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MeE (Ca) REMHERE (FHAH FLIPR £ F & & A F
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Il

\

[%& 1]
E x ICs50 ( nM)
11 4.3
69 4.7
151 11
311 2.6
356 8.8
380 9.5
382 11
449 2.4
492 2.3
501 12
662 2.4
942 4.6

2. kEVMHMNE NGF FHMEZSBETEZHEEMS
fli
e ZBA trkA SEEBREYE - LI Wistar &
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E (HAR SLCAARE#M) BEABHSE BMATKLOR T4
G (0.5%H it B W) 10mg/3ml/kg KB (0.5%H
WA REW) 3ml/kg - & F 60 HE® > ZHMEBT K
A F S0pl/site Z £ B g H /K3 lpg/ml NGF ( NGF» g
RKFE 258 BEMAA) REY  BEHRBEHFEKRET 1%
AL EAR (FRPREHERBE KF ) 3ml/kg # F#% 10
THEKRNEMEE  EHFEREEPIRSEZ 16 N - R &%
MU OB R h o2 BT B R R 0RO E R (
WERR 620nm) W E »H FAKEMHBEEHELEE - H NGF
BRPFHAMNUZFLTEREREELETE LB KE FBLZFE L
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> R AEYH IR - HERRTR T E 2 F - &
BT HEANABZHALSYWHNRE NGF ZHEmMEE B K
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il

[& 2]
Ex i # R (%)
151 93
311 90
356 97
380 88
382 92
492 91
501 85
862 91
942 95

3. ke MH N EBRK (CPA) FEHERBEZMFH
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M RE W) Sml/kg & 5~30 o 8% > A1 Lt @ B W E
KEMBZIFERBERE  UBEERREBREBRERER T E
HERBEREE - LR TFTZMEMBRS 100% - 5 &M
BRTHLEVWZIERBEREEZEBMALE HERTRK T E
3 H oo
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[& 3]
E x M & "RTHRTFMEHEEME | ERAEKRESE#LX
(mg/kg) (77 ) (%)
151 10 30-90 147
356 10 30-90 180
380 10 30-90 152
382 3 5-65 134
477 3 5-65 161
492 10 30-90 177
501 10 30-90 157
599 3 5-65 147
942 3 5-65 153
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O ————
7 ggs’ % MS(FAB) m/z:
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F F
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Me\ 8
8 P '
d -MS(FAB) m/z:
O, 220 ([M+H]*)
F 9
9 | No MS(ESI) m/z:
199 ([M+HJ*)
F
. NO, 10
10 | N® MS(ESI) m/z:
F Cl 231([M-HJ)
NN .
11 F/LO NO, | MS(ESI) m/z:
223([M+HJ*)
Cl
2 No, 12
12| Me [T ] MS(EI) m/z:
O N 188(IMJ°)
Cl
O~ 13
13 N/ N02 MS(EI) m/z:
Me 188([M]")
Me % 14
14 Boc@—é MS(FAB) m/z:
Me ONH, | 272 ((M+H]*)
Boc C%NHZ 15
15 \N N MS(FAB) m/z:
Me 272 ([M+H]*)
Boc
\ Me 15
16 l} MS(FAB) m/z:
CONH2 272([M+H]*)
Boc “’"e 15
17 | N N MS(FAB) m/z:
CONH, 258([M+H)*)
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l\(l 15 NO, 27
18 QN MS(FAB) m/z: | | 28 @QH MS(ESI) m/z: .
C 286([M+H]J*) o) 222 ([M+H]*)
19 C\OZM:e :NOZ o7
19 MS(FAB) m/z: 09 MS(FAB) m/z:
241([M+H]) .
ANOG 308 ((M+H]*)
20 (HCl)
20 Q< MS(FAB) m/z: @\;’2 27
174([M+HJ") 30 | N OCONHZ MS(FAB) m/z:
H O 21 (2HCI) 251 ([M+H]*)
21 CONH, | MS(ES) miz: o, .
144 MHHY) | 139 | F O MS(FAB) m/z:
Me % 21 (2HCI) H,NOC | 283 ((M+H]")
22 Hl\f N? MS(FAB) m/z:
M ONH 1472 ([M+H]*) Ozm 27
° 32 | Me MS(FAB) m/z: -
K N,Me 21 (2HC) HNOC | 279 ((M+H]*)
23 g Y MS(FAB) m/z: 5
R 2 27
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Me oHO| 33 O7 MS(FAB) m/z:
’ e izheh Mé  HNOd | 278 (MeHIY
N
24 | HN 7 MS(ESI) m/z:
CONH, | 158([M+HJ") F. NO, 27
HN o 34 7 MS(FAB) m/z:
21 (2HC H,NOC 283 ([M+H]")
25 N MS(FAB) m/z:
me”  CONHz N CONH,
+ +
172(IM+H]) 0, 07
35 MS(ESI) m/z:
HN e 21 (2HCI) N 265 (M+H]")
26 N~ MS(ESI) m/z: L_N-Me
LcoNH, | 186((M+H]") o,
0O, o7 N 27
O 36 \\/N7 MS(ESI) m/z:
27 g MS(FAB) m/z: COZMe 337 ([M+H]+)
F HNO 283 ((M+H]) HNOC
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H,NOC
NO, H,NO NO,
BN
38 Q MS(API) m/z: "O\ 27
277 ((M-H]) 46 N MS(FAB) m/z:"
ngH 305 ([M+H]")
© H 27
39 MS(ESI) m/z: sk
H | 253 (IM+H]") O, OH 27
5 ' 47 »Cf MS(ESI) m/z:
Me~g’ 0, ion | 225 IMHHD)
o) 27
40 MS(ESI) m/z: 0,
K/N> 343 ((M+H]") AN 27
H,NOC 48 | S_ U> MS(FAB) m/z:
’ 266 ((M+H]*
NG, H,NOC (IM+HT’)
41 MS(FAB) m/z: I 27
NN | 202 ((M+H) | | 49 N MS(FAB) m/z:
(o 269 ((M+H]")
H,NOC
P
Me—S NO, , NO,
2
7 27
42 O:N/\ MSES) miz: | | s J? N/\!
+ N MS(FAB) m/z:
NN | 327 (ueH]) N 305 QMo
H,NOC H,NOC
; NO, N o,
27 l: I 27
43 ; N\\/j,‘\, MS(ES) miz: | | 51 N/\ll\l MS(ESI) m/z:
F 7 | 301 (M+HY) Y | 290 (M+HT")
H,NOC H,NOC
H,N. /° NO,
S NO
o U 2 27 /\l 27
44 N MSESHm/iz: | 92| K/N MS(FAB) m/z:
ON> 344 ((M+H]) €0, H, NOC 323 ([M+H]")
H,NOC
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/~\ 27 2
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NG 64 L LN MS(FAB) m/z: -
¢ : H,NOC 283 (M+H]")
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HZNOC> 299 (M+HI) | | 66 H MS(ESI) m/z:
236 ((M+H]*
NO, e. (M+H]")
i:j @) e
"\ 27 2 27
>8 B U MS(ESD m/z: | | o7 -Boc | Ms(FAB) m/z:
r 343 (M+H]")
H,NOC Me % | 336 (M+H]")
éfoz 27 OH NO, 57
MS(FAB) m/z:
> _ QCONH S(FAB) m/z: | | qg QN MS(ESI) m/z: |
0 267 (IM+HT) 7| 203 qu+H
H,NOC (M+H]*)
O, 27
/\  Boc 0, 27
60 w MS(FAB) m/z: | | o @ MS(ES) mz
CO,Me | 366 ([M+H]*) / 205 QMHHT
27 0, 27
61 U‘B“ MS(FAB) m/z: | | 70 @ MS(API) m/z:
CO,Me | 366 (IM+H]") 191 ((M+H}¥)
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0, 27 27
" O\ MS(FAB) m/z: | | g1 Q‘Q MS(EI) m/z: -

COEL | 279 (IM+Hp) o NO, 235([M]*)
©: 27 CONH, .
72 MS(ESI) m/z: ‘N No,
CONH, ' 82 LN/ MS(EI) m/z:
250 ([M+H]*) N \ . 283(M]")
°, 27 (CONH,
73 Q—Me MS(ESI) m/z: 83 N/\\N TOZ VS El27 /
OH 252 ([M+H]*) ~ N= \ 28(3([)l\/|r;')z.
0, 27 i
CONH,
74 MS(ESI) m/z: NO, 27
CO,Et 279 ([M+H]*) 84 N~ l MS(El) m/z:
Ns .
o, ” - 268([MJ*)
75 MS(ESI) m/z: CONH, )
7
EtO 293 ([M+HJ* N NO,
X WY 1 les| LN MS(ESI) m/z:

©; 27 Br F | 361(M+H])
76 "Q MS(ESI) m/z:

OH 223 ([M+H]¥) 27

g6 | HO~ N MS(API) m/z:
doz 2 e 02| 281qmeHp)
77 N\B\c MS(API) m/z: 2V€
OMe | 237 ((M+H]*) (CgHz NO, ”
Cgfp 27 87 N\\, NQ MS(ESI) m/z:
78 —-Me MS(ESI) m/z: F 361(M+HJ*)
o 236 ([M+H]") Br
0, 27 * NO:z O 27
79 d MS(API) m/z: | | 88 ©/ N~ MS(FAB) m/z:
CO,Me | 251 ((M+HJ*) HO— 223(IM+H})
[N NO2
CONH, 27 N= 27
80 N \o. |MS(FAB)mz | | 89 QCOZMe MS(ESI) m/z:
Me}“\Q 2| 279(IM+H}) " 282([M+HJ*)
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NOfI§TF

CONH2
< O 27
90 D‘l p 2 MS(FAB) m/z:
S/ 271([M+HJ*)
Cl\ONH2
N/\l N02 27
91 K’N\/SrBr MS(ESI) m/z:
N- +
LR 347([M+H]")
Br
27
92 N MS(FAB) m/z:
NO, CO,Me 359([M+H]")
OH
CONH,
. NO 27
93 N \ MS(ESI) m/z:
o 300([M+H]")
NO, —~ 27
04 @ O | MS(FAB) m/z:
N
\) 223([M+H]")
\ =N 17144827
05 ) OH | yis(FAB) miz:
NO, ™ OH | 254(qM+HF)
17144827
96 N OH | msEn miz
NO, ~"0oH 252([MJ*)
\\N 27
97 7 l\\l\/ o} MS(FAB) m/z:
NO,~-N 237([M+HJ*)
98 | ol NN F | msEs)mz
CoMe 300((M+H]

- 88 -

27
99 | Hof NN MS(ESI) m/z:
CoMe 300([M+HI)
CONH, Q
¢ 27
N N -
100 /\Q N, MS(FAB) m/z:
Me 293([M+HJ")
[ ) 27
101 QN MS(FAB) m/z:
Me\N NO, '
(conn, 307(M+H]*)
O] =
102| Me, /Q NO, | MS(ESH miz
N 293([M+HJ*
L_coNH, )
* 27
103 C/N MS(FAB) m/z:
s NO +)
HG 2 209([M+HJ")
Br
27
104 N 1 MS(ESI) m/z:
N 2
343(M+H]*
4c:ONH2 (V)
NO, AN
1) |
~
105 N" N MS(FAB) m/z:
280(M+H]*
CO,Et (IM+H)
CO,Et
106 N MS(FAB) m/z:
297([M+HJ*)
. |
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CONH, »7
LN/\ N02
107 _N MS(ESI) m/z:
CN | 304([M+H]")
JCONH, ™~ _
N ) 27
108 N MS(FAB) m/z;
FCCN | 322(M+HY)
NO, ~C
\ 27
109 ~N N MS(FAB) m/z:
i, 285([M+HJ*)
CONH
% 2 27
N O .
10| N/ MS(ESI) m/z:
N Br 344([M+H]*)
CONH
L2 27
N NO
111 (]\1 A2 MS(ESI) m/z:
| .
Negy 300([M+H]*)
ONH,
N NO, &
112 LN MS(ESI) m/z:
| .
Ns Me 280([M+H]*)
CONH,
G 27
113| “-N_NO; MS(FAB) m/z:
N, 329([M+HJ*)
Br
CONH,
8 z
114 —N_NO, MS(ESI) m/z:
N, 265([M+H]*
/ Me (IM+H]")

CONH,
27
N Noz
115 — MS(ESI) m/z:
N, /
\ 276([M+H]*
N (M+H]*)
CONH,
\?j\ 27
116 N)/:\é“oz MS(FAB) m/z:
N .
~Lco e 309([M+H]*)
CONH,
O 27
117 N{\{\'Oz MS(FAB) m/z:
_ 285([M+H]*
N (IM+H]*)
CO,Me
N~ OH 2
118 C} MS(ESI) m/z:
~/"NO, 296([M+H]*)
CO,Et
7
NO, 2
119 N MS(ESI) m/z:
Cl 313([M+H]+)
HO
IS =
120| \ N _~ MS(ESI) m/z:
HO— N\l 240([M+H]*)
CO,Et o7
NO,
121 N@ Ve MS(ESI) m/z:
3 309([M+H]¥)
ONH,
122 LUN o, | MS(ES) miz:
3
NO 3 349([M+HJ*)
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CONH,
N N02 27
123 =N MS(FAB) m/z:
YN 281(IM+H]*)
Me-0O
CONH,
CN NO, 27
124 {:\g MS(FAB) m/z:
281([M+H]*
J N\Me (IM+H]")
HN—Boc o 27
125 I\C‘N © | MS(FAB) miz:
336([M+H]")
CONH,
[
N NO, 27
126 \/Ngij\ MS(ESI) m/z:
Cl 356([M+H]*)
CNF
N 27
127 (t@“\/’ MS(ESI) m/z:
) NO, 250([M+H]J*)
N NO: 128
128 ‘\/Nﬂ Me | usEsi) miz
Br O 318([M+H]+)
CO,Et
NO, 27
129 N~ MS(ESI) m/z:
N E 298([M+H]*)
C\FS3,/O N/BOC 130
130| O” \O,Q MS(ESI) m/z:
368([M+NaJ*)
Boc
C\Fs o N 130
131 8¢ /@ MS(ESI) m/z:
O 368([M+NaJ*)

' 132
NH, ——
132 Cl\\l/C( MS(El) m/z:
258[M]*)
CO_Et
2 N 02 27
133 N/ \ MS(ESI) m/z:
N=~""Me 294([M+H]*)
CONH,
LN/\ NO, 27
134 (UN v MS(ESI) m/z:
CHF,
o) 331([M+H]*)
0O, 135
— MS(FAB) m/z:
135 Q ' Boc | 323 ((M+HT')
F
?oc NO, 135
136| N™ 3 MS(FAB) m/z:
319(IM+HJ")
?OC N02 135
137 % MS(FAB) m/z:
319([M+H]*)
I/30c
N NOZ 135
138 Z MS(ESI) m/z:
E F 341([M+H]*)
B\oc NO, 135
139 N\J\Q MS(ESI) m/z:
E<F 341([M+H]*)
Boc
\ NH
140 MS(FAB) m/z:
tN 300([M+HJ*)
B\:‘: NH, 140
141 ! MS(FAB) m/z:
CN 312([M-HJ)
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151

)

H,NOC

265 ([M+H]*)

-91 -

02 Me 21 02 14
MS(FAB) m/z: .
142| ¢ ;—N ;\IH o o || 152 < éi@ MS(FAB) mi/z:
Me x H,NOC 277 ((M+HI)
©, 21(CFsCOoH) 0, Me 14
\ 223 (M+H]") | [ 153 donm '
. o 2| 293 (IM+H])
HN™ N9 _21 (HC) 0, e 14
144 MSEShm/z: | | ,g, . MS(FAB) m/z:
219(M+HT") Me HNOC | 293 (IM+HJ)
H,N 21
145 HN/\}’Q MS(E) m/z: > -
' MS(FAB) m/z:
+H1+
N ” ” H,NO
146 N MS(El) m/z: LCO,T\*? NO, 14
N
NH, 199(IMJ*) 156 \\,NQ Me | MS(ESI) m/z:
CN NH 21 Br o 375([M+2H]J*)
147 N MS(EI) m/z: CONH,
(o~ NO, 14 |
NH, 213([MJ*) N
157 _N MS(ESI) m/z:
E é/CNH 21_(HC)) O | 307([M+H]")
148 MS(ESI) m/z:
NO ) CONH,
2 241([M+H]*) (N NO 14
158 P 2 MS(ESI) m/z:
| NH 21_(HC) 298([M+H]*
149 MS(ESI) m/z: FFYF M+HI)
NO, 219([M+H]") (CONH, 14
N NO,
159 MS(FAB) m/z:
APET R R Oy [t
150 MS(ESI) m/z:
£~ "NO, 241(IM+H]") FONHz o, 14
N .
o " 160 ) MS(FAB) m/z:
MS(ESI) m/z: 2T0(M+H)
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CONH,
170 ‘\/N\Q'}"e MS(ESI) m/z:
O | 205qm+Hp)
o)
> o 171
171 CE MS(API) m/z:

225 ([M+H]*)

CONH
LN \2 NH2 14
161 \J\@ MS(EI) m/z:
F 249([M]*)
CONH, .
162 NJ\Q MS(ESI) m/z:
CN 257([M+HJ*)
CONH
£y \2 NH, 14
163 O\@ MS(ESI) m/z:
CN | 27NIMHHE)
CONH G 14
164 kN 2 MS(EI) m/z:
233(IMJ*)
EONHz Noz 14
165 N\D\Q MS(EI) m/z:
ot 207(IMT")
?Ozr\ _27-14
MS(ESI) m/z:
166 NN
F H2N007 297 (IM+HT)
;O?\ _27-14
MS(ESI) m/z:
167 N
" 7 | 279 (M+HP)
H,NOC
0, 27-14
168 o , MS(FAB) m/z:
MeO H,NOC 296 ([M+H]*)
<C0NH2 NO, 2714
169 Q /\ MS(ESI) m/z:
N= 280([M+H]*)

0, 171
172 OH MS(ESI) m/z: .
OH 239 ([M+H]*)
CONH, NO, 173
N ) .
173 N F | MS(ESI) m/z:
AN 308([M+HJ*)
QO:Me  No, 174
174 \ N MS(ESI) m/z:
By 343([M+H]*)
O,Et 175
- NO, MS(FAB) m/z:
175 O 363 ([M+H]*)
HzNocr\>
H, 176
176 /—r\\l MS(FAB) m/z:
CONH, | 221 ((M+H]*)
H2
— 176
177 H MS(ESI) m/z;
o) 192 ([M+H]*)
H2
— 176
178 NN MS(ESI) m/z:
H,NOC 235 ([M+H]*)
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O,Me F Hz/_\ 176
k —70 | |188 NN | MsEag) miz
179 MS(FAB) m/z: H,NOC 253 (M+H]*)
278 ([M+HJ*)
CO,Me 189 zié @\ MS(FAB) m/z:
<@NH2 Pv— Y| 285 queHr)
180 N MS(FAB) m/z:
. H, 176
292 ([M+H]*) — _176
CONH, 190 MS(FAB) m/z:
H, 176 F H,NOC 253 ([M+HJ*)
181 \ -Boc | MS(FAB) m/z: O,Et
275 ([M+H]*) H, 176
5 k 176 191 /\ MS(ESI) m/z:
182 “::>EONH MS(FAB) m/z: kv{ﬁ 335 ([M+H]*)
*| 221 (M+HY) H,NOC
NH
Hzx—\ _176 : 176
183 F U> MS(ESI) m/z: 192 COM I\\j;/\\N MS(ESI) m/z:
H,NOC | 253 (M+HJ) = No 307 (IM+H]*)
2
H, 176 ™
/~ \ 2 176
184 | M MS(FAB) m/z: d @ us “FAB /
HNOC | 249 qM+Hp) | | 192 (FAB) m/z:
H,NOC 247 ([M+H]*)
H, 176
/~\ - H, 176
185 NN MS(FAB) m/z: e
> 194 MS(FAB) m/z:
®Hwee 24 ) e | 263 (IM+H]Y
ﬂ___ H2 !,Vle * 176 .
F H,NOC 253 ([M+H]") e CONH, | ,co (M+H]")
H, P 176 H, Me 4 176
187 '\_}‘l) MS(FAB) m/z: | [196 Loy, | MS(FAB) miz:
MeO  H,NOC 265 ([M+H]*) Me 2 | 263 (M+H]*)

-93-




200808788

H, f\ 176
197 N) MS(FAB) m/z:
H,NOC 249 ([M+H]*)
176
198 ‘BOC MS(FAB) m/z:
CO,Me | 336 (IM+H]*)
176
199 ‘BOC MS(FAB) m/z:
<o ,Me | 336 ([M+H]")
Hz 176
200 V\Q—OH MS(ESI) m/z:
209 ([M+H]*)
H, N‘i‘f 176
201 MS(API) m/z:
247 ([M-H]")
H, H 176
202 Oﬁ‘ MS(ESI) m/z:
OH | 223 ((M+H]")
H2
QR /\ 176
203 Me g od MS(ES!) m/z:
HN 313 ([M+H]*)
H, — 176
204 "O‘N O MS(FAB) m/z:
262 ([M+HJ*)
H
O\\ 2/_\ “‘_176 ~
205 B MS(ESI) m/z:
Me H,NOC | 297 ((M+H]*)
H, 176
/\ —
206 | F U7 MS(ESI) m/z:
F H,NOC 271 ([M+H]")

H2
N /\ 176
207| 2 ¥ MS(FAB) m/z:
HNOC | 414 (M+H]*)
H, 176
/\ —
208 U7 MS(FAB) m/z:
F F HNOC 271 ((M+H]*)
S
209 N/ﬁ MS(FAB) m/z:
Kg"‘"‘ 275 ([M+H]*)
210 N MS(ESI) m/z:
F H,NOC 267 ([M+HJ*)
H, oH 176
211 @' MS(ESI) m/z:
“OH 195 ([M+HJ*)
H, '
176
/\ —
212 </;§*U> MS(FAB) m/z:
H,NOC 236 ([M+H]*)
NH
Fﬁ 2 176
213 NN MS(EI) m/z:
H,NOC 238 ([M]*)
Hzm 176
214 Uw MS(FAB) m/z:
F CN H,NOC 276 ([M-HJ)
H2
176
/\ —
215| € _,: f\_)\l> MS(ESI) m/z:
OMe H,NOC 266 (M+H]*)
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222 ([M+H]*)

CO,Me

H, 176 H, 176
/\ —2 —
216| NC U> MS(ESI) m/z: | |226 Q MS(ESI) m/z:
H,NOC 260 ([M+H]*) CO,Et | 249 (IM+HF)
HZ/_\ 176 Hz 176
217 NLNS [ MsFAB)miz: | |227 MS(ESI) m/z:
MeO,C H,NOC 293 ([M+H]*) EtO,C 263 ([M+H]*)
H, H 176 H, 176
218| ¢ Oﬁ, MSES) miz: | |08 y\Q MS(API) m/z:
N OH 1 224 (M+Hy) op | 193 (M+HT)
7 " — k _176
219 '\zN OCONH MS(FAB) m/z: | |229 N MS(ESI) m/z:
%l 222 (M+H]") COMe | 207 (M+HJ)
H, 176 H, . _176
290 O MS(FAB) miz: | |230 N Jrte | MS(ES) miz
J 294 ([M+HJ*) o) 206 ([M+H]")
c/ CN HZNOC -
H, 176 N -
COMe | 221 ((M+H}H) N CONH, 239(M+H]")
H, 176
222 N\ MS(FAB) m/z: LONH, 176
COEt | 249 (M+H]) N NH, P
232 K,N@ MS(FAB) m/z:
H, 176 NeASE 254([M+H]*)
223 MS(ESI) m/z: CONH,
CON: | 200 (M+H] NS N 176
A, 176 233 QN\Q MS(ESI) m/z:
OH LY A .
224 d@ MS(ESI) m/z: CN F 278([M+HJ*)
OH 195 ([M+H]*)
[ :l 176
Hz/—\ S 234| HO N MS(API) m/z:
225 —Me | MS(FAB) m/z: NH,
251([M+H]*)
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NH, '
176 ~CONH, 176
235 N(j MS(El) miz: | |244 ll\l N MS(El) m/z:
% HO—' 192(M]) Me\Q NH, | 262qM})
CON
W N 176 g’ Hi(;:> 176
236 “OQN = | msEshymiz | |2*° ,J,,E\C/NH A MZS(E(') mz:
NH, 2 48([MJ*)
Co,M 252([M+H]*)
CONH2 : <CONH2 176
L o~?% NH 176 (2HBr) N  NH,
N 2 246 :
237 \VN%/Br MS(ESI) m/z: AN Me | MS(FAB) m/z
N-N ' 265(M+H]*)
Me” N 317(IM+H]) O
NH, 176 (HCI) Me " /@ 176
238 @.Nr\ O | MSESH m/z: | |247 }\,C/ Yy MS(ESI) m/z:
k) 193([M+H]*) L conn, | 263(MH])
CONH
Ly~" NH 176
239| N /\N %}2 msEsymiz | | N 176
N= 250([M+H]*) \ NH, MS(E!) m/z:
240 Q‘N\/\\o MS(EI) m/z: N// 76
NH .
2 205(IMJ*) 249 @N N\ MS(FAB) m/z:
=N _Y° | e cogt  NMa | 2s0(MsHY)
241 \_¢ \__N MS(El) m/z: -
NH, 206([M]*) 176
on p— 250 N MS(FAB) m/z:
—e NH X
242 QNC):OH MS(EI) m/z: CO,Et 2 267([M+H]*)
NH, 222(M1" H,N
176
F Q (\N
[ N 176 2511 (3 N MS(ESI) m/z:
243 u,\ Lom | MSES)mz <CONH2 274([M+HJ")
co,Me | 270M+HI) CONH, o
5 Nﬁﬁ NHz
52| LN 2~ MS(ESI) m/z:
Ne~Me | 249(M+H]")
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253

176

MS(ESI) m/z:

235([M+H]*)

254

176

MS(ESI) m/z:

245([M+HJ*)

262

176
MS(ESI) m/z:
210([M+HJ*)

263

176
MS(FAB) m/z:
306([M+HJ*)

255

176

MS(FAB) m/z:

179([M+H]*)

256

176

MS(ESI) m/z:

279([M+H]*)

264

176
MS(EI) m/z:
276([M]+)

257

176

MS(ESI) m/z:

292([M+H]*)

265

176
MS(EI) m/z:
263([M]*)

258

176

MS(ESI) m/z:

266([M+H]*)

266

176
MS(EI) m/z:
267(IM]*)

259

176

MS(EI) m/z:

250([M]*)

267

176
MS(ESI) m/z:
301([M+H]*)

260

176

MS(ESI) m/z:

319([M+HJ*)

268

176
MS(FAB) m/z:
270([M+HJ*)

261

176

MS(ESI) m/z:

279([M+H]*)

269

176
MS(FAB) m/z:
254([M+H]*)

270

176
MS(El) m/z:
223(IM]")
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CO,Et

d-iz OH * 27-176
271 @ MS(ESI) m/z:
OH 195 ([M+H)*)
H, 27176
272 d@ MS(ESI) m/z:
OH 179 ([M+H]*)
H, 27176
273 d@\ MS(API) m/z:
OH | 207 (M+H]")
NH, 176
274 \_ >N OH | MS(API) m/z:
N 194([M+H]*)
CO,Et NH 27176
275| F{ N \@2 MS(ESI) m/z:
N 268([M+H]*)
PN NH, 276
276| NN~/ MS(ESI) m/z
NSCeN | 275(m+Hr)
Me Me CONH,
Me ‘W
HN-_o N _277
277 N N—’ | MSESI) m/z:
% NH, | 349(MeHI)
N /Q Br 278
278 I MS(API) m/z:
coNH, 313(M+H]*)
H,N \ /N cl 278
279 N MS(ESI) m/z:
CONH, 255([M+HJ*)
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NH, 278
280 N MS(ESI) m/z:
cl 282(M+H]*)
AN~ n-Me 278
281 N MS(ESI) m/z:
CONH, 251(IM+H]*)
CONH,
N NH, 2718
282| N MS(ESI) m/z:
En L Cl 326([M+HJ*)
CONH,
LN/\\ NH, _218
283 ‘VNQ MS(ESI) m/z:
B | s
H, 284 (HCl)
084 d@ MS(FAB) m/z:
NG H,NOC 260 ([M+HJ*)
CONH,
N ,\ N H2 27-176-284
285 \_N MS(FAB) m/z:
E CN | 278([M+HJ")
H, — 286
286 | Cl U> MS(ESI) m/z:
HNOC | 269 (IM+H])
HZ/__\ 286
287 U> MS(FAB) m/z:
Cl  H,NOC 269 ((M+H]*)
H, L 286
288 U> MS(ESI) m/z:
Br  H,NOC 313 ((M+H]")
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H H N Br
d@ 286 erll/\j/ _ 286
289 | ped \_/5 | msEymz | |298 N N MS(ESI) m/z:
H,NOC 261 ((M]*) CONH, 314[M+H]")
H.N
H, 286 2 msr 266
__ 286 N
290 \ MS(El) m/z: 299 N MS(ESI) m/z:
F H,NOC 249 ([M]*) CONH, 299([M+HJ*)
CONH CONH
AN/\‘ 2 NH 286 kN 2 NH2 286
291 LN “{52 MS(ESN m/z: | [300 \ MS(FAB) m/z:
S/ 241([M+H]*) 246(M+H]*)
CONH, QONH, N, 286
éN/\\ NH, 286 301] N MS(FAB) m/z:
292 K/NQ MS(ESI) m/z: / 246([M+H]+) |
F 331([M+H]*
Br (IM+H]*) E’\?NTZ NH, 286
HzN@ 286 302 O\QF MS(ESI) m/z:
293| Ho[ Br | MS(ESI) m/z: F 268(IM+H]")
co,Me 329([M+HJ*) H, 203
HzNQ 303 /_\ O MS(FAB) m/z:
Br 286 N CONH, '
294 N MS(ESI) m/z: 221 ([M+H])
Co,Me 313([M+H") ;:Hz 304
304 MS(FAB) m/z:
HZN 286 N\BOC 262 +
N . —=— (M)
295 MS(ESI) m/z:

& i 268([M+H]* K 305
CONH, MHHEY 1 108 rCl MS(ESI) m/z:
H,N~Cl CONH, | 206 (IM+H]")

| 286 :
206 @ N MS(EI) m/z: jf“g_\ _ 14
. MS(FAB) m/z:

<CONH2 269([MJ*) 306 UL (FAB) m/z

7N | 260 (IM+H])

