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skek4] 40
NHBoc
H,N” " NH
shsha 24
1
RS
\
>\N o~
R H
RS
Z “NH
=
NHBoc
slsl2 18
R1
R? N
A\
s s>\NJ\O/
R H
5
R~~~ NH
=
NH,

7] Aol A,
R! WA R, R' € X 4714 42 nle} e},
A7) AR BE S WA B4 WA ow fam, AAldd o FAsA 7 AE el 9.

Ad) 2-opu] e -7-H d-4-H 5 A - ZE] 0} £ S H Eg}slo] =2 ¥ g
2 Aegth vhg EES AAstetel s5A1A FulE vho R
el

2 1 15, 3taha] 19 3let & o A xwHS 7] A5t 9t}
S-S AT 5E SgES SdUsl ARvE I ol o) e gttt
O{

ok
e
S
=
>
rlr
oty
o
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o
(o, Lot
o
il
filo
S
o
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N
Lo
oty
91_5
il
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2 A FAF AT G Hoke] HAR ) A H o Sl Wl wE Aol A Ae AN, 7] ] o

el ohe} f7] Abstel G melH . shol = m I metol S, sto|Empartol =, Axo]E, YEd o=, AEd o=
obAlElo] =, welol o] £, Alulo] E, WEk-AEulo] £, p-EEAA Lo E Fo] o]e]d A ofo]r}.
A A 1A 187 L 37 WA 13) 200 84 19] sgEe] Alxdsel S AAlstA 71 He) ek,

W 2de $A9 sgEol A E gu Fobol FAH o] Qi el whel A=W & 9lv,
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WA 1
1 R1 o R1
R3 R 2
SR S L S L
N~ O — >—N o)
3 3 s H 3 s H
§ (6) R 6 R
1 (7)
R' o R’
3 R N L 4 RA N
> N7 T S—NH,
R s H R
4 8 4 (2)
RO 2w R

71 A ellA,

1> MeO(CO)CL, #71& vER 3

2% IC1E b L,

32 R*-B(OR%), %= R*-Sn(CH,),, Pd-F1 & YehH,
4= KOHE YR AL

5% C(X)Cly, R°RONH ®= RONCXE Yehf i

62 RC(X)CI, 94715 YERH,

A7) Qo= 7] 7148 et 2k

871 A el A,
18 R*-B(OR%), &= R*-Sn(CH,),, Pd-Fl & Yehf i

2% H,, Pd-CE YEhiH,
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WA 3
R1
RS N It Pd
3
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R S H
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Flacae I
R1
s R NG j‘)\
R -
15 4 HZN’LN , — & s N ©
R
Ry
s r°
N‘Rs 17
237] 2ol A, R WA RO A7) A ol g npel 2o}
w52 6
R‘\
R% N
15 + HzN NH —_— Rs S H
R5
NH
N={
/ NHBoc o4
R1
R% N o}
%NLO/
R® S H
R~ NH
N=(
NH, 18

1514 19 1as) 82, 2 ol59 oFsba o Agbed PAde AFE eleta BYe g pALon, ¥
o) SRS obd Al 84 Bl7hmol 3 obd Al Ay, FEA G ) B AL 2E RoE U AT

ANz 71H o&, AMel7] Lol ~E(semliki forest) H]F2 W3 A| 2818 o] &3¢ 2foly = )

I~
of QIZFe] otdieAl A, FEAE HHA LT AXEE T8t Al o) 23] Al v o

UL = R LN

E] W4 (CHO) Al
A7) A 9
Alitelel o8 AlF sttt A AFE 2 @S, 120mM NaCl, 5mM KCl, 2mM CaCl, ® 10mM MgClL,E 3-f-3h=

= =

EZAG0mM) &N 0pH 7.0)(F5N A)d d8A ALY, &5 A9 HF F3 200F = @& 2.5pg, Ysi-Z2]-1-

| - 1
2] Al SPA Bl = 0.5mg 2 0.1U o}dl=al dlolu)ubA|e] A5l 967) o] = Zgo]EoA] [SH]-SCH-58261(t] &
U 2 ¥E](Dionisottd) %, 1997, Br J Pharmacol 121, 353; 1nM) 2% E41& ¢33t} A4 obdl /52 (XAC; 2uM)
& ARt WSl d AR dAEth 10pMelA 0.3nM7HA] 10719] oA 3tgES Adatalrh. BE A2 4

S o] Fo] =5 AL 23] oA WS TH AR E] Hol A ZE|o]EE A2 A 1A vl oh2, H A
= 2918 E(Packard Topcount) A3 Al¢71& o]&ste A H =5 AAsSit}. vAE 34 J " (fitting) T 21

WS o] 83t 1C,, a5 Albetar, -3 F2 32 (Cheng-Prussoff) W42 o] &34 Ki gt-& Al4tstalch

= Qom wsiAc A A d sgue

PN

oo whet, shek 19 SHES A, FEAC gl 2 FsE s
8.5 WA 9.39] pKi #t<] Mo A hA2A Aol tg)] 2318 S el
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ol% sHitE el o= the} Pk

AAlel ME | oKi gk | AAel W% | pKi gk | AAe] Ws | oKi gt
3 8.8 159 8.9 289 8.9
10 9.0 201 8.6 290 8.6
17 9.3 221 8.7 292 8.8
23 8.9 238 8.7 298 8.7
36 9.1 240 8.5 301 8.5
59 9.0 253 8.6 304 8.5
61 8.9 258 8.9 308 9.1
62 _ 9.1 271 8.6 309 8.5
91 8.8 275 8.7 314 8.5
92 8.9 217 8.7 315 8.6
96 8.8 278 8.5 317 8.6
100 9.3 279 8.8 326 8.5
107 8.8 280 8.7 327 8.5
108 8.9 282 8.6 342 8.5
121 9.0 283 9.0 369 9.2
125 9.0 286 8.8
157 8.9 287 8.5

s15h4 19] 3HHE 3 3h 19] SgEl oFStH o8 S 87bs e A ARA, AT oSt A FuE AR 5
Stk ofet A A= % ol A, W% A, G4, 4 AE A, AQ AE A, §o, f5 B AL o
G2 47 FolE 4 ok el ol A0 Hotel HEIR 4% FolH v Ei= olut) 74 olo] Felm v Fols
TE /\TE}-

o AAE Az Ao FAA O BHYQ By i f7] FA A A4 19) AFEL 4FE 5 Ark FgE
2, 855 AR EE 9 2, B, 2ecEAl B 1) §f 52 o) AA, 32 A, g R 3 A 4
8 FARA ARED 7 3l dd Agd Aad o A gl A8 5o AEr, &, A, vt B 9A &
2] soltt. 2, &4 Sl wel, A2 Aeke HEe] 45 S FHAL Jé}lo}ﬂl Bk & R AHES Ax
st7lol 43 HAl= dE 501 =, e, SYAE, AEF Solvh ool A FA= i A e = A
o, gz, A, WhA A = oA F2]E soltt

Wk op e, ofsh AlAl= BEA, 7FE-3kAl, /P SHAl, F& A, 3k, Al Z A, A, ke WEkA 7] 7] 9
o, 5o, mhAAA s ABPAIAS d S - T o] B v g o TR RS I 5 v

shob4) 19 ShgHE i o] ofelH o S8 kT o 9 A% ol BEY BAE Fhshs opil mE 1wy
2Aolu], o]tz 3514 19] St ol 4] SHHE WEL FHHOR HEFe T AL ¥, W BRF AF st ol e o}
2 N OR FAW YRS AT WA BRY St ol 4ol FAsh IA Aot FAPOR WEt AL TFSHE 4]

opAl o] A ZWHE wh7hA 2 2 e o] B o]t

2 odge) Wy, 35hy 19 SR % 19 FHAOR HEbed 9 obledl 841 AF Agol 2AW 93

o bzstoley, B EW, A BB, FARDS, BAF, BF, £F A9, ST, 04, ToA 03, AWaF, 54,
W 22 We)o] oA i ool F-23h e, 2 wwe] HFES YA, 2§ oA, G AuA, 1A
GAl, GAUA DAY REAZA {857 P FAE A2 Aol 483 5 du
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9 @ml)EF 2-0n =—4-H| EA|-7-5 d -l ZE] o} Z(100mg, 0.4 &E)e] & Mo W% FZ e o] =(55mg, 0.4
A E)E H7bsta, EFES 20T oA shevtsel atslgdtt, o] £3-& ] 2N HCIS pH 17F41(20ml) 718k v, &
&S EtOAC(20mDE 23] F%38}a1, NaHCO, £38 &4 02 AHE F Na,S0,2 A%A 7|3 & FLAZ . of

©], CH,Cl,/MeOH(98:2) & &2 A17]:= SiO, (M 2 A (Merck) 230 WA 40095 3ol A 224 &S A=vE 23] A]
713, A= L85 Hot ErllE SRR, HA s M IA(97mg, 69% TE)EAM 5. MS: m/
e=360 (M").

el 1] ARkl ol whel AAlo 2 WA 499 geh=S Al x£8H3AT

FH-2-7HEA SR EE ALl BA| SFFES WA A A (41% E)EA AU MS: m/e=251.3
(M+H"Y).

