p]01.3]F %
o — L

IH NME (800 MHz, CHLOROFORM-d) & ppn
0.94 (d, J=6.6 Hz, 6 H), 1.20 (s, 9 H),
2.18 - 2.27 (n, 4 Hy, 3.91 - 3.86 (m, 2
H), 4.14 - 4,18 (n, 1 H), 4.22 - 4.35
(m, 3 H), 5.48 - 5,65 (m, 1 H), 6.85 d,
J=8.7 Hz, 2 H), 7.31 (d, J=8.7 Hz, 2 H),
7.38 (=, 1 H)y, 7.52 (s, 1 H) : ESI/APCI
WS m/z 409 [M+H]+

A

(23)-2-[ (4-tert-7F
T m S JL) AT
=B 8- A F -
2,3-Pr Frag &Y
[2,1-b][1,3]+ %%
V=l

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.29 (s, 9 H), 2,08 (s, 3H), 2,08 (s, 3
Hy, 3.6 - 4.01 (m, 1 H), 4.09 - 4.33
(m, 3 H), 5.41 - 5.47 (n, 1 H), 8.81 -
6.86 (m, 2 H), 7.28 - 7.33 (n, 2 H):
ESI/APCT M3 m/z 301 [M+H]+

&7

(25)-2-[(4-tert-7F
WP e BV AT

L ]-B-AF-5-[1-
(-AFFrEIL)-
H- 50 = gl-4- o
I-1-2,3-0v Faqg 2
H702,1-0]01,3]F &
HoF — L

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.22 (d, J=7.0 Hz, 6 H), 2.82 - 2.91 (m,
1 Hy, 4,25 - 4,38 (n, 4 H), 5.55 - 5,62
(m, 1 Hy, .78 - 6.84 (n, 2 ), T.12 -
7.18 (n, 2 H), 7.22 (s, 1 H): E3I U8 n/z
284 [W+H]+

{
L

Vas
|

(28 -b-7mE-6-AF
W-2-{l4-(Fast -
YRS V) R e S ¢
FY-2,3-V e Fa 4
3 &2, 1-b]01. 3]
F AU L

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.22 (d, J=7.0 Hz, B8 H), 2.09 (s, 3 H),
2.81 - 2.80 (m, 1 Hy, 4,03 - 4.30 (n, 4
H), 5.42 - 5,50 (m, 1 H), 6.79 - 6.87
(m, 2 Hy, 7.10 - 7.18 (n, 2 H): ESI/APCI
MS n/z 351 [M+H]+

84

(25 -6-7mE-b-AF
W-2-{l4-(Fast -
-4 NI T s FL]A
F-2.3-Uk Fag
3 A [2,1-b]01,3]+
EIH— )

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.22 (d, J=7.0 Hz, 6 H), 2.10 (s, 3 H),
2.82 - 2.80 (m, 1 W), 4.04 - 4.10 (m, I
H), 4,16 - 4,27 (n, 3 H), 5.42 - 5.49
(m, 1 H), 6.79 - 6.86 (n, 2 H), 7.11 -
T.16 (m, 2 H): ESI/APCI M3 m/z 351
[U+H]+

as
|

(25 -6-7mE'-2-[(4-
tert-7F L 7z X
YA FL]-b-2 L
0-2,3-Vk FRA 2
HL2,1-0]01,3]F %
oS — L

IH NMR (600 MHz, CHLOROFORM-d) & ppm
1.30 (s, 9 H), 4.21 - 4.32 (n, 4 H),
B.4B - B.BO (m, 1 H), 6.82 - .85 (m, 2
Hy, 7.30 - 7.33 (mn, 2 H): ESI/APCI M3
n/z 369 [M+H]+
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(28y-2-{[4-(Fmse
b7 s H L]
AFIL}-2,3-Ve Fr
A 3 A2, 1-b][1,3]
F xS =L -B-F
FxRHIF

1H NMR (600 MHz, DMSO-dB) &ppm 1.16 (d,
J=7T.0Hz, B H), 2.78 - 2.88 (m, 1 H),
4.05 - 4,11 (m, 1 H), 4.24 - 4.40 (m, 3
H), 5,68 - 5,66 (m, 1 H), 6.85 - 6.89
(m, 2 H), 6.95 (br. ., 1 H), 7.05 (br.
., 1H), 7.13 - 7.18 (m, 2 H), 7.35 (s,
1 H): ERI/APCT MS m/z 302 [M+H]+

o A

(23)-6- F)L-b-[6-
(Fare-2-40F %
IR U]
2-{l4-(Tmi-2-4
W) 7z % ]AF
WI-2,8-TUr Fa4 2
02, 1-p]0L,3]F &
=l

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.19 - 1.23 (n, B H), 1.37 (d, J=6.2 Hz,
6 H), 2.25 (s, 2 H), 2.82 - 2.41 (m, 1
W, 4.11 - 417 (n, 1 H), 4.22 - 4.34
(m, 3 H), 5.26 - 5.34 (m, 1 H), 5.48 -
.55 (m, 1 H), B.73 (d, J=8.7 Hz, 1 W),
6.81 - 6.86 (., 2 H), 7.12 - 7.17 (m, 2
H), 7.52 (dd, J=8.7, 2.6 Hz, 1 H), 8.13
(d, J=2.5 Hz, 1 H): EST M3 m/z 408
[H+HT+

. A
o

7B

(23 -2-[(F 2zl
d-f LA x i) AF
L1-B-(E ) 2 -3-4
I-2,8-T Foq 2
H702,1-0]01,3]F &
Haf— L

1H NME (800 WHz, CHLOROFORM-d) & ppm
4.37 - 4.47 (n, 3 H), 4.54 - 4.58 (n, I
H), b.66 - 5,70 (u, 1 H), 6.97 - 7.01
(m, 2 Hy, 7.02 (s, 1 H), 7.29 - 7.34 (n,
2H), 7.40 - 7.44 (m, 2 H), 7.52 - 7.5
(m, 4 Hy, 7.70 - 7.73 (mn, 1 H), 8.48 -
8.50 (m, 1 H), 870 - 8.72 (mn, 1 H);
ESI/APCT M3 m/z 370 [M+H]+

| o

(28)-2-[(4-tert-7 +
L7z /s H)ATF

e 1-6- 4 F-2,3-30
EoRE V2,1
bI0L, 3] % 2/ — L -
b=yl R % I FEEA
F

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.30 (s, 9 H), 2.29 (s, 3 H), 3.91 -
4.07 (m, 7 H), 4.24 - 4,30 (n, 1 H),
6.82 - 6.87 (m, 2 H), 7.2 - 7.34 (m, 2
H): ESI/APCI NS n/z 344 [M+HI+

| o

(28)-2-[(4-tert-7
L7z /s H)ATF
WI-B-AF 2,31
EoREA 2 AV[2,1-
bI0L, 8] % F v — L -
E-AILFEEFIF

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.29 (s, 9 Hy, 2.43 (s, 3 H), 4.23 -
4.30 (m, 2 Hy, 4.36 - 4.41 (n, 1 H),
4,49 - 4,55 (m, 1 H), 5.43 (br. s., 2
Hy, 5.52 - 5.h8 (m, | H), 6.81 - 6.86
(m, 2 Hy, 7.28 - 7.33 (m, & H): ESI M3
n/z 330 [M+HI+

) VQ/O

(28y-2-[(4-2 2+

Bl 7e/ %) A

FolJ-b-( 1) P -3
AI)-2,3-Tk FaA
3 A [2,1-b]01,3]+
EIH— )

1H NMR (600 MHz, CHLOROFORM-d) & ppm
0.57 - 0.63 (m, 2 H), 0.86 - 0.94 (m, 2
H), 1.81 - 1.88 (n, 1 H), 4.27 - 4.35
(m, 2H), 4.37 - 4,43 (n, 1 H), 4.48 -
4,55 (m, 1 H), 5.59 - 5.686 (n, 1 H),
6.78 - 6.84 (n, 2 H), 6.97 - 7.04 (n, 3
W, 7.28 - 7.33 (n, 1 H), 7.67 - 7.72
(m, 1 Hy, 844 - 8,60 (n, 1 H), 8.86 -
8.71 (m, 1 H); ESI/APCI US n/z 334
[M+H1+