H,N_~_Cl N

[ 286
297 N"'N MS(EI) m/z:
CONH, 254(IMJ°)
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/f% H, 316 (2HCI)
- /f _14 | |316 A NH MS(FAB) m/z:
307 N\ N\)N MS(FAB) m/z: 175 (M+H]*)
r 261(M+HI") H >
N, , 6_(2HCI)
B 317| F \ NH MS(FAB) m/z:
H oF 308 193 ((M+HJ*)
3 .
308 NI N \([)( MS(FAB) m/z: H, 318
Pz 269([M+H]*) 318 \ NH MS(ESI) m/z:
OYCF3 309 OMe 205 ([M+HJ*)
NH :
309 MS(F(AB) miz: H, "
< 5—7< N-Boc | 389 ((M+H]) .
4 319 / MS(FAB) m/z:
232 ((M+H]*
HO N-Boc 300 H,NOC ([M+H]*)
N E— H
310| ) cF MS(ESI) m/z: 2 14
) 390(qM+Hy) | [320] F \ P MS(FAB) m/z:
O H.NOC 250 ([M+H]*)
Oy, CF, 309 2
v —=— H
311 H MS(FAB) m/z: 2 14
F 407 ([M+H]*) 321 \ MS(FAB) m/z: -
HO Boc +
MeO H,NOC 262 ((M+HF")
" 2 CONHZ
312 -Boc | MS(FAB) m/z: 2 NH, _ 322
HO 203 (M+Hp) | [322] N N\ /N | MSES) miz:
H, 312 N= 233([M+H]*)
313| F ” MS(FAB) m/z: fONHz NH, 323
Boc | 310(qM1) | |323] N a MS(ESI) m/z:
314| \_/ N | MS(ESN) miz F H, 324
NH, Boc | 294(IM+H]*) ( N0 |MS(FAB)mz:
=N M 21 ey | |2 YN\) 306 (IM+H")
315 \_/ NH | MsEsi) miz (o
NH, 194([M+H]")
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H, 325 (2HCI) Boc Me * 335
305 m MS(FAB) m/z: | |335 \H/\/O\Me MS(CI) miz:
H,NOC 234 ([M+H]*) 190([M+H]J*)
H, 325 * gn ° 336
326 F‘d—@ MS(E) m/z: | |336 H’l;e MS(CI) m/z:
H,NOC 251 (IMI") Mej’éo 162(M+H]")
HN 325 X Me 4 337 (HCI)
327 NO/QF MS(ESI) m/z: | |337 Me= >_/O MS(FAB) m/z:
%ONHZ 252([M+HJ*) Me 104(IM+HJ")
H Me, 337 (HCI
%Nj@ 325 | (338 MO0 * MS(FAB)(m/z?
328 c N e MS(ESI) m/z: Me 104(M+H]*)
CONH, 262(M+H]) o
(CONHZ NH, 325 339| H,N |? MS(FAB) m/z:
329 U@ MS(FAB) m/z: HO N 155((M+H]")
248([M+H]") @ o
CONH, 0 340
cl 966 | (340 L\_/(s MS(ESI) m/z:
330 MS(EI) m/z: NH, | 2080M-H)
Cl 203([M]*)
Me, s | 30
@o 564 341 O " MS(API) m/z:
331 ‘\1 MS(ESI) m/z: | 2 | 132qM-H})
H2N 0 194([M+H]*) @o 340
Q_z(o 564 342 l\?e‘}d(s MS(ESI) m/z:
332 ,8;'_40 MS(ESI) m/z: Mo NH, | 238(M+H])
meNHz2 | 222([M+H)¥) 5 ”
(0] 333 @) 1"
333 HZNJ\,\A/&VOH MS@AP) miz: | [oF Hil Ve b “;j::\[;'i :]/?
118(M+H]*) 2
O?’gi o i R N-Boc =
334 HN ob MSES) miz: | 1944 I\ MS(FAB) m/z:
222(IM+H]") 259(M+HJ")
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S cl 340 0
H,N I
345 ° % MS(FAB) m/z: Q\(N S 349
Cl | 220(M+H]+) | |354 H @ MS(FAB) m/z:
O 333-334- N\fo 306([M+H]*)
o o 0|, :
Sy{-Me MS(ESI) m/z: S YB\H
H,N Me 274([M+NaJ*) Q N b 349
355 N MS(ESI) m/z:
Me 347 H
\ o~ — 279([M-HJ)
347 O—\ MS(EI) m/z:
N-N  NH )
2| 169(MJ") 5 s Owe 240
S __ 347 | |356 N)LN\\/O MS(ESI) m/z:
348 S | MsESl) sz H 293((M-H)
2 160([M-H]) 5 on
5 349 QN 8 _
N~ | ——— |357 N ¢ MS(ESI) m/z:
349 H C{ MS(ESI) m/z: OH 279(M-HI)
* 263([M-HJ) .
Nj OH | __349 (AL _ 349
350 N "O MS(ESI) m/z: | |358 H _{‘:\ MS(FAB) m/z:
* 265([M+H]*) k Me O 265([M+H]*)
S
X _ 349 * o N0 349
351 H MS(ES)) m/z: | 359 d N >V Mo | M(FAB) iz
HO,C | 293(IM+H]) Me 267([M+H]*)
Of __ 349 M
352 j\N/\( . * 9 Sy 349
H L | MS(FAB) miz: NN o .
264([M+H]*) 360 HM e Me | MS(FAB) m/z:
267([M+HJ")
Ni 349 -
353 N 0 MS(FAB) m/z: X 0 i 349
HO 279(IM+HJ*) 361 H EWI MS(FAB) m/z:
‘O | 263([M+H}")
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% S i OH 364
i )LNQ 3849 | 1372 HN NJ; MS(ESI) m/z:
362 H [ | MS(ESN) miz: o TSI
Me~© 265([M+H]") * g OH 364
373 |, N*N:r MS(ESI) m/z:
Me 2N L HE
k S -0 349 OH 175(IM-HJ)
3 : * 364
363 N)LN L | Ms(FAB) mz S G
H 295([M+H]") 374 >\"N gy MS(API) m/z:
AN Me 161([M+H]*)
j\ 364 S " —
OH —
1z A
364 | H,N U MS(ESI) m/z 17| LN JLN/\ VST 7
161([M+HJ") L
64 Me" 161([M+H]*)
3
365 HNj\r\O“OH MS(ESI) m/z: JSL Me % __ 364
2 . N/ :
161(M+H]) | |376| HoN o MS(FAB) m/z
364 Me M 163(IM+H]*)
S
366 HzNj\l\O\ MS(ESI) m/z: T _Me sk 364
COMH | 187(M-HP) | |377| HN NK/O MS(FAB) m/z:
b _ 364 Me " “Me | 163(M+H]+)
367| H,N N/YO MS(ESI) m/z: S K 364
K/NH 158([M-HJ) 378| H,N" N7\ MS(CI) m/z:
Ni 364 "0 159((M+H]*)
368| H, '\O\/OH MS(FAB) m/z: % § O 364
175(IM+H]") | 379 HZNJLNK/ Me | msEl miz
O 190(IM]*)
364
369 HzNiN/\ _/<0 MS(FAB) m/z: i OMe 349-364
U Me | 202([M+H]*) 380| H,N hr}’l;\/ MS(ESI) m/z:
N Me on 349-364 149(M+HI)
370 HN>\7N\ < MS(ESI) m/z: EtOZCI\ ® 381 '
? Me 147(M-H) | (381 s MS(FAB) m/z:
s (O« 364 224 ([M+H]")
Me —
371 N)LN MS(API) m/z:
k O 191(M+HJ*)
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382

381

MS(FAB) m/z:

314 ([M+H]*)

383

381

MS(FAB) m/z:

277 ([M+H]*)

392

381
MS(ESI) m/z:
285 ([M+H]*)

384

381

MS(FAB) m/z:

276 ([M]*)

393

381
MS(ESI) m/z:
256 ([M+H]*)

385

381

MS(ESI) m/z:

236 ([M+H]*)

394

381
MS(FAB) m/z:
270 ([M+H]*)

386

381

MS(FAB) m/z:

236 ([M+H]*)

395

381
MS(FAB) m/z:
298 ([M+HJ*)

387

381

MS(ESI) m/z:

236 ([M+H]*)

396

381
MS(ESI) m/z:
228([M+HJ*)

388

431

MS(FAB) m/z:

251 ([M+H]*)

397

381
MS(ESI) m/z:
256([M+H]*)

389

381

MS(ESI) m/z:

257 ([M+H]*)

390

381

MS(ESI) m/z:

257 ([M+H]*)

398

381
MS(ESI) m/z:
228([M+H]*)

391

381

MS(FAB) m/z:

271 ([M+H]*)

399

381
MS(ESI) m/z:
226([M+H]*)
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400

381
MS(ESI) m/z:
258([M+H]*)
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CO,Et Boc
2 381 //\I__JO\Me 381
401| N MS(ESI) m/z: N —
) O 411 NS MS(FAB) m/z:
S 306([M+H]") \ 4 386MH]
COzEt 381 %k COZE'(
402 /'}i\/\/O\Me MS(ESI) m/z: COZE‘ 381
S 230(IM+HP) | |412 \Q‘\ N: ) MS(ESI) m/z:
COEt Q S O | 257 M+H]*
2 @ 381 * Me (M+H]*)
403 /f})l{o MS(API) m/z: CO,Et 381
S . N Boc —
Me Me 334(MHHI) | 1443 Z/' \ [ | MS(FAB) m/z:
Z s N .
NN 0O . Cl
/ MS(ESI) m/z:
404| \ K Me ( )m+z CO,Et 381
CO,Et 206(M+HE) | 1414 N ol | MS(FAB) miz:
CO,Et 381 s 316([M+H]*)
405 2/‘&/\/0 MS(ESI) m/z: Coft o 381
S (e O | 33a(M+HP) | |415 ( N MS(FAB) m/z:
SO w k S Me 257(M+HJ")
Me ool
N
406 \[\>,N’ OH | MS(API) m/z: CO,Et Me k 381
S Me | 245(M+HJ]Y) | |416 Q‘?’ N )\,O\Me MS(FAB) m/z:
CO,Et 281 S Me 259([M+H]")
N
407 Z/;‘ o MS(ESI) m/z: CO,Et ;we %k 381
Me Me o) 348([M+H]*) 417 \(\i"YN qO\Me MS(EI) m/z:
COEtL O 281 8 s 258(IM*)
408 | ;ﬂo MS(ESI) m/z: COEt .~ 381
i) Noo [
287(IM+H*) | |418 ( NS MS(FAB) m/z: |
CO,Et OH 381 * 8 255([M+HT)
409 \\:N\>_N o MS(ESI) m/z: CO,Et gO\Me 381
S / 273([M+H]*) 419 \l \>—N e} MS(FAB) m/z:
/
CO,Et S k| 287qM+H})
N OH 381
410 /S\>—N:( MS(ESI) m/z:
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420

Et02§\|\l
4 I e
° Nkyj\(ﬂ)eMe

349-364
2381
MS(API) m/z:
273 ([M+H]*)

421

O,Et

349-364
-381
MS(ESI) m/z:
313 ([M+H]*)

422

349-364
381
MS(FAB) m/z:
285 ([M+H]*)

423

349-364
-381
MS(API) m/z:
261([M+H]*)

424

349-364
-381
NMR: (CDCI3)
0.79-0.92(4H,
m),1.36(3H,t,J
=7.1Hz),2.69-

2.76(1H,m),
3.33(3H,s),
3.67(2H,t,J=
5.3Hz),3.83(2
H,t,J=5.3Hz),
4.34(2H,q,J=
7.1Hz),7.44(1
H,s)

425

425
MS(ESI) m/z:
242([M+H]*)

QO.Et  -CF, 308-337
NN
O D 349364
426| g ° 0 381
MS(ESI) m/z: .
325([M+H]*)
EtO, 427
|N\ 7\
427 s = MS(FAB) m/z:
Cl 269 ([M+H]*)
O,Et
428
128] ¢ B\ :
S ,\O—/(o MS(ESI) m/z:
NH, | 284 (IM+HI)
O,Et
7N 564
N e
429 S @\(O MS(ESI) m/z:
HO_ A~ _NH 342 (M+H)
0,Et
%
S jﬂN 564
430 MS(ESI) m/z:
368 ([M+HJ*)
HN\/O
(0
CO,Et 431
431 | mc MS(EI) m/z:
s Ly
H 250 ([M]*)
Boc (©- 335
N Me —
432 N& MS(ESI) m/z:
O 231(IM+HJ")
H
o, 21 (HC)
433 Q—/ MS(ESI) m/z:
O 132([M+HJ*)
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434

21 (HCI)

MS(ESI) m/z:

118([M+H]")

435

564

MS(FAB) m/z:

277([M+H]*)

444

21 (HC))
MS(ESI) m/z:
116([M+H]*)

445

335
MS(ESI) m/z:
268([M+H]*)

436

21 (HC))

MS(FAB) m/z:

177(IM+H]*)

446

442
MS(ESI) m/z:
102([M+H]*)

437

437

MS(FAB) m/z:

235([M+H]*)

447

336-440
MS(ESI) m/z:
244([M+NaJ*)

438

337

MS(FAB) m/z:

207([M+H]*)

448

448
MS(FAB) m/z:
88([M+H]*)

439

439

MS(FAB) m/z:

307([M+H]*)

449

449
MS(ESI) m/z:
287 ([M+H]*)

440

440

MS(FAB) m/z:

321([M+H]*)

450

449
MS(API) m/z:
245([M+HJ*)

441

21 (2HCI)

MS(FAB) m/z:

221([M+H]*)

451

449
MS(ESI) m/z:
243([M+H]*)

442

442

MS(FAB) m/z:

231([M+H]*)

452

449
MS(ESI) m/z:
241([M+H}+)

443

440

MS(ESI) m/z:

216([M+H]*)

453

449
MS(API) m/z:
271([M+H]*)

-107 -




200808788

CO,Et
CO,Et * 449 ‘N 8
[484] A NSNS | MSED Mz (Y o | MS(FAB) miz
\s M 270(MF) S | 290(M+H")
o)
Me 449
CO,Et Y oF —
455 N\Y \CO MS(ESI) m/z: N o __440
\_§ 257(IM+H)") | |465| | \>7<' Me | MS(API) m/z:
Sme Me 244(M+H")
CO,Et Q 456
486 ] N\>_Ni\j MS(ESI) m/z: COZEt O _ﬁ
241(IM+H]") | |466 \I\>_(\/ MS(ESI) m/z:
S Me 244(IM+HJ*)
EtO,C 449
N CO,Et Me 440
457 f \>—I\@ MS(ESI) m/z: N Me vSES) s
S 5 (M+HP) | |467 NZRe)
20 \_s 216([M+H]*) -
O,Et 171 —
N | s | | (oo 9 | s
458 >N ( ' N MS(API) m/z:
g | (488 Y
> or 259 (+H) S Me 216([M+H]*)
A — ° GO,Et Oy 440
499 \[S\ \_7 o | MSES) :/Z' 469 N\ © MS(API) m/z:
201 (hI SpMe Me 258([M+H]")
t 8
. Me Me 470
460 |”§_CS= MS(ESI) m/z: CO,Et oH | oot
S 275 (M+H}*) | |470 Ny v MS(ESI) m/z:
\_s 244(IM+HJ")
O,Et 8 — —
461 \ /P MS(ESI) m/z: CO,Et __ 442
| R N MS(API) m/z:
S (0] 291 ([M+H]*) 471 S
S 216([M+HJ")
COEt me O .
NN, [ coet 470
a62| N us@pymiz: | | | COEL Y@Me VST e
S 277(IM+HJ*) L d e 230((M+H})
COEt Mo N\ O 8 COEt Mo o | _470
AR : N MS(ESI) m/z:
463) \ N _N__JTO | MS(AP)miz: | |473 ®
D +
\_d 203(IM+H]*) S 230(IM+H")
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CO,Et

Me Me 474
474 \</ \o MS(FAB) m/z:
259([M+HJ*)

CO,Et pr 75
475 \<|:\S(\0‘© MS(FAB) m/z:
342([M+HJ*)

EtO, 476
476 }%—Q MS(FAB) m/z:
Br” S 314 ((M+H})

E“Ti}\ 477
O ey
477 SJ\O MS(FAB) m/z:
303 ([M+H]")

HO, Cl 605
478 }'\g_@ MS(FAB) m/z:
S 240 ([M+H]*)

HO, Br, 605
479 C}[%—@ MS(ESI) m/z:
S 286 ([M+H]*)

HO, r 605
480 c\l\//\g—d MS(FAB) m/z:
S 286 ([M+H]*)

O,H 605
481 }%_@_NM% MS(FAB) m/z:
S 248 ([M]*)

O.H 605
482 ‘-\:%—on MS(FAB) m/z:
S H 223 ([M+HJ*)

HO, 605
483 c\[m MS(ESI) m/z:
d H 223 ([M+HJ")
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484

605
MS(FAB) m/z:
223 ([M+H]*)

485

605
MS(ESI) m/z:
223 ([M+H]*)

486

605
MS(FAB) m/z:
208 ([M+H]*)

487

605
MS(EI) m/z:
207 ([M]Y)

488

605
MS(ESI) m/z:
208 ([M+H]*)

489

605
MS(ESI) m/z:
196 ([M+H]*)

490

605
MS(ESI) m/z:
199 ([M+HJ*)

491

605
MS(ESI) m/z:
215 ([M+H]*)

492

605
MS(ESI) m/z:
215 ([M+H]*)

493

605
MS(ESI) m/z:
231 ([M+H]*)

494

605
MS(FAB) m/z:
213 ([M+H]*)
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GO,H 605
495 k'\g_OOH MS(ESI) m/z:
S 229 ([M+H]*)

HOzC\:& 605
496 IS\ Q MS(ESI) m/z:
*k OH | 229 (M+H")

Hozﬁj\y 605
497 L @ MS(ESI) mz:
* oH | 229 (M+H)

O,H 605
498 '}'\g_OO_\H MS(ESI) m/z:
S OH | 259 ((M+H]*)

HO,C 605
499 T;g—@o MS(ESI) m/z:
215 (M+H]")

HO,C N 605
500 E S\>—l\__/s MS(API) m/z:
229 ([M-H])

CO,H 605
501 \['\B_@Szo MS(API) m/z:
S 247 ((M+H]*)

HO, o 605
502 ﬁ[&*@so MS(API) m/z:
263 ([M+H])

OH 605
503 N:\ P | MsEsl) miz:
S NH, | 256 ((M+H]*)

CO,H

Z‘& 605
504 S "{3\(0 MS(ESI) m/z:
HO\/\/NH 314 ([M+H]*)

-110 -

S 605
N —
505 Qf MS(ESI) m/z:
o)
340 (M+H]*
|
o)
HO
z'}hg_ — 605
506 |S WH MS(ESI) m/z:
O | 228 (M+H})
COH Me>/M 605
507 \[N\%l\_pMe MS(API) m/z:
S 245 ([M+H]*)
O,H p 605
508 |'\S_ ove | MS(APY) miz:
\—t 257 ((M+H]*)
O,H 605
CF
509 | ,\gfl\(:/osMe MS(ESI) m/z:
S 285 ([M+HJ*)
HO, 605
/4
510 Q\' SP MS(FAB) m/z:
273 (IM-HJ)
CO,H s
N
511 /»\CMG MS(ESI) m/z:
) .
Mo 200([M+H]*)
Me
coh 605
512 N2 MS(API) m/z:
S 228([M+HJ*)
COZHN 605
o)
513 \E?/@ MS(ESI) miz:
214([M+HJ")
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GO,H Q 605
514 \<N/\YQ MS(ESI) m/z:
\_s 200([M+H]*)

CO,H 605
515 \Cw MS(ESI) m/z:
\ S 198([M+H]")

CO,H S 605
516 \EN-YC/ MS(ESI) m/z:
\ S 230([M+H]*)

CO,H P 605
517 \(‘NYC/ =0 | Ms(FAB) m/z:
\_d 262([M+HJ")

CO,H OH 605
518 \ N\>\/\l MS(API) m/z:
S 188([M+HJ")

GO,H O— 605
N Me —_—
519 | \)\/\/ MS(ESI) m/z:
S 202(M+H]*)

COH Me 605
520 \Ns—~g-Me | msap) miz
\ S 188([M+H]J*)

CO,H _Me 605
N o —
521 [ \>\7C_ MS(API) m/z:
Sve M| 216qMeH)

CO,H OH 605
522 \ny/y[Me MS(ESI) m/z:
S Me 202(M+HJ")

' s NN 605
523 N/>—<\_/)\/O MS(ESI) m/z:
CO,H Me | 238qM+H]")
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COH - me o 605
524 \C’W MS(ESI) m/z:
S 200([M-HJ)
CO.H
rj ) 605
525 =\ O [MS(FAB)m/z
NS 220(IM+H]*)
Me Me, 605
CO,H N O __ 605
526| \ n={ “—/ |Ms(FAB)m:
S 231([M+HJ")
Me Me
CO,H OH _ 605
527 N= MS(ESI) m/z:
S 214([M-HJ)
COH  O<pyte 605
528 N MS(ESI) m/z:
| >N 0o (ES m/z
s 259([M+H]*)
COZH ;S\H 605
52| YNy ' o MS(ESI) m/z:
S 245([M+H]*)
X OH 605
CO,H —
530 \TYN MS(ESI) m/z:
\d gy | 248(MeHP)
)
Mex s 605
Boc /{ \ -
531 \N\JN N MS(FAB) m/z:
% HO,C 358(IM+H]")
CO,H O 605
N _N._"" —
532 g 0 | MSES)miz
k \_s Me 229([M+HJ*)
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co,H (* N Boc 605
533 N~"We MS(ESI) m/z:
\_S 325([M-HJ)

B

COzH rj@ 605
534 \N\ o) MS(FAB) m/z:
S 314([M+H]")

GO,H cl 605
535 2/7?‘ ol | MS(FAB) m/z:
s 288([M+H]*)

GO,H ! 605
536 \ N\>,N O | MS(ESI) m/z:
S 215([M+H]*)

COH O 505
537 | N\>7N MS(ESI) m/z:
S 213([M+HJ*)

CO,H 605
NN > —
538 D MS(ESI) m/z:
* TS Me | 213(M+H)

GO,H 605
539 \N\7/N: ) MS(ESI) m/z:
%k =S F 217([M+H]*)

0

CO,H Ve __ 605
540| | N<_N MS(ESI) m/z:
\ \g 243(M+H]*)

Cco,H Me 605

N

541 N%( \CO MS(El) m/z:

\_S 228([MJ*)
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COH ™o 605
542 \\\T\YN\/, MS(ESI) m/z:
% —S  Me 229([M+H]*)
COZH Me O,Me 605
543 N\\fN MS(FAB) m/z:

s me * | 231qmenpy

COH Me J_Me 605

544 \N\YN\) MS(EI) m/z:
S Me ¥ | 230qmp)

CO,H O 605
545 \@\7/“ oy | MS(FAB) miz
* S Me T | 2a3qmep)
002 n\o 605
546 \(\EI\YNB\ MS(FAB) m/z:
* s 227(IM+HJ")
GOH  Os e 605
He |
547 | k R N MS(FAB) m/z:
s” 259([M+H]+)

O,H M 381-605

e
HCI
\

548 '25‘ N__OMe MS(ESI) m/z:
217 ((M+H]*)

O,H 381-605

H HBr)

SR ome | B
549 S ’\—/ v MS(ESI) m/z:
203 ((M+HJ*)

COH  Boc 381-605
550 ﬁ“»_CN) MS(ESI) m/z:
S 311((M-H])
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GO,H “Me 440605
551 kN\ y MS(ESI) m/z:
S Me € 230(M+HJ)

CO,H 605
552 tN\}N ~Me | MSESI) m/z:
S \_,I 243(IM+H]*)
COIZ\lH N/Me Me 349364
\&\7/ 5 381605

S / (HCI)

NMR:

(DMS0-d6)

1.08(3H,d,J=
553 5.9Hz),3.07(3
H,s),3.24(3H,s
),3.45(2H,d,J=

6.0Hz),3.64(1
H,dd,J=5.9,6.0
Hz),7.53(1H,s)
11.77(1H,brs)

O,H 554
554 ,'\g_OO Ac | MS(FAB) m/z:
S 271 ((M+HJ*)

O,H 555
555 T[%_OCOZH MS(FAB) m/z:
S 285 ((M+HJ")

j\ 556
556| HN" N"-OMe | \sEs) miz
Me 133([M+H]*)
O>\_NC>/O\/Me 556
557 H,N MS(ESI) m/z:
173([M+H]*)
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O,Et )Vle 558
558 %’\3_,\#0,% MS(ESI) m/z:
O 229 ([M+H]*)

O,Et 558
559 ':\[N)—OOH MS(ESI) m/z:
0o 241 ([M+H]*)

EtO,C 558
560 Tg\gi O MS(ESI) m/z:
225 ([M+H]*)

CO,Et o 558
561 \N\7/N ) | MsEsl) miz
o Me 270([M+H]+)

CO,Et 558
562 \&N\ 0 MS(ESI) m/z:
O 226([M+H]*)

/O\<:>l 605
563| TBS ‘CO,H | MS(ESI) m/z:
257([M-HJ)

BocHN '

= 564
564| HO—. \ MS(FAB) m/z:
M0, % 340([M+H]J)

Me

OYGO __ 964
565 /10 NH MS(ESI) m/z:
HY c'/ o Me X | 255 ((M+H])

HOS 566
566 | MeO,CN" YN | MS(ESI) miz:
* NN | 226 ((M+H])

HOS 566
567 MeOZC/\” 7SN | MS(ESI) miz:
k F | 226 (M+H]*)
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HOJ 566
b 3 : !
568 A MS(FAB) m/z:
MeO,C H |
259 ([M+H]*)
/TBCS €o OH 564
569 © ’(_ MS(ESI) m/
% N tome | MSES)mz
360([M+H]")
TBS _ o 564
3 [ —OH —
570 N MS(ESI) m/z:
* CO,Me | 360(IM+H}*)
”f OH 564
571 Q N‘( MS(FAB) m/z:
k Boc COMe | 317(M+H]")
Boc
’\\' o) OH __ 564
572 { ﬂN MS(ESI) m/z:
7% COMe | 333qM+H])
TBS
S N on| 4
573 R/ MS(ESI) m/z:
* COMel  360(1m+H]")
" OH
CO,Me
oj,NH 564
574 | Br MS(FAB) m/z:
332([M+H)*)
o }:OH 564
Co,Me —
575| o H MS(FAB) m/z:
]
Me * 192([M+HJ*)
Me o
Me pro _ 564
576 \ OH | \is(FAB) m/z:
% COMe | 220([M+H]*)

%OZMG _ 577
577 o\ \ MS(FAB) m/z:
NHBoc | 320 (IM+H]*)

MeO, 577
578 };}—Q MS(EI) m/z:
Cl 238 ([M]")

MeO, 577
579 ¥o\ QN | MS(FAB) miz:
205 ([M+H]¥)

MeO, 577
580 i[o\ \_N,N MS(FAB) m/z:
206 ((M+HJ*)
MeO, 577 .

581 } ) \_r\/g MS(ESI) m/z:
O 206 ((M+H]*)

O,Me 577
582 c\:\ \_ »OMe | MS(FAB) m/z:
o 235 ([M+H]")

CO,Me Boc 577
583 \IN\>—§N__> MS(FAB) m/z:
O O 313([M+H})

TBS |

O/ 0o 577
584 X ) <}\1 | MS(ESI) m/z:
MeO,C 340([M+H]*)

JBS 577
585 OO—fNO_/Z MS(ESI) m/z:
MeO,C 340(IM+H")

TBS o 577
586 O\O‘«Ny MS(ESI) miz:
CO,Me | 340(IM+HJ*)

-114 -




200808788
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o) 577 EtO
O T S _ o7 2 __ 9596
587 L\ coMe | MSES)mz | 1597 | // MS(ESI) m/z:
Boc ™2 297(IM+HJ*) 0 224 ((M+H]*)
Br 9 \ 577 EtO, 596
588 @o MeONC MS(FAB) m/z: | |598 Io\ g l MS(ESI) m/z: -
2 311([M+HJ*) 208 ([M+H]*)
Me EtO
o O 2
= 27 577 ckN\ ; 596
589| Me N MS(CI) m/z: 599 | O*‘(Nj MS(ESI) m/z:
MeO,C 200([M+H]*) Boc | 307 (IM+H})
O CO,Et
O [\ __ 517 2 S~ 600
/s N N -
590| Me N MS(FAB) m/z: | 1600 \N\>/<-) \ /| Msap) miz:
MeO,C 172(IM+H]*) O 301[M+H]")
CO_Me
NN 21 Yl e 60t
591 | \)O MS(ESI) m/z: 601 I;J { XMe MS(FAB) m/z:
197(IM+HJ*) 40 OH 185(IM+H]*)
CO,Me O}—Me 592 /N 0o 602
592 /f\\l> N MS(ESI) m/z: | |602 g \/7*<\N Me | MsEl miz:
* o U 239([M+HJ*) Me 166([M]*)
\O | 598 ? " 603
593 5 N MS(ESI) m/z: HQ N\ Me | ———
MeO,C 226(M+H]") 603 T\ MS(FAB) m/z:
0 273([M+HJ*)
o) § 5\
O 593
594| HO N MS(ESI) m/z: OH CO.H 604
MeOC | oos(v+HIY ®/S¢ N £O2 _ 604
604 P MS(FAB) m/z:
0 503 ©
How/ \... < _ 993 220([M+H]*)
595 N MS(ESI) m/z: 5T
MeOZC 226([M+H]*) 2 Iw &_
EtO, 596 605 o MS(ESI) m/z:
596 }\ // MS(ESI) m/z: oA 197 ((M-HI)
o 208 ([M"'H]*) 2 _.GOL_
606 w oy | MS(ES) miz
o) 213 ([M+H]*)
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HO, 605 COzHN 605
607 g&@ MS(ES) m/iz: | |618] ] 9—@0 MS(ESI) m/z:
197 (IM+H]*) ° 198([M+H]*)
O,H Ve 605 CO,H ok 605
608| ['S>—N ome |MSESHmEZ | |61 ENYO/ MS(ESI) m/z:
o 201 (IM+H]*) 0o 210(IM-HJ)
HO,G _ 605 COzHN S \ 605
609 T& \ N | MSES)m/z: | 620 \&\ N MS(FAB) m/z:
191 ([M+HJ*) o) 196([M+HJ*)
HOZCT L = 605 CoH B 605
610 | o \ N | MSES)miz: | |60 \ENYE:\ MS(ESI) m/z:
192 (IM+H]) Ly~ -0 297((M-H])
HO,C 605
611 Tg\g—cl} MS(ESI) m/z: CO,H N/‘Q 605
192 ((M+HP) | (822 | YQ MS(ESI) m/z:
HO, 605 4 273(M+H]")
612 r\io\ \ MS(FAB) m/z: CO,H OH 605
Cl | 223(M-HI) | |g23 | N\> ..... MS(ESI) m/z:
613 [ < MS(FAB) m/z: Ch?z” Q 605
NHBoc | 304 (IM-H]) | [624] 67/\0 T MS(FAB) m/z:
e o 208([M+H]*)
2 I \ 7 CO H 605
614 o = | MsEs)miz N /<Me =
180 (M+H]*) 625 \ \7/\0 Me MS(FAB) m/z:
HO,C P o) 186(M+H]*)
\[ Nl e CO,H
615 o = MS(ESI) m/z: N _Me 605
196 ([M+H]*) 626 \</\\(\O MS(FAB) m/z:
HO,C ; 605 \ 0 158([M+H")
616 Io\ o) | Ms(FAB) miz: ) O,
180 ([M+HJ*) Na @ Me | —805(Na)
IO o 627 - N:(N | MS(ESI) m/z:
2
617 f N>—<:>/OH MS(ESI) m/z: 07/”&0 2410
O 212(IM+H]")
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CO,H Me);o 605
628 I f\\i N MS(ESI) m/z:
* 5o \j 223([M-HJ)

HO, 629
629 j[o\ \_N MS(ESI) m/z:
H 207 (IM+H]*)
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UT#HERARE R ZEETiE - K 6~68 it &
HoBHRO 1~FEE 1202 B A 2F T 5 A E KA
EFERRESTEMAIHEHB TG ERE  HMEHEZE KO ZR
RN ExFEK (Syn) WE -