5-olel -] @ 4-2- 7} A 4 (4= = A -7 -5 ¥ 2 E] o} -2 0)) ol =

S5-HE-El el -7HR ALk SR =5 AREste] FAl ste=S ol A ALA(36% E)=A Al xEA T MS: m/
e=381.3 (M+H").

2-0}u] -4 ,6-U S F Q2 -l ZE|o}F H FA-2-J[ 5L S 20| =E A5t EA| ITES 3| 1A (81% 5
E)EA A=At MS: m/e=280 (M),

AAld 5

S-md-E] o H-2-FHT A 4.6-tZFFe m-dl %

rum
_YE uj
to
2]
M
Y
J
i1t
2
ull
fu
)
o
Iy
il
>
>,
o
ol
s
=3
Y
L)
%
il
o
dt
1=
k]
)

2-olH| -4 6-T] ZF Q2 -l FEo}E L 5-v
(74% s78) 24 A %38 Th MS: m/e=310 (M™).

2-olu] -4 6-UZF Qo 2 - XE|o}E L vz FElo] =2 A8l TA T ES Ho] A 1A (82% &) EA
Azt th. MS: m/e=290 (M™1).

AAd 7

N-(4=v] % A -7 3] -l Bl o} -2 9)) -0 4 Eo}u] =

olME FZ2 o= ALl HA SFES e 2 1A (69% F-8) 2 A A 25T MS: m/e=299.2 (M+ H").
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A 8

~Alobie-N-(4=1] Z Al -7 - - E]o}F-0- )l = o}w] =

4-Alof-Mlxd S2efo|EE AFE-sto] A 35tES SHAY )24 A ZeF ok MS: m/e=385.1 (M™").

m
2
)
N
QQ

Al 9

5-vel-E] © -2~ 7H A A (4= = A] -l 2 E] 0} -2-Ql)-olm] =

Y F 2-otu e—4-H| ZA| -l ZE]o} = B 5-wE-E] o -2-7} 5 A FRepo| =2 ALEEte] B A 3HEHES H| o]
XA 1A (95% F&)2A A FHY T MS: m/e=304.1 (M™).

S-r el - et-2-Fp = A4 (4-H EA|-T-F d sl £ o} F-2-%)-o}n] =

2-ohl ot W57 EEIOLE A AT 5oL Eadolng sl 240l i
Al 8t=S 53R, o] & n-31H/EtOAc(4:1) = &A1 7] = SiOy (Ml 22 230 WA 4007 4) ol A A =rhE e

ANA, =5 A4 3gES 93 1A (67% ) EA 5T MS: m/e=364.0 (M7).

F b9 718 (4-v] B AW 2 o] -2-¢)-cln] =

PR F 2ol m-d-WEA-HEEo}E U Fe-2-AR AN FReto|EE ALgste] HAl FTES FLA 1A

(100% 5 ) ZA 4%6} 1tk MS: m/e=274.1 (M™").
AN 12

N-(4=] % A -4l 2 ] o} -0 - ¢1) - = o} v

it

g 2-otu| e-4-H ZA -l ZEo}E D WY FR2Eo|=E ALEE BA FFES WA DA(72% &) ZA
FE53th MS: m/e=284.1 (M™¥).

A Ae] 13

Wz [b]E & -2-7h5 2 4 gl e o} & -2l oln] =

[o}

1
ky
2

H

2 2-op] -
(86% &)2A 539t M

%(b]E| o f-2-7H2 A4 FEeho| =8 ALg o] TA HFES e

m/e=311.1 (M+H").

E,
PN
o
o
m NPN

3-Wd-E] 0 f-p-7} A2} ¥ £ E]o} -0 oju] =

g 2-olu -l zEolE F 3-vE-E QA -2-7 AL SR eo|EE ALEste] XA FES A 1A (69%
TE)EAN FEFY T MS: m/e=275.1 M+ H").

AAld 15
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o
=y
i
|
Auj
o
e,
N
N
Ny
il
1
r >
L,
N
Auj
o
O,
N
o
o,
o
O,
=

—opm -yl ZE|o}E H 5w E - ‘:4 QA -2-7F A} SRS ALgete] A =S B AA(87%

N-#lzElo}£-2-9U-6-S 2w -L]FTlojn] =

VdF 2-olu - ZE oL 9 2-F 222 d-5-7}5 44 SR o] = E ALg5te] XA SES WA 1A (97%
FE)EAN FEFY T MS: m/e=290.1 M+ H").

1' J}m

Hﬁ

Hd-H e olFE-2-)-H =l =(194mg, 0.5 8] =)o) ol Fa3}5 4

THF(40mD< 4-¥32-N-(4-¢ -7-
=1} } , SEES A A 2A1 7 wRkSISI T 2 (30mD S ke v 1IN HCI(4ml)
S HUbeha EES

YEH(19mg, 0.54 8 E)S
e

¢}

I

A7}
= Al 7T *é S EtOAc(30mD & 23] =&38l3, Bolz 7] 48 NaCl 23} 002 A=
& thi, NaySO, = AdzA7]a o3 9t ARt 249 AFES o e 2ol AA7]1a 10870 255 A o,

IA AAES AF N e 22 AFH3 & X3(0.05mmHg, 50C)3}e] AZAA, T4 3tgES W 3HA 713
(150mg, 77% 8) 24 FE539 T MS: m/e=390.0 (M™).

4=FD-N-(4-m| SA|-7-9| sl ZE| o} F-2-])-

ri

Zoln =

4-F 3 W FAS ALgate] FA] 3FES e 3 1A (73% FE)EA 53 MS: m/e=388.1 (M+ H").

2=t %A -N-(4=] A -7 3 -z E] o} -2 &)l =o}w] =

THF(10mD% 2-0}v] -4 - S A -7-3d - 2 E] 0} % (200mg, 0.672 2] &) 2] & o] DMAP(10mg, 0.08E &%), E
Hleldebvl (163, 11732 2) B THREmDT 2-v S iz S=epel 2136w, 148 2)E Ateigit. £33
SF W 7bA] 22 2HEQE 7k shar, WAl $ 1:1 AcOEt/THF(70mD ¢ 5% NaHCO,4 8-1(40ml) Akelell &-ujj Al # th,
7] /& NaCl 23} §4(50mD) 22 A #3811 Na,S0, 2 AFA713 A 3, 7h¢tsto] &us AlAS A 7%
£ ol =210mDell FEA7]aL 343 &, ol g == Al ¥ skl 215(0.05mmHg, 60C)atell x| A, 3FA] 8HgHaS A
317 (260mg, 85% &) A 53tk MS: m/e=390.0 (M™").

Al 20

N-(4-m ZA -7 -9 d sl £ o}L-2-9)-2-wd -sl =o}n] =

2-vd-wxd S22 ARESte] 2d 9 #Al SgES F58HaL, olE CHyCly/EtOAc(l:D= §8X7]=
SiOy (vl 22 230 WA 4007 4) el M A=rtEagAAA, &5 54 SFFES WA 0 A(88% F&)2AM F53H3
oh. MS: m/e=374.1 (M").

AAld 21
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N-(4-w] %A -7-3 d - Bl o} -0-0))-3-w] &) - g = opu] =

-rE-wzd SRS ARste] 2] Al FFES 5 =
SiOy (M 221 230 A 4009 +) el X 2RI A, =73k 4] 3FehaS e F4 2A(80% *%)EH xau
3 Th MS: m/e=374.0 (M™).

Al 22

N-(4=w] 5 A -7-3ld - Bl o} F-0-0)) -4 -] &) - g = opu] =

ClL/EtOAc(1:DE &A7|=

4-ME-N2Y FReo|=E AHgdtel 249 BA AFES FEeu, olF C
i A A (79% &) =A A x5

Si0,(M 221 230 WA 400w 40) Aol A 2= ehE 1) 5 A

)
W
3
o
F,
é‘
)
E?_‘i'
it
tlo
1=
1= N

o} MS: m/e=374.1 (M").