32
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AI)-2,3-Pk Fao

H), 6.82 - 6.86 (n, 2 H), 7.01 (s, 1 H),

=g EEw in=tilEs BT & eyl
1§ NUR (600 HHz, CHLOROFORH-d) © ppu
o A (28)-2-[(4-7 = /% |4.23 - 4.36 (1. 2 ). 4.4 - 4.45 (n. |
y vox &) A% |, 452 - 4.57 (n. 1 H), 5.62 - 5.57
g7 K&/N BI-b-(E P e-d-A|(n, 1 H), 6.88 - 7,00 (n, 6 W), 7.02 (s,
I-2,3-DE Faq 2|1 H), 7.04 - 7,08 (n. 1 H), 7.28 - 7.32
/O/O /N |EviaaseIia)E | 3 W, 770 - 775 (n, 1), 8.48 -
— Foh— 8.50 (m, 1 H), 8.69 - 8.71 (n, 1 H): ESI
HS n/z 386 [MH+H]+
- |18 MU (BOD Mz, CHLOROFORU-d) © ppx
0‘()“ gfﬁfu{[/@tgr}z) 1.34 (s. 9 H), 4.37 - 4.44 (n, 3 H),
) A ])H‘*/L}-E-(E‘ 4.53 - 4.57 (n, 1 H), 5.B3 - 5.67 (n, !
08 ,):\\\/__ MO S, 701 (e, L HY, TU16 - 7019 (n, 1 H),
Le=3-4 )23 10
7\ /7 UL s - e 2 ), 789 - 772 (a1
ol s |0 8028 - 8,28 (n 1 ), 8.4 - 8.50
= o (n. 1 H, 8.80 - 8.71 (n, 1 H); ESI HS
n/z 351 [M+H]+
o> o |UH NUR (600 WHz. CHLOROFORU-d) & ppn
0‘2 Erzfg)?zg{k[;—fﬁ)i 4.33 - 4.37 (n, 2 H), 4.39 - 4.43 (n, |
p s o as - 45T 1w, se2 - 567
o9 [/Q/N . CSE . 1 H), B.90 - 6.94 (m, 2 H), 7.02 (s,
FooF SERLIAFAILS T s T 2, T - T3 | 1O
De R4 HY oL 18 (m, 2 W), 7. '
><0 SN e | 1B 7B T8 (1), 848 -
F |l $.50 (n. 1 H), 8.69 - 8.71 (n, 1 H): ESI
WS m/z 378 [M+H]+
F 1§ NUR (600 Wiz, CHLOROFORU-d) © ppn
1.20 (t. J=T.6 Hz, 3 H). 2.58 (q, J=7.8
e T |z, 2. 408 - 437 (a, 2 1), 4.30 -
f&/N SOl AT | 1), 448 - 4055 (o, L),
100 D b s lEe - 586 (. T H). B.82 - 8.88 (n. 2| 3
7Ny Ll g m e | T0L (s, TH), TU0 - 716 (n, 2 ),
. e 7.28 - 7.32 (n, L H). 7.88 - 7.72 (u, 1
H), 8.46 - 8,50 (n. 1 H), 8.68 - 8.72
(n. 1 H): ESI MS n/z 322 [U+H]+
1§ NUR (600 WHz. CHLOROFORH-d) & ppn
ﬂ/ g?fg&iii]_ 1.38 (dd, J=6.2. 1.7 Hz, B H), 4.98 -
ER ARl TR N R N R IR CRR O
101 g ST 5.24 - 5.32 (u. 1 H}, B.BB - 5.63 (n, 1
2 - AAE DN Dy e 71 (d, J58.T Hz, LB, B.81 - Bug7|
ALT-2,2- Pk P ol s e e ‘
BT | B T2 - Tas @l 2w, 60
S5y P, 08T, 2.6 e, 1), 8,18 (d, J=2.8
Hz, 1 H): ESI HS n/z 386 [H+H1+
1§ NUR (600 HHz, CHLOROFORU-d) © ppn
o~ 1,20 - 1.28 (n, 1 W), 1.34 - 1.42 (n. 4
. ). 170 - 1.76 (n. 1 H), 1.80 - 1.87
fv Ssj)fj[f//;j: (n. 4F), 2.42 — 2.48 (n, 1 H), 4.29 -
Q/®/@ JN (G BT e B, 430 - s ey L),
102 - 4.48 - 154 (n, 1 M), 5.80 - 5.B5 (n, 1| 1D

3 HLe, 1-R]I0L, 3]
FH -

T.12 - 7.16 (n, 2 H), 7.28 - 7.32 (n, I
Hy, 7.68 - 7.72 (m, 1 H), 8.47 - 8.50
(m, 10, 8.89 - 871 (n, 1 H): ESI MS

n/z 376 [W+H]+
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8=

T2

Nl

"o~

(25 -2-{4-(=
FHRIT2 x4
FJ-b- () -3
AI)-2,3-2k Fao
3 HYI2,1-b]01,3]4
F A L

1H NME (800 WHz, CHLOROFORM-d) & ppm
4.27 - 4.33 (m, 2 ), 4.39 - 4.44 (m, I
Hy, 4.50 - 4.54 (n, 1 H), 5.02 (s, 2 H),
5.9 - 5.64 (m, 1 H), 6.83 - 6.87 (m, 2
), 6.89 - 6.93 (n, 2 H), 7.01 (s, 1 H),
7.28 - 7.43 (n, B H), 7.69 - 7.73 (n, I
H), 8.47 - 8,60 (n, 1 H), 8.89 - 8.71
(m, 1 H): ESI M3 n/z 400 [M+H]+

104 YQ/U

(28)-h- A F-2-{[4-
(Foss-i-1 )
Trs EFV]AFLY-
23U Frs 24V
[2.1-bp][1.,3]F %+
Vgl -B-H A = b
1L

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.22 (d, J=7.0 Hz, 68 H), 2.31 - 2.3B8 (m,
3H)., 2.82 - 2.92 (m, 1 H), 4.15 - 4.30
(m, 4 H), b.54 - 5,60 (n, 1 H), 6.79 -
6.84 (m, 2 H), 7.13 - 7.18 (n, 2 H); E3I
WS m/z 298 [M+HI+

105 )(O/O

(25)-B-7m®-2-[ (4-
tert-7F L 7z X
YA F LB (F
B8 -2 L )
Y e-3-4 0]
2,3-Cr Fras 34
[2,1-p1[1,3]F &%
=l

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.29 (s, 9 H), 1.37 (d, J=6.2 Hz, & H),
4.22 - 4.37 (m, 4 ), 5.8 - 5.36 (m, I
H), 5,60 - 5,68 (n, 1 H), 6.72 - B.78
(m, 1 Hy, 6.8 - 6.87 (m, 2 H), T.29 -
7.34 (m, 2 H), T.76 - T.80 (m, 1 H),
8.25 - 8.29 (m, 1 H): ERI MS n/z 486
(H+H]+

A
106 f&jN( /

(28)-2-[d-2om
T/ ELIAFI]-
B-AFI-2.3-Ur F
23 A2, 1-
bI0L, 3] % 37— -
B-fL A FIIF

1H NMR (600 MHz, DMS0-dB) & ppm 2.39 (g,
3 Hy, 4.00 - 4,06 (m, 1 H), 4.9 - 4.38
(m, 3 H), 5.81 - 5.66 (m, 1 H), 6.80
(br. s., 1 H), .89 (br. 5., 1 H), 6,98
- 7.02 (n, 2 Hy, 7.33 - 7.37 (n, 2 H):
ESI M3 n/z 308 [M+H]+

JUs!
O‘(/N N
o KQNQ/Q .

2

(28)-h- A F-2-{[4-
(FEs-2-4 )
T/ EL]AFINL-
2,3-D v PRS2 HY
[2.1-p1[1.,3]F % ¥
P P S v I
B

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.22 (d, J=T7.0 Hz, 6 H), 2.52 (s, 3 H),
2.83 - 2.81 (m, 1), 4.10 - 4.17 (m, 1
H, 4.20 - 4.31 (n, 3 H), 5,16 (br. s.,
1 H), 5.60 - 5.57 (m, 1 H), 6.72 (br.
., 1 H), 6.81 - 6.88 (m, 2 H), 7.13 -
T.18 (m, 2 H): ESI M3 n/z 316 [M+H]+

108 :<r:

2 -2-[lr 7z -
A= L7 & L) A F

L1-b-[B-(F st -
- ARLIEYD
N g P B N R
Frag i &0, 1-

BI01, 3] % H o —

1H NMR (600 MHz, CHLOROFOEM-d) & ppm
1.36 (dd. J=8.2, 1.7 Hz, 6 H), 4.33 -
4.42 (m, 3 H), 4.45 - 4,51 (mn, 1 H),
5.25 - 5.32 (n, 1 M), 5,60 - 6.67 (m, |
H, 8,70 - 6.74 (n, 1 H), 6.83 (s, 1 H),
6.96 - 7.01 (m, 2 M), 7.28 - 7.34 (m, I
W, 7.38 - 7.44 (n, 2 H), 7.51 - 7.56
(m, 4 H), 7.62 (dd, J=8.7, 2.5 Hz, 1 H),
8.20 (d, J=2.5 Hz, 1 H): ESI M3 n/z 428
[U+H]+
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(23)-b-[B-(F @8-
AR T
=3 ]2 1A=
V-3 ) 7z
E)AFIL-2,3-2
EoREA 2 AV[2,1-
BI01, 3] % H 2/ — 1

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.36 (dd, J=6.2, 2.1 Hz, 6 H), 4.34 -
4,43 (m, 3 H), 4.46 - 4,51 (m, 1 H),
5.25 - 5.33 (n, 1 H), 5,61 - 5.688 (m, |
W, 6.70 - 6.74 (n, 1 H), 6.84 (s, 1 H),
6.99 - 7.06 (n, 2 H), 7.32 - 7.37 (m, |
Hy, 7.0 - 7.56 (m, 2 H), 7.680 - 7.64
(m, 1H), 7.81 - 7.85 (m, 1 H), 8.18 -
8.22 (m, 1 H), 8.54 - 8,58 (n, 1 H),
8.78 - 8.83 (n, 1 H); EST US m/z 429
CU+H]+

110

(28)-2-[(4-tert-7
LTz s H)ATF
JLT-NLNL B ) 2 F L
Ve FRS R
L2, 1-b]01, 3] %
Vgl =Bk LB & A
B

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.28 - 1.31 (m, 9 H), 2.40 - 2.43 (m, 3
Hy, 3.02 (br. s, 3 H), 3.33 (br. 5, 3
H, 4,10 - 4,14 (n, 1 H), 4.20 - 4.30
(m, 3 H), .48 - 5,65 (mn, 1 H), 6.82 -
6.85 (m, 2 H), 7.29 - 7.33 (n, 2 H): E3I
MS n/z 358 [M+HI+

111

(23)-2-[(4-tert-=
W7z /s xL)AF

W IN-TF oL -b-4 F
A-2,3-Dk FEA 2
L2, 1010181 &
FV =B R E
VIR

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.17 - 1.23 (m, 3 Hy, 1.30 (=, 9 H),
2.62 (s, 3H), 3.3b - 3.42 (n, 2 H),
4.10 - 4.15 (m, 1 H), 4.20 - 4.30 tn, 3
H), 5.50 - 5.,5h (m, 1 H), 6.80 - 6.88
(m, 3 Hy, 7.30 - 7.33 (m, 2 H): EST M3
n/z 358 [M+H]+

7 Ny
112 F’iv’ﬁ;;:jT'A(::i}r/O .

(23)-b-[B-(F @8-
AR T
o=3- L ]-2-({4-[B-
(R ZdrsFL)
ERVEPRPEL S P b JEY
SELIAFA)I-L, B
U RS 3 A
[2.1-bp][1.,3]F %+
ol

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.36 (dd. J=8.2, 2.1 Hz, 6 H), 4.33 -
4.44 (m, 3 H), 4.47 - 4,52 (n, 1 H),
b.24 - 5.33 (m, 1 M), B.B1 - 5.B& (m, I
H, 8,70 - 6,75 (n, 1 H), 6.84 (s, 1 H),
7.03 - 7.09 (m, 2H), T.54 - 7.58 (m, 2
Hy, 7.60 - 7.65 (m, 1 H), 7.70 - 7.76
(m, 1H), 7.96 - 8,01 (m, 1 H), 8.17 -
8.22 (m, 1 H), 8.88 - 8.92 (m, 1 H): ESI
MS n/z 497 [H+HT+