" 17

aF N-[2- (BEKE) -6- (4-FHEIRW-1-H) XE
]1-2-K K -1,3-BB W -4-FF % 950mg Z Z 8 > 10.0ml & |
moA ¥ BB 10.0ml - H oo K T INAEH G E B
310mg Z 7k 3.00ml W » A& > EZB| TH|HE 5 M -
RE®RSPMAKUNEAMSGEN  HFHREMRRKSE @B BE
ZBREZBR FHEREBEUVBEREWN® (KA1 @ HE
=95 5) e - MHESE 3- (4-FHEIRBK-1-KE ) -2-{[ (2-
FE-13-BEW-4-F) KREIEEIFEHFRE 123mg »

B p 28

W O2-FRE-N- (2-MROF-1-E R E D) -1,3-1E W -4-F %
300mg > MEOE 200pl A Z & Z %% 10ml 1 - FEE | T > #0
ZEER 180pl EFER THEA 1 H KE®RRSMNAKERS
oAKBE® > DLEMGEDN > MBS - LU EARSEXR
BE O FFEBBERWBEREBMRE (A @ HE=100:1
) KR MBS N-[2- (4-ZEEERG-1-F ) X E]-2-F
H-1,3-E W -4-F i 230mg

-118 -
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" e Bl 29

W 2-FKE-N- (2-UROF-1-F 2K ) -1,3-mE M -4-FR B
300mg > MEmE 600pl R Z & Z %t 10ml > H b » =8 T Hm
FRHBRZE 708ul EEBRTESL | H - KE®RS MAR
MEahkE®R  LDERGEDN  AHRBELSHE - BEZLHEE
BRERE - MERBRERVWBERBNE (R @ BE=100:
1) R MRE 4- (2-{[2-FE-1,3-B0-4-5 ) % &K
EIXE) -1-IRH A ZE 213mg -

"l 31

O O2-F B -N- (2-0R M -1-E R ) -1,3-mE K - 4-FR B%
300mg > MEOE 600pl A Z & Z #% 10ml > H b - = B F i
HEEE S70pl EFEW THEE 1 H - KEWRSTMWABRESE
MK BEWR > LEMBGENR  FAREBESELZE - DREZRSEE
BRER > FMERBRBERARBEREBNE (K1 @ HFE=100:
1) & > MHEB/ N-{2-[4- ( FBEEE) IRY-1-2 1% 5K )-

2-K E-1,3-mE M -4-FE BE 315mg -

" i pl 36
w1 (2-{[ (2-F E-1,3-ME MW -4-5 ) B 5 g )%

i

HD) OKIE-4-78F Z B 2.18g A H [ 100ml o > H b » 7 %
BN IM & S KE IR 20ml > FE S0OC F##B 3 /A
B o REEW T # fn 1M B B K& | 20ml > DL&E (5 - M
Mtk - WEBABERBR > WRBE 1- (2-{[(2-
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AE-13-BEW-4-FE ) BREIBEIFE ) IRKE-4-FREE 1.82¢

# i Bl 63

G 1- (4- (2-BE-2-TEZHE) 2-([ (2-% % -
1,3-ME Uk -4-% ) BOE KK E ) R0E-4-BE B 300mg 2
THF 6.00ml Z B ® WS » MA = Z 200mg > £ 0C T M
AZRZEE S00pl W TEE 3 H - KEREYER
e DlEREBNE (R FE=-95:5) M 78K
N-[S- (@B R E) -2- (4-FEIRME-1-5 ) K £ ]-2-% & -

1,3-M8 M -4-Ff i 239mg -

" il 68

28 1-(2-BEXE) UTBIE-3-BREKRHFE S00mg
DMF 20ml ¥ » EEH| T MA 2-F & -1,3-BE W -4-38 B
562mg > WSC + HCl 653mg > HOBt 460mg - i # # 8 /B
- RERFT MABEMNBKE S KBER > UDEGER - AR
MWz BEIlERELL  HEBEEZABEZRAER  FEHEBRAUNYE
EREEMNME (Cf * EtOAc=4: 1) B & » MBE K 1- (2-{]
(2-F E-1,3-mg g -4-FH ) REIEEIEE) I W®IE-3-%&
B HES 1.169g -

e <  wH LA EYW 969mg X H E 30ml > THF
10ml A » Hi - FEFEB| TN IMEE LN KBK 4.76ml

£ S0C THE¥H I H - XEWBR$BEMN IM BERKEBER
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4.76ml > D& FER > AIMBESELZERE - BB XEEKRSEH
MRS 1. C2-{[ (2-F E-1,3-me M -4-5 ) B & g HE X

) -3-MLmg g #E 708mg -

g Bl 76

aH 2-FE-N-[2- (4-R Mk E) X E]-1,3-8% -4-
M 2 700mg Z & {7 40ml BEH®F - mAM-&8FF B
30lmg > EER FTHEHE 4 M - RE®RSMA S KES
okEW > DLRMBEEN AHEHGBNRBE KREEBE® - MU
MBWEZBRERBE L - HEBEEXBEEZRERE  MEBBEUY

EREENE () KRR > I Iml F & & EH -
M p N-[2- (1-%F 8 7 & -4-60 5 W & ) K & ]-2-F & -

1,3-M M -4-fk i 457mg o

gl 77T k78

B8 N-[2- (1-5 8 FE -4-FBMHE) XE]-2-F X -
1,3-B M -4-Ff fix 300mg Z & {5 20ml & > 0 A B -& @&
AHEKE 124mg> EE R TEH 29 JNF - RER$B A
MmBaimkE®R LDRKEEXEW > AHREHABEDREBE KK
FROUMBMEZBRERABRZ  BEBEABEREARE  mE
REBUWBEMLBERE (K BE=10: 1) F & - @i
# N-[2- C1,1-Z & B v & -4-60 "B Wk & ) X H]-2-F K -
1,3-M W -4-Ff i 104mg ( H B 77) K N- (2- (1,4-Z %
BT E-4-FLEWME) KE]-2-FE-1,3- W -4-Ff i S6mg
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( & it Bl 78)

" i Bl 85

FH 2-FKE-N-[2- (4-UR0EHE ) K E]-1,3-88 %W -4-F
i B8 B¢ B8 200mg 2 DMF 9ml-Z F 3ml 2B B®K T > A
fix B #1 280mg > (2-B I Z & H) -F=ZTE _H EWI
108pl > FEE | TH ¥ 24 K - REBFMAK 100ml -
D&EBEWN > ERERBNRBE KERR > DK EBHEE
rEBRE  BEEABERER EHEBBEURBEREEBN
(&R FEE=40: 1) BH > 8K N-{2-[1- (2-{[5
=S TE(ZHE) PUOKEIRE L E) -4-TRE H X E
P-2-FE -1,3-E M -4-FE X 118mg -

FFBikEaEWBBEAEZE 2ml 1 - 1A 37%H B K& K
0.2ml > ZEE W TH#H 35 o8& - HEEABEREBEBR %R > H
Z BB E o MmE K N-{2-[1- (2-BZHE) -4-Ik g £ ¥

B} 2o -1,3-TE W AR W 49mg -

" e Bl 94

FH (2E) -3- (2-{[ (2-F H-1,3-mE 0 -4-5 ) 7R &
MEIEE) WIER P B 2.19¢ B N-FXHE-1-F & & -N-[
(=R EFWLHEE) FE]FLK 1.57¢ ZHFE 40.0ml &
WA SOC TmM#EALZ - H > BEEMNEHE=ZH LB, 46.3pul
LHE 10.0ml W > KRR - EMHERETHES 18 N -
RIERBSRWE  RBREUWBERLRBNE (KM 0 FE=97
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) REZ  BEBABLEYRZIEZ® O MA AME KL
R/ILBMIBEER  BREBEEBERER  mHERRRL-1-%
A -4 (2-{[ (2-FHE-1,3- M -4-5 ) BEIHEIEE)
ME o 0E -3-F Bk RS B B B8 2.35¢ -
g Bl 95

fooA g RO B BE R OB K WO AR R -1-2F B R -4- (2-(]
(2-2R B -1, 3-mE M -4-5 ) MREIKEIRFRE) MKIE-3-2
M F R EBE 235 DIEBEDNZ - FRE LB S
B BEBEABEIBRER FEBBESBN &2k WA
RULBRE-1-8 28 542mg > INBAER 1 N Z % > B E XK
MNE®R 82 MAFBERBE BMABERK 3 N -
RiEREBRFTEREUWRBEEBERNE (K @ B =92
F8) BB MEGR A -4 (2-([ (2-FE-1,3-mK- 4.5
) MEIEE}ERE) WWIZEIE-3-% 8 FE 123mg -

' pl 99

aH 2-F E-N-[2- (1,2,3,6-1U & -4-Mf ng & ) ¥ % -
1,3-IE W -4-FE [ 8Bk 8 170mg 2 THF 7ml 2 B B K+ -
MA=ZKE 030ml 2% > KB TMAZFEHEWIEER
MBE 170pl > E£XH THEHE 8 H - K IEW®S A K
100ml > LZ B Z B ZEH > AHEHE N & B KEKS®% -
Dl B ez R B ® - MBEEABBER  FEBEHRAEG
1oml ¥& 3 > 1 G 4- (2-{[ (2-2F & -1,3-m 0 -4-5 )
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HEEIFEHRE) -3,6-Z -1 (2H) -MEE B fZ 172mg -

B Hl 100

B 2-F H-N-[2- (1,2,3,6-V0 4 -4-M g 5 ) % &£ )-
13-mE-4-FE fZ B BR B 170mg 2 THF "ml X B & W+ >
MA=Z g 0.30ml- K F A 4-U5 W E&R 60pl £

MR 2N o REW®SF M AK 100ml > L EtOAc %
N EHERABENRBE KESRR  DRBMHIZRERBEZ
- BB AEERER > B BEHRHIE Sml H G & EHE
mEES N-{2-[1- (4-M5 0k B M E ) -1,2,3,6-14 & -4-0 1g % ]

E

KEY-2-FE-1,3-BEW-4-FEfZ 165mg -

Bl 119

28 2-(4-LEHE) -1,3-BER-4-% K LB 414mg
HE 1oml @RS > MA 4M G & # KB K 2ml > £ 2|
THR®P® 2R NKEWRFTMA IM BEKBERAER
MR - REBEAXBERERZ  BEPMNAERE=
B 20ml- f£ 80TC THHRK  WEEXABREREZ  B5
BER & B K 10ml- 0 A 1- (2-f & FHE ) -4-1k 1€ B
fZ 329mg> = Z & 1.25ml> £ E | THEH —K - A8

MEaMKBEREETRNRERSY  BENABEEY BB
ZRET-FEREARR  BBRAEBEEY  FEBHRE
i A 4AM &t & /EtOAc W - BB AMK - BEH - Z B
hRE R E o MRS 1-[2- ({[2- (4-MfoE &) -1,3-88 ¥ -
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4-E I EIHE ) FE]-4-IRERE K BE KB 320mg -

BBl 130

T A8% R | BB W 3.00ml Y N-{2-[4- ( 2-f% % -2-
W& 2 &) Mk W -1-F JFE }-2- (6-F K HUbg -3-% ) -
1,3-mE M -4-Ff % 125mg f - EEW T HBE 25 5 8# - BE
RiERER > FMBRBRERZIE®RET  MHEB N-{2-[4- (2-
M E-2-BEZLE) IRW-1-F 1K HE}-2- (6-F & -1,6-— &
MEme -3-F ) -1,3-ME W -4-Fflf REHHE 123mg -

" 142

oA #EEE & 8.0ml Y 2- (6-¥E -3-MbmE E ) -1,3-mE
Mg -4-Z B 360mg > 7E 90TC T #H# 8 /JNHF - WMEEMEER
HR®R BREBRBRWBE Sml - A 1-(2-EXE
) -4-UR UE B AZ 355mg - FEEW| ONEH —® o A 8RR BB
AWK BHRMNKE®R > UL EtOAc ZZ W % » BB FH 1M &
BMEKBERERR BEZXBEZREBRE  FEHEBRBEUWRBE
EEMEk (S5 @ EtOAc=1: 0~1: 1) B&® > M HHE 2-(
6-% -3-MEmE H ) -N-[2- (4-F E-1-IRog & ) X & ]-1,3-1%

e -4-Ff BZ 79mg -

BB 146
BOA 4M R AL/ BEkE 100ml B 4- ( 2-{[ ( 28 W -4-

H-1.3-mEm-4- 8 ) BREIKEIXRE) IRW-1-BBEE=T
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B 17.1g> EE | THE®E 4 K - REKRKER > B FEFP
BaaiE®dE mES 2-1 W -4-F -N- (2-0g o -1-F K &

) -1, 3-mE Wk -4-Ff i BERREE 8.33g -

g B 167

EERT > M A[4- C2-{[ C2-15 Wk -4-% -1,3-8% i -4-
H)) BREIEREIEFE) RW-1-B]ZHMWE 500mg > WSC
+ HCl 275mg > HOBt 194mg A& BH W 105mg 2~ DMF
4.0ml T - WHEHE 6 /K - RIERF MAK > EIAR
BT BN ZER > MA 4M &1k & /EtOAc B
BA®EARER  WHRE 2-U5 W -4-F -N-{2-[4- ( 2-0F W -
4-F -2-F E L K ) IR WF-1-E IO B }-1,3-mE K -4-Ff Bt B R

@ 564mg -

"Bl 169

BH N-(2-{4-[2- (2,5-Z & -1H-ME 1 -1-% ) -2-F &
L E DUk WE-1-F PR ) -2-0% Wh -4 -1,3-m M -4 B R
400mg Z THF 4.00ml-> /K 1.00ml 2 EAB®F > M A 4-
BHE W -4- 8P 120mg> WHEMLHEZ 0.08M 5 =T [
wW 1.00ml ZFEZER FEAS 24 B - 1A B MR AR E
kKB Z®’ > UL EtOAc EZHL - B F M & B Kk %9
‘o LMBSETZRE  BEEXBEIBRER  EHEBEIUWY
BEREENSE (K5 FE=95:5) H& - ZIVWERZE
Z® o MmA 4M & L & /EtOAc B - BB KM ERE A

- 126 -



200808788

MG N- (2-{4-[2- (EX-3,4-Z 8L E MK oE-1-% ) -2-
Bl B £ B JUR OF-1-5 PR ) -2-0F Mk -4-2 -1,3-08 0 4. f%

BEEFRE® 51.0mg -

B i fl 185

EH 2-U5 Wk -4-F -N- (2-IR MF-1- EE ) -1,3-m M -4-
i fz B % 300mg 2 DMF 15.0ml ¥ ¥ > fn A B B 88
350mg > 3- (& H E ) -1,2,4-1 — ™ 95 0mg > £ = & F #
O18 NEF o RN EWR O MABIBES N KER > L
RIMEN - AHRERAHAWBELZE  BEKSEERE S
FTBRBEUYBEEBNE (K5 FE=96: 4) & -
ZVBBENRZEBZ®  MMA MABLE/ZBZEBR K
BRAMARBER - MHRKE 2-1 W -4-F -N-{2-[4- (1,2,4-1E
oM -3-HE B OE ) -2-UR WE-1-E )RR }-1,3-1E K -4-Ff Bk B O

B 62.0mg o

Bl 191

BH 2-UE W -4-F -N- (2-UR W-1-2 K ) -1,3-1 0 4.
M if B8 B2 @ 600mg < Z B 10.0ml BB ® T > M A Z B
25.0ul > & -4H-IRK B -4-F 293mg: = Z B & £ 5 & W &
1.55g FE | THEHE 7 H  MABMBKESHKERR
KEBRS  BHNAEERBEVUNZIBEREBZ - BEZY
RZE®R WA 4M & G /EtOAc B - KB KB E R %
Bl o> i B G 2-U5 0 -4-F -N-{2-[4- ( U & -2H-UK 7 -4-5 )
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R BF-1-F 12K B }-1,3-mE W -4 FF B B S EE 224mg o

BBl 192

R 2-UE MWk -4-3 -N- (2-IROF-1-FE KX E ) -1,3-0F W -4-
B i B8 B2 B 300mg 2 “IE S 10.0ml Bt > A= 2
300pl » 3,6-— F E ¥R [3.1.0]2 % 315mg > ImEBE R 3 H
- RMENE®R  BELWBEMHBWRE (K 0 B E-=
C4) BB BMBYWRNZIER > MA 4M & 1 & /EtOAc
B BBAEEREBE > MBAE N-{2-[4- (KK -4-8 &
VO & IR Mg -3-K ) UR M- 1-FE ) B }-2-15 MR -4- -1, 3-8 k-4

Mt % B8 BX BE 38.0mg -

B il 206

FH N-{2-[4- (2- g E-2-FA X Z & ) WEo-1-%]-4-8
KA }-2-0U5 W -4- K -1,3-1E B -4-FF i 204mg > F 1k 5
47.0mg Z DMF 2.00ml % & ® $ > 0 A WM E = % B 5
13.8mg » BB M F > N 190C T ## 30 548 » HK 200
CTH#HE 90 78 - Al EEZEH > M A EtOAc B 28%%&
KEBBW UWELIHRELNBEEY - 2B BEBRE - LB #
R MBEABERBE  FERBEUNBEREEBINE (
R{F - HE=96:4) B - FMIVWNRZE®R  MA 4M
RILE/EtOAc B » BB EBEREE - M8 N-{2-[4-
(2-f £ -2-FE Z B ) URM-1-2 ]-4-4 5 % 5 }-2-15 I -4-
F-1,3-m W -4-FF iz 108mg -
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B Bl 234

B O2- (MBI -4-F ) -1,3-HEW -4-%F 455mg - 5 i
¥ Z DMF 16pl A Z & Z % 20ml & > F & & 740ul
EERTHRE 30 78 - WEBEEXBERAEH > A BB
WM ER 1- (3-FEEIRB-2-% ) -4- (KB HE ) -4-IF 1
B 3l16mg- > = Z % 789pl MU GBI 20ml 2 B » £ =8
THR®H IS 78  MARBEMKBERREERS > UK
HEN HAHRBESECZER BRERXBEEREE  FOEeREA
WRBEREBWE (K 0 FE=50:1~10: 1) B &8 - &%
® K EtOAc Z & > I A 4M & L & /EtOAc ¥ W& » W & % &
ZRER > MG N-{2-[4-8HE-4- (REE) RIE-1-%]
Mt € -3- & }-2- (U5 Wk -4-F ) -1,3-mE M -4-FF fr B OB B

555mg -

B it Bl 266

BA - C4-F -2-{[ (2-U5 Wk -4-2 -1,3-m% W 4.5 ) #
HIEEIEE) IRIE-4-% B 220mg> H A EE K 59mg 2
DMF 8ml & ¥+ > i A WSC + HCI 120mg - 4-— H i H
E 13mg> FEEE FTHESE 17 M - MAKXRKE®RS > LU
EtOAc X > AHERFH 10%M BB KBER B0 A H
KEHR®E > ARBRMERE BREEZBEZBRERN FEeBRE
UwBEREBRE (KA @ FE=100: 1) & - &H H
BE 15ml P 65 fk B B8 > TSR 1- (4-48 -2-{[ ( 2-15 W -4-% -
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U3-EM -4-8 ) BEIKREIFRE) -N- (P RHEEE) R E-

4-ff fZ 68mg o

" M 267

A 1- C6-F -3-{[ (2-U5 Wk -4-% -1,3-m % 4.5 )
EOIM AU 0E -2-5 ) -4- L EIRIE -4-% B 247mg Z THF
8.50ml A ¥ ® > il A CDI 500mg > £ X\ FHE#E 12 /K
 BEE 60OC THBEIINE  -RBEKRKASTHENESE S MW
gl 165mg 2k 3.40ml ¥ - £ E| T @& 4 B -
W ER > IMAKKRAABEES - # B EtOAc ZEH - 4 #
BRHMBSKLZER BEEXBERER  FEBEEHZESD
BAEGERE > MHRE N-(6-H-2-[4-KE-4- ( REE) IE

UE -1- JWE nE -3-F }-2-05 Wk -4-% -1,3-0% W -4-FF B 132mg -

" il 281

A 1- (5-38-3-{[ (2-T5 Wk -4-% -1,3-m K -4-3 ) B
HOJME B ML UE -2-% ) IR UE -4-BE BX 195mg 2 DMF 1.95ml &
B MAZES 33.0mg> WM Sopl > = -8 -8 % B
9.0mg > Z B 9.0mg- > M MWEHE F - 200C TH/# 10 4
# oo MAKNRKER > ML EtOAc X8 - H G HBE MA@
KERZ - AMBBECRERER BREXEEZRERH
TEREUYWRBEREBNE (RI{F : FE=96:4) B8
mEG 1-(5-[ CE) -2-8 & Z & & 1-3-{[ ( 2-15 B -4-% -
13- M -4- B ) kOB B CE O -2-% ) IR IE -4- B %
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85.2mg -

" it Bl 287

B8 1- (5-[(CE) -2-@ & Z & & 1-3-{[ ( 2-15 U -4-
H-1,3-E W -4-E ) SRR D RE R JIEUE -2-H ) IR UE -4- B B%
71.0mg Z H B 2.0ml % THF 2.0ml 2R A& W®H - A
10%s] -fix 10.0mg > E &R AE TH®H 15 B > K ERA
WELBE REBR FEBEHZEETESEE MW
HE 1- (S5-[2-8 & Z & 1-3-([ (2-U5 0 -4-2 -1,3-m8 0 -4-
B OREIEE B IE-2-5 ) IRE-4-BEE 5S1.3mg -

B fl 288

ZH N-{2-[4- (2-FZ B -2-FAE Z &) IR -1-%]-5-1
A }-2-U5 M -4-F -1,3- B -4-FE X S00mg 2 N EE 3.00ml
BBBEF > MAINLI-E[ZXB) ZK#]1-Z & 48 (I
) 40.0mg > Z 4 HE = FH kL B8P 400mg > = Z & 0.15ml -
A EESE S - 1200 T8® 15908 - BERTEBY > BZ
RoE > BEBEEEBR FEBEBBEMNAEBE K 30ml &
B oLUD&GTEN  AHREARBMNEERE  REERE BB
UWBEMXEBANE (KRG - FE=96:4) 8% » &K
N-{2-[4- (2-fZ B -2-FA & 2 &) IRW-1-%1-5-Z /% & X &
}-2-WE Wk -4-F -1,3-ME W -4-FF B 360mg -

" il 293
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A N-{2-[4- (2-FFE-2-FEZHE) IRWF-1-%]-5-%
R E ) -2-WE Mk -4-K -1,3-mE M -4-FfF i 200mg 2 DMF 1.00 %
BH o MAZRE (ZFKBE) 8 (11) 14.0mg K =T £ (
HEEHE) 5 200mg - EMBEBBE T > 200C F s 15
D NFEWYT I A EtOAc K 81 F1 & fb $7 /K ¥ W& 6 18 # 4t
B - "B ABELURBMTZRE  BREERE BEUYE
BHEENE (KM FEE=95:5) B& > MB K N-{2-[4-
(2-B B -2-BAE Z &) IRF-1-FK]-5- (FEEFHE) ¥
P-2-UE M -4-B -1,3-E W -4-FF i 16.2mg -

g il 356

B ON-{2-[4- (2-BR H-2-F B 2 ) IR OF-1-5 1% &
J-2-R -1,3-TE MR -4-FF B 300mg A T IEfE 20ml oo E R
THEm (2-F & EZHE) H i 380l /B 100C FTHE# 3H
" MARBEMKBEBRNRERT  DRGERN - AHREB
SRH B - MBABEREBN  FERBABELUYWBEREWE
(&5 - HE=50:1) #HH - KREEHKN EtOAc Z % - I A
AM &L @ /EtOAc AR » BB AWM EBR BB > MHK N-
{(2-[4- (2-E-2-BA £ Z &) -IRWF-1-F X K }-2-[ (2-H
FECZHE) (BHE) FE]-1,3- W -4- B BEHEE 206mg

B i Bl 394

aH 1- (3-PEHEumE-2-%) -4- (P HE ) IR IE-4-2
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200mg 2 DMF 10ml W f > FE W T A 2-[ (2-8 & &
ZE ) (HHE) BE]-1,3-MW -4-% 8 @B E 453mg
WSC - HCI 515mg - HOBt 363mg > = Z f% 0.50ml » if 8 #
I H - MAKXKNKKRE®RS » LLEGEN > Ay g -
B - HBEABERER  FEHEBABAUVBESHEBNE (
B - HE=50:1) B8 > MEE N-{2-[4-8BH-4. ( &H

N

) OURUE -1-F QU nE -3-E)-2-[ (2-HEHZE) (FE)

e ]-1,3-ME W -4-HEE i B E 210mg

B il 501

A 2-U5 W -4-F -1,3-1 W 4-% 8 119mg = DMF
6.00ml HHWF > EER FTMA 1- (3-FgHEMog-2-5) I
UE -4-8f % 132mg > WSC -+ HCI 150mg > HOBt 105mg - if i
#I3IH BERERKE®R MABBRSM KSR > L&EIFH
XNz - AHRBHENABE KL SR DUEBELZ®R - R
BREBEARER  FERBRBEUWBERBNE (B4 @ H
fE=50:1) B BHZBEEE&HER - 8% %K EtOAc
* MA 4M K E/EtOAc B - MU R ENERY > W8
B o1- C3-{0 C2-W5 Wk -4-2 -1, 3-8 M -4-3 ) B 5 g & )0t

WE-2-% ) URIE -4-BE I BB B8 B8 95mg -

i i 529
B 2-UEUF-4-25 1,51 W -4-%% B 230mg B 2-[4- ( 2-

BB -S5S-R AR EE ) IR -1-E)Z B K 200mg 2 I oE
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1.00ml @ > F£-20C M ABEBME 0.61lml> £ =B\ TF
B 15 B - MAKXKRKRRE®RF » L EtOAc 2 > A M
Meshezlktk > WMEBRGE BEUIVBEREBEWNE (A1 :
FE=95:5) BB  MHHE N-{2-[4- (2-lrE-2-F & 2 &
)UK W -1-B ]-4-R 5o B 205 WK -4 -1,3-1E M -4 f

fZ 180mg -

i Bl 537
HH N-(5-[4- (2-J % -2- &£ Z %) IR -1-3£]-3-
M1~ - VH- I W 4o 5 -2 0B Mk -4- 35 - 1,308 U 4o B B
150mg 2 B BZ 8.00ml AW B » M0 A 10%3E -B 20.0mg > 7
GRAETESE 15 /B - RERUDELBE BEED
W T BESZMEERES > TMME N-(5-[4- (2-F
H2-f EZ K ) UKW -1-3 ]-1-F B - TH- M 4o 3 }o2-1F

bk -4-F -1,3-18 W -4-FF i 85.0mg -

" i Bl 635

mRAET > waHEA 2- (3-BEHE) -N-[2- (4-H
E-1-0Rmeg & ) FE]-1,3-% W -4-FF i 820mg 2 MU & Ik I
10ml FH £ -78C > A 1.5 M ETE#H DB IK 2.6ml
B 30 oE - BZ o MALZKRKE®RS > FBE=
wmrTRA 3 IRR O KFEMAK S IM EBBKEBR > K
BT EY BREVBEREBNE (K 0 B E=100:
0~90 : 10) B H® - WEMHNEHF > WA 4M & 1k &
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/EtOAc B > MEZXBEIREB®  LU_ZB%® 0
B 2-[4- C{[2- (C4-F HE-1-IR B 5 ) FH I E ) E) -

13- -3- B )X H BB 170mg -

H e Bl 662

BH 2-(3-BkmE) -1,3- MW -4-£ 8 2 F 480mg =
FE 10ml WP > A 4M S S #EAKE® 1.61ml » =
wTHRS 3R KREBRTMA IM BEBKkERK » 3
AANEBEBEE  BREER®EZBRBEB % BESBSN DMF
1oml H o fIA 1- (2-fE B FEH ) -4 IR EEE B 471mg -
HOBt 348mg > WSC -+ HCIl 493mg> = Z £ 0.90ml » 7f 5= I8
TH®RAF 1 E - MABEANBRBREN KERRAKE®R S - L)
EtOAc Z % - AHEKRFL IM BB KBK > BB
KR - BEBEBEBREBE  FERAEAWBESRBF®
(&5 © HEE=100:0~93: 7) & > 8K 1-[2- ( {[2-
C3-WRkmg & ) -1,3-MF M -4-5 19 & ) &) % 5 ]-4-1F 1E G

fZ 315mg -

B it Bl 664

A 1- C2-{[ C2-Mf W oE -1-5 -1,3-m8 0% -4-% ) 3 3
MR )EE ) IRIE-4-% B 290mg Z THF 9.00ml ¥ % & >
n A CDI 350mg - £ 50C T ## 30 8 - KE K E®KE
E A 28%E Kk S00plc EMHEBEETHEBE 1.5
N e BBRERKE®RE O MAK  BERFAFE G 6E
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S 1- C2-{[ (2-My W& 0E -1-F -1,3-1E 0% -4-H ) # & ]

e &y E ) URIE -4-8f fX 264mg -

BBl 691

BH N-{2-[4- (2-fZ H-2-F & 2 &) -1-UR ¥ & 1% &
y-2- C2-H S & -4-Mh g &£ ) -1,3- W 4-FE M 90.4mg Z &
i 2.5ml @ H > WA 4M &k & /EtOAc W M 1F Al & -
BEHOLEY) > BB BTG N-{2-[4- (2-FZEE-2-FHE Z
B -1-UR M E )R E 2. (2-FH & E-4-MbmE ) -1,3-m 0
4-Bf % BB Bk B 66.9mg -

BH N-{2-[4- (2-M E-2-FEZ &) -1- IR ¥ £ ¥ &%
b-2- C2-F & B -4-mb nE B ) -1,3- M W -4-Ff i B OB
74.8mg Z Z@H L 2ml W MA IM Z B -Z &
Hift®® 057ml EEHTHRB—K - IBREEYH &
MAZ®&HELE 2ml B IM Z@BE-Z & FrEBE® 0.57ml
C EEBRTHRE - - -MABIBRBEWN KERRESYD
B MRBEN  EHBURBSEZE  KEEH B2
ELsr # TLC ¥ ® 1% - 7£ EtOAc 1 - LI 4M % {k & /EtOAc
B FHAZ - BEE®R > ZBRMES N-{2-[4- (2-f & -
2-F H Z B ) -1-UR U R )R B }-2- (2-8HE -4-bE B ) -

1,3-BE W -4-F fe B8 Bk B8 25.3mg -

BBl 692

BH N-{2-[4- (2-FFH-2-BI & Z &) -1-IR 0 & | % &
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3-2- C2-R -4-MEnE B ) -1,3-ME ™ -4-FF % 317mg =~ DMSO
2.0ml R > 0 A HEES 375mg > £ 140C FH# 14 /0
B - BBIRWE ZHRESGYWH®R MWMARMBRK  B#HEHZ
T KBURMGER  KEEBBEHARBES RE R
BERME - BEL HPLC B8 % > i1 A EtOAc 5.5ml & C &
75mle MMBREYE 60CH > £FEB T HEKE W IEZ®
I BB N-{2-[4- (2-fk # -2-FH Z B ) -1-1R i & 1% &
y-2- C2-F A H -4-Mbog ) -1,3-ME W -4-FF f% 143.6mg -

"Bl 693

BH N-{2-[4- (2-f& & -2-FA & 2 &) -1-IR 0ff 2 1% &
}-2- C2-& -4-ME g £ ) -1,3-BE W -4-FFE iz 151mg 2 DMSO
LSml @ > A B EM 86mg- £ 90C FH|#AL 2 /K
P RBE 120C TH®B 24/ - FEESYWHMAK - B
R ®R  WKEVRY > BE B FEHFEDMAH
B2 - £ B0C TH® 1| "Bk ZE FTHEE =86
N-{2-[4- (2-fg E-2-FE Z &) -1-IR WHHEIEHK}-2- (2-8
RoE-A-MEoE E ) -1,3-ME - 4 if 44mg -

BH N-{2-[4- (2-f HE-2-HAEZHE) -1-IR HE % &
3-2- C2-B O -4-MLoE ) -1,3-1 W -4-FF i S3mg 2~ H @
15.9ml K THF 5.3ml ¥ 9 > 0 A 10%30 - 78mg - 4M
FHE/EtOAc B > EERABET » 2B TFTEBE — % -
BREEGY > BEBRBEER SEBBEZEHRTEBG
FoO AR B ROk BB %IE% o BB
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DHEBERALHZEAEEFR (10:90) FHE B - 5 e E
G - BEBELDH TLCRM%  EFRREIEHZES AR
FLL4M &k & /EtOAC W W K ME 0 U RE B A o 5% DL R
KERARZESGERESR > MRB N-(2-[4- (2-1 & -2-Fd
B LED) -1-UR MR DR E 2. (2-fF E -4 mE ) -1,3-m

W-4-BEME 2EEEE B 24mg o

" e Bl 695

BH N-{2-[4- (2-FE-2-FE 2K ) -1-IFHE % &
b-2- C2-% -4-UbmE B ) -1,3-E W -4-FEBZ 100mg > — F fr B
B 350mg K = Z f& 0.6ml 2 DMSO 1.2ml & % » 74 140
CTH#H—-® MWMAKREASYL RN - % 8K L&
MRBEKES HARBELBRZ  BREBEZ - BEUSH
MTLCHRH  TEHFEREHIESERST > L AM 84 &
/EtOAc AR IE®R »H BWABAK - FEBBEEFERERNE
ZEE BB T 0 BB R R N-{2-[4- ( 2-FF & 2.
ELHE) -I-IRE JRE -2 (2- (- BB E) -4-0f 17 &

) -1,3-MEW -4-FE ik 2 EERR EE 47 . 7mg

H it Bl 698

HH ON-{2-[4- (- HE-2-FEZ &) -1- IR ¥ &
3-2- (2-F E-4-MuE &) -1,3- M -4-F ¥ 46mg 2 DMSO
Iml FWSF > 0CTMAMKMRBEESN 7Img & 30%:8 & 1

SKER 0.015ml- BRAEYWAEZTE TEE 1.5 B > K%
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£ 120C TH# 2400 ZHEMAERSY  KERRBRY
B ERER  BEEFELEGZIREAB®E S - L 4M
RILG/EtOAc W IER > BWYH®R - BAEAUFEERRER
B CBEGEBRET > MBHR 4-{4-0 ({2-[4- (2-F% & -2-F
2R ) -1-UR MEE IR OR R CE ) S E 1,31 W -2 ) 2.