4-ZFR 2 -N-(4-HEA-7-dHd-wl X Eo}=£-2-%D)—-ul

m
O

4-EFeE-Hzxd FEI)ES ARESte] 2] #A] 3w 2 F53}i1, o] & CH,ClL/EtOAc(1:D)RE & A7]&
SiO,(Ml 27 230 WA 400H ) el A AZntE LA A, S A A (68% F&)RA A ZEHA
ok MS: m/e=378.0 (M").

AN 24

3= 5 A -N-(4= S A -7 -5 d -l E] o} -0 - Q1) i) < ofw

[

- EA -z FRIG|EE AREste] 29 #A Sgt=s #5351, ol& CHyCl/EtOAc(l: D= 2A7]+=
SiOy (M 22 230 WA 4007+) “dol A AR2vtE DAl A, =8k A4 3HehE S e 3 25(75% +8) 024 A

Z3F Tk MS: m/e=390.0 (M™).
AN 25

4= %A -N-(4=] E A -7 - - ] o} F-0 - Q) = o}w] =

4-vEA -z FRIGO|EE AREste] 29 #A) dgt=s 4535, ol& CHyCly/EtOAc(l: D= &2A7]+=
SiOy(M 22 230 WA 400¥W41) el A AzvtEad o) A, &5 F4 stted WA E5(79% F8) 22 Al x3

Atk MS: m/e=390.1 (M™").
AR 26

N-(4-] %A -7 - ] o} -2 9) -2 -3 o ~op M Eo}r] =

Aot -G Reto] & FREo|EE AMgste] 2] Al Bghe S 56k, o5 CHyClL/EtOAc(LDE §24]7]
= SiO (M= 230 A 4007 +) ol A A2vE T A A A, S 4] 3 %L%% WA A (29% &) 2A Al xSt

Gk MS: m/e=374.1 (M™).

Al 27
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3-mE-H e Ml-2-FF AL} (4-mEA]-T7-Fd-ul

ZEo}E-2-9)-ojn =
3-wE-Eledl-2-7152d4 SReto] =8 ALgsto] 29| A e
A7) SIO, (Ml 23 230 WA 400¥4]) el A ARntE 18 T A A,

H,yCly/EtOAc(1: D)% &2
Z3d Tk MS: m/e=380.0 (M").

WA 13 (64% F8)ZA Al
2 Al 28
2.5-tvg-Fg-3-s}

A Q-m EA-T-F sl 2 Ho}E-2-%)-oln] =

2,5-tHE-Fe-3-7t5 A SR ol =5 ALEste] 249 XA SMFES 5L, o
2| A1 714 SiO (Ml 22 230 WA 400M %) Aol A A=rtE 1] A1 A,

2 CH,Cl/EtOAc(1:DE &
Sow BA SRR
A Z38FA T MS: m/e=378.1 (M").

l,] S _1__7(4](73% )E7ﬂ
A Ao 29

Jobie -N-(4-] 5 Al -7 -5 -l £ Bl o}

—2-9)-wl =olu] =

3-rlob-wizd FEetol=g Atgate] 29 EA 3

SiOy(Ml 22 230 WA 400H]) el A A= rkE 18] 9] A]
th. MS: m/e=385.0 (M™").

o
EQL

mo
n

_OL

C12/EtOAc(111)E AT
N4 31A1(80% F=&) = A AZ=38k3d
A ATe] 30

N-(4-m] FA] -7 -3 =5 A] -4l

ZE|o}E-2-9)-H) =olu] =

4= FA 7= 5 A - 2 E o} E-2-dotrl Bl Wlxd FEo|=E AMgete] 249 ®Al B
CH,CLy/EtOAc(1: )2 &A1 7]:= SiO (W23 230 WA 400¥14]) el A ARrtE 1 I A A,
A A (72% &) 2A Al x5S Th MS: m/e=376.1 (M™).

Al 31

4-tjglolr e -N-(4-w| S A -7-5d

Wz E|o}E-2-9) Wl Zoju =

[¢)

i1, ©]& CH,Cl,/(MeOH%Z 2N

T FA BE S Hol A

N -t o e-lzd FRI =S A}%%M
NH(19:1) = &2 A 7]= SiOy (v = A]

249 FA 2GES &
A)
o)

oA ARwEIYIA]A,
TA(70% &) 2 A 25T MS: m/e=403.0 (MF)

AN 32

4-FFQ 2 -N-(4-v| BN -7-Hd - ZE]o}E-2-o)-N-v g -l =oln] =

HNdE @-m5A-7-s -l E opE-2-) - -opnl B 4-EF e -z FRI|EE ARESte] £ ¥
Al FFES 533, o] 5 CHyCL/EtOAc(1: DR &8 A17]= SO (22 230 WA 4009 4]) el Al A2 ntE 18 )
AA, & 24 SHFHES wlo] A A 241 (88%
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2-(4-ZF o m-wlxdotrr)-4-v| EA| Wl ZE|o} =TI} A4t v g o ~H =

2-olu) -4 - EA] -l 2 E] o} Z-7-F} 2 A v e o AHE W 4-ZF 0 2-H%Y FRGo|=S ALLte] T A 33
B A 1 A4(91% 82 53T MS: m/e=361.1 (M+ H").

N=(7-t-4-8 -4 - Al -z e o}£-2-0)-4-ZF 0 & -y <olm]=

7-33-FE-4-vEA -l ZEo}Z-2-Uo}7l W 4-Z 2 Z2-Mlxd FEo|=E ALE3Le] XA STES WA 1A
(75% &) 2 =533 TH MS: m/e=258.1 (M+H").

A Al el 35

N-(7-ob Aot -4 -] A -l 2Bl o} E-0-)-4-FF 0 2 -l <ol m] =

7-opA e oln] i —4 - A -Hl ZEo}E-2-Uol] E 4-FF Q2w
A 1A (25% &) 2A 53T MS: m/e=359.1 M+ H").

A Alel 36

N-(4=v] %) -7-5 d Wl Bl o} -2-0))-o] ] Rl ofu] =

e ds dYd-4-7H7 A4 SR etolE slolEr g Rdlol= P& ARESe] 249 B4 steES 5t ¥
A7 & ks SERRE JAE ZAE JdHE2(00mDE F7FE B3 92 2 A E(sinter)’doll 2oal ofH =
(10mD = F7k2 A A solch. o2 Alo] 25 10% Na,CO,4(20ml), E(20mD) % o 8 Z(20mD) = A&3ke] A2 3skar, A4

& %18(0.05mmHg, 60C)3tell AZAIA, =73 A 3435 A A (188mg, 67% +8)ZA Al %3k .
MS: m/e=361.0 (M™).

4=E 702 -N-(4=W| 52|75 54| ~Hl £ E] o} Z-0-0))-¥l o}u] =

4= ZA-7-HFA - A EEopL-2-oll Y 4-ZF QR -MxYd SEfo]=F AbEste] 249 %A 3tF=
3L, o] & CH,Cl,/EtOAc(1:1)& & A7]E SiO, (Ml 22 230 U1A] 400 41) el A ARrtE T A A, =5

(% o
B A

2,

3}eHE-S WA A (75% &) 24 A ZEA T MS: m/e=394.1 (M),

5=l -El & 1 -2-H 5 A A (4= v HA] -7~ 5] - 2] 0} -9~ 9)—ofw] =

4- ﬁ%ﬂ 7= A -l e obE-2-dopnl 2 5-v e -E el -2-7h A SR B 5 ARgsto] 23 0] A4 89t
53}kaL, o] & CH,Cly/EtOAc(1:DE &2 A7 SiO, (W22 230 WA 4007141) *POM ARvtEIIA A, =

o
7

e
=1

=

Al S FES FFA A (76% 8) =AM A 25 Th MS: m/e=396.0 (M7).
ATl 39

==
4-=F

o
s
i
o
=5
Lt
1>
b
td
[l
e
L
o
=)
e,
|
=3
BN
Auj
1o,
b
o
o
=




==

s =53] 10-0526487

AT 4-rE5A -T-REN -4 - -z E obE-2-dolw] B 4-FF 0 2wz 2o Bg AHEEte] #A) 3}
FEe G DA% FE) =AM A8 MS: m/e=402.4 (M+H").

Al 40

5l -El o -2 A A (4-v] BA-7-BEA-4-S v g - el o} E-2-9))-olm] =

HYdF 4-HEA-7-2EH-4-Y Z-2-golvql @ 5-wEd-EQ-2-7E A FRol=E ALL-3}
o ¥4 =S FA 14 (53% FH)2AM 53 MS: m/e=404.4 (M+ H").