113 /\/O’U VAR

(23)-2-[(4-tert-= -+
7z /%) AF
L1-b-[6-(Fr st -
AT ERIENY
3123V E
Fog 3 HU2,1-
bI0L, 31 % 2/ — L -
B-H LR = UL

1H NMR (600 MHz, CHLOROFOEM-d) & ppm
1.28 (s, 8 Hy, 1.37 (dd, J=B.2, 1.2 Hz,
6 H), 4.28 - 4,48 (n, 4 H), 5.30 - 5,238
(m, 1 H), 5.80 - 5.87 (m, 1 H), B.78 -
6.85 (m, 3 H), 7.29 - 7.35 (m, 2 H),
7.90 (dd, J=8.7, 2.5 Hz, 1 H), 8.34 (d,
J=2.5 Hz, 1 H): ESI M5 nm/z 433 [M+H]+

A
114 f—’Zi:ji/;%i;%F
A

(25)-B-7m®=-2-[ (4-
tert-7FiL 72 2 &
YA FLI-A- (R T
LT A FI)-2,3-0
S e - A
BI01, 3] % H 2/ — 1

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.30 (s, 9 H), 4.25 - 4,41 (n, 4 H),
5.bb - 5.61 (m, 1 H), 6.80 - 6.85 (m, 2
W, 7.28 - 7.34 (n, 2 H): ESI US n/z 419
(U+H]+
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115 ﬂﬁ
A

(23)-b-7mE-a-[ (4-
tert-7FiL 7z &
YA FL]-B-(FY 7
AT AF L -2,3-17
Ermg s HV[2,1-
BI01, 3] % H 2/ — 1

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.30 (s, 9 H), 4.21 - 4.34 (n, 4 H),
5.68 - 5.63 (m, 1 H), 6.8] - 6.86 (m, 2
H), 7.30 - 7.35 (n, 2 H): ESI US n/z 419
[U+H]+

116 f—)f::ngZT/§b

2 -2-[lr 7z -
-4 FxiI)AF
L I=B-AF L -2.3-1
EoREA 2 AV[2,1-
bI0L, 3] % 37— -
B-HLEHEFIF

IH NME (800 MHz, CHLOROFORM-d) & ppn
2.63 (s, 3 H), 4.15 - 4,19 (m, 1 H},
4.24 - 4.28 (m, 1 H), 4.33 - 4.36 (n, 2
Hy, 5.18 (br. =., 1 H), h.bh - H.60 (m,
1 Hy, 6,73 (hr., 5., 1 H), 6.956 - 6.99
(m, 2 Hy, 7.30 - 7.34 (m, 1 H), 7.40 -
T.44 (n, 2 Hy, 7.52 - 7.656 (m, 4 H): ESI
WS m/z 350 [M+H]+

20

(28)-2-[(4-tert-7
L7z /s H)ATF
WI-b-CFY 7F 0
AFIN)-2,3-Ve FRr
A 3 HJ[2,1-b]01,3]
FERF -

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.30 (s, 9 H), 4.24 - 4,40 (m, 4 H),
.57 - 5.BB (m, 1 H), B.78 - 6.88 (m, 2
H), 7.06 (d, J=2.1 Hz, 1 H), 7.28 - 7.3b
(m, 2 H): ESI M3 m/z 341 [U+H]+

118

I~
IND .
e

(23)-2-[ (4-tert-7+
T m S JL) AT
LI-B-CHT 7T
AFNLI-2,3-Vr F
A 3 A[2,1-b]101,3]
I xSl

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.29 - 1.31 (m, 9 H), 4.23 - 4.36 (n, 4
H), .63 - 5.60 (m, 1 H), 6.80 - 6.87
(m, 2 Hy, 6.98 (d, J=1.2 Hz, 1 H), T.29
- 7.34 (m, & H): ESI MS n/z 341 [M+H]+

7y
119 =

(25)-2-[(3-7 =z %
Do S ERU)ATF
L1-B-(E ) 2 -3-4
AY-2.3-Dk Faq 3
A L2,1-p]01,3]F =
HS—

1H NMR (600 MHz, CHLOROFORM-d) & ppm
4.29 - 4.33 (n, 2 W), 4.37 - 4.42 (n, |
Hy, 4.0 - 4,54 (m, 1 H), 5.59 - 5.85
(m, 1 H), 6.55 - 6,68 (n, 1 H), 6.63 -
6.67 (n, 2 H), 6.93 - 7.04 (n, 3 H),
700 -7.16 (n, 1 W), 7.22 - 7.25 (m, 1
Wy, 7.28 - 7.37 (n, 3 H), 7.88 - 7.72
(m, 1 H), 8.47 - 8.50 (n, 1 H), 8.69
(br. s, 1 H): E3I M3 n/z 386 [NM+H]+

o
120 /AV’g::>/ﬂ /—f

(28)-2-[(4-tert-7
L7z /s H)ATF
LI-5-[6-(Fmse -
- ARLIEYD
N g B N R
Foo 32,1
bI0L, 3] % 2/ — L -
B-HIFXEFIF

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.28 (s, 9 Hy, 1.36 (d, J=6.2 Hz, 6 H),
4.24 - 4.37 (m, 4 H), 5.24 - b.3b (m, 2
Hy, 5,65 - 5,62 (m, 1 H), 6,74 (dd,
J=8.7, 0.8 Hz, 1 H), 6.80 - 6.8 (n, 2
H), 6.90 (br. s., 1 H), 7.28 - 7.35 (m,
2 Hy, 8,02 (dd, J=8.7, 2.6 Hz, 1 ),
8.27 (d, J=2.5 Hz, 1 H): ESI M5 n/z 4b1
[U+H]+
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=ko] 1S =k B a7~ ESiindl
F (23)-2-[ (4-tert-7F
0\(/” P v xeyx# |1H NIR (600 WHz. CHLOROFORU-d) & ppn
J ¥ AT-B-zmm-6-CF J[1.30 (s, 9 H), 4.23 - 4.34 (n, 4 H),
121 ) DA T AFL)-2,5|5.56 - 5.62 (m. L H), 8.82 - 6.8 (m, 2| 2
Urorngz gy K. 7.30 - 7.35 (. 2 H): EST HS n/z 375
[2.1-b1[1,80% &+  |[W+H1+
V=l
— (28) -2-[ (A-tert-7 |11 NUR (00 Wiz, CHLOROFORN-d) & ppn
N b WF oz s F)AF |1.28 (s, 8 H), 1.40 (t, J=7.0 Hz, 3 H),
\ LI-5-(B-T % b 425 - 4.47 (n, B H), 5.58 - 5.82 (n, 1
122 )(O/O 7Y Yoo )2, 5 W, 672 - 878 (n. L H), 6.81 - 6.87 4
— Crrng ey | a0, 7.20 - .34 (o, 2 W), T.59 -
p [2.1-bI[1.30F %% |7.64 (n. 1 H), 8.17 - 8.21 (n, 1 H): ESI
{ L MS n/z 394 [W+H]+
. .
. (25)-2-LU-%ert T ¥y \uR (500 HHz., CHLOROFORE-d) B ppu
0 WP e BV AT -
) PRy I [N N N SR PR
193 w F S lan - 418 (o LHY, 4018 - 4036 (o, 3
DA B AT LA e 6 R BT (0, 1), 683 - 8.8 4
Db Fodz ey -0 of .
Il A e @ 2, 7.30 - T3¢ (a2 H): ESLKS
. ’ n/z 355 [M+H]+
ol
N —N _9_ _
0~ (j?S)/Zpbfg)i?i]_ IH NIR (800 WHz. CHLOROFORM-d) & ppn
o JEL AT 2 (s 2 B, 416 - 4,20 (n, 1K),
124 T T e e s, B8 - ben 1| 1
0 S e |, 880 - 5.85 (2 ), T.28 - 7.8
. LTI Gl 2 BT HS w200 (e
. a9 21 2 =y |1 MR (B00 Wiz, CHLORORORE-d) & pon
] 9.26 (s, 2 H), 4.1 - 4.24 (n, 1 H),
{ AANARDAT N or 130 (n, 1), 4.32 - 4.38 (0, 2
LI-B-X F1-2,3- |0 B D R
125 ; N1-b-AF -2, H), 5.58 - 5.54 (n, 1 H), 6.94 - 6.93 13
b REA U021 ~ B
b][l Sjﬁﬁ?ﬁ'\)"ﬂ/’ (]Tl. 2 H), 7.30 7,34 (m, 1 H)g 7,34
e s a2, 7B - 7B (. 4 W5 ST
A HS n/z 322 [M+HI+
r g | s AT
- =" [({4 (U 7o [LE IR (500 Wiz, CHLOROFORE-d) & ppn
o AFAVET 22,36 (s, 3 W), 4.20 - 4.32 (n, 2 1),
198 A]F R A F)-14.83 - 4.40 (n, 2 H), 5.60 - 5.64 (m, 1 12

2,3-Ve FrA 2 Y
[2,1-b][1.3]F %3
e -G-H R o b
1)L

H), 6.98 - 7.00 (m, 2 H), 7.54 - 7.57
(m, 2 Hy, 7.82 - 7.69 (m, 4 H): EST N3
n/z 400 [M+HI+
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127 f—wi\//
“ N
0=\ =

(&8) -h-5 F ) -2-{[4-
(1-A F-6-F % -
1,B-2 k- Frprlin
DRV
AFNLI-2,3-Pr Fo
4 2 &2, 1-b]01,3]
7 &Sl -B-F 0
Ao B

IH NMR (600 MHz, CHLOROFORM-d) & ppm
2.36 (s, 3 H), 3.62 (s, 3H), 4.18 -
4.38 (n, 4 H), 5.58 - 5,63 (n, 1 H),
G.64 - .67 (m, 1 H), 6.92 - 6.95 (m, 2
b, T.32 - 7.35 (m, 2 H), 7.42 - 7.44
(m, 1 H), 7.55 - 7.58 (m, 1 H): E3I M3
n/z 363 [M+H]+