WE i i B BE B8 44mg o

B i f 703

BH ON-{2-[4- (2-B £ -2- W E Z %) -1-IR 5 | ¥ &
J-2-7R -1,3-18 M -4 -FFE BF 203.6mg K 1,4-"EE -8-0Y #E [4.5]
Xkt 687.1lmg Z DMA 1.02ml WW o ff 100C T8 B —%
B WETRE  LZEEE®W - MAK 30ml RBE R
EER TSP 200 - WIITE > 7€ S0C WK Me % - LI
B TLC MEMBERY 20mg - B ERY > W W
30ml W F > MAH-FEXBEBKEY 228mg: EE WA
El NS 4N BEE 40CTHEBE IE R MA A
BBAMKBE®R  LDEFENZ - BHELHEMNEB K%
o MBS BB - BELS B TLC B %
BENREFBERERAEH ZBEAB®K > L 4M £ 1L & /EtOACc % &
fEM - REBW  BEAZERENBRZESHE G S
BBE R B T OB N-{2-[4- (2-BEE -2-FA K Z E ) -1-F
HIRE}-2- C4-F & -1-0R0E B ) -1,3-ME W -4-0F i B % @

170.6mg -
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B e fl 718 & 734

BH N-{2-[4- (2-Fg E -2-F E Z & ) -1-IF & 1% &
y-2-8 -1,3-ME U -4-FE B 1SImg > Y T I BB RS M 333mg K =
ZFE 0.5mg Z DMA 1.02ml ¥ > 7 100C F#E B — % %
BB TREEZBRESY - MAK 30ml REBEF Z %
D&RMGERKE  EHEURMBSEL R  BE2 - B8
ot TLCH KR  EHEREHZESBRT - M 4M &
& /EtOAc BHRIFH - BHER > FMERBBEHZEERER
WRCEGHREKET  BEZRMNG 2 BLaWIEEY
" MABEMBKEKENH KERFP OB > DLEBER - F &8
e M el kR DM BESELR  BHF - BH5S8E TLC 5
Bz -

LEBUZEBREARIEAGBE%RE > MH N-{2-[4-
C2-F B -2-F B Z B ) -1-IR & 128 & j-2- (1-07 T g &
) -1,3-ME W -4-FE % 17.2mg -

TEeHEBRIZBEZEYF > M 4M &1L & /EtOAc & ¥ fE
A HAZBREABRZIBEABRESE > MB N-{2-[4- (
2-f B -2-BE Z B -1-IRHEIRE}-2-[ (3-EFE) I

E]-1,3-% W -4-Ff i @B B 82 3mg -

g B 723

BAR 2-(1-F @ FERBW-4-5 ) -1,3-18 K -4-%
296mg 2 THF 10.0ml B &+ > K@ T 0 A 4-H & U5 0
260pl - RTEQKAREBKE 170pl £ 0C TH®HE 5 58 2
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BABREZERTERSE 1558 - FKRKSRKE®R > B 2-[4-
(2-BE HE X E) IR -1-E)Z Bk 281mg 2 THF 8.00ml %
W OCTH® 1LAE  CHEFAZERTESE 8 /8 -
AT BRI KERNR ERS > L&A ER Z - IR
kB EBBIHIABESEY - LBEMABE KL BRE®
B® FAWMBRSELZERE BEEZBEZRSE FEBESH
bt A EEY > LZBETHESLESRE > WNHAFAEER
V) - BMBBRZBEEH - A 4M & 1k & /EtOAc F ik - B # %
WHNE Y > W/ N-{2-[4- (2-f & -2-FEZ E) IR B-1-
HIREF-2- C1-F B 7 5 v U6 0k -4-5 ) -1,3-1 W -4-FF %

BEFs HE 281mg -

it Bl 792

BR2-HEEZB 269mg 8 DMF 6ml t1 > JK % F 10
A 60%R il 14Ilmg > M#H 30 H @ > HFIMAZH N-{2-
[4- C2-ME & -2-F B Z B ) IR MR -1-B ] B }-2-8-1,3-1%
W -4-Ff B 300mg 2 DMF ¥ ¥ » 7 60C T i@ # 30 9 48
MABBEHM KBEBRRKERS - DU&EH E I > KB X E
ZRER  BEUVBERBWRE (K15 @ HE=50:1)
B REBNRZER  MA 4M &8 14 5 /EtOAc B > 18
WHRMHEEY > MH N-{2-[4- (2-FFE-2-FHEZ E) g
We-1-FH 1K E}-2- (2-FEEZEHE) -1,3-BE W -4-§ Ik @

B E 137mg -

- 141 -



200808788

"Bl 793

B N-{2-[4- (2-BE H-2- W EZ ) IR0F-1-5 % &
bo2-UR MR -1-BE-1,3-ME M -4-FE BE 155mg R B 26p] R &
Fht 2ml o > A Z B 62pl 0 FEEE FEE 1N - A
=M AEGHH M Tomeg HEE 1S D E - KE®R TN
ABRBEAMKER  LDEHEN > REEXEEZBREHR - B
BUBWBEEBNE (R @ FE=20: 1) B8 - &% ®
RZE#® - MA 4AM &6 G /EtOAc ¥ K > M B AT A7 4 B
W M N-{2-[4- (2-fF B -2-f 5 Z 5 ) IF B-1-2 |% &
b-2- (4-WE RO -1-2 ) -1,3-BE M -4- B B B f B 96mg -

BBl 815

W ON-{2-[4- (2-BE-2-FEZHE) IR-1-% 1% &
}-2-0 (38S) -4-F BB 3. (B H H FHE ) IR B -1-%]-1,3-
HE L -4-BE % 28mg KA FBE Iml b I AL 10%48 -F% 28mg
TE STl EEB|TER 708 - UWELBENKER
BEBABARBR - BEATMABBREH KER » LLEH
FZ-AESIC D BN BREBABEREE c BELL B MY
BEREBN E (KM FE=300: 1) ¥ 8 . &&ERQRZ
B2 .2 % > A 4M &k  /EtOAc AW > WL L B K W
P MR N-{2-[4- (2-FF E-2- B EZ &) IR B-1-% 16 & -
2-0C38) -3- ( P& B &) IR U -1-21-1,3-08 W -4-§F %

B f EE Tmg o
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it Bl 821

TR ON-{2-[4- (2-MF E-2- M EZHE) -1-IR B X &
Jo2-BR -1 3-MEUE 4B B 100mg R O3- (G EBEE) T
€ 180mg 2 DMA 2ml ¥ % > 7€ 100C F # # 48 /B 7%
MAKRKREBEEY  URBEEMKE - A2 E K% TS
ek LDRBMKEZE - - 88 BHEZ2 BEUWESK
BATE (R FE=99: 1~20: 1) & > fFEEELSE
RHREBEZE MAZZE BRFAFHEEYD  BEZS
MR N-{2-[4- (2-FZ E-2-FE Z &) IR B-1-3 1% &£ }-
2-{B-FARE-2- (FEEFE) HEIKEL)-1,3-8 0K 4.5

f%Z 55mg o

" i Bl 835

HH ON-{2-[4- (2-f & -2-FAEZHE) -1-IR & ¥ &
bu2-R -1,3-ME U -4-Ff B 370mg > 3- (OB E ) WIS UE-1-%
% =TH 524mg R Z £ - 2 H % 0.76ml 2 DMA 1.85ml
B o £ 100C FHE#HL—® - fIAK 200ml A K FEK T
UEGBERZ - ARBRH KREME®E K% ®% > LB
SEBR S O BEBBEE Ao TLCEREMABK®KY - 285 %
MR Z PR 2ml B > RWTL AM L&/ = &5
B 8ml fFEH — 2% MABAB®ESH KE®R » UEH
W - EREBLUBMABE KT AEKKBBES S ®
BRfM UoB TLCKEESHRY - a5 HRY 2 B E
0.33ml W » LI A K 3.3ml X fE— 7% - i FE 2 &5 F 2 B
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e > Do B TLC BB 2% A 4M & 1k & /EtOAc B I
B > BB N-{2-[4- (2-FEE-2-FEZ &) IRW-1-%]
HP-2-[FE (WEMoE-3-5) BE]-1,3- W -4-Fix 2@

P

o

B 135mg -

" i Bl 837

FH N-{2-[4- (2-FEE-2-FEZH) -1-IF W-% | % &
y-2--1,3-ME M -4-FR % SOmg o 3- ( FROREE ) WK IE -1-%
B =TH 47.2mg R Z & ~ B KR 0.041ml =2 1-H £ -2-
WE U Kt B 0.5ml S W - 7 200C T M & ¥k 30 &8 - A
K 100ml WBEWH - LRGEIR > GHEHARB &S B
BB IR - BB TLC B8l % > Ll 4M & ik &
/EtOAc W AIEM - T ®WE N-{2-[4- (2-f & -2-F & 2 &
) OWR WE-1-E )RR }-2-[3- (B OB E ) MM mE -1-% ]-1,3- 1%

Wh-4-F iz 2 EE B EE 18.4mg o

" i #l 850

FH N-{2-[4- (2-FZ HE-2-FAH Z &) -1-IRHE ¥ &
b-2- (2-8-4-ME g £ ) -1,3-BE W -4-FEPE 147mg > F % B &
B 434mg R = Z % 0.9ml 2 DMSO 2ml % % > # 200C F
s Re 70 728 - B RERAEWHMAK > LLEMHEN
-G ERE  KFRAK BT ABE KRR HRBE
BRI BIRAE L - BEH S B TLC &% - DL 4M & 1k
S /EtOAc W FH » M B/ N-{2-[4- (2- (B E) -2-
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Al & 40 &) -1-UR OFEE IR B }-2-02- (B R B ) -4 0E 2 -

1,3-18 W -4-Ff f% 32.1mg -

B it B 864

BH O2-1-(B=ZTAEREL) -1H- Mg -2-5]-1,3-1
W-4-R B ZEE 84mg Z ZE 2.1ml B > MA 4M & &
CEAKER 0.17ml - £ W THEH 3/ - BEWhmA
IM BB KE®R 0.68ml> BA IM &M KkERT S
PHS~6 2% > WERELZ - SBZBE » 2-[4- (2- & %
) -1-IR W & 12 B % 64.25mg > WSC « HCI 236.7mg K
HOBt 166.7mg ;2 DMF 2.52ml ¥& ¥ > EEZEBR TEEBRLRE -
A B O Rk B R SR K R 30ml MR S W F > Dl EtOAc %
W FREAEMAEE KERR  URBESEE RET
RAE c BEL DM TLC BB > WA R N-{2-[4- ( 2-FF % -
2-F 2B ) -1-UR WEE IR R }-2- (1H-UL 0 BF-2-% ) -1,3-

WE M -4-Ff IZ 32mg o

g i Bl 952

B 2-(4-Z K HEURIE-1-F ) -1,3-E W -4-%% % ¢ @
120mg 2 DMF 3ml ¥ S > 0 A O- ( 7-07 X Bf = ok -1- %
) NN NPN'-9 BB R 8 A B BB 209mg B 1- ( 3-%
ML UE -2-2 ) URUE -4-Bf B 104mg - TEEE FEE 3 OH -
REBRSTMAKX B HEERYDHKEREZ > BRI - & @

MRS 1-03- ({[2- (4-Z F HERGE-1-2 ) -1,3-18 W -4-% ]
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R IR ) WL oE -2-E (IR 1E -4-8 % 48mg o

" el 980

BH O2-MROE-1-E KB 4.4mg o 2-F H-1,3-1E W 4.5
B 5.1mg & HOBt 3.4mg 2 N,N-— H E HE % 1.00ml B’
o FEEWR T MA PS-B b Z B BE ( Argonaut F} % 4 7 8
) M B - REWREEE T M A MP-J) B B8 (
Argonaut Bt % 2 A & 5 ) SOmg & PS-E S B K ( Argonaut
B A A S ) somg > % 4/ B > BEFESEY - KE
TR R > MG 2-FKE-N- (2-IRIE-1-K X H) -1,3-
WE I -4-FE BZ 7.3mg -

HEWERPE 980 MHE H& MAMSEZNRERE
?ﬁﬁ?%ﬁﬂ C WK E A 978~1000 K EH Ml 1092~1112
k&Y -

" i Bl 1029

BH L-A-2-MEXE 14 1mg ZZ B 100pl B > =8
TWMAEZHR 4- (IRGE-1-EHRE) BW 21.91mg 2z 1-F &
WE M € -2-F 220pl WK 0 fE 80C T H# 4 IEF - K EK
Fooo =W\ T NN-Z B OE B EEE 700ul 0 PS-R & B RS
( Argonaut BRI A F & &) 100mg > WHWBH — K » BEF
wHEY - BB TREERKR  FEBBEBESMARLE (1) 2
KEY 112.8mg Z Z B 500pl W R EEE 50ul £ 70
CTH#H 4/ 0F - - BREBEERKER - WA 2M 8 & 1L & X
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HW 1.5ml> DIEBERZ - REBEAB EKREB > e R
B EB|RTTMA 2-F E -1,3- MW -4-%F 10.3mg K&
HOBt 6.8mg  N,N-— FH E H E ¢ 1.00ml ¥ % » PL-DCC
B 5 (Polymer W R AT 8 & ) 75mg I # # — % - K FE &
» EW OMMA MP-BRE W ( Argonaut BRI i /A 7 & 5 ) 50mg
K PS-Z&EBE (Argonaut B A A &) 50mg - I 8 #
— R BETEEY - BETEHEBEK > FEEE S
Fi HPLC ( W E2 -0.1%H B /K & ¥ ) M8 » il 8w N-{2-[4-
CUS MR -4-5 B ) IR OF-1-50 )R B }-2-F 5 -1,3-1 0 -4-F
f% 3.0mg -

R E B 1029 MHE Hik o BLO1-F-2-F K 0 2-%
H-13-mW-4- R BmEEHEYESZRERYS > 8% % P

1001~1044 2 4k & % -

BBl 1048

BH 1- (2-FEXE) IRW-4- BB ZEE 7.4mg- 2- (
2-mEWy B ) -1,3-BEM -4-¥84 7.4mg & HOBt 4.1mg & N,N-
—HEFEE 1.0ml E®RF > EZEW T MA PS-f b — @
B ( Argonaut B} £ A & 8 5 ) 100mg ## — %K - E® T
i A MP-ft BB ( Argonaut Bl 5 2 A % & ) 50mg & PS-®
B A (Argonaut BIFE A A M &) S0mg M K ME® T # #
4 N BETEEY - BEBETEHEER  FEBBERE®
BZREE 0.5ml M9 & Bkm 0.5ml> B » £ =8 F il 2M
FAMLMKER 0.5ml> £ 60C TH#¥ 1 H - K FEKF M
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moIM EEEKE R 1.0ml> DIEBHEN S - BB XMW £ R
BH o FTEE MY B HPLC ( FHEZ-0.1%H B /K % 1k ) K &
I BB 1-02- C{[2- (2-mEmy B ) -1,3-mF W -4-3 |5 &)
g B ) K E IR IE-4-¥% B 2.4mg -

BOWE MBI 1048 MHEFE o EH - (2-EER)
WMOE -4- % B 2B R EMEBEZLEEERN 8% EHEH

1045~1052 2 b &% -

H ol 1065

BAH 2-FE-N- (2-URIE-4-FH FH ) -1,3-8 0 -4-F g
10.9mg & N N-ZHEHERK 0.5ml WW®F > A 3-8 K
i 4.0mg - BREESH 12.4mg- f£ 60C F#M# — & - A K
RRE®R  DRMBGER - REBEXEERER > FFEEE L
v BE HPLC ( B EZ-0.1%H B /K W ) M8 - s m N-{2-
C1-C2-@ B Z 5 ) IRUE-4-2 ] 5 }-2-5 5 -1,3-1 0§ -4.
B fZ 3.6mg -

HOBCE MBI 1065 MHE ik o A 2-F HE-N- (2-IF
WE-4-F FE) -1.3-W 4B EEMHYES R E RN K
B H Ml 1053~1091 2 bk &9 -

BB 1116
EAEAME 2.2mg 2 1I-FEMBE-2-WEK 60ul » 7
E PMA N-{2-[4- (2-FF E-2-FE Z &) IR B-1-% 1%

HY-2-UROE -4-HE -1 3-MEM 4B RE 2 BAEE 12.5mg = 2
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B 10.4ul B HOBt 3.4mg 2 N,N-Z“ B E HE % 1.00ml &
W oo PS-fikfb = EE X ( Argonaut BRI K A Al W & ) 100mg > 8
H—®"  REREEBR TMA MP-HE B ( Argonaut Bl £
~AE B M) S0mg & PS-E H BB ( Argonaut B} £ A 7 B
) S0mg > WHEH 4/ BRERABEEY - BRETEHEBEK
Mo g N-{2-[4- (2-f2 B -2-F K £ & ) IR MF-1-% 1% % }-
2- (1-WHE IR 0E-4-2 ) -1,3-BEMW -4-FF % 10.4mg -

HERERBG 1116 HE H&k > FHHHEHHEZSHZB SR
B B E A 1116~1161 Z &% -

B i fl 1162

ZHAE 1.7mg> N-{2-[4- (2-fZ & -2-f & Z &) IR
M-1-2 1K & }-2-0R 0E -4-F -1,3-1 W -4-FF ff 2 B B B
12.5mg Ff = Z & 6.9pl 72 N N-— H X HE I 0.50ml ¥ %
 EEBR FMAZ B Sopl > MP-= Z e & & & b # (
Argonaut BRI A AW &) TSmg > T HEHB - K - K ERE
E® MMA PS-EEBEE (Argonaut Bl A A & & ) 50mg
BB 4 NE > BEARENREY - M EA Bond Elut®
SCX ( Varian v A » £EH) (BHRK > BERK @B HE=1:
9) AT E M FE AN M B > B N-{2-[4- (2-fc & -2-F &
ZoE D) IR BF-1-FE JFEE }-2- (1-N B IRIE -4-5 ) -1,3-8 ¥ -
4-Bi % 0.9mg -

ERER 1162 HE AH&E > FHEHEZBEES R
B R E R 1162~1171 2t &9 -
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" pl 1178

ZE THBEBESR 3.4mg > A N-{2-[4- ( 2-f&k & -2-
B H 2 % ) R WH-1-F K B -2-0R 0E -4- K -1,3-0 M -4-f %
2 EEEEEE 12.5mg KR =2 10.4pul 2 —_ & Z % 0.50ml K
NN-Z“HEHEEK 050ml JREGHER > 6THEBE K K
FERE=Z|] TMA PS-ZEF BB ( Argonaut Bl £ A A & &
) 50mg K PS-=1{i & ( Argonaut B A & & & ) 50mg -
W 4NEE o BEAE MY - WA Bond Elut® SCX
( Varian A F » £E) (%RREK >  BEAK @ HE=1:9)
1T B AH AU TR B > BB N-{2-[4- (2-R & -2-F & 2 &
) UR WH-1-F )R B }-2- (1- ( HEEERE ) IROE-4-F ) -1,3-
mE W -4-FF M2 11.4mg -

mEERA 1178 A A& FHEAHEZHERS
R > HEERA 1178~1195 2 &Y -

B pfl 1196

=T o MmA N-{2-[4- ( 2-BZ E -2-f0 & 2 & ) Uk W-1-
EIXE)-2-IRIE-4-FE -1,3-BE W -4-FF g 2 B E 12.5mg
K =ZZ M 10.4pl Z N N-Z FH EHEE K 0.50ml RN EZRN
HE&ARKRE 26mg> THH & KEBREZEBRTMWHA
PS-Z2 & B E ( Argonaut Rl A A #® & ) 50mg K PS-={d
iz ( Argonaut I K A F® &) Somg > WL H|H 4 N - @

EABMEY - W # A Bond Elut® SCX ( Varian 2\ 8 - =
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B ) (HRE  BEAEK: FE=1:9) E7TEHMENMME
B BL 4-{4-[ ({2-[4- (2-M E-2-F & 2 &) Wk Bi-1-% ]
ROE YR B ) ME]-1,3-mE M -2- K 3 -N-E KN EIKIE-1-8 %
11.9mg -

mREMG 1196 MHESF%E - BEHMHEYEZERESARE
HEmMABRBREN  HWEHFMBH 1196~1202 2 &7 -

x 6~68 R EHA 1~1202 2t EMZBERYEKL
ZHRER - Lt BT TR P RE T RN ZE B R
Betaw WHERBEFRFZEKR (Syn) i R B 2 E
Bl HEREEASECEEREMEE Z -

T ERA R FERMFRZIERZRDOT

K EEZ Ex TEBAFE  SHHMPILHSRLZ
MEMAEL —BRAFFTEAZHALCEGEYW IR AEME 2B
HEHX - XFPRMAWEBEERE () ZBEXEXTRKEWES
EEE HFEEME LEUEGEH (Syn) KA Z2%H
MEREZEBBISEEH - Syn x ERFFEEKZ (Sal) RoR
HEEE Bz harnERY - (HCH) i HE RS

(Na) R - 50 &M T BRI Dat (9 HE L2 HERK

'EH) nEEESNAEME -
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[&6]

-152 -

e e ° Syn (Sal) HNOG 1 *| 501 (o)
Dat 9 N _NQ MS(FAB) m/z:
Me 450 ((M+H]")
501 _(HCI)
Me~N HO
1 Q MS(FAB) m/z: 501 _(HCI)
aro m+Hy) | | 10| Me- N\_JNQ MS(FAB) m/z:
409 (M+H]")
i N 146_(HC) MeO,C
2 MS(FAB) m/z: H,NOC 234
365 ([M+H]") " N\_/N MS(API) m/z:
185 (HCI 494 (IM+H]")
3 @ MS(FAB) m/z: H,NOC /_':'OZC 36 (Na)
423 ((M+HTY | | 12 LN N MS(FAB) m/z:
EtOC 191 _(HCI) 480 (IM+H")
4 @ MS(FAB) m/z: H,NO H,NOC 167__(HCI)
451 ((M+H]") | | 13 N’:N MS(ESI) m/z:
36 (HCh 479 (IM+H]")
5 Q MS(FAB) m/z: H,NOCc  EtO,C 501
/\
423 (IM+H]") 14 ZN\_/N MS(ESI) m/z:
H, NOC 167 (HCI) 522 ([M+H]")
6 ‘Q MS(FAB) m/z: HZNOZC HO,G 36 (Na)
/\
422 (IM+H]") 15 NN MS(FAB) m/z:
M +
HNOO ex_\ 501 (HC) 494 ([M+H]")
7 “N N MS(FAB) m/z: HNog _ HNOC | 167 (Hon
Me’ 450 (M+H | | 16 N_N MS(ESI) m/z:
" 493 ([M+H]")
Me, 501 _(HCI) 17
8 H2N0C¥ — Me-N N —_—
N N MS(FAB) m/z: | | 17 Loy | MS(ESH mz
\—‘Me 450 ([M+H]") 277 | 423 (IM+H]")
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- 183 -

— 234 _(HCI) Me  ,— 28
Me-N N N N
18 e L onk MS(ESI) m/z: 28 Ob_ —/ ‘Q MS(FAB) m/z:
2| 422 (M+H]") 407 (IM+H]")
HNOC 234 (HC) EtO N 29
19 NN MS(FAB) m/z: | | 29 Ob‘ N_J MS(FAB) m/z:
F | 440 (M+HT') 437 (IM+H]')
F
HzNOﬁ — 234 (HC) N/_\N 501
20 NN MS(FAB) m/z: | | 30 A MS(FAB) m/z:
440 ([M+H]") 465 ([M+H]")
F M
HzNOE N 234 _(HCI) oi‘S-N'—‘N 31
21 N_N MS(FAB) m/z: 31 R, MS(FAB) m/z:
440 ((M+H]") 0 443 (IM+H]")
H,NOC 234 (HCI) o% 501
22 LN\_,NQF MS(FAB) m/z: | | 32 HN N MS(ESI) m/z:
440 (IM+H]") 379 (IM+H]")
HNog — - _El| 284 (Hen o 234 _(HC)
23 N\_JNQ MS(FAB) m/z: | | 33 Me—N\_/NQ MS(FAB) miz:
456 (IM+H]') 393 (IM+H]")
24 N\__/N‘Q‘ MS(FAB) m/z: 34 NSN‘Q MS(FAB) m/z:
456 (M+HT) 434 (IM+H]")
H,NOC _ _Mel 234 (Hoy 501
25| LN N MS(FAB) m/z: e0,c<_ N —
\_, " 35 2 MS(FAB) m/z:
H,NOC 234 _(HCI) 36 (Na)
26 INTN Me| Ms(FAB) m/z: HO C—CN .
/ 36| 2 MS(FAB) m/z:
HNog 10| 234 (Hen 501
27 N_N MS(FAB) m/z: | | 57 H?““*C”Q MS(ESI) m/z:
452 (IM+H]") 407 (M+H]')
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Me 167

HN 167
38 N@ MS(FAB) m/z:
© 421 (M+H]")
Me—N""S 167
39 3 N‘Q MS(FAB) m/z:
435 ([M+H]")

Hz 167

4| HN )’/CIN’Q MS(ESI) m/z:
0 451 ((M+H]")

Me‘ﬂl 167
41 HNYCNQ MS(ESI) m/z:
o) 465 ((M+H]")

C\ 167
42| N N@ MS(FAB) miz:
O 475 (IM+H]")

8_;} 167
43 NQ MS(FAB) m/z:
O 477 (IM+H]')

Me

\N\ 167 _(HCI)
44| (N VCNQ MS(FAB) m/z:
3 490 ((M+H]")

501
45 HO_CNQ MS(FAB) m/z:
380 (M+H]")

501
46 HO—QNQ MS(FAB) m/z:
OH 396 ([M+H]")

OH 501
47 N‘Q MS(FAB) m/z:
OH 410 ([M+H]")

- 154 -

48

501
MS(ESI) m/z:
436 ([M+H]"

49

36
MS(FAB) m/z:
408 ([M+H]"

50

167
MS(FAB) m/z:
407 ([M+H]"

51

501
MS(ESI) m/z:

380 ([M+H]*)

52

501
MS(FAB) m/z:

450 ([M+H]*)

53

36
MS(FAB) m/z:
422 ([M+H]*)

54

167
MS(FAB) m/z:

421 (M+H})

55

N

H,NOC

501
MS(FAB) m/z:

465 ([M+H]*)

56

N

H,NOC

CONH,

501
MS(FAB) m/z:

450 ([M+H}*)
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65

501
MS(FAB) m/z:
382 ([M+H]*)

66

HO\J:/\N @
HO"

501
MS(ESI) m/z:

382 ([M+HJ*)

67

501
MS(FAB) m/z;
382 ([M+H]*)

CO,H
Q 36 (Na)
57 Q MS(FAB) m/z:
451 ([M+HJ*)
H,NOC
CONH,
63
58 QQ MS(FAB) m/z:
NG 432 ([M+HJ*)
NC
N—§ >\ _63
59 C CN MS(FAB) m/z:
414 ((M+H]")
CO,Me
d 501
N

68

68
MS(FAB) m/z:

394 ([M+H]*)

69

167
MS(FAB) m/z:
393 ([M+H]*)

70

501
MS(FAB) m/z:

394 ([M+H]*)

71

36 (Na)
MS(ESI) m/z:

380 ([M+H]*)

72

501
MS(FAB) m/z:
394 ([M+H]*)

60 MS(FAB) m/z:
{—) 479 (IM+H})
H,NOC
CONH,
501
61 N MS(FAB) m/z:
464 (M+H]")
H,NOC
CO,H
{f} 36 (Na)
62 N MS(FAB) m/z:
@ 465 ([M+H]*)
H,NOC
CN 63
63 MS(FAB) m/z:

428 ([M+H]*)

73

501 (HCI
MS(FAB) m/z:

436 ([M+H]*)

64

501

MS(FAB) m/z:

366 ([M+H]*)

74

501
MS(FAB) m/z:

366 ([M+H]*)
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75

O
\/

501

MS(ESI) m/z:

382 ([M+H]")

76

O‘S/_—\N
T

76

MS(FAB) m/z:

398 ([M+H]*)

85

85 (HCI)
MS(FAB) m/z:

408 ([M+H]*)

86

&
r
z

35,

185 (HCI)
MS(FAB) m/z:

403 ([M+H])

87

)
I

S
S\

501
MS(FAB) m/z:

480 ([M+H]*)

88

By

146
MS(FAB) m/z:
380 ([M+H]*)

80

O\\S/—\N 77
77| 07\ MS(FAB) m/z:
414 ([M+H]")

o} 77
78 O:S/——\Nt@ MS(FAB) m/z:

/

414 ([M+H]")