Al 41

4-FF e m-N-[4-r BA-7T-(IH-HEe}Z-5-9D) -l xE|o}F-2- |-ul=oln] =

EA-7T-(1H-H EgE-5-Y)-HlxEolF-2-Holql W 4-FFZ-Hlxd S2eo|=F ALE3le] 1
A S FAA A (70% FE)EA FESHYTE MS: m/e=371.2 M+ H").

&
AL
ro
ol
,p
é
_1

T 2-olu - ZE oL E Wz FR2Eo|=E ALl ¥A FES WA 1A (87% FH)EA 5T
MS: m/e=255.1 (M+H").

A Al 43

F b9 714 Wl 2E o} E -2 ol =

A 2-ob -l ZzE oL B Ft-2-7HE AL SR EE ARSete] A4 ghghES WA LA(83% &) A
FE3HTh MS: m/e=244 (M").

AN 44

2-F 22 -N-(4-mEl-2-dl xE]o}=2) -1 T oln] =

A 3ES FA A (B0% F8)ZA

=]

4-vE -l zE o} E-2-dolwl & 2-FRBUEA FReo| =g AHEF}]
F538Fth MS: m/e=304 (M+H").

4-v) BN - ZE o} E-2-ob] W 2-F 22 YR FRafo] =2 Agdte] TA
A 58k th MS: m/e=320 (M+H").

A TAB0% FE)E

L)
%
il
tlo
o
_ll::

ATl 46

3-(4-vEA - ZEolE-2-UItnt R A)-ol T HA} o & o AEH =2
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4—Hﬂ%Al Wl ZEolE-2-dolyl & 3-F227FRd-o}a Ut vE o 2HEZE AL ®A 31ES A 34|
(50% &) 2A 58T MS: m/e=307 (M™).

-2

N-(4-v| Z A -7-3d-wl ZE]o}=£-2-9) - 2ghit o g o ~H =

B4 31852 E3 3 [N-(MFEo}£-2-)S44F 24 A E(W. Winter), E]2(M. Thiel), 24 (A. Roesch) %
2~(0. H. Wilhelms)?] &< E3] DE 2656468 &, 1978]9] 71 A= o] o, o] E& F3o 7| AH da}o wpe}

zZ39th 84 138-142T, MS: m/e=357 (M+ H*).

4] vl & o} 1 -N-(4 -] % A -7 - 5] -l Bl o} -2 Q)W zolw] =

e dZ e d-2-7t544 S2eto| = sfolm2F 2 etolE A8 AMEEY 2] 1A eSS 58St
dl 24 (Nucleosi) N-®H & H Z#(20mmXxX50mm)S AF&3F MeCN/E(0.1% TFA)S] FulZ &2A17]& o4]
HPLCZ o] &S vl AASAT. AYAE 23S momw 27 e, IHFEZS EtOAc(30mDE 10%
NaZCOS(BOml) Abololl BEujA) 712 4 A4S EtOAc(B0mDE 13] =389t Hobzl f-7] AFS NaCl 3 g o7 A
Aol 1Az, o3 D FEAA, 53 14 FFES WolAA 1A (110mg, 39% TH)EA AZ2s T MS: m/
e=361.1 (M").

o iy

l

18 4

A AT 49

4-FF Q2 -N-(7-3to|=EFA|m g -4-w EA| -l ZE|o}L-2-¢)ul =olr| &

5ColA of= 3 alo] THF(250mDF 2-(4-&F 2 -WlZxJopr| ) -4-w ZEA -Hl | o} £-7-7}5 24 g o ~H =
(1.1g, 3.05% g]&)°] & THF(2ml, 292 =)F IN LIAIH, ¢ &5 5&3tell AA H7hetar, £33 5ClA 14

HHek TS, 1A1ZHE el A 20C 2 71238k tk. 1IN LiAIH,/THF 3.5mlE #718la &5 20Tl A 243t
%’lﬂr. 5m1 THF/€(4 1)4 SNg =AY Jﬂ x*ﬂd D}° 4N NaOH(2ml) %t (2ml)—— zh}oh z3te o

4-tZ 2 HHRRA-N-(4-HEA-T-H - FFo}F£-2-¢)-Hl=o}n &

i
ut
©,

(10mD% 4-tZ =234 3 2 Y- 2H(185mg, 0.65% 2] &E)e] dErdd Hlod F=eto]=(600mg, 5E )&
, SES 174175 80T 7HA] 7FE 8t WZHAIZl &, & S A7) 3L, 758 THFE(20ml)ol 22 t}
—o}n| e -4 -H| EA] -7 -3 d -9l 2 E] 0} (128mg, o5ﬂ1aE), Eglo|dolul (1050, 0.75¥8]E) 2 DMAP(6mg,
18] 5)E H7kstal, EES A2 1A13Hs<t o]o] 60TIA 1 m oF wukalgith A2 o= WzkA 7l oS
a,CO, 5°-8-91(30mD) 2 EtOAc(30mDE H7keta AdsiAl wwhgd o 24 whg 235 FYAAT 48 el

EtOAc(30mD & F&3ta Bobxl §7] A& 10% Na,CO, 78N 02 A F & thd, Na,SO, & H2A]7)
AN AT (1:4)ZHH 100% EtOAc71A] €] Alo] 2 AH/EtOAc Ul 2 &2 A7)+ SiO (Ml 25 230 WA
400uﬂ ) Bl A FREs ARvtEaYIA R e BES Bob T A7 vk, A sHE S W 1A (240mg,

[e]
92% )5 53kt MS: m/e=524.2 (M+ H"Y).

N2 O oo
R
zm‘jmﬁ"L

m

& g

Pyt
,Té%
U]Z

7}
B

mim

=
A}

A6 508 kA9l Wl nhet A Ale] 51 U7 539] B2 A&,
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A 51

4-r]o| &M 5 5 9l -N-(4-v] S A -7-5] J -] £ E] o} F-0-0)-ul =o}u] =

4-tol g u A -wza-s AbEste] FA4 BES v 34 uA(81% F&)EAM 58T MS: m/e=496.2
(M+H").

A Ao 52

N-(4-] = A7 3 -l 2 Elo}E-2-9) 4 (W B -4- A ¥ d)-ul Zoln] =

4-(LEA-4-A T D) -2

e=510.3 (M+H").

o
Y
>
ofo
ol
ol
0
=3
2
oty
e
il
filo
=
1
=
ol
i)
k]

A@B2% +&)=A F5330H. MS: m/

5-olE-El 27} A4 (7-0. 0 E-d-n] B A w20} E-2-9l)-olu] =

(4-vEA -l Z2E]o}E-2-)-7hAal fE o ~H 29 Hgo 7" A sL3 2oz 5-vE-EQH-2-F}H5
A (4-v B A - ZE] o} £ -2-)-olu| = ( =2 E
(3.63g, 4412 2) I o} EAH200m) 2 2 Q=87 MAES M A2 93%2] &2 53 MS: m/
e=430 (M™).

(7-oh&-4-v] %A - 2] o} -2-)-FyHAF o 2B 2, o} L-7h AR (7-0}h-4-v] 5 A| -4 £ E] o} F-2-4)-o}v]
= 8 A ghe (45 A -7 -0 -Rl ] o} -2 <) - $-2] o}

Ul A A: (7-9.9. % -4-t) HA - E| o} F-2-9) 7P o] 2E| 2 E WA obF AR (7-2 2 -4-
5 4]l £ ] o} -2- Q) -0 v = = E A9 (4|5 4] -T-oh 2 - ¥ o} E-2- )3l oH(13), A8 g WEHE
= 1e] o 2B E)(15F), obA EAFEEHE(D0.059 %), QAHEE(2.59%) 2 2-n]d-t] el 2294 £23(0.1
e EFAQ0)9) Lol Wi, 12413H5Sk ok T thy] FAA 65T/ ATk B ERES AT WA F

A7) 5, A ES 4 A2t 92271, S8 A oE ofM e o] E/ALo] 284k 2:1)00] o3 e gt}

Aut A} B: (7-2 2 -4-HSZA| -l ZE|o}Z-2-U) -7}t o 2| 2 = /E A<l o} H-FF 5 A (7T-2. 0 % -4-1
EX-Hl % E|o}F-2-9)-o}n] = ofu] = = H A Q] (4-H| EA]-7-o} L -Hl ZE]o}E-2-)--gop(1 ), H A3 o}H
EYWE 2l (1.59%), ECddol2A1(0.569 %), EglA-(Huld g oA E)-t]Ze5(0) (0.8FF) 2 2 =3+
Z(D0.8FF) S gug £E ol =(255)o] Kol ¥, 1241759 80T 7HA] 71 et} wbg 2FdES AT w7iA] &
A7) 5, AAES S5 A2vntEad 9 (el 71, &84 ol g olAElo] E)el| 93] we] Azt

Ak ol mak AAld 55 U X] 629] 8}3HE-S A8 T

A Ao 55

5-vel-E| © -0~ 7HR A A [7-(2-2 R & -3 ) -4-v] SA Wz E|o}E-2-9 | -olu] =

_81_
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olﬂ

2-4)-o}7]=(100mg, 0.23%

Auk A} AE o] &3] 5-mE-E| 2 -2-F} 52 (7T-2 2 E-4-WEA| -Hl ZE] o} Z-
28 2 o-F2 2 d B E2H54mg, 0.359 8 E) 02 HE 5-wE-g o #-2-7}2 A} [7-(2-F 22 -7d)-4-1EA]
-l ZEo}E-2-Y]|-oln =& gre 3 A 2 A 80% FE&E AT MS: m/e=415 (M+H").