==}

128 J(Q/ﬂ

5-{(25)-2-[ (4-tert-

TFEN D FI)A

FI-2.3-Pk Fra
3 A [2,1-b]01,3]+
EA = )L-B-of I -

NMN-2AF )3
=TI

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.29 (s, 9 H), 3.21 (s, 6 H), 4.23 -
4.40 (m, 4 H), 5.65 - 5,81 (m, 1 H),
6.76 (s, 1 H), B.82 - 6.86 (m, 2 H),
7.28 - 7.33 (n, 2 H), 8.38 (s, 2 H): EBI
W5 m/z 394 [M+H]+

(25)-2-[(4-tert-7F
WP e BV AT
WI-B-[2- (1)
Sl T
B~ 1-2,3-Yr FR
A 3 HJ[2,1-b]01,3]
7 & -l

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.29 (s, 9 Hy, 1.65 - 1.65 (m, 4 H),
1.66 - 1.73 (m, 2 H), 3.78 - 3.83 (m, 4
H, 4.21 - 4,40 (n, 4 H), 5.5b - 5.61
(m, 1 H, 6,76 (s, 1 H), 6.82 - 6.87 (m,
2H), 7.20 - 7.33 (m, 2H), 8.35 (s, 2
H)s ESI M3 w/z 434 [H+HI+

(25)-2-[(4-tert-7F
WP e BV AT

WL I-B-[2-(4-A F L
SRRV B PN Sl
T V-b-g L ]-2,3
e FRAS I EY
[2.1-b1[1,3]F &+
ol

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.29 (s, 9 Hy, 2.36 (s, 3 H), 2.45 -
2.66 (m, 2 Hy, 3.81 - 3,92 (m, 2 HJ,
4.24 - 4,40 (m, 4 H), 5.56 - 5.6l (m, !
H), 6.77 (g, 1 H), 6.82 - 6.86 (n, 2 H),
7.29 - 7.33 (m, 2 H), 8.37 (s, 2 H); ESI
WS m/z 443 [M+HI+

(23)-h-A F )-8~
({4 -(rY 241
AFLIET = = -d-
AT XTI AF NI~
2,3-rtag A
[2,1-b][1,3]+ %%
Vgl =Bk LB & A
B

1H NME (800 WHz, CHLOROFORM-d) & ppm
2.54 (s, 3 H), 4,16 - 4,20 (n, 1 W),
4.24 - 4.30 (m, 1 H), 4.33 - 4.38 (n, 2
H), b.14 (br. 5., 1 H), 5,568 - 5.61 (m,
1 H), 68,71 (br, s., 1 H, 6.99 - 7.02
(m, 2 Hy, 7.54 - 7.67 (mn, 2 ), T.62 -
T.89 (m, 4 H): ESI M3 m/z 418 [M+HI+

@ -2-{{4 -2

OE 7zl -d-1 L)
FEIAFIN)-b-A

Fo-2.3-Pr FrA

x4y [2,1-b101.30
FA Y = L-B-J1 LR

= FU

1H NME (800 WHz, CHLOROFORM-d) & ppm
2.36 (s, 3 H), 4,20 - 4,38 (n, 4 ),
.69 - 5.84 (m, 1 W), 6.94 - 6.97 (m, 2
W, 7.08 - 7.13 (n, 2 H), 7.46 - 7.50
(m, 4 H): ESI M3 n/z 350 [M+H]+
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(28)-h-A F -2~
{[(4-2F BTz
WA= %] A
Fo-2,3-YEe Fad
I A2, 1-b]101, 3]
FH = -B-H R
— kR

1H NMR (600 MHz, CHLOROFORM-d) & ppm
2,35 (s, 3H), 2,39 (s, 3 H), 4,18 -
4.30 (m, 2 Hy, 4.33 - 4,35 (n, 2 H),
5.58 - 5.63 (m, 1 H), 6.93 - 6.95 (m, 2
Hy, 7.22 - 7.25 (n, 2 H), 7.42 - 7.4h
(m, 2 Hy, 7.50 - 7.53 (m, 2 H): ESI M3
n/z 346 [M+HI+

134

(28)-B-s F-2-{[4-
(B-XF D3
AN Tz s HBL]AF
L1-2.3-0kr Faq 3
A L2,1-p]01,3]F =
HoF— b -6-H R =
L

IH NMR (600 MHz, CHLOROFORM-d) & ppm
2.36 (s, 3 H), 2,59 (s, 3 H), 4,20 -
4.31 (m, 2 W), 4.32 - 4,35 (n, 2 W),
.69 - 584 (m, 1 M), 6.96 - 7.01 (m, 2
W, 7.19 - 7.22 (n, 1 H), 7.49 - 7.53
(m, 2H), 7.70 - 7.74 (n, 1 H), 8.66 -
8.89 (m, 1 H): ESI M3 n/z 347 [M+H]+

135

<

(28)-h-A F-2-({4-
[(B-(FYUZALFaaF
W) =31 ]
TSR AFI)-
2,3-Ve a3
[2,1-b][1.3]F %3
Vgl -B-Had = b
v

1H NME (800 WHz, CHLOROFORM-d) & ppm
2.368 (s, 3H), 4,19 - 4.44 (n, 4 H),
5.9 - 5.68 (m, 1 H), 7.0l - 7.06 (m, 2
W, 763 - 7.60 (m, 2, 7.71 - 7.76
(m, 1 Hy, 7.96 - 8.01 (m, 1 H), 8.87 -
8.93 (m, 1 H): ESI M3 m/z 401 [M+HI+

136

(23)-h- F -2~
{[(4-AFNET==
WA= %] A
FI-2.3-Pk Fra
32V [2,1-b101, 31
F AV — )l -B-H LR
FHIF

1H NME (800 WHz, CHLOROFORM-d) & ppm
2.38 (s, 3 H), 2.3 (s, 3 H), 4.15 -
4.20 (m, 1 H), 4.24 - 4,28 (n, 1 H),
4.32 - 4,35 (n, 2, 5,13 (br. 5., 1
), b.64 - 5,80 (m, 1 H), 8.72 (br. s.,
1 H), 6.94 - 6.97 (mn, 2 H), 7.22 - 7.3
(m, 2 H)y, 7.42 - 7.46 (n, 2 H), T7.49 -
7.53 (m, 2 H): EST M3 n/z 364 [M+HI+

137

(25)-B-A F-2-{[4-
(B-A F oL if-3-
ATz BV]AF
WE-2.3-Dk Faq 3
H702,1-0]01,3]F &
HoF— ol -B-H LR X
TR

1H NMR (600 MHz, CHLOROFORM-d) & ppm
2.64 (s, 3 W), 2.89 (s, 3H), 4.15 -
4,20 (m, 1 H), 4.256 - 4.29 (n, 1 H),
4,32 - 4.38 (n, 2 H), 5.13 (br. g, 1 H),
B.BE - BBl (m, 1 Hy, B.72 (br. s, 1 H),
6.97 - T.02 (m, 2 Hy, T.18 - 7.22 (m, 1
Hy, 7.49 - 7.63 (m, 2 H), 7.70 - 7.74
(m, 1 H), 8,67 - 8.70 (m, 1 H): E3I M3
n/z 365 [W+H]+

&

| O

(2s)-2-{fd-Ar%

E T ezl -d-o k)
F xS FII-b- A

FU-2,3-VE FRA

3 & [2,1-b101,3]4F
E A =L -B-H R

— kR

1H NME (800 WHz, CHLOROFORM-d) & ppm
2.35 (¢, 3 H), 3.85 (¢, 3H), 4.19 -
4.37 (m, 4 H), 5.57 - .63 (mn, 1 H),
6.92 - 6.98 (n, 4 1), 7.44 - 7.51 (m, 4
H)s EST M3 m/z 362 [M+HI]+
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(28)-2-[(4-tert-7
LTz s H)ATF
N]-b-TF-2,3-30
EFmas 2 HU[2,1-
bI01, 3] % v — -
B-HIFXEFIF

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.20 - 1.24 (m, 3 H), 1.30 (s, 9 H),
2.99 - 3.06 (m, 2 M), 4.14 - 4.19 (m, I
), 4.24 - 4,29 (n, 3 H), 5.23 (br. s, 1
), B.B0 - 566 (n, 1 H), 6.76 (br. g, 1
), 6.8 - 6.85 (m, 2 H), 7.20 - 7.34
(m, 2 H): ESI M3 n/z 344 [M+H]+

H
H
H

140

(&) -h-TFF L -2-[(4-
tert-7FiL 72 2 &
A FIL]-2,3-
Fras i &V 1-
bI0L, 3]=F % 2/ — L -
B-HLAEHIF

1H NMR (600 MHz, CHLOROFORM-d) & ppm
0.91 - 0.86 (m, 3 H), 1.30 (=, 9 H),
1.35 - 1.43 (m, 2 H), 1.65 - 1.83 (m, 2
Hy, 2.3 - 3.04 (n, 2 H), 4.13 - 4.17
(m, 1 H)y, 4.22 - 4.30 (mn, 3 H), B.17
(br. s, 1 H), 5.49 - 5.56 (m, 1 H), B.75
(br. s, 1 H), 6.80 - 6.85 (n, 2 H), 7.20
- 7.34 (m, 2 H): EST MS m/z 372 [M+H]+

141

T

(23)-h-5 F s -2-({4-
[G-(F U2 F s+
AT =31 ]
T EVIAFUL)-
2,3-rtag A
[2,1-b][1,3]+ %%
Vgl =Bk LB & A
B

1H NME (800 WHz, CHLOROFORM-d) & ppm
2.04 (s, 3 H), 4,16 - 4.22 (n, 1 ),
4.28 - 4.43 (m, 3 W), 5.16 (br. s., I
H), .66 - 5.63 (m, 1 H), 6.72 (br. s.,
1 Hy, 7.02 - 7.08 (n, 2 H), 7.52 - 7.60
(m, 2H), 7.71 - 7.76 (m, 1 H), 7.97 -
8.01 (m, 1 H), 8.88 - 8.92 (m, 1 H): ESI
M3 n/z 419 [M+HI+