501
79 /ND—Q MS(FAB) m/z:
Boc 464 ([M+H]")
146 (HCI

MS(FAB) m/z:

364 ([M+H]*)

89

H,NOC ,_HO

5

185 (HCI)
MS(ESI) m/z:

435 ([M-HJ)

81

99

MS(FAB) m/z:

407 ([M+H]*)

90

Boc—~N

0

501
MS(FAB) m/z:

450 ([M+H]*)

82

100

MS(FAB) m/z:

477 ([M+H]*)

91

HN

o

146 (HCI)
MS(FAB) m/z:

350 ([M+H]")

92

o ?/NZ

99
MS(FAB) m/z:
393 ([M+H]*)

83

167

MS(FAB) m/z:

476 ([M+H]*)

93

185 (HCI)
MS(FAB) m/z:

407 ([M+HJ*)

84

H,NOC
LNQ—Q

185 (HCI

MS(ESI) m/z:

421 (M+H]*)
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94

94 (HCI)
MS(FAB) m/z:

498 ([M+H]*)
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101

185 (HCI
MS(FAB) m/z:

419 (M+HJ*)

102

185 (HCI
MS(FAB) m/z:

401 ((M+HJ*)

103

N=
/< :N \ /
H,NOC

234 (HCI
MS(ESI) m/z:

408 ([M+H]*)

104

H,NOC

234 (HCI
MS(ESI) m/z:

408 ([M+H]*)

105

N \—-/N
H,NOC

234 (HCI
MS(ESI) m/z:

408 ([M+H]*)

HNT\ | 95
95 MS(ESI) m/z:
MeO,C 408 ([M+H]*)
CONH,
[ § 185
96 N MS(FAB) m/z:
MeO,C 465 (IM+H]*)
501
97| N4 MS(FAB) m/z:
Boc 462 (IM+H]")
146 __(HCI)
98 HN}Q MS(FAB) m/z:
362 ([M+HJ*)
99
99 HN. \ MS(FAB) m/z:
b 405 ([M+HJ*)
0
, 100
‘1100 o™ | MS(FAB) m/z;
NN
A 475 (IM+H]*)

106

Ac

0]

28
MS(FAB) m/z:
464([M+H]+)
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[£7]
0
“I” N/JL\ N —
[ \ N
(&
D || [ B2
Ex oat 115 N_,NQ CH ms(ESI) miz:
457 (M+H]")
Mo N 119 (2HCI) HNOC _  Me| 234 (aHe)
o
107 s @ MS(FAB) m/z: | |116 N_N MS(ESI) m/z:
380 ([M+H]") 437 (IM+H]")
o 501 _(Hcl) A NOP | 22E2HC
108 HN\_/NQ MS(FAB) m/z: | 117 NJ“Q ®| MS(ESI) m/z:
380 ([M+H]") 437 (IM+H]")
HNOG 501 (2HC) HNOC — MeO | 234 (2Hcy)
109 N\_/N‘Q MS(FAB) m/z: | |118 N_N MS(ESI) m/z:
423 ([M+H]" 453 ([M+H]")
H,NOC
234 (2HCI 119 _(HCI)
AT — 119 HZNOC_CN
110 ——/ MS(FAB) m/z: MS(FAB) m/z:
F 1 441 ((M+HD) 408 (IM+H]')
HNOE 234 (2HCI) o~ 76
Gl NN MS(ESI) m/z: | |120 HzNOC—CN‘Q MS(ESI) m/z:
441 ((M+H]") 424 (IM+H]")
HNOC Pl 234 2Hel co. _CN _19
112 LN\__/N MS(FAB) m/z: 121 2 MS(FAB) m/z:
441 (IM+H]") 437 ([M+H]")
H,NOC 234 (2HC)) HO.C _CN 36 (Na)
113 N\_/NQF MS(FAB) miz: | | 122|772 MS(FAB) m/z:
441 ((M+H]") 409 ([M+H]")
HNoC . _Cl| 234 Hc oSN 501 _(HCl
114 LN N | | 123 MS(FAB) m/z:
457 (IM+H]") 383 (IM+HI")

- 158 -




200808788

H,NOC 501 (2HCI =N 234 (2HCI)
Ly ) A N4
124 MS(ES) miz: | [127| | \od MS(FAB) m/z:
2
420 ([M+H]") 409 (IM+H]")
H,NOC 501 (2HCI N\ | BeLeHe
125 N MS(ESI) m/z: | | 128 \_7" | MS(ESI) m/z:
H,NOC
422 (IM+H]") 409 ([M+H]")
/<:N N= 234 (2HCI HzNO‘f_ /— N= | 501 (3HCI)
126] | \od ‘§\.:/> MS(ESI) m/z: | | 129 NCNA 7 | MsFaB) miz
2 409 ([M+H]") 424 (IM+H]")
[38]
o
9 OO
N
\
Ol
o Syn (Sal) HZNOE(\\N 501 (HCI)
Ex T oat |13 N__J MS(ESI) m/z:
453 ((M+H]")
F
HNoG O\ 130 _(HBr) HNOC 501 (HCI)
130 \__/ MS(ESI) m/z: 135 LN\)N MS(ESI) m/z;
439 ([M+H]") 471 (IM+H]")
HNOS F 501 (HCI C 501
131 N\_/NQ MS(FAB) m{z: 136 H,NOC NQ MS(ESI) m/z:
457 ([M+H]') 424 ([M+H]")
HNOE "1 501 (Ho) HNOG 501_(HCI)
132 N\_/NQ MS(FAB) m/z: | |137 ND—Q MS(ESI) m/z:
457 ([M+H]") 436 (IM+H]")
H,NOC 501_(HCI) "NOg 501_(HCI)
133 N_N F MS(FAB) m/z; | | 138 D_Q MS(ESI) m/z:
457 ((M+H]") 438 (M+H]")
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N= 501 (HCI) — 5§01 (HCI)
139 HNOC/CN‘§\_~/> MSESN) miz: | 140 oc/< :N'S\:/N MS(ESI) m/z:
2 425 ((M+HJ") 2 425 (M+H])
[3R9]
1
N pr—
(M W
H s N
E e o Syn (Sal)
X Dat
662
141 HNOC/CNQ MS(FAB) m/z:
' 2 442 (M+H]")
142
142 NC‘CN@ MS(FAB) m/z:
424 ((M+H]"
[£10]
X
N pr
o N \>,_C\,N
H [s \_ N
501 (HCI
Syn (Sal 201 (HCH
Ex —m[jti) 144 HZNOCCNQ MS(ESI) m/z:
409 (IM+H]")
HNOC 501 _(HCI) N=\ | 501 (Hc|)
N N A :N \ /
143 s MS(ESI) m/z: | | 145 H.NOC MS(ESI) m/z:
424 (IM+H]") 2 410 ((M+H]")
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[$11]

- 161 -

M *
e o Syn (Sal) H,NOC )i 501 _(HC)
Ex Dat 154 LNu_'N MS(FAB) m/z:
Me 459 ([M+H]")
/\ 146 _(HCI
HN N 128 _(HCT) MeO,C % 501
146 v/ MS(ESI) m/z: SN 201
374 (M+H]) | | 19 Boc-N\_/N—Q MS(FAB) m/z:
o) 532 (IM+H]")
501
. MeO.C k
147 HN\__/N‘Q MS(FAB) m/z: e 501
388 ((M+H]") | | 156 Boc—N\_/NQ MS(FAB) m/z:
N/_'\N 501 532 ([M+H]")
148| /' MS(FAB) m/z: MeO,C, 146 _(HCI
Boc N 146 (HCh
474 ([M+H]) 157 HN\_/N@ MS(FAB) m/z:
EtOZLC/_\ 185 432 ([M+H]")
149 N\__,N‘Q MS(FAB) m/z: MeOC, ”
460 ([M+H]") 158 HN N‘Q MS(ESI) m/z:
HOZLCN /_\N 36 (Na) ‘ 432 ([M+H]")
150 \__/ MS(ESI) m/z: MeO.C
2 %
432 (M+H]') 2>, 191 (HCI)
H.NOC 159 Me-N N‘Q MS(FAB) m/z:
151 \—v MS(FAB) m/z:
431 ((M+H]") HOzQ,/_\ * 36
Me 160 - MS(ESI) m/z:
HNOC Y 501 _(HC) Me N\_/N'Q (EST) miz
2NOP 432 ([M+H]")
152 N N‘Q MS(FAB) m/z:
Me 459 (M+HT') H2N0C0 501
L )
Me * 161 N\__/N MS(ESI) m/z:
HZNOE " 501 (HCI 445 (M+H]")
153 N\__(N@ MS(FAB) m/z:
Me 459 ([M+H]")
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o NHz/_\ 185 (HCI) O\/,T\I 167 (2HCI)
162 Me N\__/N‘Q MS(ESI) m/z: 172 \LNH (‘NQ MS(FAB) m/z:
445 (IM+H]") 0N~ 544 (IM+H]")
Me
“NH 167 _(HCI) N 100
163 © N""\N@ MS(FAB) m/z: | |173 &N),,NCN MS(FAB) m/z:
hd 445 (M+H]") o 487 (IM+H]")
Me\ _Me 167__(HCI) OAc —28
164 J“\/ K‘NQ MS(FAB) miz: | | T74) (L N_J MS(FAB) miz:
ON-N_J 459 (IM+H]') 0 474 (IM+H]")
MeO
167 _(HCI 28
/~\ -
165 Q (\N’Q MS(FAB) m/z: | | 175 (}*N\_,N@ MS(FAB) m/z:
o~N 485 (M+H") 446 (IM+H]')
— 0
166 Q (\NQ MS(;A% [N v
miz: 1 1176 //\N/Q MS(FAB) m/z:
OA\/N\) 483 ([M+H]") sz\/l 501 ((M+H]")
(OJ Q 167__(HCI) N-Me
167 "N~ N MS(FAB) m/z: (] 167 (2HCI
o AN 501 ((M+H]") | [177 N\r @ MS(FAB) m/z:
- 14 (M+H]"
[l:l] Me 167 (2HCI) O 214 (M)
168 N7 — MS(FAB) m/z: Osg7°
Od\—N\)N@ 514 (M+HT") . Q —
178 N N/:)N MS(ESI) m/z:
169 N (\NQ MS(FAB) m/z: NG
S : N 185 (HCI)
0™ ST7.(MHHTD) | 1470 N\__/N@ MS(ESI) m/z:
O Q 167 (HCI) 413 ((M+H]")
170 NH (N MS(FAB) m/z: CN
RS 51; o N 185 (HCI)
(M+HT) | 1180 N\_,N‘Q MS(FAB) m/z:
GJ Q 167__(HCI) 427 (M+H])
171 \‘\(""/\\)N MS(FAB) m/z: CONH, 185 (HCI)
X 499 (IM+H]") | | 181 NI/\N MS(ESI) m/z:
! 445 (IM+H]")
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» 185 (2HCI) H,Noc . F 234 (HCI)
182 N'/\;,N'Q MS(FAB) m/z: | |193 NN MS(ESI) m/z:
465 ([M+H]") 449 (M+H]")
191_(HC)) HNOC F | 234 (He)
183 g N NQN’Q MS(FAB) m/z: | | 194 N\__,NQ MS(FAB) m/z:
455 ([M+H]") 449 ((M+H]")
- 185 (HC) MNOE e | 284 _toD
184 s’;N\/ @’Q MS(FAB) m/z: | | 195 — Q MS(FAB) m/z:
471 ((M+H]" 449 (M+H]")
185 (HCI) HZNOEN’_\N 501 _(HCI)
1185 <9"N (\N’Q MS(FAB) m/z: | | 196 — . MS(ESI) m/z:
NN 456 ([M+H]") 449 (IM+H]")
3 185 (HCI) HNoc . F F I so1 (He
186 HNN,NH @’Q MS(FAB) m/z: | | 197 N_,N@ MS(FAB) m/z:
471 (M+H]") 467 (M+H]")
~ 185 (2HCI) NOE e | 3oLt
187 NWNCN/Q MS(ES) m/z: | | 198 L MS(FAB) m/z:
Me 468 ([M+H]") 467 ((M+H]")
%) 185 (2HCI) HNoC ' | 234 o)
188 N ‘/\N/Q MS(FAB) m/z: | | 199 N_N MS(ESI) m/z:
N 487 (M+H]) 465 (IM+HI')
,0~> 185 (2HCI) HZNOZCN \ o | 234_(HC)
189 N (\MQ MS(FAB) m/z: | [200 MS(FAB) m/z:
N 501 (IM+H]") 465 (IM+H]")

Br |
Q 185 (2HCD ) 514 HZNOEN:N MS(E§31m/z:
10| N> N MS(ESI) m/z: 508 M+H["

Me LN/ 485 ([M+H]") s e
2 L —\ 234 (HCI)
BN Q 191 (HCh | |202 NN MS(FAB) m/z:
191 GN N MS(ESI) m/z: 445 ((M+H]")
© 458 (M+H]") /@,Me o oo
192 D‘N\_JN'Q N:SQ(ZESI)Hri;z: 208 @ MS(FAB) m{z:
OH 460 ((M+H[") CONH, 445 (IM+H]")
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- 164 -

HNoc _  MeO | 234 (Hei) HO N 36 (Na)
204 N N MSESl)m/z: | [213| O MS(FAB) m/z:
461 ([M+H]") 417 ([M+H]")

NC HN
HZNOC,__\ 501__(HCI 2 N _501
205 LNUNQ MS(FAB) m/z: | (214 O MS(FAB) m/z:
456 ([M+H]") 416 (IM+H]")
HNOC NC | 206 (HCI) O’_\N_CN 501 (HCI)
206 N N MS(AP) miz: | |215 MS(FAB) m/z:

A

456 ([M+H]") 458 (IM+H]")

H,NOC 0
2 LN,_\NQCN 501 (HCl) 216 N N_CN 501 !HC”
207 — MS(ESI) m/z: MS(FAB) mfz
456 (IM+H]") e 471 ([M+H]')
SOMe \76 501
sot ey | |27 of N‘Q MS(ESI) m/z:
208 Q MS(ESI) m/z: 419 (IM+HJ")
H,NOC- 493 ([M+HT) ):/\N _ 501 _
218 MS(FAB) m/z:
SO,Me CONH .
2 402 ((M+H]")

501__(HCI) o)
209 N uSESymi | | j:” _501
H,NOC 391 ([M+H]")
SO;NH, T\ 501 (HCI)
501 _(HC) | |220| N _~ MS(ESI) m/z:
210 (‘_"} MS(ESI) m/z: CONH, 445 (IM+H]")

NS 510 ((M+H]") F
H,NOC " N/\\N 501__(HCI)
HZNOE 501 (HCI) CON\H/ MS(ES|) m/f.
211 NSN@ MS(FAB) m/z: 2 463 ((M+H1)
443 (M+H]" 501
(IM+H]') N

EtO }/_CN 501 222 B/ MS(ESI) m/z:
- oC +
212| O Q MS(FAB) m/z: 471 ([M+H]")
* 146 _(HCI
445 ([M+H]') HY ) 146 (HCI)
223 MS(ESI) m/z:
371 (IM+H]")
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224

185 (HCI)

MS(FAB) m/z:

428 ([M+H]")

225

501__(HCI)

MS(FAB) m/z:

446 ([M+H]")

235

501 _ (HCI)
MS(FAB) m/z:

390([M+H]*)

226

501 (HCI
MS(ESI) m/z:

458 ([M+H]")

236

501
MS(FAB) m/z:
447([M+H]*)

237

36
MS(API) m/z:
433([M+HJ*)

227

501__(HCI
MS(ESI) m/z:

430 ([M+H]")

238

167
MS(FAB) m/z:

432([M+H]*)

228

234 (HCD

MS(FAB) m/z:

417 (IM+H]")

229

234 (HCI)

MS(FAB) m/z:

417 ((M+H]")

239

167 _(HCI)
MS(ESI) m/z:

431([M+HJ*)

230

501 (HCh

MS(FAB) m/z:

417 ([M+H]")

240

501 (2HCI)
MS(ESI) m/z:

429([M+H]*)

231

501 _(HCI

MS(FAB) m/z:

435 ([M+HJ")

241

501 (HCI)
MS(FAB) m/z:

435([M+H]*)

232

501 (2HCI

MS(FAB) m/z:

432 ([M+H]")

242

501 (2HCI)
MS(ESI) m/z:

450([M+H]*)

233

501 (HCI)
MS(ESI) m/z:

462 ([M+H]")

243

501 (HCI)
MS(FAB) m/z:

474(IM+H]*)

234

234 (HCI

MS(FAB) m/z:

420 ([M+H]")

244

501 (HCI)
MS(ESI) m/z:

474([M+H])
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254

COZMe

501
MS(FAB) m/z:

466([M+H]*)

255

723
MS(FAB) m/z:

459([M+H]*)

256

501
MS(FAB) m/z:
446([M+H]*)

257

501
MS(FAB) m/z:

463([M+H]*)

258

36 (Na)
MS(FAB) m/z:

418([M+HJ*)

36

N/—\N N= 501 (2HCI)
245 J: \__ ‘SJ\F MS(FAB) m/z:
O 'NH, 450([M+H]")
) 501 _(HCI)
246 Q MS(FAB) m/z:
o "NH, 442([M+H]*)
H
Q N= 234
247 NN\ /| MsEsl) miz
co,Me 448(M+H])
HO Y N=\ | 36—167 (HC))
248 \_7 | MS(ESI) m/z:
NH, 431([M-HJ)
NC
~ N= 501
249 /J/:N\_/N \ / MS(ESI) m/z:
N=
(\ N \ / 501
250 N/ MS(FAB) m/z:
g NH, 446([M+H]*)
o)
NHLNHZ 723
251 MS(ESI) m/z:
/
Me ENQ 445([M+H]*)
O
_ NH 723 (HCI)
252 |[Me—N 2| MS(ESI) miz:
CN‘Q 459([M+H]*)
CO,Me F
N=— 501
253 N—Q ) | MSESl)miz
HO 466([M+H]*)

259 MS(FAB) m/z:
435([M+HJ*)
Me
'\\l N‘Q 723 (HCI)
260 NH MS(ESI) m/z:
l\;( 2 473([M+H]*)
0]
N N o) 501
261 g\ / MS(ESI) m/z:
g NH2 Me .
461([M+HJ*)
CO,H F
N= 36
262 N—\ /) |MS(FAB)m/z:
OH 452([M+H]*)
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263

36

MS(ESI) m/z:

450([M-HJ)

272

501
MS(FAB) m/z:

451([M+HJ")

264

167

MS(ESI) m/z:

451([M+H]")

273

501
MS(ESI) m/z:

466([M+H]*)

265

167

MS(ESI) m/z:

451([M+H]*)

274

501
MS(FAB) m/z:

431([M+H]*)

266

266

MS(FAB) m/z:

512([M+H]*)

275

501
MS(FAB) m/z:

446([M+H]*)

267

267

MS(FAB) m/z:

438([M+H]*)

276

501
MS(ESI) m/z:

495([M+H]*)

268

267

MS(FAB) m/z:

438([M+H]*)

277

501
MS(ESI) m/z:

510([M+H]*)

269

501

MS(FAB) m/z:

375([M+H]J*)

278

36 _(Na)
MS(ESI) m/z:

461([M+HJ*)

270

501

MS(FAB) m/z:

475([M+H]*)

279

501
MS(ESI) m/z:

462([M+H]J")

271

501
MS(ESI) m/z:

442([M+H]*)

280

167
MS(ESI) m/z:

460([M+H]*)
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CONH,
281
281|{ N \N\ MS(ESI) m/z:
7| on| 468(MHT)
CONH
4 /\\2 281
82| N N Ns MS :
_ ( (ESI) m/z:
7 []_coN| 483(M+H]")
NH
o 2 _CI 501
283 N \ /N MS(ESI) m/z:
451([M+H]*)
OZNHZ Br 501
284 N NQ MS(ESI) m/z:
__/
509([M+H]*)
NH Me~
o) 2 o 501
285 N \_/N MS(ESI) m/z:
447[M+H]*)
286 N\_/N \ / MS(ESI) m/z:
485([M+H]*)
NH NC
o) 2 N 287
287 N MS(ESI) m/z:
470([M+H]*)
A |
288 N N MS(ESI) m/z:
\__/
457([M+H]*)
CO,Et ,\\,,e o1
289 NQO MS(ESI) m/z:
475([M+HJ*)

- 168 -

CO, Et

cl 501
290 NQ/ MS(ESI) m/z:
479(M+H]")
OH
% N 234
291 N— N | MS(ESI) m/z:
HO — 406([M+H]*)
O__NH, Me 287
292 YN/_\N MS(ESI) m/z:
__/
459([M+H]*)
Me
NH, e 293
293 RN MS(ESI) m/z:
N
—/ 475([M+HJ*)
O/ 2 0 501
204 X<3N N | MS(ES) m/z:
Me | 447(IM+H]")
267
295 p MS(ESI) m/z:
434([M+H]*)
NH
© 2 N_HO 267
206 N~ ) MS(ESI) m/z:
447(M+HJ)
o) CN
NH, 501
297 NCN ci| MS(ESI) m/z:
522([M+HJ*)
Me
N
[ ] 167
208 N N= | MS(ESI) m/z:
o)/"CN \_7 | 500(M+H])
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H Me 0]
A \o _ 36 NH,  FyCy 501
299 NQ MS(ES) m/z: | |302| S\ | O | Ms(FAB) m/z:
445(IM+H]*) — 515([M+H]*)
CO_H
300 NQCI MS(ESI) m/z: | | 303 N‘§\_—/> MS(ESI) m/z:
451([M+H}*) CO,H 448([M+H]*)
O 501
301 NHZK\ MS(ESI) m/z:
Oi N A73(M+H]Y)
N
[F12]
)
N
N L
H,N 501__(HCI
Syn (Sal) 2 201_(HCD
Ex J_D:t_ 307| g N‘Q MS(FAB) m/z:
414 (M+H]")
Mo N 501 (HCI Y 501
304 | Me—N_) @ MS(FAB) m/z: | |308 EtOzC‘C @ MS(FAB) m/z:
386 ([M+H]") 443 ((M+H]")
@) 36 (Na
an =201 |1 HOZC—CN % _(ta) -
305 HN\_/N MS(FAB) m/z: MS(FAB) m/z:
386 ([M+H]") 415 ([M+H]")
HNOC 356 (HCI
LN
306 - MS(FAB) m/z:
429 ([M+H]")

- 169 -




200808788

[#&13]
0]
Eapsses

314

e o Syn (Sal)
Ex Dat

HzNOLC,-\ 501 (HCI)

310 N_N MS(ESI) m/z:

445 (IM+H]")

Hpog | F 501 (HCI)

311 N_N MS(FAB) m/z:

463 (M+H]")

HZNOLC’_‘ F | 501 (HCI

312 N_N MS(FAB) m/z:

463 ((M+H]")

HzN%C,_\ 501__(HCI

313 N\_,NQF MS(FAB) m/z:

463 (M+H]")

501 _(HCI

MS(FAB) m/z:
481 ((M+H]")

501 (HCI

7\

315 N_N MS(FAB) m/z:
481 ((M+H]")
HNOC 501 (HCI)
LN N CN .
316 \_/ MS(ESI) m/z:
470 ([M+H]")

7
S-Me | 501 _(HCI)
317 @N MS(ESI) m/z:
CONH, 507 ([M+H]")

318

501 _(HCI
MS(ESI) m/z:

523 ([M+H]")

319

501 (HCI)
MS(ESI) m/z:
524 (IM+H]")

320

501 _(HCI)
MS(ESI) m/z:

470 (IM+H]")

321

501 _(HCI
MS(FAB) m/z:

459 ([M+H]")

322

501 (HCI)
MS(ESI) m/z:

477 (IM+H]")

323

501
MS(FAB) m/z:
430 ([M+H]")

324

501 (2HCI
MS(FAB) m/z:
442 (IM+H]")

325

501 (2HCI)
MS(FAB) m/z:

444 (IM+H]")
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HzNOf 501 _(HCl) N 36
326 N_» F| MsEsl) miz: | |335 MS(FAB) m/z:
460 ([M+H]") CO,H 431([M+HJ*)
F
O. NH CN
501 _(HCI) Y i 501
397 ON"“ ) MS(FAB) m/z: | | 336 N MS(FAB) m/z:
~ X 516 (IM+H]") A70(IM+H]")
/CN N= 501 (2HCI) 337 £ NQF MS(F:BO; y
m/z.
328 H.NOG ‘>\_> MS(FAB) m/z: COZEt 477(IM+HT*
: 431 (MHT') (IM+H])
36
= 501 < : —0__
N N 501 N F '
329 HN occ ‘Q MS(ESI) miz: | | 338 dom C MS(FAB) m/z:
431 ((M+H]") 2 449([M+H]*)
N= 201 (HCI) 501
N F N o -
330 H2NOC,< f—>\_>- wsEsy mz: | (399 A Q 0 | MSES) miz
449 ((M+H]") 2 489([M+H]*)
HzNOf —  N= 501 (2HCI) N c 501
331 N\__/N \ / MS(FAB) m/z: 340 oF MS(ESI) m/z:
446 ([M+H]") 2 493([M+H]*)
HNOC . i | 501 _(Ho) w o 36
AR/ (ESD) m/z: CO,H Me
476 ([M+H]") 2 461([M+H]*)
OH N 501 36
901 N cl
sss| KN !> | Msap) miz: | | 342 C/OCH Q’ MS(ESI) m/z:
434([M+H]*) 2 463([M-HJ)
N 501
334 MS(FAB) m/z:
CO,Et 459(IM+H]")
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[#14]

0

& ::)k[:»@w

e ° Syn _(Sal) HZNCZC/—w 501 (HCh
Ex Dat 346 N\_/NQF MS(ESI) m/z:
449 (M+H]")
"N — 501 (2HCI) MNP 501 (2HCI)
e NN MS(ESI) m/z: | |347 ND_Q MS(ESI) m/z:
431 ([M+H]") 426 ([M-H])
H,NOC 1 501_(HCI) mNOC 501 (2HC)
344 ZNL_,N MS(FAB) m/z: | |348 N MS(FAB) m/z:
449 (IM+H]") 430 ([M+H]")
HZN(}C/_\ F | 501 (Hoy CN N= 501 (2HCI)
345 N_N MS(FAB) miz: | 349 |y Nod ‘§\—‘/> MS(FAB) m/z:
449 (IM+H]") 417 (IM+H]")
[R15]
Q
‘IH" N/lL\l N\ {:j(OH
e
&
E e o Syn (Sal) Hch}C/——\ " 901 (2HCI)
X Dat 351 N_N MS(ESI) mi/z:
449 ((M+H]")
HzN‘ZC,—\ 501 (2HCI) HzNOf 501_(HC)
350 N\_/NQ MS(ESI) m/z: | | 352 ND—Q MS(ESI) m/z:
431 (IM+H]") 428 (IM+H]")
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[$K16]

o :/U\[:\} NO»OAC

H,NOC
e o Syn_(sal NP 501_(HC)
Ex Dat 354 / MS(FAB) m/z:
484 ((M+HJ")
HNOC F 501 (HCI)
353 N\_,NQ MS(FAB) m/z:
505 ([M+H]")
[#&17]
o)
N OMe
H [ \>(N\_/
)
H,NOC
O [ | [P |
Ex Dat 359 — MS(ESI) m/z:
451 ((M+H]")
O>\—\ 501 HNOC _ F 501 _(HCI)
HN N 360 INON F| MS(FAB) m/z:
355 \__/ MS(FAB) m/z: - (FAB) m/z:
390 ([M+H]") 469 ([M+H]")
HNOC 356 (HCI HNOE — H={| s e
LN 361 N_N MS(FAB) m/z:
356 N_N MS(FAB) miz: — z
433 ([M+H]") 469 ([M+H]")
H,NOC Br
HzNOLC —\ F 501 (HCI 362 2 ZN/—'\N 301
357 NN MS(FAB) m/z: - MS(FAB) m/z:
451 (M+H]') 513 (M+H]")
NC
HZNQC/——\ 501 (HC|) 363 H2NOC /—\N M
358 NN MS(ESI) m/z: N MS(FAB) m/z:
451 (M+H]") 458 ([M+H]")
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364

NC

206 (HCI)
MS(FAB) m/z:
458 (IM+H]")

365

501 _(HCI
MS(FAB) m/z:

458 ([M+H]")

366

501 __(HCD
MS(FAB) m/z:
476 ([M+H]")

367

234
MS(FAB) m/z:
491 ([M+H]")

368

36
MS(ESI) m/z:
478 ([M+H]")

369

501 (HCI
MS(FAB) m/z:

458 ([M+H]")

370

501
MS(ESI) m/z:
418 (IM+H]")

371

501
MS(FAB) m/z:
447 ([M+H]")

372

36
MS(FAB) m/z:
419 ((M+H]")

373

501 _(HCI
MS(FAB) m/z:

430 ([M+H]")

374

501 (HCI
MS(ESI) m/z:
448 ([M+H]")

174 -

375

501 (HCI)
MS(FAB) m/z:
448 ([M+H]")

376

501 _(HC)
MS(FAB) m/z:

460 ([M+H]")

377

501 (HCI
MS(FAB) m/z:

460 ([M+H]")

378

501 (HCI
MS(FAB) m/z:

432 ([M+H]")

379

501 (HCI
MS(FAB) m/z:

450 ((M+H]")

380

501 (HCh
MS(FAB) m/z:

419 ([M+H]")

381

501 __(HCI
MS(FAB) m/z:
437 (IM+H]")

382

501 (HCI)
MS(FAB) m/z:

434 (IM+H]")

383

501 _(HCI)
MS(FAB) m/z:
464 ([M+H]")

384

234 (HCI
MS(FAB) m/z:

420 ([M+H]")

385

501 (HCI)
MS(FAB) m/z:

392([M+H]*)
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N | s e
395 0’<CN \ ) |MS(FAB)mz:
437([M+H]*)

NH
© /_2_\ _F | 501_(2Hen
396 N N= ) | MsEs)mz
452([M+H]")
501 (HC)

397

O NH, CN
Y /N F
N N

MS(FAB) m/z:
476([M+H]*)

0
7_/””2 N= _234
386 NM MS(ESI) m/z:
HO 449([M+H]*)
OYN/':E\ N= 234 (2HCI)
387 N_ N\ )~F| Ms(FaB) mz:
452([M+H]*)
OXNHZ N— | 234_(2HCI)
388 NN \ ) | MSES) mz:
431([M+H]")
TOH % | 501 (HC)
389 CNQ MS(FAB) m/z:
391([M+H]*)
MeO.C
O _NH, 501
390 N MS(FAB) m/z:
476([M+H]*)
ONH, HO,C
36
391 T<DN MS(ESI) m/z:
462([M+HJ")
NH
o) 2 HN_ 4 167
392 N MS(ESI) m/z:
461(IM+H])
O. NH
O\Z/NH 167 _(HCI)
303 S N MS(ESI) m/z:
N~/ 476([M+H]*)
OH N= 394 (HCI)
394 HCN‘SJ MS(ESI) m/z:
HO 422([M+H]")
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O\\EN';'L\ FLNC | 5 (HCI)
308 NN MS(FAB) m/z:
476(IM+H]*)

o)
N,\\\\N 501 (2HCI)
399 IN/‘\N NN\ | MS(FAB) miz:
— = 459([M+H]*)
\ 501 (HChH
400 ,LN MS(FAB) m/z:
o’ "NH, 444([M+H]+)
501 (HCI)
401 );N / MS(FAB) m/z:
o NH, 444([M+H]*)
501 (HCI)
402 ;E‘ MS(FAB) m/z:
NH, 446([M+H]*)
36—167 (HCI)
403 MS(ESI) m/z:
435(IM+H]*)