246l 56
5ol el -l @4 -2-7H2 A4} [4-v] B -7-(3-] E = -3 Y)Wz E|o}E-2-9 | -olu] =
ol &30l 5 ¢ -2 Hh A (72 ot 5 - EE] o} 8-2- 2o} =(155mg, 0,367

©A-2-7}E A2 [7-(3-HE -7 d)-4-v]%

AdHE4H135mg, 0.81H =)o =5 5-1E 2-
t} MS: m/e=425 (M").

=
9%) % 3-vER
~Q]-olul =% ghe 4 Ao RA 420 FEE T

F#

9]-olrle

A A 57
S5-wE-El @ A-2-FHE A [7-(3-t]HElo}r] -3 ) -4 -m| = A]| -l ZE]o} -2
At A} AE 1 3lo] 5-mWE-E] o H-2-7HE A AL (7-8. 0 T -4-W|EA] -l ZE]o}Z£-2-Y)-o}1| =(100mg, 0.23%
2 3-fH ol wdd B E4H58mg, 0.358 2] :) 025 5-wE-gHoA-2-7t5 44 [7-(3-T W Eolr] -3
yro S A ZA 71% 82 A 8th MS: m/e=424 (M+H").

ZEobE-2-] -0 £ 8 e

Wz Bl o} -2-9))-olu] =

E]o}Z£-2-4)-o}] =(192mg, 0.50%
3

A4 (4= = A -7 -5 e] gl -4 -9 -

5- uﬂa E]o,ﬂ -9- 7].&/\1)\} (7 HEH -4 uﬂil\] u‘ﬂ
(92mg, 0.75W ] E) o2 BE 5-g-E] Q#-2-FFE A (4-wEA-7-3] | d-4- -l

= o
g2 2 4-vgd R %{}
o}ZF-2-)-oln =2 WMA uAZAM 6% TEE FA T MS: m/e=381 (MT).

Wl EopE-2-)-oln =
Elo}&-2-9)-o}1| =(192mg, 0.502
b G- S A =7 - 2 -3 - -l =

S5-rEl-El o -2} A} (4-w|ZA]-7-9] ]I -3- -
S5-vE-E| 2l -2-7H At (T-HR2 R -4- ﬂﬂi/\] il

At Aa} AE o] & 6}
22H123mg, 1.088 &) 2 HE 5-mE-E o 3-
&= 34t} MS: m/e=381 (M*)

~7haa

A OAZA 8% F

L)
=1

-l ZElo}£-2-9)-olu =
Ejo}Z£-2-d)-o}u] =(100mg, 0.23%
4-mEA-7-9 2 d-2-Y-

5-vel-E] @ -2-7H A 4 (4= = A -7-5e] ) -2-9]

qﬂ

Adt 2} BE o] &3] 5-WE-E-2-7t5 A4 (7T-2. 0 % -4-H 5 A] -
2 2 2-Eg-n-FE 2P (130mg, 0.35E 8 &) 2 5F 5-HE-E o 3-2-7H5 A Ak
W ZEo}E-2- d)-oln =S WA A2 A 23% F& 2 AT MS: m/e=382 (M+ H*).
2414 61
Z=-2-9 -0}

g-slelg-4-9)-wlzElo} %2

S-HE -] @l -2- TP A} [4-w]F A -7-(2-m]
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Aut A2} BE o] &8t 5-wE-E] Q. -2-7} A4 (4-HEA]-7-2 0 T -l X E]o}Z-2-9)-o}n] =(260mg, 0.60=2
g2 9 2-vd-4-Egvd 2 d-v gy (384mg, 0.902 &) &) 0 7K E 5-HwE-E o3 1 2-FFEA AL [4-1]EA] -
7-(2-WE-39 g d-4-)-ul ZE| o} Z-2-U |-oln| =2 vt A wAZA 50% &= AT MS: m/e=396
(M+H"Y).

A A 62

5wl el -E] Q7 -2-7} B A4 [7-(3-0n] -5 ) -d-u] S A] ¥l ZE|o}E-2-91 | ~oju] =

Ayl Ak BE o] 838ke] 5-HE-F 2 -2-7F 52T (4-vH A -7-2 0 -l 2 E o}&-2-) -0} =(300mg, 0.70%
2le) B 3-EHE AEE - okl (291mg, 11482 2) 0 27 E 5-HE-E ol -2-7hn A4k [7-(3-0fv] -2

) !
D-4-H EA -l ZE] o} EZ-2-A ] -0l =5 W& A uAZA 56% &2 FA Tk MS: m/e=396 (M+ H™).
Al 63

5=l -El o f-2-1 % A4 (4-5to] =Z A -7-7] -l el o} £-2-9)-olm]=

5-WE-E] 9 #-2-7} 2 A (4-1| EA]-7-Fd -l ZE| 0} Z-2-4)-o}H] = (630mg, 1.7L 2] E)9] &ML 0T A] A
HE3HE2(16ml, 22U eE 1.0M)Z A A3 A dch B-gES A3 FHRE7A 7F2A 7] F7F= 724 3¢
<t ﬂ*iif_ﬂ} EES Y ofMEoER SMAI7|aL B& 23] I P42 13] FEI G EF Aol A HxA]
15 & AgolA A} S5 AzvtE T (A7), &2l e olAlH o] E/EM 1:1) W B Egsto| =2
Fet/Eso 7w HE Y HF AR T AAE 118mg(19%)0] WA w4 24 F5Hr MS: m/e=367 (M+H").

i‘i

4-{4-mZA-2-[(6-HF-E] @ N -2-F} R d)-olm] e | -Wl o} E-7-A} -I] H e} -1 TP A Wil o ~H =

5-w el -E] o A -2-7HE A4 (4-WEA]-7-REZH-4- -l ZE| o} FH-2-U)-olu| =o| thal 7|43+ n}e} o] N-wl2
AR LY A 2 4-B 2 R-2-UEZol&E2HE Fusle] TA 3ES AL, F FE 1292 WA 117
A FE5HE T MS: m/e=523 (M+ H*).

A Al 65

5-vel-E] @ -2-7h2 2 4 [7-(3-Tlvl o}l -3 el gl -1-9) -4 -] %A -§) 2] o} -2~ ] o} =

5-wg-E oA -2-Ft A (4-HEA-7-REZU-4- -l =%
ol n)uEe|d Y 4-H 2R -2-UEZoULEZRE 03}
A S5 T MS: m/e=417 (M+ H").

ofL-2-)-olu =of tiaf 7] gk vk} o] 3-(TH|
) XS, = 8 10%= 3 A2

A Al 66

5-vlgl-E] 0 ) -0-7} A A (5= Al -7-3 - £ E] o} F-0-0))-ofm] =

2-obn) -5 EA]-7-#| Il ZE]o} = (45mg, 0.18¥e]H)S v F==dek QmbDol| &aiA tS EgHdotvl
(0.073ml, 0.532 ¢ %) 2 5-wgd-g e 3-2-7tRYd F2e}o]=(56mg, 0.35% ] E)2 gt} 6A17F 5, F7}1e] Eg
o €o}wl(0.073ml, 0.53¥ %) 2 5-He-geull-2-7lRd F2go|=(56mg, 0.35% &)= H7lata,
A EZeA 18A1ZFE ¢ F7FE akett), 0.1M FASIHER F8 4 H7e o, EFES F7IE 16A13HE
ot f7] S8 EEska A2 v A2 wi7hx] SEA S5 ARetE a9 (A e gt S8 A g ofAlEl
o|E/Atel F 2L 101, 25% 4 FEYL 0.5% ol o AAFES WA 1A (10mg, 5%)2A] 58ttt MS: m/

e=380 (M™).
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AA el 67

5-vel-E] @ 1-2-7h A 4 (4,5-C v % A -dl 2] o} -2~ 0))-olu] =

2-obu -4 5-tH| EA Wl 2 E|o}E(1.1g, 5.29d%) @ NN-gHgoln =3z d(47mg, 0.379d¢E)S 3gd
(17mDeoll €3iA1 712 5-wE-E] e dl-2-7}Rd Z28}o]=(1.5¢g, 9.0 g &) 2 AA3] At} Tl A 4847+
5, 89S Axs WA FEAZIC ZHg] AR E (AT S A Holld o e /Aol 2234k 2:1)00] 3
A =S 9re A 1 4(618mg, 35%) 74 55}