142

@ -2-{{4 -2

OE 7zl -d-1 L)
FEIAFIN)-b-A

Fo-2.3-Pr FrA

x4y [2,1-b101.30
FA Y = L-B-J1 LR

X9z F

1H NMR (600 MHz, CHLOROFORM-d) & ppm
2.04 (s, 3 Hy, 4.15 - 4,20 (m, 1 H},
4,24 - 4.38 (m, 3 H), 5.16 (br. s., 1
Hy, 5.h4 - 5,61 (m, 1 H), 6.73 (br. =.,
1 H), 6.94 - 6.89 (n, 2 H), 7.07 - 7.14
(m, 2 Hy, 7.45 - 7.53 (m, 4 H): EST M3
n/z 368 [M+H]+

143

(28)-2-[d-2om

Tz xL)AFI]-
b-(2-z bR )2
DPL-b-g e )-2,3-8
EoREA 2 AV[2,1-
bI0L, 3] % 4 — i

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.45 (t, J=7.0 Hz, 3 H), 4.28 - 4.37 (m,
3H), 4.41 - 4,48 (n, 3 H), 5.60 - 5,67
(m, 1 H), .82 - 6.87 (m, 2 H), 6.91 (s,
1 Hy, 7.22 - 7,31 (n, 2 H), 8.54 - 8,59
(m, 2 H): ESI M3 n/z 373 [M+H]+

144

]
Cl

(28)-2-[d-2om
T/ ELIAFI]-
2,3-D v PRS2 HY
[2,1-b][1,3]+ %%
V= -B-HlR o b
ol

1H NME (800 WHz, CHLOROFORM-d) & ppm
4.24 - 4.41 (n, 4 H), 5,66 - 5.63 (m, I
W, 6.79 - 6.84 (n, 2 H), 7.23 (s, 1 H),
7.24 - 7.28 (n, 2 H): ERI MS n/z 276
(U+H]+
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oL

(2s)-b-2mu-2-[(4-
AR T/ XA
Fol-2,3-Ve Fad
I A2, 1-b]101, 3]
EA = L-B-77 LR
= FU

1H NME (800 WHz, CHLOROFORM-d) & ppm
4.24 - 4.38 (n, 4 H), 5.60 - 5.65 (m, I
Hy, 6.81 - 6.84 (n, 2 H), 7.26 - 7.29
(m, 2 H): ESI M3 n/z 310 [M+H]+

N

I
145 2
m O

(28)-2-[d-rmnm
TS HRD)AFI]-
E-{Z7 z =i ALk =
L2, FaA 2
HL2,1-0]01,3]F %
FoS = l-G- AL =
Rl

1H NME (800 WHz, CHLOROFORM-d) & ppm
4.21 - 4.26 (n, 1 H), 4,35 - 4.39 (n, I
Hy, 4.47 - 4,58 (n, 2 H), b.65 - 5.69
(m, 1 H), 6.8 - 6,72 (n, 2 1), 7.22 -
T.27 (m, 2 H), 7.80 - 7.85 (m, 2 H),
771 - 7.74 (m, 1 H), 8,04 - 8.08 (m, 2
H)ys EST M3 m/z 416 [M+HI]+

147

» NH,
Cl

(2s)-b-2mu-2-[(4-
AR T/ XA
Fol-2,3-Ve Fad
I A2, 1-b]101, 3]
FH = -B-H R
FHIF

1H NMR (600 MHz, CHLOROFORM-d) & ppm
4.23 - 4.28 (n, 2 H), 4.31 - 4.37 (n, 2
Hy, 5.24 (br. ., 1 H), 5,57 - 5.B1 (m,
1 H), 6.68 (br. s., 1 ), 6.82 - 6.86
(m, 2 H), 7.26 - 7.28 (m, 2 H): E3I M3
n/z 328 [M+H]+

| A

(28)-5-% F L-2-
@ -AFLE7z
o= A H ] A
FI-2.3-Pk Fra
3 A [2,1-b]01,3]+
EA = L-B-77 LR
=M

1H NME (800 WHz, CHLOROFORM-d) & ppm
2.25 (e, 3 H), 2.36 (5, 3 H), 4.20 -
4.40 (m, 4 H), 5.58 - 5.85 (m, 1 H),
6.90 - 6.96 (m, 2 H), 7.16 - 7.28 (n, B
H)s EST M3 m/z 346 [M+HI]+

| Ao

Esy-2-{{d -7
B2 X FALET =
WA= %] A
Fol)-b-AF 2,3
PR w RN
[2,1-b][1,3]+ %%
V=GR R o b
PRE

1H NMR (600 MHz, CHLOROFORM-d) & ppm
2.2% (s, 3H), 2.38 (s, 3 H), 4.20 -
4.40 (m, 4 H), 5.59 - 5,65 (m, 1 H),
6.88 - 6.98 (m, 4 ), T.11 - 7.16 (m, I
W, 7.18 - 7.24 (n, 2 H): ESI US n/z 364
(U+H]+

150

@23 -2-{[4-2-= b %
RER i RSP RVEL RN O !
Trs EFV]AFLY-
B-AFL-2.3-Ur F
23 A2, 1-

bI01, 3] % v — -
B-FIFE =

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.47 (t, J=7.0 Hz, 3 H), 2.36 (s, 3 H),
4.20 - 4.40 (n, 4 H), 4.44 - 4.51 (m, 2
H), 5,68 - 5,65 (m, 1 H), 6.98 - 7.02
(m, 2 H)y, 7.43 - 7.48 (m, 2 H), 8.66 (s,
2 H): EST WS m/z 378 [M+HI+
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ESCE
0

A

=

L

(28)-h- A F-2-{[4-
(1-AF-IH-¥5

V== )T 2 s
E]AFIL}-2,3-
EFRg V2,1
bI0L, 31 % 2/ — L -
B-fah =+

IH NME (800 MHz, CHLOROFORM-d) & ppn
2.35 (s, 3 H), 3.94 (s, 3H), 4.18 -
4.34 (m, 4 HY, 5.57 - 5,61 (mn, 1 H),
B.87 - B.80 (m, 2 ), 7.38 - 7.41 (m, 2
Hy, 7.54 (=, 1 H), 7.69 (s, 1 H): ESI MS
n/z 326 [M+HI+

152

N=

=N

(23)-h-5 F s -2-({4-
[1-(2-AF N 7TOr
L) -TH-E 59—l -4~
] T7z s R AF
L2, FaA 2
H702,1-0]01,3]F &
FV -G b =
oL

1H NMR (600 MHz, CHLOROFORM-d) & ppm
0.94 (d, J=6.6 Hz, 6 H), 2.20 - 2.27 (m,
1 Hy, 2,356 (s, 3 ), 3.83 (d, J=T7.4 Hz,
2 H)., 4.19 - 4.35 (m, 4 H), 5.57 - 5.62
(m, 1 H), 6.87 - 6,91 (n, 2 H), 7.39 -
743 (m, 2 H), T.64 (s, 1 H), 7.71 (s, 1
Hy: E3I M3 n/z 378 [M+HI+

153

Yy

oY

(28)-h-5 F )l-2-{[4-
(b-AFNEYI-
-4 NI T s FL]A
FI-2.3-Pk Fra
T A [2,1-b101, 314
F S =l -B-F LR

bl LI

1H NME (800 WHz, CHLOROFORM-d) & ppm
2.33 (s, 3 H), 2.36 (s, 3 H), 4,20 -
4.31 (m, 2 H), 4.35 - 4.41 (n, 2 H),
5.59 - 5.Bb (m, 1 M), .96 - 7.00 (m, 2
H), 8,35 - 8,39 (n, 2 H), 8.80 (s, 2 H)s
EST MR n/z 348 [H+H]+

154

),

A

(23)-h-5 F s -2-({4-
[1-(2-AF N Tar
L) -TH-E 5 — L -4~
A N] 7z XL ATF
L2, Fa4 2
A L2,1-p]01,3]F =
HoF— ol -B-H LR X
HIF

1H NMR (600 MHz, CHLOROFORM-d) & ppm
0.93 - 0.85 (m, B H), 2.20 - 2.26 (m, I
Hy, 2,63 (s, 3 M), 3,93 (d, J=6.6 Hz, 2
W, 4.15 - 4,19 (n, 1 H), 4.23 - 4.28
(m, 1 H), 4.30 - 4,32 (n, 2 H), b.14
(br. s., 1 Hr, 5,54 - 5,88 (n, 1 ),
6.75 (br. s., 1 H), 6.88 - 6.92 (n, 2
W, 7.38 - 7.42 (n, 2 H), 7.54 (s, 1 H),
T.71 (s, 1 H): ESI M3 m/z 396 [M+HI+

155

N@/@J
(

Ny
A

#
e

A
‘(

0

~

s
N

Feta

(esy-2-{[d -7
OV 7 xo)l-d-4 1)
F&RIAF G-

WoN b= R F -
2,3-Ve FrA 2 Y
[2,1-b][1.,3]7 %+
Vo=l -B-F LR &
:F

1H NMR (800 MHz, CHLOROFORM-d
2.43 (g, 3 H), 2.03 (br. =.,
(br. s., 3 H)y, 4.13 - 4.18 (n
4.23 - 4.37 (m, 3 Hy, B.5I -
Hy, 6.94 - 6.99 (n, 2 H), 7.
(m, 2 H)y, 7.44 - 7.51 (m, 4
n/z 396 [M+HI+

o8

156

Neat

NH,

(2 -2-{Ld -2
O-2"-AFIL L7z
o= A H ] A
Folt-b-AF-2,3-
U FRA I HEY
[2,1-b][1,3]F %+
Vo=l -B-F LR &
zF

1H NME (800 WHz, CHLOROFORM-d) & ppm
2.23 (s, 3 H), 2,54 (s, 3H), 4,15 -
4.38 (n, 4 H), 5,16 (br. 5., 1 H), 5,55
- 5.62 (m, 1 H), 6.73 (br. 5., 1 H),
6.88 - 6.99 (n, 4 ), 7.11 - 7.16 (m, |
W, 7.18 - 7.24 (n, 2 H): ESI US n/z 382
(U+H]+
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g
. /@/@»