501

404 O\ N MS(ESI) m/z:
377([M+HJ")
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422([M+H]*)

501 ™~ CONH, 793 (HCI
405 MS(FAB) m/z: | | 445 Me{ \E:N‘Q MS(ESI) m/z:
391(M+HI) 447(IM+H]')
501 _(HCI
406 Q\Q MS(FAB) m/z: 723 (HCI)
azmeHp) | |10 CNQ MS(ES) miz:
461([M+H]")
501
407 MS(ESI) m/z: 723 (HC)
417 MS(ESI) m/z:
473([M+H]*)
378(M+HJ*)
929 N= 501
408 MS(FAB) m/z: | |418 @NQ MS(FAB) m/z:
450([M+H]*) CO,Et 448([M+HJ*)
529 IVIe\N CN 723
409 MS(ESI) m/z: 419 4 MS(FAB) m/z:
450([M+H]") 461([M+HJ")
723 _(HCI)
501 (ZHCD | 459 Me\N/GNQ MS(FAB) m/z:
410 MS(ESI) m/z: L 475(MHH]')
448([M+H]*)
/CN @ 501
501 421 F | MS(FAB) m/z:
411 o‘l\/N MS(FAB) m/z: CO,Et 465(IM+H]")
404([M+H]*) "
501 422 /CN‘Q\F MS(FAB) m/z:
412 MS(ESI) m/z: CO,H 437(IM+HJ*)
405([M+H]*) N— ”
: _ 501 | |423 /<:>N‘§\:/> MS(FAB) m/z:
413 :GN‘Q MS(FAB) m/z: CO,H 420(M+HT*)
421([M+H]*)
501
201 1404 MS(FAB) m/z:
414 MS(FAB) m/z: ST20MH)
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X 501
425 CN MS(ESI) m/z:
HO 377([M+H]")

O NH, g NC 501
426 NN MS(FAB) m/z:
— 490([M+H]*)

O. _NH

2 _C' 234
427 N \ /N MS(ESI) m/z:
453([M+H]*)

0 NH, Me\o 501
428 XCN CN | MsEEs) miz:
449([M+H]*)

CO,Et Me\ 501
429 N-QO MS(ESI) m/z:
4T7(IM+H]Y)

CO,Et c 501

l ——————
430 N@/ MS(ESI) m/z:
481([M+H]")

HO N 234
431| 3k N— Y | MS(ESI) m/z:
HO 408([M+HJ*)

O/ 2 O 501
432 Q(CN / N | Ms(Esh miz:
Me | 449([M+H]J*)

CO,H Me_ 36
433 N—Qo MS(ESI) m/z:
449([M+H]*)

177 -

CO,H 26
434 NQC] MS(ESI) m/z:
453([M+H]*)
146 _(2HCI)
435 'G;'CNQ MS(FAB) m/z:
2 404([M+HJ*)

0. NH o) 501
436 2 :
%[ N MS(FAB) m/z
N 475([M+H]*)

(LZONHZ F,C 501

Vaun

437| “N_ N O | MS(FAB) m/z:
517(M+H]*)

OLNH, CHF, 501

/~ N\ \

438 =N N O | MS(ESI) m/z:
499([M+H]*)

O i
439 | MS(FAB) m/z:
~Boc 504([M+HJ*)

HO Y N= 234
440 \ 7/ | MSESI) m/z:
CO,Me 448(IM-H])
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[£18]

0

| o :/U\[:\>,H¥J0Me

N= 501 _(HCI)
Ex . , Syn_(Sa) 442 CN‘§\:/> MS(FAB) m/z:
Dat H,NOC 40; ([Mi HI)
HzNOLC — 356 (HCI)
441 N\_,N‘Q MS(ESI) m/z:
419 ([M+H]")
[#£19]
0]
N)J\[N
IO
@
36 (Na)
Ex %(t_s_a_lz 447 HO.C N@ MS(FAB) m/z:
2 392([M+H]")
Mo\ Q 501 _(HCI) CN 167
443 - MS(FAB) m/z; 448 H,NOC @ MS(FAB) m/z;
363([M+H]") 391([M+H]")
HzNQC,—\ 501 (HCI) 501
444 N\__,N‘Q MS(FAB) m/z: | |449 HO_CNQ MS(FAB) m/z:
406(IM+H]") 364(IM+H]")
o}_\ 501 HO 501
445 HN\_/N‘Q MS(FAB) m/z: | |450 HOJ:N‘Q MS(FAB) m/z:
363([M+H]") 366([M+H]")
_501 naNoF 501_(HCI)
446 | _ 4 N@ MS(FAB) m/z: | |451 ND—Q MS(FAB) mz:
2 420([M+H]") 405([M+H]")
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HzNCZC 501 _(HCI)
452 N MS(FAB) m/z:
403([M+H]")
[$20]

an: >
()

A Syn_(Sal) £ N 501 (HCh
Ex Dat 455 | H,NOC MS(FAB) m/z:
392(IM+H]")
H,NOC N=
27— 501 (2HCI) < :N \ ) | 22LeHe)
453 N_,“@ MS(FAB) m/z: | [456| p NoC MS(FAB) m/z:
407([M+H]") 393(IM+H]")
F
HNOC — 501 (2HCI
454 NN MS(FAB) m/z:
425(IM+H]")
[%21]
0
A /[’k N —N
R
H o N
F
e o Syn (Sal) HNOC 501 (HCI)
Ex Dat 458 N_N MS(FAB) m/z:
426(IM+H]")
H2N(2C/—\ 501 (HCD 501
457 NN MS(FAB) m/z: | | 459 CN
. H,NOC MS(FAB) m/z:
408([M+H]) 393([M+H]")
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460

501 (HCI
MS(FAB) m/z:

394([M+H]")

[£22]

0
AR
(@

Ex SynD_la(tsal 463 | NOCCNQ MS(FASBO)1m/z:
? 393(IM+H[")
HzNOLC,_\ 501 (HCI) /CN N== 501_(HCI)
461 N_N MS(FAB) miz: | |464 ., \ ‘§:/> MS(FAB) m/z:
408([M+H]") ’ 394(IM+H]")
Hchzcm F 501 (HCI) HzN(ZC M/ N=_ | 501 (HCl)
462 N_N MS(FAB) m/z: | | 465 NuN \ /| MS(FAB) m/z:
426([M+H]") 409([M+HJ")
[$23]
0
& )
H N\
o
Syn (Sal HNOC_ F 501 (HCI)
Ex T 467 N\__/N MS(FAB) m/z:
441([M+H]")
HZNOLC/—\ 501 _(HCI /<:\N 501 _(HCI)
466 N\_/N‘Q MS(FAB) miz: | | 468 | 1y nod ‘Q MS(FAB) m/z:
423([M+H]") 408([M+HJ")
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CN {“—/ 501 (HCI)
469 H,NOC MS(FAB) m/z:
409([M+H]")

[&24]

0]
>0

NHBoc
501
Syn (Sal) N —
Ex Dat 472 HZNOC/C MS(FAB) m/z:
507([M+H]")
HZNOLCN/_\ 501 /<:N {"—/ 501
470 \_,N'Q MS(ESI) m/z; | |473 H,NOC MS(FAB) m/z:
522([M+H]") 508(IM+H]")
F
HzNOCm 501
471 N\__/N MS(FAB) m/z:
540([M+H]")
[$&25]
0
N [ SN
H o
NH,
F
_ ° o Syn (Sal) HNOC _ 146 (2HCI)
X Dat 475 N\_JN MS(FAB) m/z:
440(IM+H]")
H,NOC
2 LN \ 146 (2HCI) /<:N 146 (HCI)
474 _/ MS(FAB) m/z: | |476 H,NOC MS(FAB) m/z:
422([M+H]") 407(IM+H]")
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477

N=
AN
H,NOC

146 (2HCI
MS(FAB) m/z:

408([M+H]")

[$R26]

0O
A~
S,

O Ci

N=
° Syn (Sal CN L) | 8 (vl
Ex v Dat 479 H,NOC MS(FAB) m/z:
427([M+HJ")
CN 501
478 H,NOC MS(FAB) m/z:
426([M+H]")
[ #F27]
i
N
° N I \>—N/’#\ 0]
H o
F
e o Syn (Sal . HzNO(;ﬁN 501__(HCI)
Ex T oat |14 L) MS(FAB) m/z:
433 (M+H]")
HZNOC/_\ 234 (HCI) HZN?C/_\ 501 _(HCI)
480 N_N MS(FAB) m/z: | |483 N\_,NQF MS(FAB) m/z:
415 ([M+H]") 433 ((M+H]")
HNoc P 501 (HCI HNOC 501 _(HCI
481 ZN\__/N4§i> MS(FAB) m/z: | |484 N\_,N‘QF MS(FAB) m/z:
433 ([M+H]") 451 ([M+H]")
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- 183 -

H2N2C/___\ Fo F 501__(HCI) HZNOLC F 501 (HC)H
485 N_N MS(FAB) m/z: | |496 Ny MS(ESI) m/z:
451 ([M+H]") 430 ([M+H]+)
HNoc ~ _Bri 501 HZNOLCN | S01(HCh
486 ZNuNQ MSESN miz | | 497 D‘Q MS(ESI) m/z:
493 ((M+H") 430 (IM+H]')
HzN(ZC,—\ NC so1_en | |, HzNOLCN MeQ 501 _(HCI)
487 N_ N MS(ESI) miz: / MS(ES) miz:
440 (M+H]") 442 ((M+HT)
OMe
HNOS NC | 208 (He) 501 (HCI)
488 N\_/N MS(FAB) m/z: 499 N | MS(ESI) m/z:
440 ((M+H] < +
H,NOC 501([ (HC]l)) o, i
N\

489 N\—/NQCN MS(ESI) miz: HNOC 501 _(HCI)
440 ([M+H]") 500 N MS(ESI) m/z:
HzNCZC NS 01 He 414 (M+H]")
490 N N MS(ESI) m/z: o /CN 4§\N_=/> 501 (HCl)
* MS(ESI) m/z:
458 ([M+H]") H,NOC ) :1( ([M)+H]’)

501 (HCh
491 (\O‘JN\/ K\NQ MS(ESI) m/z: @N N=\ | 501 (HCD
NN 440 (M+H]") | | 902 H,NOC ‘§\—‘/> MS(ESI) m/z:
HN 234 419 (M+HY)
492 O}_CNQ MS(FAB) m/z: H"’N?C/—\ N=\ | 501 (HC)
400 (M+H) | | 503 NCNN7 | MsFAB) mz:
HO 501 416 ([M+H]")
493 ZCN'Q MS(FAB) m/z: HzNCZC — e | 501
403 (IM+H]") | |504 N N ) | MsEsl) miz
HO 501 446 (M+H]")
494 HO):“’Q MS(FAB) m/z: HO N— | 501 (HCI
375 (IM+HT) | | 505 \7<:/\N \ 7 | MS(ESI) m/z:
HzNCZC 501 _(HCI) OH 404 ((M+H]")
495 Ny MS(ESI) m/z: N= 394 _(HC)
412 (MHD) | | s06| |, NN\ 7 | MsEs)) miz:
374(M+H]")
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184 -

NN N=\_F | 234 (2Hc) HQ N= 234
57| S\’ N7/ | MsES)mz | |517 NN\ /| MsEsn mz
o NH, 434(IM+HJ) CO,Me 432(M+HJ")
N N= 501 _(2HCI) HO Y N=\ |35—167 (HCI)
508/ LN/ N\ 7 | MsEShmiz | |518] 0 \_7 | MS(ESI) m/z:
O NH, 413([M+H]) NH, A17([M+H]*)
\ F o NH, CN
= 501 (HCI) T 529 (HCI)
509| \/< N\ ) MS(ESI) m/z: | |519 N MS(FAB) m/z:
NH, 419(M+HJ) 437([M+H]")
O_ NH, NC
—  N= | 501_(2Hc) Y 234_(Hc)
510 /j/:N\_/N \ / | MS(ESI)miz: | |520 N MS(FAB) m/z:
0" NH, 434([M+H]*) 451([M+HJ")
NH
O\T:Nﬂz_\ CN - | 801 _cHey O\T: 2 Pl 234 (He)
511 N N MS(FAB) m/z: | |521 N MS(FAB) m/z:
458([M+H]*) 430([M+H]*)
O NH.  FNC | 501 (HCl) N/_\N Sl 234 (HCI)
512 N N MS(FAB) m/z: | |522 \__/ '§\j MS(FAB) m/z:
— 458([M+H]") 0" NH, 421([M+H]*)
0\ CO,Me NC 205
[ —<VO
N N 501 _(2HCI) _
513 \ﬁ ~ /N \ | MS(FAB) m/z: 523 hd N MS(ESI) m/z:
NN 456([M+HJ*)
441([M+H]")
CO,H NC 26
\ 501 (HC) | |54 N MS(ESI) m/z:
514 ;N MS(ES') m/z: HO 442([M+H]")
o NH, 426([M+HJ*) NG
HO 267
p 501 (HCI) 525 jCN MS(ESI) m/z:
515 i“ MS(FAB) m/z: HO 428(M+H])
o NH, 426([M+H]*) N NG
0 2 167
N 901 _(HCI) 526 N MS(ESI) m/z:
516 X MS(ESI) m/z; HO 441(M+H]")
o NH, 428([M+H]*)
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NH M
O\\ﬁ i N(Ne 501
527 N N /[ | MSES)m/z
N
Br | 497[M+HJ*)
F N
N— N\ 529
528 _ MS(ESI) m/z:
CO,Et 448([M+H]")
OTN;E\ Br 529
529 N\_/N E MS(ESI) m/z:
511([M+H]*)
OWNH, NG 206
/~ \
530 :
NN = | MS(ES) miz
458([M+H]*)
CO,Me Br 234
531 X:\/N MS(ESI) m/z:
HO 509([M-H]")
PN D _ 36
532 — MS(FAB) m/z:
COH 420([M+HJ")
O/ V2 N 167
533 XCN /_\ MS(ESI) m/z:
F 419([M+HJ*)
HO N\ 267
534| o N=C_ 7 | MSESI) miz:
406([M+H]")
CO,Me Br 529
535 / N‘Q MS(ESI) m/z:
491([M+HJ*)
501 _(HCI)
536 <N MS(FAB) m/z:
CONH, 414([M+H]*)

o. NH, Me\
T — Ny 537
537 N NI | Ms(ESh miz
419([M+H]*)
COMe NG 205
538 7 N MS(ESI) miz:
438([M+H]*)
NC
Oy NH: N 501
539 NCN ) | MsEs) miz
455([M+H]*)
N 501
N
540 gﬁ'\J N MS(ESI) m/z:
g NH. 430([M+HJ")
OXNHZ S 529
541 N / MS(ESI) m/z:
448([M+H]")
NH
OY 2 F F 529
542 N MS(ESI) m/z:
448([M+HJ")
MenyNH
e 501
o._NH, o)
543 o N= MS(ESI) m/z:
NN 4 529([M+HJ*)
HN/\\ 501
544 O&JN‘Q MS(FAB) m/z:
386([M+H]*)
o) N= 501
545 ,EN \ /| MS(FAB) miz:
387(IM+HJ")
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HO N= 501 Me\ _J\NfMe
546 EN \ / | MS(FAB) m/z: N Me 167
HO 556 )\CN =\ | MS(FAB) m/z:
404([M+H]") o \ 7
486([M+H]*)
HO 501
547 6 N‘Q MS(FAB) m/z: N—Me
403(IM+H*) o [ e 167
501 557 )—CN N=\ | MS(FAB) m/z:
548 /< ;N@ MS(FAB) m/z: g \__7 | 486(IM+H}")
CO,Et 429(IM+HJ*)
—Me
N
HO}._CN —a— "Me 167
91 g MS(FAB) m/z: | | 558 ’}N_CN N=\ | MS(FAB) m/z:
401([M+H]*) o) \ 7 498([M+H]*)
CONH, Me~q 501 .
= 0
550 N— N | MSES)mz L e -
431([M+H]¥)
559 N N= MS(FAB) m/z:
CONH, _CI 501 O/}—CN \ /) | 541(M+H])
551 N \ /N MS(ESI) m/z:
435([M+HJ") —~  N= o1
N= o1 se0] N NN\ /| msEs) miz
— oc .
552 N4 MS(FAB) m/z: 459([M+HJ")
CO,Et 430([M+HJ*) /\  N= 146 (2HCI)
o) N ” s61| AN NN\ /| msEs) miz
553 WNQ MS(FAB) m/z: 350([M+HI")
HO 402([M+H]") N-Me
~Me ) 167
[Nj 57 562 /N“CN N=\ | MS(ESI) m/z:
554 | “N N= | MS(ESI) m/z: O N7 | 48(m+H)
O/}—CN‘Q 484(M+H]*)
E S
N 167
/M
/\/N\M: 67 563 Er}V N= | MS(FAB) m/z:
—10/ N .
555 N}-CN N= MS(FAB) m/z: o)_C N\ /| 538(IM+H}*)
4 ‘5\_:/> 472([M+HJ")
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564

0)

CO,H

N N=
N
4~ J>\;/>

36
MS(ESI) m/z:
513([M+H]*)

571

167 (2HCI)
MS(FAB) m/z:

538([M+H]J*)

| 167
565 N>/’_<:>N N=\ | MS(ESI) m/z:
J \_7 | 498(qM+H}")
N Me
[ j _167
566 | “N N— | MS(FAB) m/z:
O)—CN \ /7 | 512([M+H}")
HZN,
Q 167
567 | HN N=\ | MS(FAB) m/z:
O)_CN \_7 | assqmeHy)
(o
N,) 167
568 | o N= | MS(FAB) m/z:
NN 7 | 471qmerp)
N/Me
167 _(2HCI)
569 /—/\ N= MS(ESI) m/z:
0" N_ N\ / 484([M+H]*)
AR
_ 167 __(2HCI)
570| HN N= MS(FAB) m/z:
3 NN | arsqmehry

167

572 |HN N= | MS(ESI) m/z:
O)_CN \ 7/ | 498(IM+HJ*)
CONH
<= ? 501

573 N\\/N \Q} MS(FAB) m/z:

o)
457([M+HJ")
o _NH, FC
\
—\ 0 201
574 N N MS(FAB) m/z:
\__/
499([M+H]*)
N N= 501
575 7 Me | MSESI) m/z:
CO,Et 444([M+H]")
501

576

MS(FAB) m/z:
448([M+H]*)

577

36
MS(ESI) m/z:

416([M+H]*)

36
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578 MS(ESI) m/z:
420([M+H]*)

Q N * | 167_2He)

579 LN NS | MSESI) miz:
N\Me j\\) 470([M+HJ*)
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O *
g) _167 ;\N//\Q 167
Me Me
580 |Me, N= MS(ESI) m/z: | |583 N N MS(ESI) m/z:
N N-N\_7 | 588([M+HJ*) O?—CN \ 592(IM+HJ*)
0]
* M
N N7 ® 167
581 NN | | MS(ESI) m/z:
/N7’/C/ 588([M+H]*)
Me O
y NA@ * 167
582 ‘L Ne. F| MS(ESI) m/z:
NQ 592([M+H]*)
o}
[#%28]
0
‘I” N/ﬂ\\ N\ <::>rOH
N>
Q A Syn (Sal) £ N 501 (HCh
Ex " pat | |°88]| H.NoC MS(ESI) m/z:
414 (M+H]")
HNOC — 501 HNOC 501
4 N N YA
58 - MS(FAB) m/z: | |587 / MS(FAB) m/z;
429 (IM+HJ") 426 (M+H]")
HNOC F 501 (HCI)
585 N\_/N‘Q MS(FAB) m/z:
447 (IM+H]")
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[ %29 ]

OO
©

N= ( }
E Q o Srn_(san 590 ’CN WA s
X Dat H,NOC MS(FAB) m/z:
399 ([M+H]")
HzNCZCN,—\ 501 (2HCI)
588 \_/N'Q MS(ESI) m/z:
413 ((M+H]")
HNOC F 501 (2HCI)
589 N_N MS(FAB) m/z:
431 (IM+H]")
[$30]
0
NN
N OMe
H I \>/N\_/
ol
F F
_ e ° Syn (Sal) HzNgC/_\ 501 (HCI)
X Dat 594 N_N MS(FAB) m/z:
453 ([M+H]")
H,NOC
27 501 H,NOC 501 _(HC)
591 N N MS(FAB) m/z: e
N, 595 N N CN | MS(ESI) m/z:
417 ([M+H[) 442 (IM+H]")
HNOC F 501 (HCI H,N 501
592 N\_/NQ MS(FAB) miz: | |596| NQ MS(FAB) m/z:
435 ([M+H]") 402 ((M+H]")
HZN%C F 501__(HCI) H,NOC 501 _(HCI)
593 N N F | MSESl) miz: | |597 Ny F| MS(FAB) m/z:
453 ([M+H]") 432 ([M+H]")
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OMe

501 (HCI
598 . MS(FAB) m/z:
<CONH2 444 ((M+H]")

/CN N= 501
599 HNOd ‘§\_‘/> MS(FAB) m/z:
2 403 ([M+H]")
HZN?C/_\ N= | 501 (HCI)
600 N N\ 7 | Ms(FAB) miz
418 (M+H]")

HzN(ZC — N'\_Aeo 501 (HCI
601 N\_/N \ / MS(FAB) m/z:
448 ((M+H]")

N . 501
602| | Q_Q MS(FAB) m/z:
CONH, 434(IM+H]*)

OH N= 394 (HC
603| .\ N=\ 7/ | MsESl)miz
406([M+H]")

N N= 501 (2HCI
604| \ '/ N7 | MSESl)mz
CONH, #15([M+H]?)

CONH, F e

N= oYl
605 N ) | MS(FAB) miz
421([M+HJ*)

CONH, - oo

/. N=

606 N N—{ ) |Ms(Eshmez
436([M+H]*)

CONH, GN 501
607 NC N F | MS(ESI) m/z:
460([M+H]*)
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CONH, F o 501
608 NCN MS(ESI) m/z:
460(M+H]")

/ N= 501
609 TNuNQF MS(FAB) m/z:
CONH, 436(M+H]")

501 _(HCI
610| (N / MS(FAB) m/z:
CONH, 428(IM+HJ)

N

N\ 501
61| | NK_JF MS(FAB) m/z:
CONH, 421(IM+HJ")
HQ . N=\ | 36—167 (HCI)
612 )< : \_7 | MS(ESI) m/z:
CONH, 419([M+H]*)

I\ 501
e13] AN MS(ESI) m/z:
361(M+H]")

CONH, ':lC 501
614 N/—\_—\/N C ) | MSESHmz
457([M+H]*)

N | 501_eHcl
615 N \7 | Ms(ESI) miz
CONH, 432(M+H]")

HNﬁN 501
616 MS(ESI) m/z:
0)\) 388([M+H]*)

0) N= 501
617| UN__ N\ 7 | MsEs)miz
389(M+H]*)

HO 501
618 N‘Q MS(ESI) m/z:
HO 405(M+H]")
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723 GO,H Me, 36
619 : \< :
L_/ MS(FAB) m/z: | | g2 N O | MS(ESI) m/z:
362(IM+HJ") 433((M+H]")
CO,Et 501
o N cr| —3€_
620 N MSES) m/z: | | 623 MS(ESI) m/z:
461([M+H]*) COZH 437(IM+H]*)
501 HO N= 723
N ————
621 /C QC' MS(ESI) m/z: | |624 N7 | msapn miz
CO,Et 465([M+H]") COMe 434((M+H]")
[ #31]
O
N)KEN\ R’
ol
N
Me
Ex R Syn (Sal HO 691 _(HCI)
Dat 630 @ MS(FAB) m/z:
’OF 501 (HCI 395 ([M+H]")
625 MS(FAB) m/z: MeO, 501 (HCI)
397 ((M+H]") | | 631 —O MS(FAB) m/z:
Cl 501_(HCI) 409 ([M+H]")
626 @ MS(FAB) m/z: OMe 501 (HCI)
413 (M+H]") | | 632 @ MS(FAB) m/z:
@_Cl 501 (HCI) 409 (IM+H]")
627 MS(FAB) m/z: NMe, 662 (2HCI)
413 ((M+H]") | | 633 _@ MS(FAB) miz:
Br 01 422 (M+H[')
628 «@ MS(FAB) miz; @NME 501 (2HCI)
457 (M+H]") | |634 2| MS(FAB) m/z:
‘| 629 .O MS(FAB) m/z:
457 (IM+H]")
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HO,C 635 _(HCI) 146 _(2HCI)
635 @ MS(ESI) m/z: 641 ~CNH MS(ESI) m/z:
423 ((M+H]") 386(M+HJ*)
CONH, 167 (HCD Me | 28 (HCI
636 __O MS(FAB) m/z: | | 642 —CN MS(FAB) m/z:
422 (IM+H]") O | a28qM+H})
=N 501 (2HCD) 793 _(2HCI)
637 \_7 MS(FAB) m/z: | |43 —CN-Me MS(ESI) m/z:
380 ([M+H]") 400([M+HJ*)
N= 501 (3HCI) 0O 31 (HCI
638 \_/ MS(FAB) m/z: | 1644 ~<:\/N—Q—Me MS(FAB) m/z:
380 (M+HT) o 464(IM+H]*)
501 (2HCI
639| ~N__ N-pme | MsFAB) miz p 28 (HCI
415 (M+H]") 645 '—<::N MS(FAB) m/z:
.y o) 490([M+H]*)
640 “CN-BOC MS(FAB) m/z:
486([M+HJ*)
[ #£32]
.
W CR
4
Syn (Sal) =N 501 (2HCI
Ex R! ——(—‘Dat 647 \_7/ MS(FAB) m/z:
380 ([M+H]")
501 o) 501
646 ’O'F MS(FAB) m/z; | | 648 4© MS(ESI) m/z:
397 ([M+H]") 369 ([M+H]")
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[£%33]

©\ O
NJ\[N\ 1
H | S)‘R

N
CO,Et
Syn (Sal) 501
Ex R? - —N
Dat 650 /J MS(FAB) m/z:
N 501 429 (IM+H]')
649 \_/ MS(FAB) m/z:
437 (IM+H]')
[ $34]
o
N 1
NJ\[ 8
TN R
COH
Syn (Sal) 36 (Na)
R? - —N
Ex Dat 652 /J MS(FAB) m/z:
N % (Na) 401 (M+H])
651 \_/ MS(FAB) m/z:
409 ((M+H]")
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[R35]
o
N 1
NJ\[ 8
N H \S>—R
CONH,
Ex R Syn (Sal) 501
Dat 661 MS(ESI) m/z:
=N 501 _(HCI) 424 (IM+H]")
653 \_7 MS(FAB) m/z: _662
408 ([M+H]") | | 662 MS(FAB) m/z:
=N 501 397 (M+H])
654 ’QJ) MS(FAB) m/z: 501
409 ([M+H]") | | 663 MS(FAB) m/z:
"CN> 501 _(HCI) 397 (M+H]')
655 Y MS(ESI) m/z: _664
409 ([M+H]") | | 664 MS(FAB) m/z:
=N *
’_C—/)'OMe 692 400 ([M+H] )
656 \ MS(FAB) m/z: ND,\ 501
438 ((M+H]") | |665| — OH MS(ESI) m/z:
657 ,C) MS(FAB) m/z: P 501
\ 7 — —
442 (M+H]) | | 666 ND/QOE‘ MS(ESI) m/z:
HO N 501 486(IM+H]")
658 ,O MS(FAB) m/z: 0_40 36 (Na)
424 M+ | |667| N OH MS(FAB) m/z:
MeO N 692 458 ((M+H]")
659 —Q MS(FAB) miz: 234 _(HC)
438 ((M+H]") | |©68 MS(FAB) m/z:
— Nt-o_ 501 432 (IM+H]")
660 S/ MS(ESI) m/z; _76
424 (IM+H]") | |©69 MS(FAB) m/z:
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448 (IM+H]")
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,——\S,,O 723
670 —N_ g MS(FAB) m/z:
464 ([M+H]")

,-—’(O 501
671 —N NH MS(FAB) m/z:

-

429 ([M+H]")

— 9 662
62| —N NX MS(FAB) m/z:
/ Me MS(FAB) m/z:

457 ([M+H])

™ 501
673 ~N__ N Me MS(FAB) m/z:
O 471 (M+H]")

Kli 501
674| 7 \© MS(FAB) m/z:
422 ([M+H]")

. Ns 501 _(HCI)
675| <\ MS(FAB) m/z:
423 ([M+H]")

501
676 ’_‘\"\Me MS(FAB) m/z:
387([M+HJ*)

Me _234
677 MS(FAB) m/z:
Me 401([M+H]*)
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678

Me

234
MS(FAB) m/z:
429([M+HJ*)

679

234
MS(FAB) m/z:

415([M+H]*)

680

SER

234
MS(ESI) m/z:
399([M+H]*)

681

_~

234
MS(ESI) m/z:
373([M+H]*)

682

234
MS(ESI) m/z:
431([M+H]*)

683

oile

234
MS(FAB) m/z:
401([M+H]*)

684

)

NH

[Z

356 (HCI
MS(FAB) m/z:

415([M+H]*)
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[#36]
oF
N 1
NJ\[ >R
il
U
CONH,
Syn (Sal) = 693 (2HCI)
Ex R W N
Dat 693 NH MS(ESI) m/z:
Y 501 (2HCI) ? 438 (IM+H])
685 \N W MS(FAB) m/z: N 850 (2HCI)
424 (IM+H]") | |694 \__% MS(ESI) m/z:
«—(:5 501 (HC NHMe | 452 (M+H]")
N\ .
686 N—7 MS(FAB) miz: =\ 695 (2HCI
424 (IM+H]") | |695 \ MS(ESI) m/z:
—-CN» 501 (HCI NMe, | 466 (M+H)
687 N\ N MS(ESI) m/+z: o-CN 695 (2HCI
424 (M+H]) | | o6 \ ’N _/OMe | us(Esl) miz:
_NEO” 501 _(HCI Me~ 510 (IM+H]")
688 :
——@ M:;Ei/'l) :’Z =\ 206 (HCI
439 (IM+HT) | |97 \_/ MS(ESI) m/z:
@'OMe _501 CN 448 (IM+H]")
689 N\_N MS(FAB) m/z: —
453 (M+H]) CN 698 _(HCI
. 698 CONH MS(ESI) m/z:
N 2| 466 ((M+H]"
690 N/ MS(FAB) m/z: 5 D
cl . J 501 _(HCI
457 ((M+H]")
699 ’Q MS(FAB) m/z:
=\ 691 _(HCI 412 (M*H])
691 N\ MS(ESI) m/z: o) 501 (HC)
OH 439 ([M+H]") | 1_(HCl
— [692 ] 700 ’@ MS(FAB) m/z:
N —oge 412 ((M+H]"
692 \ /o MS(ESI) m/z: 6([ .
701 MS(ESI) m/z:
447 (IM+H]")
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356 (HCI) OH 501 (HCI)
702 - Q MS(FAB) m/z: | |713| —N OH | MS(ESI) miz:
F 447 (IM+HJ) 475 ((M+H]")
o | Lt () k| B )
703 MS(ESI) m/z: | |714 N—._OH MS(FAB) m/z:
443 (IM+H]") 445 (M+H]")
PH 501 (HCI) %k 356 (HCI)
704 — /:§ %k MS(ESI) m/z: 715 /QOH MS(ESI) m/z:
445 ([M+H]") 445 ((M+H]")
* O 501 (HCI) (j % | 356_(Ho)
705 "N/D MS(ESI) m/z: | |716 N-'._OMme MS(FAB) m/z:
445 ((M+H]") 459 (IM+H]")
/:>—0Me 356 (HCI) % | 356 (HC))
706 —N MS(ESI) m/z: | | 717 Q{OMe MS(FAB) m/z:
459 (M+H]") / 459 (IM+H]")
D/CONH 501 (2HCI) 718 _(HCI)
7o7| N > | MSES)miz: | |718 "NO MS(ESI) m/z:
472 (IM+H]") 401 (IM+H]")

o _PH I 501 (2HC)) 356
708 ”ND’QN—/—J MS(FAB) m/z: | |719 'NyOH MS(ESI) m/z:
; 530 (M+H]") 417 (IM+HJ")
0 p 501 (2HCI N 356 (HCI)
709 N )X ° | msEaB)miz | | 720 -N_ o MS(FAB) m/z:
H 556 ([M+H]") 445 ([M+H]")
) 356 (HCI) r\/‘OMe 356 (HCI)
710 MS(FAB)m/z: | [721| _\f O MS(FAB) m/z:
415 ([M+H]") — 475 (M+H]"
OH 356 (HCI) I\ 234 _(HCI)
711 —N/l MS(ESl) m/iz: | |722 -—N\JS MS(FAB) m/z:
on 447 (M+H]) 447 ((M+H]')
~OH 501 (2HCI N s:0 723 (HCl)
712 —rO.,, oH MS(ESI) m/z: | |723 - MS(ESI) m/z:
447 (IM+H]") 463 (IM+H]")
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2 _7123 ,Me 35 _(HCI)

724 —N \_JS\\O MS(FAB) m/z: | |735 N~ MS(ESI) m/z;
479 ([M+H]") OH | 419 (M+Hp)

| N/"\NH 356 (2HCI) N 356 (HCI)
725 AN MS(FAB) m/z: | | 736 ~ T OH MS(ESI) m/z:
430 (M+HJ") 405 ([M+H]")

rj(o 501_(HCI) NS 356 (HCI)

726 _N NH MSES)miz: | [737| T “""OMe | MS(FAB) miz:
—/ 444 (IM+H]') 447 (IM+H]")

O 356 (HCI) ¢ ~Me 356 (HCI)

727 —N__NH MSES)mz: | |38 N_~ome | MSESHmz:
458 ([M+H]") 461 (IM+H]")

_H 501 MeYMe 501 _(HCI)

728 “Boc MS(ESI) m/z: | |739 N__ MS(ESI) m/z:
461 (IM+H) OMe | 461 (M+HJ"

120 _NH 146 Q 501 _(HCI)
2 MS(ESI) m/+z: 740 _N MS(FAB) m/z: |

361 ((M+H]") ome 473 (M+HT)

Me 356 _(HCI)

730 —N{ MS(FAB) m/z: N 201 _(HCh
Me 389 (M+H[) | | 741 “— MS(FAB) m/z:

OMe .