Al 68

2-olH) -4 -FE 2 X E o} Z£(92mg, 0.508 ¢ E)S YFE 2w eE(10mDol] |aA17]3, 38 9(0.060ml, 0.75%
2- =

=) 2 5-wE-god-2-7tnd 28] =(97mg, 0.60€ =)= A gr}, ¥ —8— EFES F2E0A 18%17P%°J
WRES TS, AERE w7k AT FRES oY O}xﬂEﬂ O|E9} Eo A|83A7] L, s FElAZ] F71 =
AR FEI P EFOR HEA 5, Sul S A-Fo A A Az, A7) el A S5 ﬂiu}ilwﬁ(&ﬂﬂl
o &l olAE| o] E/ALo] R 1:4)8 0 7 A ES WA 14 (88mg, 57%) ZA 53k MS: m/e=308 (M™).

2 A4 69

5-vlEl -]l -2-71 M2 (7-H 2w -4 o EA -l 2 o}E-2-3) ol =

2-ofn| -7~ Hi‘j -4-v| EA M FE]0}E£(2.33g, 948 E)S UEZZWEHI100mDol 83]A171aL, 0TelA Fgd
(2.0ml, 27921 %) 0 5 E-8l 0 0-2-7d FeelB(2.2g, 13.5We D)% AR WS EUEL AL 7
273, F7h2 18AZHESE e T B(100mDE A1t 42 B8 F, £4 42 o9 ohiHlol £ 23] &
FAh 2obdl §7] 4L 95 AHtn AN UL, A2 7 FRANT, Aelsh Ao Sah4 dzehEo
21§24 AL ohAElo] E/ALel F A 111 WA 4:1)A7] 31 AEH 0.2 of W opAelo] ERTE] A A A7 0 2A

BRES S MA 314 (34mg, 69%) 24 F5 Ttk MS: m/e=384 (M").

e 70

2-opr] -4 -EF 0 ZHl £ o}E(84mg, 0.50 &) I D@BmDol &eiA17]a, 4-tlvdolr] =2 d(1mg) 2
S-vld-Eled-2-7tid SRt =(161mg, 1.08 e )2 A|gtrh, Fo&mol A 1ARbe et mikgh v, whg &3
T AT w7 SRR AT FelA Eele] ARetE W (LA Held o g 2/Afe lﬂizﬂw 1:1, 25%
A FEYE 0.5% FFIHAIZIAL, olE oA ERRE HTHor AP o RN, JYES N 1A

(34mg, 69%) 24 53t MS: m/e=292 (M").
A A 71

5-wEl-El o fl-2-7H A A (4-E] X0 Eu|E Az Elo}E-0-)-olu]=

2-ofm|-4-E
(Img) 2 5- Uﬂ%
e Efes dx

B ~Er Uﬂi/‘] 2 ob&(70mg, 0.30¥ 8 =)S 2D @Bmbel &3A7]aL, 4-t]v|dotr] =] 2d
H-2-7kRd S2eke]=(96mg, 0.60 2] &)= A g ek, 592 kol A 4’\17“50} WRESE U
HJWW SEARY. ATt el M E ARvbE I (&Ao" ofAlEH o] E/ALo| F =&

L2AI o2 AAAES WA 14 (42mg, 39% ) EA 53 MS: m/e=358 (M™Y).

n@ —Vﬂ il

Aol 19] ARkl ol what, AAjd] 72 WA 759 BHgtE S Alxs 3Tk
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5-v e -El o -2 A4 (4-v] ZA-7-BER-4-9 - xE| o} £-9-9)-oln] =

5-vE-gledl-2-7lHd F2go|= H 2ol -4 -HEA-T-REZHU-4-U - ZE|o} =S AL-&3510], B4 3T =S
g A 2AM 97% & E F53ATH MS: m/e=390 (M+ H").

e 73

6-alol = %Al gle] e -7} 8 A4 (4-u] HA| W 2 E|o} % -2-9l)—olu] =

2-0}w] -4 -1 5 A -l 2] o £ (450mg, 2.5W 2 B) R 6-3fo] =H A ZAW SR 0| =(1.5¢, 108 e B)E A&}
o, A4 3ES "o A M BLEAM 5% 582 55353 E MS: m/e=301 (M").

A e 74

Sovlel-El Q. -2-7} B A4 (7-W A S A -4-v] = ] -l ZE]o} £ -2-))-o}u] =

S5-HE-E] oA -2-7} 52 F 2| =5 ALESle], FA ST ES M 1A (51% T8)EA F5ATH FH: 228
=] 230C.

Aol 1o At ol whe} AAje] 759 3gt=S

2L
PN
ol
32

=3
A Ao 75

6-F 22 -N-(4-s] 54 -7-5] d -l |0} E-3-9)-L] Tl o} =

6-FRZ-YFE FR2Fo|=E ALY, ¥4 3tES 92 34 v g A A (79% &) A 53T MS: m/
e=395.1 (M™).

Al 76

N-(4-v| EA-7-Hd-wl ZE|o}=-2-9)-6-9] Fe]d-1-U-1] IRl o}n] =

gSAH10mD)F 6-F 22 -N-(4-HEA-7-3Hd - FEo}EL-2-d)-H AW =(297mg, 0.75E | E)2] &N 3]
28 9(266mg, 3.7 8] &, 53 S FUtsta, EES OOCOﬂH 2A1ZFE e kit WA 7l 3 gu S S A
713l FFES Ao A ek (20mDol AEA thS, A E oJFsta wekE 2 A Z3e & 2-3(0.05mmHg, 60C)3}

o HEA o B AZXAA, BA FIES WA 12(230mg, 71% T&)EA FE3HY T MS: m/e=431.4 M+ H").

AAd 762] AHA ] e uhe}, AAld 77 WX 809 3}3tES Al xSt

34.5.6-HEdZdso|ew-2H-[1.2'|9]9]d ] d-5"=FH A4 (4= ZA|-7-3d -l FE] o} -2-9)-o}n| =

g g ALgEe], A4 3RS wre A 14(59% &) EA 58T MS: m/e=445.3 (M+H"Y).
A Al e 78

N-(4-v] %A -7-A -z Elo} % -2-9)-6-B E P -4-9 -t s glo}] =

_85_



==

s =53] 10-0526487

HEANS AFREY, 1A SFES WA 1A(82% &) EA 53T MS: m/e=447.2 (M+H").

N-(4-] % A -7 -3 -l Bl o} -2-9])-6-(4-v] & -5 s e} 1 -1 -¢))-1] Il o] m] =

—m g T H 27 S A sk, BAl SHEES e 2 A (52% F&)EA S5t MS: m/e=460.4 (M+H").
A€ 80

N-(4-m E A -7-9d sl Z¥]o}FL-2-9)-6-F| @ W EF e -4-A - FRloln = sfolem I mefo]= A(1:1)

F53I9 o1, 5N HCI/EtOHE #H71sto2x o] & thA] sto| =g s
(78% &) =AM 539 th MS: m/e=463.1 (M+H").

2

2eol= o g A A, Eﬂ] shees ‘ﬂ LA

N-(- %A -7-A - Wz Bl o} £ -2-9)-6-(1-& A~ 1N-El e B Eel-4-9D)-UzElolu = slo|eg Felole o
(1:1)

SEZYE12mDT N-U-vEA-7-8d-HZ2Eo}E-2-U)-6-F LEZH-4-Ld-YFH = Slo|=2F 2o
= 4(250mg, 0.542 2] &)2] &Nl 3-wd-2-(FId 2 xd)2AA 2| d(211mg, 0.812 &) H7lsta, EFES 2
Lol A 241 7o wks itk Sl E T & AHFES CH,CLol @8A17]a 250 A8 v, A5 o735

Ul 3L CH,Cl,, o]of ol el 22 A #3}aL, 13(0.05mmHg, 60C)3tell HEH o2 AxAA A sh§HES e 34 14

(240mg, 86% F&)=EA F539 0k MS: m/e=479.2 (M+ H").