NH,

ot ﬁ

(23)-2-{[4-(-= + %
LRI L-b-4 )
Tz RL]AFILG-
b-AFIN-2,8-Tr F
0434021

bI0L, 3] % 37— -
B-HLAEFIF

IH NME (800 MHz, CHLOROFORM-d) & ppn
1.46 (t, J=7.0 Hz, 3 H), 2.b4 (s, 3 HJ,
4.15 - 4.20 (m, 1 Hy, 4.25 - 4.39 (n, 3
Hy, 4.47 (g, J=7.0 Hz, 2 H}, 5.14 (br.
s., 1 Hy, b.b4 - 5.82 (m, 1 H), 6.72
(br. s., 1 Hy, 7.01 (d, J=8.7 Hz, 2 H),
T.42 - 7.48 (m, 2 H), 8.86 (g, 2 H): ER3I
WS m/z 396 [M+H]+

158

(23)-h-A F )-8~
{[(2-AFNET==
A=A ) F XA
Fo}-2,3-VEe FEdq
3 HV8,1-b][1,3]F
FH = -B-H R
I F

1H NME (800 WHz, CHLOROFORM-d) & ppm
2.28 (¢, 3 H), 2.04 (5, 3 H), 4.15 -
4.37 (m, 4 H), .17 (br. s., 1 H), 5.54
- 5.62 (m, 1 H), 6.73 (br. 5., 1 H),
6.90 - 6.98 (m, 2 H), 7.17 - 7.33 (n, B
H)ys EST M3 m/z 364 [M+HI]+

159

sy -2-{l2-7onm-
4= FRE T e =
WA= %] A
Fol)-b-AF 2,3
PR w RN
[2,1-b][1,3]+ %%
V=GR R o b
PRE

1H NMR (600 MHz, CHLOROFORM-d) & ppm
2.36 (s, 3 Hy, 4.20 - 4,39 (n, 4 H},
5.59 - 5.64 (m, 1 H), 6.93 - 6.97 (u, 2
Hy, 7.01 - 7.05 (m, 1 H), 7.20 - 7.29
(m, 2 H), 7.33 - 7.37 (m, 2 H): E3I M3
n/z 384 [W+H]+

160

(28)-2-{[(2-7mpn

| S e VEF S g ) B
E]AFL)-b-AF

L=2,3-k FEaA 2

H[2,1-p]01.3]F %
H =L -B- A E o

L

1H NMR (600 MHz, CHLOROFORM-d) & ppm
2.368 (s, 3 H), 4.20 - 4.30 (m, 2 H),
4.33 - 4.38 (n, 2 H), 5,69 - 5.64 (n, I
H), 6.94 - 6,97 (n, 2 H), 7.26 - 7.32
(m, 3 H), 7.38 - 7.41 (m, 2 H), T.4b -
T.47 (m, 1 H); ESI M3 n/z 366 [M+HI+

161

Esy-2-{L@ -1

OV 7 xo)l-d-4 1)
F&IAF A

FU-2,3-VE FRA

T A [2,1-b101, 314
E A =L -B-H R

— kR

1H NMR (600 MHz, CHLOROFORM-d) & ppm
2.368 (s, 3 H), 4,18 - 4.39 (n, 4 H),
5.8 - 5.65 (m, 1 H), 6.93 - 6.99 (m, 2
W, 7.11 - 7.2 (n, 2 H), 7.27 - 7.32
(m, 1H), 7.37 - 7.42 (m, 1 H), 7.48 -
T.53 (m, 2 H): ESI M3 n/z 350 [M+H]+

162

(23)-h-A F )-8~
H2"-(rJ 274w
AFLIET = = -d-
AN]FEIAFL)-
2,3-Vr Frg 2 ay
[2,1-b][1.3]F %3
Vgl -B-H A = b
1)L

1H NMR (600 MHz, CHLOROFORM-d) & ppm
2.368 (s, 3 H), 4,19 - 4.40 (m, 4 H),
5.bb - 5.67 (m, 1 H), 6.89 - 6.95 (m, 2
W, 7.23 - 7.34 (n, 3 H), 7.42 - 7.49
(m, 1 Hy, 7.52 - 7.67 (m, 1 H), 7.70 -
T.77 (m, 1 H): ESI M3 m/z 400 [M+HI+
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=ko] 1S =k B a7~ ESiindl
N (SR Ees
F O‘%/ (L2 -CR V75 |1y e (800 WHz. CHLOROFORE-d) & ppm
APRDET = 2y 58 3R, 4.19 - 4.4 (n, 4 )
F IEF LSS E S -t e :
183 d AT o5 - 588t 1), 885 - .00 (a2 [ 13
O bl s, 730 - T8 (. B H): ESI S n/z 416
O F o6 k= |
L
Oj%/ = SSEE;?_{[—@;E){MB IH NUR (B0 Wiz, CHLOROFORM-d) & pon
r{/N Sr=) M2.35 (s, 3 H), 4018 - 4.24 (0, 1 H),
F&IAF A - _
; Tl 4.26 - 4.40 (n, 3 H). 5.56 - 5.B5 (u. |
164 FAUADE Frs 13
ol Hy, 6.91 - 7.04 (n, 3 H), 7.90 - 7.%6
2 T 1-b101.5]F
5’\*“’]‘”}-‘)&*6*)@)[/7}‘{ (]Tl. 1 H), T.29 - 7.41 (]Tl, Z H), T,48 -
) S 7.54 (n. 2 H); EST NS n/x 350 [W+H]+
= pi
. TH NIE (800 Wiz, CHLOROFORN-d) © ppn
H, _a_ _
g 5 il ST D sa (s, 8 1), 4018 - 4.20 (n, L),
0—( B 7o -4 L)
TN ST e - ass 1w, 4030 - 436 (a3
165 o KK/N Lo oy Fag x |0, 8018 (bros. 1H), 556 - 5.61 (n, 5
d 2. e e, s U, Baes - 6.8
FULEIDIL AT %0 7 ) Ty 98 752 (oL 3 H), 7.38 -
T n-gnagx [0 o
Ege 741 (n. 2 H), T.45 - 747 (n, 1 H); ESI
2 HS n/z 334 [W+H]+
e |25 2 (02"~ 2 mm-| 1 NIE (500 Wiz, CHLOROFORI-d) & ppm
© o ondne e [2.54 (s, 2 H), 4.17 - 4,21 (n, 1 H),
0‘%{/ o |d s e - 480 L T, 4033 - 4.38 (o 2
e o (Q/N FoLY-5-AFoL-2,8 [H), 518 (br. &., 1 H), 5.58 - 5.63 (n, 5
. U Fnszay |1H), 8.81 (br. 5., 1 H), 5.94 - 6.98
[2.1-b1[1.31% %% |(n. 2 M), 7.01 - 7.05 (n, 1 ), 7.20 -
. Vo -gmmE |7.30 (. 2 B, 7.33 - 7.36 (n, 2 H); ESI
:p HS n/z 402 [W+H]+
oAzt [l TR T Ly e (500 Wz, CHLOROFORM-d) & ppm
y, »kvm_»atm)z%
- 0B (s, 3H), 2.36 (s, 3 1), 4.21 -
0 i FxL]AF -5 .
- Tre AT 4.39 (n, 4 H). 5.80 - 5.64 (n, 1 H),
a W-2,3- e FRA N N 14
F B.93 - 6.96 (m. 2 M), 7.27 - 7.20 (n, 2
3L DI ST 50" 7 40 (m, 2 ), T.48 - 7.55
v e T A2 (n 2 B, 7. :
X (n. 2 H): EST NS n/z 374 [M+H]+
—
W, |(28)-2-([(2°-7 L+ |1H NUR (800 WHz, CHLOROFORM-d) & ppn
o\() RET oz -d-4 0|2.54 (s, 3 ), 4.15 - 4.38 (n, 4 H),
0 R LT F )b x |55 (br.os.. LK), 5.55 - 5.63 (n, 1
168 FATE s [N, B.74 (br.os., 1M, 8.95 - 7.02 (n. | 15

3402, 1-b]0L, 3]
FA S =L -B-710 R
FHIF

2H), T.11 - 7.22 (m, 2H), 7.27 - 7.33
(m, 1 Hy, 7.37 - 7.43 (n, 1 H), T.47 -
T.54 (m, 2 H): ESI M3 m/z 368 [M+HI+
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=ik

=Lk

HeET— &

E=Yiicul

169

(28)-B-5 F-2-
(ff2>-(rU2adnm
AFLIET = = -d-
ANIFHIAF)-
2.3-VetRra I HEY
[2,1-b][1.,3]7F &%
Vgl -B-F LR R Y
ik

1H NME (800 WHz, CHLOROFORM-d) & ppm
2.54 (s, 3 H), 4,17 - 4,38 (n, 4 ),
b.15 (br. s., 1 H), 5.58 (br. s., 1 H),
6.75 (br. s., 1 H), 6.90 - 6.95 (n, 2
H)y, 7.24 - 7.33 (n, 3 H), 7.43 - 7.48
(m, 1H), 7.52 - 7.68 (m, 1 W), 7.71 -
T.76 (m, 1 H): EST M3 n/z 418 [M+H]+

170

-

=
=
(=
%J\\z
S
=1

(28)-h-A F -2~
({2-(r 7o
AFRIE 2zl -
A= N7 H A F
L)-2.3-0r Faq 3
A L2,1-p]01,3]F =
B = L -B-H LR &
TIF

1H NME (800 WHz, CHLOROFORM-d) & ppm
2.54 (s, 3 H), 4,17 - 4,38 (n, 4 ),
5.15 (br. s., 1 M), 5.56B - 5.63 (n, 1|
), 6.76 (br. s., 1 H), 6.85 - 6.99 (m,
2H), 7.32 - 7.43 (m, 6 H); ESI M3 n/z
434 [W+H ]+

171

(28) -h-5 F -2~
[U5-[4-CF U 204
OAFIL)T =2l ]
I A G e A
A FIL]-2,3-
Feg s HU[e,1-
bI[1, 3] & v — L -
B-faF =kl