_Me 356 (HCI) S01 (IM+HT')

731 /NU MS(ESI) m/z: (" OMe 356_(HCl)
429 ((M+H]") 742 /N\/\OMe MS(FAB) m/z:

H 356 (HCI 477 (IM+HI')

732 TN MS(FAB) m/z: }V'e OMe | 388 _(HCD
407 (M+H | |43 N~ MS(FAB) m/z:

N 356 (HCI) 447 (IM+HT')

38| T NTCF, | Ms(FAB) miz I\I/Me 3%6_(HC)
457 (W+HT) | | 744 MN"o MS(ESI) m/z:

758 (HCI 445 (IM+H]")

734 —H\___/' C | MsEsl) miz Me 356 (HCI)
437 (M+HD) | | 748 'Nx_-(oj MS(ESI) m/z:

459 (M+H]")
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Me 146 (2HCI) ,Me 356 _(HCI)
746 /N\/\NH MS(FAB) m/z: 757 'N\__O MS(ESI) m/z:
2 418 (M+H]") 465 (M+H]")
/Me 356 (2HCI) N,Me 356 (HCI)
747 | | 758 - 4 -
/N\/\NMeZ MS(FAB) mz x,(oj MS(FAB) iz
446 (IM+H]") 455 ([M+H]’)
/Me 28 (HCI) /Me \ 356 (2HCI)
74 . - :
748 /N\/\NH Ac | MS(FAB) m{z. 759 ’NV\Q MS(ESI) m/z:
460 ([M+H]") 480 ((M+H]")
/Me 31_(HCI 501
749 ’N\/\NHMs MS(FAB) m/z: | | 760 —Br MS(ESI) m/z:
496 ([M+H]") 426 ([M+H]*)
/Me 356 146 _(2HCI)
7501 _N_~ NHBoc MS(FAB) m/+z: 761 —CN MS(FAB) m/z:
518 ([M+H]') 429([M+H]*)
Me\N—CN{Ph 356 0 28 (2HCI
751 / Ph | MS(FAB) m/z: | |762 —CN—(M MS(FAB) m/z:
596 ([M+H]") © 471([M+HJ*)
Me 356 (HCI 185
/ N O
752 N~y | MsFAB) mz: | | 763 /Q /\gH MS(FAB) m/z:
428 ([M+H]") 487([M+HJ")
/Me 356 (HCI) Me 234 (HCI)
753  _N__CO,Me |MS(FAB)m/z: | |764 /{ MS(FAB) m/z:
447 ((M+H]) Me 416(IM+H]*)
/Me 36 _(HCI) 234 (HCI)
754 _N__CO,H MS(FAB) m/z: | | 765 ,,/’\/\'Me MS(FAB) m/z:
433 ([M+H]") 444([M+H]*)
/Me 356__(HCI) 234 _(HCI
755 ~N__ CONH, MS(FAB) m/z: 766 ,C/O MS(FAB) m/z:
432 (IM+H]") 430([M+H]*)
Me 356_(HCI) o 234 _(HCI)
756 /NVCONMGZ MS(FAB) m/z: 767 /O MS(FAB) m/z:
460 ([M+H]") 416([M+HJ*)
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234 _(HC) 501 (HCh
768 ’O MS(ESI) m/z: | | 779 /\/\OH MS(ESI) m/z:
414([M+HT*) 404([M+HJ*)
Me 234 _(HCI) o 501 (HCI
769 ’—< _ MS(ES)miz: | |780 __~ “Me | MS(FAB) m/z:
Me 388([M+H]") 418([M+H]*)
o} 28 (HCI) Me 501 (HCI
770 CNJLMe MS(FAB) m/z: | |781 \( MS(FAB) m/z:
471(M+H]") OH 390([M+HJ*)
Me 234 (HCI) Me 501 (HCI)
771 \/\/ MS(FAB) m/z: | |782 \( MS(FAB) m/z:
402([M+H]*) 0 388([M+H]*)
N 146 _(2HCI) Me 501__(HCI)
772 {) MS(FAB) m/z: | | 783 MS(FAB) m/z:
429([M+HJ*) O—Me 404([M+H]*)
N/BOC 501 P 501 (HCI)
773 {) MSFAB)miz: | (784| [ o | MS(FAB) miz
529(IM+H]*) —/ 459(IM+H]")
234 _(HCI) Me Ve | 338(2HCN
774 ,@S MS(ESI) m/z: | |785 /N\/\N/ © | Ms(FAB) m/z:
446(IM+H*) H 432([M+H")
O | 128 (e \ 356_(2HC)
775 ,C so | MSEShmiz | |786| —N \—JN’Me MS(FAB) m/z:
478([M+H]*) 444([M+H]*)
234 _(HCI) Me 356 (HCI)
776 /\Me MS(FAB) m/z: | |7g7 N MS(FAB) m/z:
374([M+HJ*) o) 459([M+HJ")
N 0 &Z"’E;HC/'. Me 356 (2HCI)
r M (ESHmz 11 7gg 1 —N N | MS(FAB) miz:

2 +
486(IM+HI") ’ 466(IM+H")

@) (HCI)
N~/< MQSQESIH CI/ : 35 _(HC)
778 | MSESH M || —NO\/OH MS(ESI) m/z:
2| 472(IM+H]*) A4S(MHT)
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790

356 (HCI
MS(ESI) m/z:

429([M+H]*)

791

356 (HCI
MS(ESI) m/z:

429(M+HJ*)

792

792 (HCI)
MS(FAB) m/z:

420([M+H]+)

793

793 _(2HCI
MS(FAB) m/z:

472([M+HJ*)

794

356 _(HCI
MS(ESI) m/z:

433([M+H]*)

795

356 (HCI
MS(FAB) m/z:

447([M+H]*)

796

356 (HCI
MS(FAB) m/z:

449(IM+H]")

797

356 (HCI
MS(ESI) m/z:

465([M+H]*)

798

356 (HCI
MS(ESI) m/z:

451([M+H]*)

799

356 (HCI
MS(ESI) m/z:

433(IM+H]")

800

356 (HCI
MS(ESI) m/z:

433([M+H]*)

- 201 -

801

Me Me

501 _(HCI
MS(FAB) m/z:

418([M+HJ*)

802

501__(HCI
MS(FAB) m/z:

432([M+HJ*)

803

356 (HCI
MS(FAB) m/z:

477([M+H]*)

804

662 (HCI
MS(ESI) m/z:

465([M+H]*)

805

662 (HCI)
MS(ESI) m/z:

481([M+H]*)

806

501 (2HCI)
MS(ESI) m/z:

445([M+H]*)

807

501 (2HCI
MS(FAB) m/z:

447(IM+H]*)

808

501 (HCI)
MS(ESI) m/z:

454(M+HJ*)

809

501 (HCI)
MS(ESI) m/z;

418([M+H]*)

810

356 (HCI)
MS(ESI) m/z;

S78([M+H]*)

811

356 (2HCI
MS(ESI) m/z:

488([M+H]*)
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_ G 356 (HCI) N Me | 356_(2HCI
812 .. Me | msEsl)miz | |823 ‘N\/,N MS(FAB) m/z:
X O 445([M+H]J) 458([M+HJ*)
356 Me 356
0 ——— / —
813| —N N MS(FAB) m/z: :
>/ Me (FAB) m/z: | | 824 /N\C MS(ESI) m/z:
431([M+H]") O 431(IM+H]*)
356 H 356
814 “N:>/\0H MS(ESl) m/z: | |g25 /N\CO MS(ESI) m/z:
431([M+H]*) 417([M+H]*)
- O<me | 815 _(2HCI /—Me 356 (HCI)
N/v
815 K/ MS(FAB) m/z: 826 —’N\_ MS(ESI) m/z:
NH % | a74(M+H]") Me 417(M+H])
Me 501 _(HCI) ” 815 _(2HCI)
816 /bo\Me MS(FAB)m/z: | |g27| —N_ NH MS(FAB) m/z:
432([M+H]*) —OH 1 Js0qM+H")
Me Me 501 (HCI
817 ._\<Jo\ MS(FAB) m/z: 356 (2HCI)
Me 446([M+H]") 828 MS(FAB) m/z:
- 442([M+H]*
N _SNo-Me | 146 (2HCl (M=)
818 @ MS(FAB) m/z:
N % | araquen) 501 _(HCI)
829 MS(ESI) m/z:
Me Me 501 _(HCI 461([M+H]*)
819 A<_/OH MS(FAB) m/z: 356 _(HCI)
|
A32(MHHI) | | g39 MS(ESI) m/z:
I}Ae OH 662 (HCI 475([M+H]*)
820 MS(ESI) m/z:
/NVLMe 433(MHL 501 (HCI
5 831 MS(ESI) m/z:
H ~Me _821 475(IM+H]*)
g21| N " MS(ESI) m/z: 146 (2HC
_Me (2HCI)
© ATTIVHRL) | g3 A@NH MS(FAB) m/z:
- K\NH 356 (2HCI 443([M+H]*)
822 —N L) MS(FAB) m/z:
444([M+H]*)
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* [~CF, 662 (HCI) Cl 1 723 (Hon
83| N, O MS(FAB) m/z: | |842 MS(FAB) m/z:
3 513([M+H]*) Cl 504([M+HJ*)
Br 723 (HCI) @ 356
834 ’\o MS(FAB) m/z: 843 - o MS(ESI) m/z:
530([M+H]*) OH 521 ([M+H]’)
,Me 835 (2HCI)
gas| N MS(ESI) m/z: 3 301_(HCI
\CNH (ESHm/2: | gy MS(ESI) m/z:
444(IM+H]*) — «
429([M+HJ")
Me 793 (2HCI)
N Me | sEsl miz 501 _
S0 AIYTON ESHmz1 45 N—Boc | ms(Esi) mrz:
458([M+H]")
529([M+HJ")
Me | 837 (2HC)) o)
837 "N/\j\N/ MS(ESI) m/z: /(/7 501
N aaaqueryy | 348 N MS(ESI) m/z:
Boc 515([M+HJ")
CF, | 723 wHC) 5
838 /\© MS(FAB) m/z: ~O~Me 501
504([M+H]") 847 ...N‘r‘\N-BOC MS(FAB) m/z:
Vo | 2% (o 574(IM+H]*)
83| GVC‘) MS(ESI) m/z: . 256
* 459(M+HJ*) | | 848 N\\,N MS(FAB) m/z:
jOH 723 * *-OH 550(IM+H]")
—N
840 _ MS(ESI) m/z:
k  »—OH 461([M+HJ*) Me 201
849 ‘SCN-Boc MS(FAB) m/z:
_Me 723 (2HCI) 543([M+H]*)
sat| - N MS(FAB) m/z:
\
Me 403(M+HJ")
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[#37]
0
©\ N 1 Syn (Sal)
NJ\[ 3 Ex R?
N H \S}-R Dat
=\ 850 (2HCI)
oPp-Me 850 4 MS(ESI) m/z:
N NHMe 466 QM)
[ #38]
9
N~ /“\EN
N N R1
Ny H \S>’
CONH,
Ex R Syn (Sal) Me 501__(HCI)
Dat 856 MS(FAB) m/z:
Q 501 _(HCI) © 374(IM+HT")
851 MS(FAB) m/z: Me 501 (HCI)
N0Me | 4o uerry | | 857 \( MS(FAB) m/z:
501 _(HCI) O—Me 390([M+H]*)
2|  —( o |wsEshmz > 501_(HC)
a16(M+H]") | | 858 N oy MS(FAB) m/z:
- e
Me 501 _(HCI) —/ 445(IM+H]*)
853 \< MS(ESI) m/z: Me | es2 e
Me 374(M+H]") | | 859 ’N\—’( MS(ESI) m/z:
O 501 (HCI Me | 419([M+H]*)
84|  ,~/ Me | MsS(FAB)m/z: Me oome | 234_(HC)
404(IM+H}*) | | 860 "N\‘_{ MS(FAB) m/z:
Me 501 _(HCI Me 433([M+HJ*)
855 MS(ESI) m/z:
OH 376([M+HJ*)
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[ #39]
Q2
N 1
N/K[ 8
[Nj H \O>—R
U
CONH,
- Syn (Sal) HO 501_(HCI)
Ex Dat 869 )\@ MS(FAB) m/z:
__@S 501 (HCI) 436((M+HT")
861 & MS(ESI) m/z: N 501 (2HCN
412(M+H]") | | 870 “C/ ﬂij MS(ESI) m/z:
‘@O 501_(HCI) 489(IM+HT")
862 = MS(FAB) m/z: \(\o 146 _(2HCI)
396(M+H]') | | 871 N MS(ESI) m/z:
_{3) 501__(HCI) H 415(IM+HJ*)
863 N\ MS(FAB) m/z: sk o 723 (HCI)
396(IM+HT) | |g72 Q\/( MS(ESI) m/z:
H 864 Me 441([M+HJ*)
864 -—Q\J MS(ESI) m/z: Br 501 (HCI)
395([M+HJ") 873 -‘\0 MS(FAB) m/z:
501_(HC) S14(M+H])
865 ,Co MS(ESI) m/z: ™ 723
414([M+H]") 874 /\O MS(FAB) m/z:
501 _(HC) Me 402([M+HJ")
866 —.QOH MS(ESI) m/z: 723 _(HC)
428([M+H]+) 875 ’\O,Me MS(FAB) m/z:
OH 501 _(HCI) 374([M+H]")
867 MS(ESI) m/z: 501
. OH —_—
28D | grg| O’ MS(ESI) m/z:
S 501 (HCD) 428([M+H]*)
868 ‘@ MS(ESI) m/z:
412([M+H)*)
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[$40]
Q 2 s
S N 1 Ex R? yn_(Sal)
A ,’;‘)K[S'\)—R Dat
Conn 877 | . / MS(ESI) m/z;
2 440 ([M+H]")
[$R41]
0] - - Syn (Sal)
N N\ Dat
N H )L
[ R2 S B 501 (HCI)
N 878 MS(FAB) m/z:
Q CONH, 502 ([M+H]")
N 501__(HCI)
879 Q MS(FAB) m/z:
491 ([M+H]")
[ $R42]
O
( l S 1
()
LCONHZ
Ex R Syn (Sal) N,Me 356 (HCI)
Dat 882|  T\__OMe | ws(FAB) miz:
“Br o1 433 ((M+H]")
880 MS(FAB) m/z: /\CrCFa 723 (HCI)
424 ([M"'H]*) 883 MS(FAB) m/z:
o 356 _(HCI) S04(M+HT")
881 TN/ MS(FAB) m/z:
431 ([M+H]")
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-207 -

Svn (Sal = 501 (HCI)
Ex L[# 892 /CN‘S\;N MS(ESI) m/z:
CONH, 416(M+HJ")
e 146_(HCI} ,/\N 501 _(HCI)
884 MS(FAB) m/z: 893 rN\// MS(FAB) m/z:
370([M+HJ*) CONH, 444(IM+H]")
N —=01_ / N= 501 (2HCI)
885 B/ / MS(FAB) m/z: 804 N\_/N \ / MS(FAB) miz:
oC + ’
470([M+HJ*) CONH, A31MHHTY)
185 (HCI
gge| TN/ MS(ESI) m/z: N= 501 (HCI)
CONH N\ /F
2 427([M+HJ*) 895 donn MS(FAB) m/z:
N 234 (HCI) 2 A34(M-HT)
gs7| | MS(FAB) m/z: Meso | s (HC)
CONH . /—\ N=
2 429([M+HJ*) 896| N N—{ ) |MS(FAB)mz:
N 63 (HCI) CONH, 461([M+H]*)
8ss| [ // MS(FAB) m/z:
CN 408(M+H] oy NG | s01_He)
F 897 _/ MS(ESI) m/z:
88 N N M5§ 1ESIHC; : CONH, 455([M+H")
9 V \__/ (ESI) m/z:
comt, QD N//\ﬁl) 501 (HCI)
/\ Pl 501 (Ho 898 [N/ﬁN MS(ESI) m/z:
890 TN\—/N MS(ESI) m/z: — 455([M+H]*)
CONH, 448([M+HJ*)
Me
NN 501 _(HCI) "o 501_(HC)
891 r __/ F MS(ES') m/z: 899 VND_Q MS(ES') m/z:
CONH, 448([M+HJ") CONH, 457([M+HJ*)




200808788

Ex

Syn (Sal)
Dat

900

501__(HCI)
MS(FAB) m/z:

385([M+H]J*)

901

501__(HCI
MS(FAB) m/z:

387([M+H]*)

902

501__(HCI
MS(ESI) m/z:

374([M+H]*)

903

501 (2HCI
MS(FAB) m/z:

389([M+H]*)

904

501__(HCI
MS(FAB) m/z:

392([M+H]*)

- 208 -

905

501 (HCI)
MS(FAB) m/z:

413([M+H]*)

906

501 _(HCI
MS(FAB) m/z:

413([M+H]*)

907

501 (HCI
MS(FAB) m/z:

392([M+HJ*)

908

501 (2HCI
MS(FAB) m/z:

407([M+H]*)

909 [

501 (2HCI)
MS(FAB) m/z:

407([M+H]*)
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[£R45]

(&) '
Me
e ° Syn (Sal) 5 36
Ex Dt 918 /< N @' MS(ESI) miz:
COH 461(M+HJ*)
OH N= 234 ”
N . Cl
910 HO \ / | MSEShmz: | |o o NQ MS(ES) iz
434(M+HT) CO,H 485(M+HI")
CONH, 723
911 LND—QF MS(ESI) m/z: CONH O —501
2
460(M+H) | |920 A ~n MS(FAB) m/z:
CONH, CN 723 N AB7(M+H)
912 NCN MS(ESI) m/z: — 501
470(M+H) | |929| TNUN 0 | MS(FAB) m/z:
y - 501 CONH, 7 CFs | sagqm+Hy)
913 MS(FAB) m/z: Br_ Me 501
CO,Et : N O
2 ATTAMAHR) | 1o N_ N MS(FAB) m/z:
N F 8 CONH 553(M+H]")
914 MS(FAB) m/z: 2
CO_H . Me_
2 449([M+HJ*) —\ 501
\ N= . 501 023 N\__/N MS(FAB) m/z:
015 /< ;@' MS(FAB) mi/z: CONH, 475(M+H])
CONH, 449(M+H]") SN Tie
Me \ 206
ore @N QO ws@Esh mrz: | 1%24] TN MS(ESI) m/z:
CO,Et 489([M+HJ") COoNH, PoHD
/CNQ'CI 356
917 MS(ESI) m/z:
CO,Et

493([M+H]*)
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() ’
° Syn (Sal) N= F 501
Ex oat 930 \ 7 MS(FAB) m/z:
CC)NH2 437([M+HJ*)
HO N= 23436 Me 356
925 N—\ , | =167HC) | ga; § >'0 MS(ESI) m/z:
CONH, MS(ESI) m/z: CO,Et 477(IM+HJ")
435(M+H]")
HQ N= 234 (HCI) N Cl 396
926 NN 7 | MsEs) miz | |9%2 = MS(ESI) m/z:
OH 422(IM+H]J*) 2 481([M+H]*)
CN Me\
/\ 723 o) 36
927 N_ N MS(ESI) m/z: | |933 *Q MS(ESI) m/z:
CONH, 458(M+H]) CO,H 449([M+H]')
N plo =01 ca| —5
928 MS(FAB) m/z: | |934 MS(ESI) m/z:
CO,Et 465([M+H]") CO,H 453(IM+H]*)
N F —36
929 MS(FAB) m/z:
CO.H 437(IM+H}")
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[ $47]

0]

S Es-0me,

Me
c e ° Syn (Sal) N b 501
X Dat 938 MS(ESI) m/z:
CO,Et 475(IM+H]")
CN
7\ 123 |Vle\ 36
935 N MS(ES) m/z: | |e3e| K \N‘Q O | ms(Esl) miz:
CONH, 456(IM+HJ*) CO,H 447(IM+HJ")
N=
501 36
(N —=01_ £ N ==
936 ‘>\_—/>F MS(FAB) m/z: | | 940 ‘QC MS(ESI) m/z:
CONH, 435(M+H]") CO,H 452([M+H]")
{ N—QCI —S01_
937 MS(ESI) m/z:
CO,Et 479([M+HJ*)
[£48]
X
N -
O
\ 501 _(HCI)
Syn (Sal)
Ex Da(t 942 {—N\_/NQF MS(ESI) m/z:
CONH, 432(IM+HJ")
N N A 501 __(HCI) CONH, F F 501 (HCl)
| 941 =/ | MSES)miz: | |g43| L\ N MS(ESI) m/z:
CONH, 400([M+H]") bt 450(M+H")
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[$R49]

/U\ " ‘ ’ Syn (Sal)
' o Ex e o
N [ ‘>/< Dat
e 501
944 MS(ESI) m/z:
357(IM+HJ")
[ £50]
F
T
Na
N
CONH,
e Syn (Sal) 356
Dat /N\C/O MS(FAB) m/z:
M 501 449([M+HJ*)
—_— 7 e
463([M+H]*) MS(FAB) m/z:
501 428([M+H]*)
946 MS(FAB) m/z:
433([M+H]")
356
947 MS(FAB) m/z:
451([M+H]*)
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[ $51]
Na N 1
N HJKE(;VR
CONH,
Ex R Syn (Sal) 952
Dat 952 | —N O _Me| usEsh miz:
501 _(HCI) 443(IM+HT")
950 /QOH MS(ESI) m/z:
414([M+H]*)
OH 501__(HCI)
951 /O’ MS(ES!) m/z:
414([M+H]*)
[£R52]
F
O
N R1
iN ‘NJ\{SV
CO,Et
Ex R Syn (Sal) _N/Me o 501
Dat 955 ; /" ~Me | Ms(FAB) m/z:
(/\o K 501 Me % 479(IM+HJ*)
953 /N_v' Mo | MS(FAB) miz —N-Me 501
L o 507(IM+H]*) | |956 \‘,\.\/O\Me MS(FAB) m/z:
Me * 479([M+H]*)
501
—N o | === | A
954 . MS(FAB) m/z: —N \o 201
h K 47MHIY 957 MS(FAB) m/z:
Me * 475(IM+HJ")
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_: > * 501 Mi/Me 501
958 MS(FAB) m/z: | |959| __N Me | MS(FAB) m/z:
o—Me | 4o1(M+H+) o 493((M+HJ")
[353]
F
O
<j\ N R1
RNJ H)‘\{s)/
COH
E R Syn (Sal) . ~Me 36
X Dat 963 }\/O\Me MS(FAB) m/z:
Me’ * 451(M+HJ*
I/\O % T ) A (IM+H]")
e60| NS Mo | MS(FAB) mz __N: i\o —36__
. o aoqmeHy) | | 964 . MS(FAB) m/z:
447(IM+H]*)
N o 36 _i > X 36
961 N MS(FAB) m/z: | | 965 / MS(FAB) m/z:
Me *k 449([M+H]") ‘0—Me 463([M+H]*)
M
o N/Me o 36 e)/Me 36
962 N/ “Me | Ms(FAB) miz: | |966| —N U _Me | MS(FAB)m/z
Me %k 451([M+HJ*) o) 465([M+HJ*)
[354]
0]
N_ H S Dat
[Nj O—mMe | 501_(HCI
L conm, 967 \/-/ MS(FAB) m/z:
436([M+HJ*)

214 -



200808788

[$&55]
Y O
N~ N 1 Syn (Sal)
N 2 Ex R1
gg Me O—Me | 36_tHCI
Ho' “CONH, 968 *’N\/( MS(FAB) m/z:
Me 449([M+H]")
[$&56]
JQ\ X Si_(sa)
N 1 n al
NC N § E R1
[N] Me _723
L coNH 969 /N\Go MS(ESI) m/z:
2 470([M+H]*)
— Q 723
970 \ MS(ESI) m/z:
Me' k| 454(IM+H])
© [%5 7]
0
° N/Lk N /D/\
N OH
e
356
Syn (Sal —S >
Ex e o Syn_(Sa) 972 @N cl MS(ESI) m/z:
Dat CO,Et
2 507([M+HJ*)
Me 356 Me 36
N o) N b ESH s
971 MS(ESI) m/z: | | 973 MS(ESI) m/z:
CO,Et 503([M+H]*) CO,H 475([M+HJ*)
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36
974 /CN‘QC' MS(ESI) m/z:
CO,H 479([M+H]")
[ %58 ]
(A
N Syn (Sal)
N N Ex
H H:S:>‘_Br Dat
e £ :N—QCI 501
975 MS(ESI) m/z:
CO,Et 472(M+HJ")
Mg 501
976 /CN‘QO MS(FAB) m/z:
CO,Et 468([M+HJ")
[ %59 ]
@ 1 Syn (Sal)
N~ N 1 1 oyn (sal)
N ”J\ES?—R Ex R Dat
gg Me O—Me —234
Ho' “co,Me 977 ’N\‘__( MS(ESI) m/z:
Me 464([M+H]*)
[ %60 ]
<8
N R1
uk{ N
s
o
s R Syn (Sal) N 980
Dat 979 — MS(ESI) m/z:
367 ((M+H]")
a 980
078 —(sj MS(ESI) m/z:
372 (IM+H]")
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Ex R1 Syn (Sal) ——@'Cl 980
Dat 984 MS(ESI) m/z:
_@ 980 398 ([M+H]*)
980 MS(ESI) m/z: a 980
364 ([M+H]*) 985 —(Sj MS(ESI) m/z:
= 980 370 ([M+H]*)
981 \_N MS(ESI) m/z: 980
365 ((M+H]*) | | 986 FF MS(ESI) m/z:
— 080 F 432 ([M+H]*)
N —————
982 \_4 MS(ESI) m/z:
365 ([M+H]*)
e
983 MS(ESI) m/z:
378 ([M+HJ")
[ 62 ]
O
N 1
Hk[ >R
o
N
Me
£ R Syn (Sal) . 980
Dat 088 /©\§F MS(ESI) m/z:
980 447 ([M+H]")
987 _(/S] MS(ESI) m/z: c 980
385 ([M+H]*) 989 @ MS(ESI) m/z:
413 (IM+HJ")
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‘OMe 980 980
990 MS(ESI) m/z: | | 996 @ MS(ESI) m/z:
393 ([M+H]) Cl 413 ([M+HJ*)
/H Me 980 FF 980
991 \g MS(ESI) m/z: | | 997 O E,: MS(ESI) m/z:
360 ([M+H]*) 447 (M+H]")
‘NN 980 980
992 | F A >"Me | MSES)miz: | | 998 \—® MS(ESI) m/z:
Fe 451 (M+H]*) 393([M+H]*)
@OMe 980 980
993 MS(ESI) m/z: | | 999 \—Q—CI MS(ESI) m/z:
409 ([M+HJ*) 427([M+H]*)
980 980
994 ’Q MS(ESI) m/z: 1000 —Me MS(ESI) m/z:
c/ Cl 447 (IM+HT") 317([M+H] *)
980
995 ’Qj MS(ESI) m/z:
: 421 ((M+HJ)
[ %63 ]
O 0
O
@ =
e @ Syn (Sal) Me) 1029
Dat 1003 \NQ»NrMe MS(ESI) m/z:
Me 1029 o] 435 ([M+H]*)
1001 —ND‘N\ MS(ESI) m/z: 1029
Me | 393 (M+H]) | | 1004 ,QOH MS(ESI) m/z:
A _Me | _1029 394 (IM+H]*)
1002 "N S% MS(ESI) m/z:
428 ((M+HJ*)
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1005

Me
(
_N N_Me

1029

MS(ESI) m/z:

463 ([M+H]*)

1015

1029
MS(ESI) m/z:
433 ([M+H]*)

1006

1029

MS(ESI) m/z:

394 ([M+H]*)

1016

1029
MS(ESI) m/z:
440 ([M+H]*)

1007

1029

MS(ESI) m/z:

407 (M+HJ*)

1008

1029

MS(ESI) m/z:

408 ([M+H]*)

1017

1029
MS(ESI) m/z:
490 ([M+H]*)

1009

4
)
=0

1029

MS(ESI) m/z:

421 ([M+H]*)

1018

1029
MS(ESI) m/z:
440 ([M+H]*)

1010

1029

MS(ESI) m/z:

392 ([M+H]*)

1019

1029
MS(ESI) m/z:
447 ([M+H]*)

1011

1029

MS(ESI) m/z:

419 ([M+H]*)

1020

1029
MS(ESI) m/z:
449 (IM+HJ")

1012

1029

MS(ESI) m/z:

447 ([M+HJ*)

1021

1029
MS(ESI) m/z:
462 (M+H]")

1013

1029

MS(ESI) m/z:

426 ([M+H]*)