=N 2 o e-N-(4-v] %] -7-5] ) -8l £ o] -2-0) -l <olu] =

EZ2460m)FE 4-B2 2 g -l x4H(5.45g, 25.34 8 &) gMo] Eled FEolo]=(18.25ml, 25.3W & E)E H7}
shal, E3ES 80TolA 16A1ZFEer nnkelglt), BFd 2 Ao glod FZFgol=g WFoA FEA7|a
THF(100ml) ¢} wA4) 8 t). o] gl 2-opn| -4 - EA]-7-2d -¥l ZE] o} Z(5g, 19.5 2] E), E¢]o|dolvl(4.1ml,
29.287 &) 9 S22 A2 DMAP(238mg, 292 )& 37138 U2, EFES 65ColA 4275 wdtsled ok WzhA]
2 F, dke ERES 10% Na,CO, F89(200mD¥ EtOAc(100ml) Atole] HujA7]ar, =4 A& EtOAc/
THF(1:D(150mD = F7k=2 F2 ¢ ok, 2okl #7] && NaCl 23 8 4(100mD) o= A H3kaL, 12(NaySO )A 7
T, oAl 7 AL R el A FHAI AT CH,CL/EtOAC?] F11(100% CH,CL,2%-E 1:17-2)E &2 A7) Sio,(Hf 22
230 =] 400 4) el A 2HiEs AR ETHAA 7|2, AGE LSS Bol xFolA] SEAIN 2N 1A SFES
3k 313)(4.9¢, 55% &) 2A $E559 0 MS: m/e=452.0 (M™Y).

=

A A e 83

N-(4-v| ZA-7-dd-Wll £ E]o}F£-2-9)-4-v] =] -1 - -wl=oln & slo]=m IR dtol= A(1:1)

THE(60mD % 4-EE-N-4-HE A -7-38d -l ZE] o} £ -2-Y)- =} =(300mg, 0.77H ] &) &N 1 =g
(82mg, 1.160 & &), P EAH70mg, 1.16" &%) 2 NaBH(OAC);(246mg, 1.16H &) E H7l8tsith o] £FES

204 16275k ke vhe, 5% NaHCO,(30mDE AL el awrelaiA 4718k E382 BOAC(50mDE 23]
S59ith §7] 42 NaCl £33 §02 AAT thg, 0%, o3 2L FUAA, 23 YRS F533L, o2 19 3ol

r -lN' w2 o
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2EEgol= gog AFA7 v, 7 24 (NucleosiD ()] 2] -1 2 (Machery-Nagel)) N-H & ¥ Z-21(20X50mm)
2 MeCN/E(0.1% TFA) ol & o] &3] 94 ou] HPLCO 98] AAAI AL AAE 23S Foa STA F, %A

3hetES WA 1 A(217mg, 59% )2 FE3FATE MS: m/e=444.4 (M+H").
A Aol 839] AREA QI Wb ol whaf, A Ao 84 U] 899 3}3HE-S A x5S T
A Aol 84

N-(4-v| ZA-7-dd-wll £ E]o}F=-2-)-4-v] g -1 - -wl=oln = slo]=m TR dtol= A(1:1)

Aofl2d-g AHgste] TA ShEHES ¥ A uA(7T8% &) EA F53AUTH MS: m/e=458.4 (M+H").

N-(4-r] 5 A -7 - 2Bl o} E-0- )41

ulﬂ

Z-4-Advd-wl=olu e slolem IR efol= 4(1:1)

REANG AMEEt] FA SHEES W A 1A (23% T&)2A F5EFATh MS: m/e=460.5 (M+H").

tol=2 S mefol= I(1:1)

ol

4=t ol g obr] e v B - N (4ol 5 A] -7 -] -l £ E] o} -2 %)) -wll 2 opu] =

tol oyl & Algate] A4 3FEES MM 14 (39% F8)EA 539 T MS: m/e=446.3 (M+H").
A Al ¢ 87

N-(4-v EA-7-Hd-dl ZE]o}ZF-2-A)-4-[(HE -FgT-3-AdHE-olnx)-v &l |-dl=olu] = slo|= 2 F 2 }o]
= 491:2)

3-(Meolr =HE)-vgd S AL&3le] FA JFES B A TA(15% )24 F53FH . MS: m/e=495.2
(M+H").

A A e 88

N-(4-m| SA|-7-Fd -l xE]o}£-2-9)-4-(4-H & - HJ -1 -dre)-sl =oln & sjolemIw o]t J(1:2)

N-w & -3 3| 2} 2 & AL&-&Fe] FA4) 3}etES WA 1A (21% &) 2A 5890 MS: m/e=473.3 (M+H").
A Al ¢ 89

folemametole H(1:)

ol

4] o g o n] e w] & -N-(4- 5] % A] -7 5] d - W 2 E] o} -2~ 0)) -l = oju] =

g golyl slo]| =2 F 20| =5 AFR S| 3 A4 IES v 3 1A(21% 5)EA 539 MS: m/e=418.3
(M+H").

A4 90

4-ogoln =8 -N-(4-HEA-7-F d-wl ZE|[o}L-2-)-wl Zoln| = slo|=2 T2 elol= A(1:1)

THF(2mD) = 4—EEED1]%‘—N-(4—D1]E—/\] 7-dd-HlZFEo}F-2-Y)-wlZo}r] = (300mg, 0.66H & &)2] %ﬁoﬂ S
HolWl(THFZ 2N)(3ml, 6.62 8 &)= #H7tsta, o] E3HES 20T A 1841359 nukstgit). o]of Hkg &
z& u7px] FuA) 7)o, ZFES 9eFe] 5N HCI/EtOH(BmD & A 2]k & o g2 A7) 1 HFE-S DMSOd| &
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A7 T, MeCN/&E(0.1% TFA)S] F8l& o] &3to] &8 Al7]+= C18 ODS-AQ ZH(20X50mm)S AH&-3ste] ojn] <
’ HPLCZ HAA AT A E B8 & Roa SUAA 34 35tES oh2 34 14(238mg, 79% -8)2A 55319

t}. MS: m/e=418.3 (M+H").

Al 909) AnbA ] el whel, AAje] 91 WA 1269] 3= Azt

4-[(2-vEA-o g ol ) -m &l | -N-(4-w| ZA|-7-s| I -Wll ¥ o}F-2-o) -l =olu| = stol=m I metol= H(1:1)

90Tl A YHats 2-wEAd Holql & AL-g35le] ¥ A 33ES v A 3A4(66% T&)ZA 53tk MS: m/
e=448.3 (M+H").

A Aol 92

4-[(2-3stol=F A - gopr] ) - & |-N-(4-m]ZA| -7-s I -Wll ZE|]o}F-2-S)-wl =o}n = sle|emTFRefo|= ¢
1:1)

90Tl A t]&2k5 ol eh-goll S ALg3le] XA 313HES 9o 34

(M+H").

A(68% T&)2ZA F53A T MS: m/e=434.4

H

A Al 93

4-(dotu e &) -N-(4-v| EA| -7 d Wl ] o}F-2-9) -l =olu| = dtolew Fmetol= ¢(1:1)

90TCAAM t&ikE Aol s Agste] A SHFHES WA

(M+H"Y).

AB0% F&)ZA 53T MS: m/e=480.3

R

A Aol 94

4-[(A A -m el -oln )& |-N-(4-w| SA|-7-Fd -sl ZE]o} £-2-9)-dl =olm & sfo|Em I meto]l= A(1:1)

FL

90Tl HE5AS N-vd-wldolrlE AbEsto] A4 sghas WA 1A (74% F&)=2A F5330H. MS: m/
e=494.3 (M+H").

A Ale 95

4=[(3-0]v|hE-1-9) -3 2 5o} o )~ €] | -N-(4=F Al =75 W] £ E| o} F-2-9) Wl Zolv] = o]z T 2o}

90CAM HEats 1-@B-opn e 2d)-o|W eSS ARS8t A stgh=S B34 1A (58% +&)2M 563
MS: m/e=498.2 (M+H").

A Al 96

N-(4-wE5A-7-dld-wl ZElo}£-2-o)-4-{[(Fg|d-4-dd D)ol |-w&} -l =oln]= sfoleaF2ejolt
0351:22

90Tl A v&Aats 4-(ofn =mE)-u g d-S ALg-3le] T4 3gES Hol XM 1A (33% F2)EA =535t MS:
m/e=481.2 (M+H").