1H NME (800 WHz, CHLOROFORM-d) & ppm
2.34 (s, 3 H), 4,11 - 4,16 (n, 1 W),
4.24 - 4.29 (m, 1 W), 4.71 - 4.78 (n, 2
H), .64 - 5,69 (n, 1 H), 6.86 - 6.89
(m, 1 Hy, 7.82 - 7.85 (mn, 2 H), 7.70 -
T.74 (m, 2 H), 7.83 - 7.86 (n, 1 H),
8.36 - 8.38 (m, 1 H): EST M3 n/z 401
[U+H+

30

¢4

<

172

W

@ -2-{{e2-rer
LTz ol -4-o L)
FEIAFIN)-b-A
Fo-2.3-Pr FrA
x4y [2,1-b101.30
FA Y = L-B-J1 LR
X9z F

1H NME (800 WHz, CHLOROFORM-d) & ppm
2.00 (e, 3 H), 2.04 (5, 3 H), 4.17 -
4.21 (m, 1 H), 4.26 - 4,30 (m, 1 H),
4.32 - 4.38 (n, 2 W), 5,15 (br. 5., 1
H), B.57 - 5.62 (m, 1 H), 6.74 (br. s.,
1 H), 6.94 - 6.98 (n, 2 H), 7.27 - 7.0
m, 2H), 7.34 - 7.42 (m, 2 H), 7.48 -
T.55 (m, 2 H); EST M3 n/z 392 [M+HI+

173

f@}

(23)-B-7 o ®-5-2F
-2-{[4-(1,1,1-F 1)
ZaoFdo-i-AF T
B -2 )T e
E]AFN)-2,3-P
EFms 2 HU[2,1-
BI01, 3] % H 2/ — 1

1H NMR (600 MHz, CHLOROFORM-d) & ppm
1.65 (s, B8 H), 2.12 (s, 3 H), 4.05 -
4.11 (m, 1 H), 4.16 - 4.31 (m, 3 H),
b.44 - 5.62 (m, 1 H), 6.84 - 6.92 (m, 2
H)y, 7.38 - 7.45 (n, 2 H): ESI US n/z 419
(U+H]+

35

&

oS

(28-2-[4-7EF 1L
T/ ELIAFI]-
b-AFIN-2,8-Tr F
B3 H[2,1-
bI[1, 3] & v — L -
B-HaFE =k

1H NMR (600 MHz, CHLOROFORM-d) & ppm
2.36 (s, 3 H), 2.67 (s, 3 H), 4.18 -
4.22 (m, 1 H), 4.27 - 4,32 (n, 1 H),
4.34 - 4,42 (n, 2 H), 5,69 - 5.65 (m, I
Hy, 6.92 - 6.96 (m, 2 H), 7.93 - 7.97
(m, 2 H): ESI M3 m/z 2088 [U+H]+
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=t 1B sl [N=LiE: HERT -4 Eiutl]
=N _a_ _
OH() = | LA Nk Wik (800 Wiz, CHLOROFORK-A) 8 pon
/ JE EE AT et s, 405 - 43l (n, 4,
175 o :)/;r‘y‘ﬁz 1/ 5.54 - h.8L (m, 1 H), 6.81 - 6.86 (n, 2 5
SRS IED)J;H?;% S 702 (n. 2 H): ESTMS n/z 274
B-FFE = U
0‘()“ = Ezf%‘i‘i;ﬁgf;[f; IH NIR (BOO WHz. CHLOROFORM-d) & ppn
S AR AT e (s, 3, 419 (dd, 189, 6.6 Hz,
FOTTIAT NN ), 4,27 - 441 (n, 3 H), B.E9 - .86
176 0.3-Ub PR aY . 5
/\/O/U LRI T e 1w, eeT (@, 3587 Ha, 2 W) 7.6
5 A WA Eﬁiﬁ%iw Hz, 2 H): ESI US n/z 224
1
(28) -5- 3 F L -2- {[4-
0‘()q =y S b & |15 WIR (800 Wéz, CHLOROFORM-d) & pon
J )7z % ulAF |2.34 (s, 3 ). 4.18 (dd. J=9.7. 6.4 He.
177 W23 U Fog 5|1 H), 4.26 - 4.35 (u, 3 H), 6.57 - 682 | 5
22/ [2,1-b101.81 %|(n. 1 B), 6.87 - 6,891 (m, 2 W), 7.16 (d,
G LB H R = |T58.T Hz. 2 H): EST WS n/z 340 [MHI+
)L
0 |1 NER (80O MHz. CHLOROFORM-A) 8 ppu
ﬁ SDS;E‘;F'\E;[E?EZ 2.13 (s, 3 M), 4.07 - 4.29 (n, 4 1),
AT A T e 46 - 5.51 (n, 1 HY. B.78 - B.81 (m, 1
178 AFI-2 3D FOAE 1
T e | 889 - 8.02 . 1), 6.8 - 701
s (. 1H), 7.20 - 7.24 (n. 1 H): EST KS
n/z 343 [M+H]+
e -[5-7 LA O-2-AF
f s AE T |1 NR (800 ez, CHLOROFORN-A) 5 pon
£ ]];—M&ﬁwf 2.20 (s, 3 H), 2.34 (s, 3 H), 4.17 -
179 O NGl TR CHE O NER N R ) 13
O 82 - 702 (AW, T2 - 734 (n, 3
T s Est s w e i
—=N
O‘(/N - ?E?E%ZEE‘Z;JL% IH NUR (800 Wiz, CHLOROFORM-d) & ppn
|15 (s, B ), 238 (s, B H), 4,16 -
180 4.34 (n, 4 ), 5.56 - .61 (n, 1 H), 36

H@”

FIL2 -k kOrss
Vea-pll A FY —
W=E-FILR TR

6.85 - 6.88 (n, 2 H), 7.41 - 7.45 (m, 2
H)s EST M3 m/z 366 [M+HI]+
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=t [N=LiE: HERT -4 Eiutl]
5-AFI)-2-{[4-01.1,1-+|1H NUE (600 MHz, CHLOROFORM-d) & ppm
Uz AO-2-#F)LFO|1.56 (s, B H), 2.53 (s, 3 H), 4.11 -
18] Ps-2- ATz s+ ]A4.82 (n, 4 HY, 5,14 (br. s., 1 H), 5.53 37
FIL;23-EFO024 |- B8 (n, 1 HY, 873 (br. 5., 1T H),
Vbl 3lAFY—|6.86 - 6.91 (n, 2 H), 7.39 - 7.46 (m, 2
=8-S E [H): ESI NS n/z 284 [W+H]+
IH NME (800 MHz, CHLOROFORM-d) & ppn
(2e)-2-[3-7007x./ |2.35 (3, 3 Hy, 4.18 (dd, J=9.9, 6.6 Hz,
FINAFIE-AFIL- |1 HYy, 4.25 - 4,34 (n, 3 H), b.BB - 5.62
182 23-TkkFOrzE V21 (n, 1 H), 6.78 (ddd, J=8.3, 2.5, 0.8 Hz, )
b0 3]+ —I-6- |1 H), 6.90 (£, J=2.5 Hz, 1 H), 7.01 (dt,
AL TR J=7.0, 0.8 Hz, 1 H), 7.23 (t, J=8.3 Hz,
1 Hy: ESI MS m/z 290 [M+H]+
o-{[la-7A0-2-7 |1H NUR (600 MHz, CHLOROFORM-d) & ppm
W 72 )=4=A )37 |2.21 (s, 3 H), 2.5 (s, 3 H), 4.16 -
183 F U AFIE-AF - |4.40 (n, 4 H), 5.17 {(br. 5., 1 H), b.57 15
23-TkFOrz5[21-- 5.65 (m, 1 H), 6.83 (br. 5., 1 H},
bll1.3]1A FH/ —I-6- |6.88 - 6.98 (m, 3 H), 7.17 - 7.28 (m, 4
ISR Hy: ESI MS m/z 382 [M+H]+
IH WMR (BOO WHz, CHLOROFORM-d) & ppm
Ger-2-[4-Z=0- 12.22 - 2,25 (m, 3 H), 2.32 - 2.24 (m. 3
2-AFILE T 23— 1), 4.21 (dd, J=8.9, 6.2 Hz, 1 H), 4.25
184 A FAF AT |- 4.38 (n, 3 H), 5,57 - 5.63 (n, 1 H), 13
IL-23-TEFEO0324Y |6.78 - 6.81 (m, 1 H), 6.87 (dd, J=8.1,
2A-bl13lF+9—)|2.3 Hz, 1 H), 6.89 - .98 (n, 3 H), 7.12
—G-AILHR R - 707 (m, 1 H), 7.38 (t, J=8.1 Hz, 1
Hy; ESI MS m/z 364 [M+HI]+
2-[(3.4-2-0O007z/F |IH NMR (800 MHz, CHLOROFORM-d) & ppm
AAFIIF-AFIL-23-12.35 (s, 3 H), 4.14 - 4.34 (n, 4 H),
185 Sk z8VR2a1- |6.66 - 5,81 (m, 1 H), B.74 - 6.78 (m, 1 3B
03]+ —Ii-6- |H), 6.99 - 7.02 {m, 1 H), 7.35 - 7.38
LRI (m, 1 H)y: ESI MS m/z 324 [M+H]+
o-[tza-o00 7z 4 |1H NMR (800 MHz, CHLOROFORM-d) & ppm
IAAFILTE-AFIL-23-)2.36 (g, 3 H), 4.28 - 4.40 (n, 4 H),
186 JkkFOazaVEA- [6.67 - B.B2 (m, 1 H), 6.87 - 6.90 (n, 1 3B
R0 3]+ —Ii-6- |H), 7.19 - 7.23 {m, 1 H), 7.26 - 7.38
i LRI (m, 1 H)y: ESI MS m/z 324 [M+H]+
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8=

T2

Nl

187 9/‘3

2-[(B-tert-TFILTz/F
CAAFI B AF I -2 3
SEROsz8JR1-
bI0.31 =% — -6
AL

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.30 (s, 8 H), 2.35 (s, 3 H), 4.19 -
4.32 (m, 4 H), 5.56 - .62 (m, 1 H),
6.67 - 6.72 (m, 1 H), 6.90 - 6.93 (m, I
H)y, 7.04 - 7.09 (m, 1 H), 7.22 - 7.26
(m, 1 H): ESI M3 m/z 312 [U+H]+

36

i.ﬁl
188 Si’