1022

_ 1029
MS(ESI) m/z:
462 ([M+H]*)

1014

1029

MS(ESI) m/z:

461 ([M+HJ*)

1023

1029
MS(ESI) m/z:
454 ([M+H]*)
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1024

1029
MS(ESI) m/z:
470 ([M+H]*)
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-220 -

N” 1029 \N,\ ND 1029
1025 QOQ MS(ESI) m/z: | | 1035 K,N\/f MS(ESI) m/z:
' 456 ([M+H]*) 490 ([M+H]")
N~ 1029 N
1026 C‘N\(Q MS(ESI) m/z: LY N o 9B
) | | 1036 K,N\//’ | MS(ESI) m/z:
O 461 (IM+H1") 492 (IM+HJ")
Ve
(N | 1029 Me 1029
/ —————
1027 Me‘NQ\,NJ MS(ESH miz: | | 4027 ‘N:>—N\ MS(ESI) m/z:
476 (IM+H]) Me | a70 (veHp
p 029
N 1029 N N: > 1029
1028 C\N N(:) MS(ESI) m/z: | | 1038 - MS(ESI) m/z:
! 476 (M+H]") 419 (M+HF)
0N N 1029 \"D\N/\‘ 1029
1029 k,N\n,N\) MS(ESI) m/z: | | 1039 ‘\’N\M MS(ESI) m/z:
0 478 (IM+H]") 9 434 ((M+Hp)
N 1029
N _ 1029
469 ((M+H]") 350 (MHI)
\N (ﬁj 1029 | 1029
1031 QJN MSESh miz: ) Ho” " N MS(ESI) m/z:
467 (IM+H]) — 380 (IM+H]")
\ 1029
) O MS(ESI) m/z: N— © - 1029
1032 Q’N\JN ere et | | 1092 @N%Me MS(ESI) m/z:
( H 407 (M+H]")
N o 1029
N _1029
1033 «;} (; D MS(ESI) m/z: _ND_N’Me 1029 .
w, 478 (MHp | | 1043 Me | MSES! miz:
s 407 (IM+H*)
N 1
| N = 102
1034 CRE MS(ESI) m/z: -\~ N—Me MFC;Q*/ _
o 476 (M+H]) 1044 (ESI) m/z:
393 ((M+H]")
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[ %64 ]
o)
N o1
JK[ R
LAS
CO,H
S Sal
Ex R y; (Sal) . \N-N 1048
at 1049 FWMG MS(ESI) m/z:
H Me 1048 F 480 ([M+H]*)
/N\“/
| 1045 o) MS(ESI) m/z: 1048
389 (IM+HJ*) | | 1050 —Me MS(ESI) m/z:
1048 346([M+H] *)
1046 /©\ MS(ESI) m/z: 1048
CF, _—
476 ([M+H]*) 1051 \—Q MS(ESI) m/z:
_©_ _ 1048 422([M+H] *)
1047 Me | msEsh miz: 1048
422 ([M+H]*) 1052 \—Q—CI MS(ESI) m/z:
ﬂ 1048 456([M+H] *)
1048 S MS(ESI) m/z:
414 ([M+H]*)
[ %65]
@)
O
H Lg
\
5
R
S Sal Me 1065
Ex RS yn (Sal) 1060
Dat 1054 < Me MS(ESI) m/z:
1065 406 ([M+H]*)
1053 \Me MS(ESI) m/z:
392 ([M+H]*)
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Me 1065 1065
1055 k/LMe MS(ESI) m/z: | | 1066 k/\(;N MS(ESI) m/z:
434 ([M+H]*) 431 (IM+HJ*)

1065 1065
1056 N\F MS(ESI) m/z: | | 1067 k/\/\c:N MS(ESI) m/z:
404 ([M+H]") 459 ([M+H]")

1065 1065
1057 H(OEt MS(ESI) m/z: | | 1068 k/\OH MS(ESI) m/z:
O 450 ([M+H]") 422 (M+H]")

) 1065 1065
1058 OMe MS(ESI) m/z: | | 1069 k/\/OH MS(ESI) m/z:
450 ([M+H]*) 436 ([M+H]")

k/'?\ 1065 H/\ 1065
1059 OEt MS(ESI) m/z: | | 1070 OH MS(ESI) m/z:
464 ([M+H]*) OH 438 ([M+HJ*)

k/\r(OEt 1065 H/\ 1065
1060 MS(ESI) m/z: 1071 Me MS(ESI) m/z:
o 478 ([M+H]") OH 436 (M+HJ")

1065 1065
1061 %(OMG MS(ESI) m/z: | | 1072 L@ MS(ESI) m/z:
o 462 ([M+H]*) 454 ([M+H]*)

1065 1065
1062 k/\,rOEt MS(ESI) m/z: | | 1073 k/© MS(ESI) m/z:
o 476 ((M+H]") 468 ([M+HJ*)

o] 1065 1065
1063 WOMe MS(ESI) m/z: | | 1074 k/O\Q MS(ESI) m/z:
478 ([M+HJ*) 484 ([M+H]*)

0 1065 1065
1064 WOEt MS(ESI) m/z: 1075 ‘\/\OQ MS(ESI) m/z:
492 ([M+H]*) 498 ([M+HJ*)

1065 1065
1065 l\/CN MS(ESI) m/z: 1076 k,Om/Q MS(ESI) m/z:
417 ([M+H]*) (0] 512 ([M+H]*)
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-223 -

| 1065 1065
1077 \\(j MS(ESI) m/z: | | 1085 \\)\/I\?‘Me MS(ESI) m/z:
N/ 455 ([M+H]*) 475 (M+HJ")
=N 1065 9 /3 1065 _
1078 \ MS(ESI) m/z: | | 1086 N MS(ESI) m/z:
455 ([M+H]*) 461 ([M+H]*)
— 1065 0 1065
1079 \ N MS(ESI) m/z: | | 1087 k,N\/’ MS(ESI) m/z:
455 ([M+H]*) 477 (IM+H]")
_Me 1065 1065
1080 i "j MS(ESl) m/z: | | 1088 k/N() MS(ESI) m/z:
N 458 ([M+H]") 475 ((M+HJ")
N 1065 1065
1 1081 \—'ﬁ\js MS(ESI) m/z: | | 1089 \\/\N\D MS(ESI) m/z:
461 ([M+H]") 489 ([M+HJ*)
Me 1065 Me 1065
1082 k/N\Me MS(ESI) m/z: | | 1090 H(N\Me MS(ESI) m/z:
435 (IM+H]*) O 449 (M+HJ*)
_Et 1065 _Et 1065
1083 k/N\Et MS(ESI) m/z: | | 1091 RrN\ Et MS(ESI) m/z:
463 (IM+H]*) o 477 (IM+H])
L Me 1065
1084 N\Me MS(ESI) m/z:
449 ((M+HJ")
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[ 3866 ]
Q1,8
N 1
J\& R
s
HO OH
Ex R Syn (Sal) —N> 980
Dat 1100 ’Q;\’, MS(ESI) m/z:
— 980 384 ([M+H]*)
1092 \_ MS(ESI) m/z: = 980
N
383 ([M+H]*) 1101 /CO MS(ESI) m/z:
@ 980 372 ([M+H]*)
1093 MS(ESI) m/z: 980
Cl 416 (M+HF) | | 1102 "N/J MS(ESI) m/z:
Cl 980 375 ([M+H]")
1094 ’O MS(ESI) m/z: 080
416 ([M+H]*) 1103 \—Q MS(ESI) m/z:
980 396([M+H]*)
1095 ‘Q MS(ESI) m/z: 980
c/ Cl 450 ((M+HJ*) | | 1104 \—Q—CI MS(ESI) m/z:
980 430([M+H]*)
1096 ’@ MS(ESI) m/z: 980
CF, 450 ((M+H]*) | | 1105 /C‘o MS(ESI) m/z:
Me 980 376([M+H] )
1097 @ MS(ESI) m/z: 980
396 ((M+HJ") | | 1106 N _-Me MS(ESI) m/z:
0 980 334([M+H]*)
1098 ’O “Me | MS(ESI) m/z: Me 980
412 ([M+HJ*) 1107 Me MS(ESI) m/z:
ﬂ 980 348([M+H]*)
1099 S MS(ESI) m/z: Me 980
388 ([M+H]*) 1108 \/\/ MS(ESI) m/z:
362([M+H]*)
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Me 980 980
1109 /C MS(ESI) m/z: 1111 ’O MS(ESI) m/z:
Me | areqms+y 374(M+H] )
N\/\/Me 980 ’CO 980
1110 MS(ESI) m/z: 1112 MS(ESI) m/z:
404([M+H]*) 390([M+H] *)
[R67]
O o)
”J\ES/)/\@CQ
@ °
Syn (Sal) OH 980
Ex @ Dat 1115 -'N:( MS(ESI) m/z:
pu 980 OH 464(M+H]")
13| NNV | usEst miz
461([M+H]*)
o) 1048
1114 _N\/___>_/<OH MS(ESI) m/z:
490([M+H] *)
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[N
J
LCONHZ
Ex R1u Syn (Sal) /lOJ\/OH 1116
Dat 1124 MS(ESI) m/z:
o) 1116 487([M+H]*)
1116 )J\/Me MS(ESI) m/z: o 1116
485([M+H]*) 1125 /U\/\OH MS(ESI) m/z:
0O 1116 501([M+H]*)
1117 /U\/\Me MS(ESI) m/z; 0O _Me 1116
499([M+H] *) 1126 )K/N\ MS(ESI) m/z;
o Me 1116 Me 514([M+H] *)
1118 /u\/\/ MS(ESI) m/z: o Me 1116
513([M+H] *) 1127 AN NfM o | MS(ES) m/z:
0 1116 528([M+H]*)
1119 )\/\/\Me MS(ESI) m/z: o 1116
527([M+H] *) 1128 )\<> MS(ESI) m/z:
o) Me 1116 511([M+H]*)
1120 )'\< MS(ESI) m/z ® 1116
Me | 4o0qm+H]*) | | 1129 )\\O MS(ESI) m/z:
o) Me 1116 525([M+H]*)
1121 /u_CMe MS(ESI) m/z: Q 1116
527((M+H]*) | | 1130 /u\o MS(ESI) m/z:
o) 1116 339([M+H] )
1122 /U\/O\Me MS(ESI) m/z: H 1116
501([M+H]*) 1131 M MS(ESI) m/z:
o) Me 1116 522([M+H] *)
1123 o~ MS(ESI) m/z: 0 N,Me 1116
515(M+H]*) | | 1132 m MS(ESI) m/z:
536([M+H] *)
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0 ~ 1116 Q 1116
1133 lll y MS(ESI) m/z: | | 1144 )© MS(ESI) m/z:
534([M+H] *) F 551([M+H]*)

o) - 1116 Q F 1116
1134 \ MS(ESI) m/z: | | 1145 )@ MS(ESI) m/z:
N 534([M+H]*) 551([M+H] *)

o) - 1116 ) 1116
1135 \ N | MSES)m/z | [1146 /‘&\Q\F MS(ESI) m/z:
534([M+H] *) 551([M+H]*)

Q <N 1116 0 1116
1136 )\@N MS(ES) m/z: | | 1147 MS(ESI) m/z:
535([M+H] *) O-Me | 563(IM+H]")

QA ~n _1116 Q 0 1116
1137 )\{ 2| MSES)m/z: | 4448 )\_Q Me | MSES) miz:
N 535([M+H] *) 563([M+H] *)

o) S 1116 o] 1116
1138 )’@ MS(ESI) m/z: 1149 /H\©\ Me | MS(ESI) m/z:
539([M+H]*) o/ 563([M+H]*)

3\_—@8 1116 0 1116
1139 — MS(ESI) m/z: | | 1150 /K/Q MS(ESI) m/z:
539([M+H]*) F 565([M+H] *)

0 1116 0 1116
1140 )ﬁ MS(ESI) m/z: 1151 /K/Q MS(ESI) m/z:
533([M+H] ") F 565([M+H] *)

0 1116 o) F 1116
1141 )ﬁ MS(ESI) m/z: 1152 )K/Q MS(ESI) m/z:
Me 547(M+H] *) 565(M+H] *)

Q Me 1116 0 1116
1142 )\g MS(ESI) m/z: | | 4153 )\/\Q MS(ESI) m/z:
547([M+H]*) 559([M+H] *)

0 1116 0 _N 1116
1143 )\Q\Me MS(ES) m/z: | | 4454 \ /7 | MS(ESI) m/z:
547([M+H]*) 562([M+H] *)
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0 1116 Me 1162
_— \/\/ —_—
1155 /“\/\Q MS(ES!) m/z: | | 1165 MS(ESI) m/z:
561([M+H]*) 485([M+H]*)

Me

0 1116 ~ 07 1162
1156 MS(ESI) m/z: | | 1166 MS(ESI) m/z:
575([M+H]*) 487([M+H] *)

/\/\/Me 1162
w 1116 1167 MS(ESI) m/z:
1157 N MS(ESI) m/z: 499([M+H] *)

S73([M+H]*) 0 1162
1168 /\C/ MS(ESI) m/z:
1116 513(M+H] *)

1158 MS(ESI) m/z: = pov
O SBAMHHI™Y | 1 1169 \__N MS(ESI) m/z:
O 1116 520([M+H]*)

1159 MS(ESI) m/z: Me 1162
Q Q 609(IM+H]*) | | 1170 /\© MS(ESI) m/z:
533([M+H] %)

1116

o) O — 1162
1160 MS(ESI) m/z: —
O 171 /\QMG MS(ESI) m/z:

B609([M+H] *)

533([M+H] )

O 1116 1162
1161 O MS(ESl) m/z: | | 1172 /\/\© MS(ESI) m/z:
J 609([M+H] *) 547([M+H]*)
o /\Q MS E1s1|62/ :
1162 _~_Me |wmsesymz| |17 d e 54; M):Z‘
P + +
471([M+H]*) (IM+HT*)
A | o]~ i
1163 MS(ESI) m/z: | | 1174 g | MSEshmz:
483([M+H]*) 549([M+H]*)
Me 1162 /\QO\M _1162
1164 Mo | MSEShmiz | | 117 © | MS(ESN) m/z:
485([M+H] *) S49([M+H] *)
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1176

1162
MS(ESI) m/z:
563([M+H] *)

1186

|
»=0
QO

1178
MS(ESI) m/z:
575([M+H]*)

1177

1162
MS(ESI) m/z:
563([M+H] *)

1187

o=—wm

S

1178
MS(ESI) m/z:
575([M+H]+)

1178

|
=
)

1178
MS(ESI) m/z:
507([M+H] *)

1188

l
O=0=0

1178
MS(ESI) m/z:
583([M+H]+)

1179

J,
>

1178
MS(ESI) m/z:
521([M+H]*)

1189

I
O=w»=0
m

1178
MS(ESI) m/z:
587([M+H]+)

1180

|
OZ§TO

1178
MS(ESI) m/z:
533([M+H]*)

1190

|
O=un=0
”@

1178
MS(ESI) m/z:
587([M+H]*)

1181

o=li>=o
<

1178
MS(ESI) m/z:
535([M+H]*)

1191

I
O=w=0

n

1178
MS(ESI) m/z:
587([M+H]+)

1182

1178
MS(ESI) m/z:
535([M+H] *)

1192

I
O=0=0

1178
MS(ESI) m/z:
589([M+H]+)

1183

<

1178
MS(ESI) m/z:
549([M+H]+)

1193

I
O=0=0

1178
MS(ESI) m/z:
597([M+H]+)

1184

1178
MS(ESI) m/z:
569([M+H] *)

1185

o| o=w=0

1178
MS(ESI) m/z:
575([M+H]*)

1194

%

l
=0

1178
MS(ESI) m/z:
645([M+H] *)
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1178
MS(ESI) m/z:
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1196 1196
1196 MS(ESI) m/z: 1200 MS(ESI) m/z:
314([M+H] ) 530([M+H]*)
0 1196 1196
1197 A /Q MS(ESI) m/z: 1201 MS(ESI) m/z:
548([M+H]*) 564([M+H]*)
1196 1196
1198 H/\Q MS(ESI) m/z: | | 1202 H/\Q MS(ESI) m/z:
562([M+H] *) 578([M+H] *)
1196
1199 MS(ESI) m/z:
502([M+H] *)
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FTHR 69 P RETFTERAKLEYWSZ NMRER - % &
PO R RS ASEE MESI® - L

DMSO-de 5 # %€ ¥ % F7 8] 'H-NMR 2 & 2 6 ( ppm) -

(CDCIs) : CDClyHZ 'H NMR H Z g2 6 (ppm)

[%6 9]
Ex Dat(NMR)
2.65-2.83(4H,m),2.91-2.97(4H,m),2.97(2H,s),3.63(3H,s),3.68(2H,s),7.09(1H,dd,J
11 =8.0,2.0Hz),7.18(1H,brs),7.13(1H,d,]=2.0Hz),7.25(1H,brs),7.59-7.64(3H,m),8.1
2-8.17(2H,m),8.40(1H,d,J=7.5Hz),852(1H,s).
(CDCls)

3.18(2H,t,]=5.4Hz),3.59-3.65(2H,m),3.78(2H,s),6.39(1H,brs),7.13-7.23(2H,m), 7.
25-7.30(1H,m),7.43-7.53(3H,m),7.92-7.97(2H,m),8.20(1H,s),8.59(1H,dd,J=8 3,1
4Hz),10.50(1H,brs)

1.91 (2H, d, J = 10.8 Hz), 1.99-2.08 (2H, m), 2.33-2.39 (1H, m), 2.75 (2H, t, ] =
10.8 Hz), 3.04 (2H, d, J = 11.6 Hz), 3.17-3.22 (2H, m), 3.39-3.44 (2H, m), 4.66
40 | (IH,t,J=5.4Hz), 7.11-7.21 (2H, m), 7.34 (1H, d, J = 8 Hz), 7.55-7.58 (1H, m),
7.64-7.68 (2H, m), 7.84 (1H, t, ] = 5.4 Hz), 8.13 (2H, d, J = 7.6 Hz), 8.50-8.52
(2H, m), 10.48 (1H, s)

2.16 (2H, q, J = 6.8 Hz), 3.04-3.21 (3H, m), 3.27-3.40 (2H, m), 6.93 (1H, brs),
69 | 7.05-7.14 (2H, m), 7.22 (1H, d, J = 6.8 Hz), 7.43 (1H, brs), 7.54-7.61 (3H, m),
8.08-8.10 (2H, m), 8.15-8.17 (1H, d, J = 9.6 Hz), 8.50 (1H, s), 10.19 (1H, s)
1.73-1.90(4H,m),2.38-2.49(1H,m),3.09-3.18(2H,m),3.92-4.03(2H,m),6.85(1H,brs
105 |),7.30(1H,brs),7.40(1H,d,J=7.0Hz),7.53-7.62(4H,m),8.10-8.14(2H,m),8.34(1H.d,
J=7.0Hz),8.58(1H,s),8.78(1H,brs),10.18(1H,brs).

3.27 (4H, brs), 3.40-3.60 (2H, m), 3.67-3.70 (2H, m), 4.06 (2H, s), 7.19-7.28 (2H,
109  |m), 7.35 (1H, d, J = 7.7 Hz), 7.77 (1H, brs), 8.20 (1H, brs), 8.27 (2H, d, ] = 6.2
Hz), 8.45 (1H, dd, J = 1.5, 8.0 Hz), 8.81 (1H, s), 9.02 (2H, d, ] = 6.0 Hz)
3.19-3.63 (12H, m), 3.80-3.83 (4H, m), 3.97 (2H, brs), 7.13-7.23 (2H, m), 7.31
151 | (1H, dd, J = 7.7,1.0 Hz), 7.71 (1H, s), 7.72 (1H, brs), 8.13 (1H, brs), 8.43 (1H,
dd, J = 8.1,1.5 Hz), 9.73 (1H, brs), 10.78 (1H, brs)

1.85-2.00 (2H, m), 2.27 (2H, d, J = 11.3 Hz), 2.76 (2H, , ] = 11.3 Hz), 3.06-3.24
(4H, m), 3.28-3.45 (3H, m), 3.45-3.55 (4H, m), 3.72-3.84 (4H, m), 3.92-4.08
(4H, m), 7.07-7.22 (2H, m), 7.30 (1H, dd, J = 7.7,1.6 Hz), 7.71 (1H, s), 8.42 (IH,
dd, J=7.9,1.6 Hz), 9.64 (1H, s), 11.66 (1H, brs)

32

215

-231-
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229

1.76-1.96(4H,m),2.26-2.38( 1H,m),2.80-2.92(2H,m),3.10-3.1 8(2H,m),3.47-3.53(4
H,m),3.73-3.81(4H,m),6.88(1H,brs),7.40( 1H,brs),7.95(1H,s),8.62(1H,d,J=6.5Hz)
,8.74(1H,5),8.80(1H,d,J=6.5Hz),10.57(1H,s).

234

1.51 (2H, d, J = 13.0 Hz), 1.85-1.93 (2H, m), 3.07-3.24 (6H, m), 3.46-3.49 (4,
m), 3.73-3.76 (4H, m), 5.36 (2H, br), 7.22 (1H, dd, J = 8.0,5.2 Hz), 7.73 (1H, s),
8.08 (1H, dd, J = 5.1,1.6 Hz), 8.68 (1H, dd, ] = 8.0,1.5 Hz), 9.67 (1H, s)

311

1.54-1.63 (2H, m), 1.90-1.95 (2H, m), 3.11-3.19 (4H, m), 3.36-3.42 (2H, m),
3.63-3.69 (4H, m), 3.78-3.85 (3H, m), 3.97 (2H, 5), 4.74 (1H, brs), 6.99 (1H, dd,
T=11.6, 8.5 Hz), 7.31 (1H, ddd, J = 6.2, 8.3, 8.5 Hz), 7.65 (1H, 5), 7.78 (1H, ),
8.31(1H, d, ] = 8.3 Hz), 8.39 (1H, 5), 10.18 (1H, 5), 10.67 (1H, brs)

356

3.18-3.30 (9H, m), 3.57 (3H, 5), 3.63-3.74 (6H, m), 4.01 (2H, brs), 7.12-7.24 (2H,
m), 7.32 (1H, d, ] = 7.8 Hz), 8.17 (1H, brs), 8.44 (1H, dd, ] = 8.0,1.4 Hz), 10.67
(1H, brs)

379

1.85-2.17 (4H, m), 2.88-3.00 (1H, s), 3.08-3.24 (5H, m), 3.29 (3H, s), 3.50-3.66
(4H, m), 3.70 (2H, t, ] = 5.3 Hz), 3.89 (2H, d, J = 4.0 Hz), 7.13 (1H, td, ] = 8.4,
2.7 Hz), 7.31 (1H, dd, ] = 8.7, 6.5 Hz), 7.49-7.59 (2H, m), 7.69 (1H, s), 8.06 (1H,
s), 9.65 (1H, s), 9.99 (1H, brs)

380

1.79-1.90 (4H, m), 2.25-2.34 (1H, m), 2.77-2.86 (2H, m), 3.14 (3H, s), 3.22-3.26
(2H, m), 327 (3H, 5), 3.61-3.73 (4H, m), 6.77 (1H, brs), 7.20 (1H, dd, J = 8.0,5.0
Hz), 7.31 (1H, brs), 7.57 (1H, s), 8.08 (1H, dd, J = 4.9,1.8 Hz), 8.68 (1H, dd, ] =
8.0,1.5 Hz), 9.73 (1H, s)

382

3.16(3H,5),3.30(3H,5),3.32-3.52(6H,m),3.61-3.67(4H,m),3.69-3.74(2H,m), 4.00(2
H,5),7.23(1H,dd,1=8.0,5.0Hz),7.60(1H,s),7.74(1H,brs),8.12(1H,dd,]=5.0,1.5Hz),
8.14(1H,brs),8.64(1H,dd,J=8.0,1.5H2),9.47(1H,s),10.69(1H, brs)

449

1.80-1.88 (2H, m), 1.99-2.02 (2H, m), 2.74-2.80 (2H, m), 2.99-3.02 (2H, m), 3.76
(1H, brs), 4.85 (1H, d, J = 3.2 Hz), 7.09-7.19 (2H, m), 7.29 (1H, dd, ] = 7.2,1.6
Hz), 7.57-7.65 (3H, m), 8.10-8.13 (2H, m), 8.39 (1H, dd, J = 8.0,1.6 Hz), 8.93
(1H, s), 10.24 (1H, s)

462

3.21-3.23(2H,m),3.50-3.78(6H,m),4.90(2H,brs),7.05(1H,t,J=8.2Hz),7.30-7.38(1
H,m),7.75(1H,s),8.26-8.32(2H,m),8.44-8.45(1H,m),9.25(1H,5),9.68(1H.d,J=5.3H
2),9.83(1H,s),10.06(1H,s)

468

1.87-1.90(2H,m),2.02-2.12(2H,m),2.31-2.41(1H,m),2.77(1H,,J=10.8Hz) 2.99.3.
03(2H,m),6.59(1H,d,J=9.6Hz),6.93(1H,brs),7.09-7.20(2H,m),7.29-7.31(14,d,J=7
3H2),7.41(1H,brs) 8.14(1H,d,J=2.6Hz),8.19-8.23(1H,m),8.37(1H,d,=7.4Hz) 8.8
0(1H,s),10.24(1H,brs).

476

1.86-1.91(2H,m),2.05-2.15(2H,m),2.40-2.51(1H,m),2.78(2H,t,]=10.7Hz) 2.98-3,
02(2H,m),7.10-7.22(2H,m),7.30-7.33(2H,m),7.43-7.45(1H,m),7.84(2H,brs), 8.14(
1H,d,J=6.7Hz),8.40-8.43(1H,m),8.65(1H,brs),9.16(1H,s),10.27(1 H,brs).

477

1.87-1.91(2H,m),2.03-2.15(2H,m),2.43-2.51(1H,m),2.88(2H,t,)=11.4Hz),3 29.3.
33(2H,m),7.21-7.27(2H,m),7.41-7.43(1H,m),7.81-7.83(2H,m),8.08-8.16(2H,m),§
.63-8.66(1H,d,m),8.77(1H,brs).9.21(1H,d,J=1.3Hz),9.79(1H,brs).
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482

3.22 (4H, brs), 3.37 (4H, brs), 3.49-3.51 (4H, m), 3.75-3.77 (4H, m), 4.00 (2H, s),
7.05(1H, ddd,J=2.9, 8.9, 11.5 Hz), 7.18 (1H,dd, J=2.9, 10.1 Hz), 7.69 (1H, s),
8.10 (1H, s), 8.33 (1H, s), 8.36 (1H, dd, ] = 6.0, 8.9 Hz), 9.28 (1H, s), 10.77 (1H,
brs)

492

1.81-1.84 (2H, m), 1.89-1.99 (2H, m), 2.27 (1H, dddd, ] = 4.1, 4.1, 11.8, 11.8
Hz), 2.67-2.74 (2H, m), 2.93-2.96 (2H, m), 3.48-3.50 (4H, m), 3.71-3.73 (4H, m),
6.80 (1H, s), 7.07 (1H, ddd, J = 1.5, 7.6, 8.9 Hz), 7.14 (1H, ddd, J = 1.4, 7.9, 8.9
Hz), 7.25 (1H, dd, J = 1.4, 7.6 Hz), 7.29 (1H, 5), 8.27 (1H, 5), 8.37 (1H, dd, J =
1.5, 7.9 Hz)

501

1.84-1.98 (4H, m), 2.33 (1H, dddd, J = 44, 4.4, 11.6, 11.6 Hz), 2.85-2.91 (2H,
m), 3.30-3.33 (2H, m), 3.48-3.51 (4H, m), 3.70-3.73 (4H, m), 6.83 (1H, brs), 7.24
(1H,dd, J =5.2, 8.1 Hz), 7.34 (1H, brs), 8.08 (1H, dd, J = 1.6, 5.2 Hz), 8.36 (IH,
5), 8.66 (1H, dd, J = 1.6, 8.2 Hz), 9.55 (1H, s)

599

1.87-1.92 (4H, m), 2.22-2.35 (1H, m), 2.73-2.78 (2H, m), 3.09 (3H, s), 3.19-3.22
(2H, m), 3.26 (3H, 5), 3.57-3.61 (4H, m), 6.76 (1H, s), 7.14 (1H, dd, J = 4.8, 7.6
Hz), 7.28 (1H, s), 8.05-8.06 (1H, m), 8.23 (1H, s), 8.60-8.62 (1H, m), 9.47 (1H,

s)

637

2.82(3H,d,J=4.4Hz),3.17-3.30(6H,m),3.54-3.66(2H,m),7.19(1H,td,J~7.8,1 5Hz),
7:26(1H,td,J=7.8,1.5Hz),7.33(1H,dd,J=7.8,1.5Hz),7.82(1H,dd,J=7.8,5.4Hz),8 43(
1H,dd,J=8.3,1.4Hz),8.59-8.63(1H,m),8.67(1H,5),8.85(1H,dd,I=4.9,1.5Hz),9.40(1
H,d,1=2.0Hz),10.25(1H,s),11.45(1H,brs)

671

1.84-1.92 (4H, m), 2.24-2.32 (1H, m), 2.66-2.73 (2H, m), 2.94-2.97 (2H, m),
3.42-3.45 (2H, m), 3.86-3.89 (2H, m), 3.92 (2H, brs), 6.81 (1H, brs), 7.08 (1L,
dd,J=7.5,7.6 Hz), 7.15 (1H, dd, ] = 7.5, 8.1 Hz), 7.28 (1H, d, ] = 7.6 Hz), 7.34
(1H, brs), 7.66 (1H, 5), 8.31 (1H, 5), 8.43 (1H, d, ] = 8.1 Hz), 10.24 (1H, 5)

701

1.82-1.95 (2H, m), 1.98-2.13 (2H, m), 2.58-3.14 (8H, m), 3.32 (2H, s), 3.57-3.73
(4H, m), 4.90-5.07 (1H, m), 7.09-7.19 (2H, m), 7.30 (1H, dd, ] = 7.8,1.4 Hz),
7.64 (1H, s), 8.43 (1H, dd, J = 8.1,1.5 Hz), 10.12 (1H, brs)

716

1.99-2.13 (4H, m), 3.18 (3H, brs), 3.40-3.44 (2H, m), 3.57-3.68 (8H, m),
4.01-4.06 (3H, m), 7.13-7.33 (3H, m), 7.57 (1H, m), 7.74 (1H, s), 8.14 (1H, s),
8.46 (1H, dd, J = 1.2, 7.6 Hz), 9.86 (1H, 5), 10.61 (1H, brs)

722

2.79-2.81 (4H, m), 3.19-364 (8H, m), 3.86-3.89 (4H, m), 4.01 (1H, brs), 7.15
(1H, ddd, J = 1.5, 7.7, 7.8 Hz), 7.21 (1H, ddd, J = 1.4, 7.7, 7.9 Hz), 7.32 (1H, dd,
J=14,7.8 Hz),7.67 (1H, 5), 7.74 (1H, brs), 8.14 (1H, brs), 8.44 (1H, dd, J = 1.5,
7.9 Hz), 9.71 (1H, s), 10.74 (1H, brs)

862

3.23 (4H, brs), 3.45-3.65 (4H, m), 4.11 (2H, brs), 7.15-7.26 (3H, m), 7.32 (1H,
dd, J =1.4,7.8 Hz), 7.74 (1H, brs), 7.96 (1H, s), 8.09 (1H, brs, ] = 1.6, 7.8 Hz),
8.64 (1H, s), 8.90 (1H, s), 9.61 (1H, brs)
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