©s)-2-{[4-Z7I.740-
P-AFIE T ZIL-3-
A AT LR AT
L-23-DEEOrz4Y
RA-bl3lF -
—6-7LRFH IE

1H NMR (600 MHz, DMSO-dB) & pom 2.23 (s,
3 H), 2,39 (s, 3 H), 4.04 (dd, J=0.7,
6.8 Hz, 1 H), 4.20 - 4.38 (n, 2 H), 4.38
- 4.43 (n, 1 Hy, 5.62 - .68 (n, 1 H),
6.80 (br. s., 1 H), B.87 - 6.94 (n, 3
H), 6.97 (dd, J=7.8, 2.1 Hz, 1 ), 7.07
(td, J=8.b, 2.9 Hz, 1 H), 7.15 (dd,
J=10.1, 2.7 Hz, 1 W), 7.23 (dd, J=8.3,
6.2 Hz, 1 H), 7.36 (t, J=7.8 Hz, 1 H):
EST M3 m/z 382 [M+H]+

i
189 i (;:ZT’O

(28)-5-AFIL-2-3-(+

UZILAQ AR TS

FUAFILI23-DkEO

A8 1-bl0 3]+

=L -B-AIL TR
I

IH NME (800 MHz, CHLOROFORM-d) & ppn
2.35 (s, 3 H), 4.19 (dd, J=8.7, 6.4 Hz,
1 H), 4.26 - 4,36 (n, 3 H), 5.58 - 5.63
(m, 1 H), 6.76 (g, 1 H), 6.83 (dd,
J=8&.5, 2.3 Hz, 1 H), 6.90 (d, J=8.3 Hz,
1 Hy, 7.32 (1, J=8.5 H=z, | H):; ESI M3
n/z 340 [M+HI+

36

arel

2-[A-tert-TFIL-3-7
AL T/ FIAFILT
B-AFI=23-U FOE
AUl 31AFH
V= L-6-AILR UL

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.34 (s, 9 H), 2.34 (s, 3 H), 4.14 -
4.19 (m, 1 H), 4.22 - 4.31 (n, 3 H),
5.b4 - 5.60 (m, 1 H), 6.54 - 6.62 (m, 2
W, 7.17 - 7.23 (n, 1 H): EST M3 n/z 330
[H+H]+

36

191 rzjﬁﬁo

2-[A-tert=TFIL-3-7
WAL T/ FAF LT
5-AFI-23-UbEFOAE
AUl 3 AFH
U= L-s-HLAR R

1H NMR (600 MHz, CHLOROFOEM-d) & ppm
1.34 (s, 9 H), 2.62 (s, 3H), 4.10 -
4.15 (m, 1 H), 4.21 - 4,30 (n, 3 H),
5.168 (br. s., 1 H), 5.50 - 5.57 (m, 1
H), B.56 - 6.63 (n, 2 H), 6.73 (br. s.,
1 HY, 7.07 - 7.23 (m, 1 H); EST M8 n/z
348 [H+HI+

37

. I
¥

o-[(3-tert-T7F I 7z /F
LAAFIL A AT 23
DEFOrzER1-
bl.314 FH — -6~
AR FEHEE

1H NME (800 WHz, CHLOROFORM-d) & ppm
1.30 (s, 8 H), 2.53 (s, 3 H), 4.10 -
4.33 (n, 4 H), 5.14 (br. 5., 1 H), 5,53
- 5.58 (m, 1 H), 6.689 - 6.78 (n, 2 H),
6.92 - 6.94 (n, 1 H), 7.0%3 - 7.07 (m, I
H, 7.22 - 7.26 (n, 1 H): ESI US n/z 330
(U+H]+

37
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8=

{LE®4

T2

Nl

193

2-[3-7ILAa-4~(}U=7

WAOAFN T F]

AF b= AFI-23-35

FEOr=4 U2 1-6101,3]

FEH I8l
“hUIL

1H NME (800 WHz, CHLOROFORM-d) & ppm
2.35 (s, 3 H), 4.16 - 4,35 (n, 4 ),
5.67 - 5.62 (n, 1 H), 6.66 - 6.70 (m, |
), B.73 - 6.78 (m, 1 H), 7.22 - 7.28
(m, 1 H): ESI M3 m/z 358 [M+H]+

j=m)

36

194

oj/“ =
e AL

(28)-2-[(3-700-4-7
WAL T/ FAF LT
S-AFI-23-LFOE
H2A-pl3 1+
=6 R TR

1H NMR (600 MHz, CHLOROFORM-d) & ppm
2.35 (s, 3 W), 4.16 - 4.31 (m, 4 H),
b.b4 - 5.80 (n, 1 H), 6.76 (dt, J=9.1,
3.3 Hz, 1 M), 6.94 (dd, J=6.0, 3.1 Hz, 1
Hy, 7.07 (t, J=8.9 Hz, 1 H): ESI WS n/z
308 [M+HI+

36

195

:Z%\‘

(e=)-2-[(35-2»0O0
T/ FIAFIL AT
W-23-Dk POz
[21-b101 817 47—l
-5-FILR TR

IH NMR (600 MHz, CHLOROFORM-d)
2.35 (s, 3 H), 4.10 - 4.36 (n, 4 ),
.61 - b.B4 (m, 1 H), B.77 - 6.83 (m, 2
H), 7.00 - 7.07 (m, 1 H); ESI US n/z 324
[U+H]+

& ppm

36

196

e

(25)-5-AFJL-2-{[3-(}
UZIAOAFIIF/F
DAFIL2 - DR O
AU -3+
W |V Ry Vo it Y DI

1H NMR (600 MHz, CHLOROFORN-d) & ppm

2.36 (s, 3 H), 4,17 - 4,40 (n, 4 ),

5.b8 - 5.85 (n, 1 H), 7.07 (dd, J=8.5,
B Hz, 1 HY, T3 (s, 1T HY, 7.20 (d,

=7.8 Hz, 1 H), 7.43 (t, J=8.1 Hz, 1 H):
I

2
J
EST MS n/z 324 [M+H]+

36

197

@ AT

2-[A—-tert=TJFIL-2-T7
WAL T/ FAF LT
B-AFI=23-U FOE
H2A-pl3 1+
=6 R TR

1H NMR (600 MHz, CHLOROFORM-d) & ppn
1.28 (s, 9 H), 2.34 (s, 3H), 4.23 -
4.30 (m, 2 H), 4.31 - 4.38 (n, 2 H),
5.62 - 5,69 (n, 1 H), 6.89 - 6.84 (m, |
W, 7.04 - 7.14 (n, 2 H): EST M3 n/z 330
(U+H]+

36

198

‘z/’:’l\]

X

o-l2-7ILAa-4-(})=7

LAOAFN T ]

AF b= AFI-23-35

FEOr=4 U2 1-6101,3]

G —IL-E-HILh
“hUIL

1H NMR (600 MHz, CHLOROFORM-d) & ppm
2.35 (s, 3 H), 4.22 - 4,41 (n, 4 ),
.55 - 5.B1 (m, 1 H), 6.96 - 7.06 (m, 3
Hy: E3I U3 n/z 358 [M+HI+

36

199

=M

@

o

9”

Je ol
OH(/N/

*Q”(

2-{[3-200-4-(F) 7l
AOAAFII T/ E L ]AF
IWA5-AFI-23-TEF
O-rz4%21-b101.317
FH = IL-6-AILR =k

1H NME (800 WHz, CHLOROFORM-d) & ppm
2.36 (s, 3 H), 4,08 - 4,41 (n, 4 ),
5.b8 - 5.64 (n, 1 H), 6.84 - 6.87 (m, |
W, 7.02 - 7.06 {m, 1 H), 7.61 - 7.85

36

UL (m, 1 H): ESI MS m/z 358 [M+H]+
oooooao
Oo0oooo[3®0]0o0y 00000000
0000000000000 00000000O0000O00O0O0O0O0O0O0O0O0OoOOoOOan
0
0000000000000 000000000000000O0O0O0O0O0O0O0OOoOOOaO
000000 [@O0OO0000000000000000000000000000000
00op000000000000000000000000000O0O0OO0O0OO0O0O0O
0000000000000 000000000O0D0 0000000000000 0a0
0000000000000 000,.000000000000000000000000
0000000000000 00000000000000000O0O0OO0OO0O0OO0OOO
0000000000000 000000000000000000000O0O0OO0O0Oan
0000000000000 000000000000000O0O0O0O0O0O0O0OOoOOOaO
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L& ECso(nM) | | k&M | EC5o (nM ) | | & | ECso (nM ) | | L&Y | EC (nM )

1 8.7 46 18 101 189 152 602

2 149 47 428 102 87 156 104

3 32 48 358 103 < 10000 158 115

4 127 50 < 10000 104 30 159 5.7

6 39 51 < 10000 105 5 160 12

7 278 53 < 10000 107 852 161 24

8 49 54 73 108 29 162 14

9 12 56 31 109 432 163 21

10 10 57 < 10000 112 178 164 27

11 14 60 128 113 93 165 146

12 97 61 283 114 13 166 115

13 215 62 107 115 48 168 523

14 0.97 63 4134 117 109 169 199

15 < 10000 64 274 118 227 170 368

16 181 66 24 119 < 10000 171 73

17 33 67 307 120 280 173 10

18 1.7 68 25 121 78 176 326

19 285 70 82 122 21 177 199

20 330 71 28 123 24 178 67

21 93 74 < 10000 124 741 179 12

22 296 77 39 125 28 180 21

23 3638 78 280 126 11 181 784

24 19 80 206 128 100 182 842

25 342 82 10 129 35 183 128

27 < 10000 83 154 130 121 184 87

28 30 84 92 131 118 185 897

29 395 86 27 132 25 187 106

31 < 10000 87 < 10000 133 23 188 < 10000

32 758 88 81 134 < 10000 189 347

33 22 89 10 135 74 190 19

34 231 90 26 136 339 191 201

35 168 92 10 138 39 193 592

36 81 93 580 139 62 195 575

40 786 94 < 10000 140 11 196 < 10000

L1 < 10000 96 < 10000 143 < 10000 197 64

42 < 10000 97 < 10000 148 13 198 711

44 70 99 < 10000 149 98 199 199
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