AA e 97
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4-A{[@-tEA - eh)-HE-oln - |-HE} -N-4-HEA-7-H I - ZE|o}F-2-¢)-al =oln = Flo|= g S 2l
=[O0

90Tl A H&Ats N-(2-H| EA o &)-w| Do}l & AFg-3he] A 8FES ¥ 3 1A(73% +8)2A 5313l
MS: m/e=462.3 (M+H").

A Al 98

4-(1.1-0%4h-4-E] 0B Z-4-AWED)-N-4-HEA -7-Fd-wl £E| o} F-2-)-Wl =oln = o2 Fago]|T
oﬂgl;lz

CH,Cl,(10mDF N-(4-HHA|-7-9 d-Wl 2 E]o}E-2-)-4-E| S R EF - -4 - v -l =o}n| =(350mg, 0.73H & &)
o] LMo 3-Hd-2-(F A EY) 2A X H(288mg, 1.1L &) HArleta, EFES AL 2A 7+ 5¢t wukalyd
t}, o]o], ¥h-g T35S AR w7hA] FEA 7L, AFES o2 FEAZ| L 1A= o el S o H 2, o]o] o}
AEOZ A HsIY T} o] 1A S WL (10ml)ol] &3 A]7]aL Aol A 1A 7FHE9F 5N HCI/MeOHZ = 2] 8 o}, A4
AAES e e AHE & 2F(0.05mmHg, 60C)oA HZEH o2 AZXAA, £A 3}TES HM* T

(270mg, 68% &) 2 F53F ok MS: m/e=508.3 (M+H").
A Ao 99

N-(4-W] 5 Al-7-Ad - 2 Elo} Z-2-91)-4-E| 0 ¥ Fe)-4-u] g -t =olu] = sfo] =z Z wefol= A(1:])

90T A Y24t Bl R ZHUS AMESLe] FA4 3EES 3 uA(68% F5)EA F53F T MS: m/e=476.1
(M+H").

Al 100

Iy

—olnthE-1-A e -N-(4-r| S A| -7 -l FE]o}F=-2-¢D) -l =olm & StolemTwafo]= H(1:1)

90T A DMF% olH|t&ES AF&3ste] 34| 3IES 934 34929 824 5313 Y. MS: m/e=441.3
(M+H").

A Ald] 101

4-(2-8to| =% A v e —o] n| e} -1~ o €)-N- (4] % A 75 - 2 E] o} -2 ) -l =o}w] =

90C A DMFF 2-3lo] =S A e -ou|t}& & AL-8-3to] A 33t ES 934 1A|(16% 8)2A4 5313tk MS:
m/e=471.1 (M+H").

A e 102

N-(4-] % A -7 -3l -l Bl o} %24 -2~ o]n] ]~ ] - w] &)l ol u] =

90Tl A DMF5 2-W€-olnth&S AL835te] A StgES WA 1A(79% T8&)2A 5313 th MS: m/e=455.5
(M+H").

AAle] 103

4-(4.5-tr gl -olmtpL-1-AHED-N-(4-r| 5| -7-3d -dl FE]o}L-2-) -l =olm =
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90CAlA DMF% 4,5-tuE-o|u|t}E&S AL83te] 1A 33tes 934 1A4(67% T&)2A 533t MS: m/
e=469.2 (M+H").
AA 4 104

N-(4-] % A -7 -3 -l Bl o} %2 )) 43| s 2} 11 -] -l w & w] = olu] =

stolemEReols 9(1:2)
90TColA tEats 1-3u-FSA7Ed -y A2k & AH-ste] A4 shgh=& T34 aA(80% +8&)=A +53k3lt
MS: m/e=459.5 (M+H").
A< 105

4-oreloln) el -N-(4-v] B A -7-5] - 2 E]o}£-2-0)) Wl <oln] = slo]mw E et = A(1:1)

90CelA HEAts dHolls ARSste] 4] 3hghaS T4

IA(65% TE)ZA F53FATE MS: m/e=430.5
(M+H"Y).

A Al e 106

N-(4-v] %A -7-A -z Elo} % -2-9) -4~ 2 Holw &) gl =

oln = dlol=w I Reto]l= (1:1)
90Tl A Aty T2 Holl e ALESY ®A| dtES H
(M+H"Y).

folr
>

A A (63% FE)EA F58HAT MS: m/e=432.4
A€ 107

N-(4-v| Z A -7-sd-wll ZE|o}=£-2-9)-4{[(F]e]d-3-U D) -ofr] = |- &l }-wll =cln] & slo|lerz IR afolt ¢
(1:2)

65Col A THFZ 3-(o}r]=dE)-v g d
e=481.3 (M+H").

S AbEEle] B4 3RS @Eb A 1A4(28% FE)EA 58T MS: m/

AAle 108

4-(4-sto]=Z A -I o e d-1-AmE)-N-(4 - SA| =73 -H ZE] o} =
1:1)

65ClM THES 4-slo] == -d] | 2|d& AbE-8to] A 3hgh=

< B 1A 61% FERA FEIAAT MS: m/
e=474.3 (M+H").

A€l 109

4-(3(S)-3slol=EA -J E2U-1-IHED-N-(4-HEA] -7-3d-dl ZE]o}=Z-2-)
AA:1)

= =

—Hl=ofn = slojlew IR afo]l=

65Col A THFE (S)-3-3lo]| == A -gE & ALEsle] %A 3gES WA uA(74% )2 F53A . MS:
m/e=460.3 M+ H").

e 110

4-[14]c]o A -1 - -N-(4-w| FA|-7-sd-wl ZE]o}Z-2-o)-wl =olu| & sfo|eg SR efo]lE (1:2)




T =

535 53] 10-0526487

65CoN A THFZ 39-5g-1-352 9783 712280 EE Al &3lo] 1A 35S v 3 TA(87% 5-8)ZA
FE3H9 T MS: m/e=473.2 (M+H").

A 111

4-BR)-tr ol -y E2d-1-UHED-N-(4-HEA -7- sl FE|o}F-2-o)-wl =olu| & Flo]|= 2 F & g}o]
= 491:2)

65T A THFS (BR)-(+)-3-tu€opn| -3 Z2|d & A3l A 325 2 24 3A4(51% T8)2A +5
3kt MS: m/e=487.3 (M+ H").

AAe] 112

N-(4-m A -7-dd-mll e o}L£-2-9)-4-[(2-RE-4-H Holn] ) -wd |-l =0l & Sfo]lem T efo] = ¢
(1:2)

65Col A THFS 4-(2-ob) o €)- R EZ S ALR&Fo] FA4) 325 W8 34 14(44% F8) X =539k MS:
m/e=503.3 (M+ H").

Al 113

N-(4-r) 5 A7 - ] b F-9-9))-4- [(2-5] E el el -1 -9l o Slopu] ve)-vl[ &l |- Zolu| = _sfo] = 22 2 chol
= Oﬂ§1:22

65Col A THFS N-(2-o}v] o 8- Z g d& AL-&3lo] %4 31558 vhe 34 uA(37% &) 2A 5313
MS: m/e=487.3 (M+H").

AAe] 114

rﬁ
L
|
o
|
-2,
)
o3
o,
=)
oy
|
| =,
o,
|
-z,
IN
o
o,
f

N-(4-v|ZA -7-3d -l ] o}=-2-%)-4-[(2-3] 7] 2] ne stol=z S metol

t ¥3d:2)

65ColM THFS N-(2-otr| ol )9 A e & Abg-sto] A4 shghaS B 4 LA (0% +8) =4 5383l
MS: m/e=501.3 (M+H").

A4 115

4-Atol 2 i goin e w g -N-(4-w 5 A|-7-d|d -l ZE]o}F£-2-9)-wl=oln| & o] I = dfolt A(1:1)

65CAA THFZ Alo]lZFZF-Eolnl & ALE3le] FA| 313HES WA 1A (68% 8)ZA 531t MS: m/e=444.3
(M+H"Y).

A4 116

4-AtolE @ Ag ol Y -N-(4-HEA -7-s d-wl ZE]o}£-2-%)-wl =oln = slo|=2 TR efo]l = I(1:1)

T
1

o
[

24 A (46% TE)EA F5ET MS: m/

flo

65Col A THES Aol Zddolvl S ALE3le] FA4 35HE
e=458.4 (M+H").

A 117
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4-{[CEgr-2-dmeD) ol |-m g} -N-(4-H| EA|-7-F d - ZE]o}£-2-¢)) -l =o}m & o= T Z o]t ¢
(1:1)

65CAA THFS 2-(olr) v ') -F & AF8-3to] A e Hol XM 1A(57% T&)2A F533A T MS: m/
e=470.2 (M+H").

A Ald] 118

N-(4-HZA-7-sd - ZEo}L-2-)-4-{[(E] e -2-dHe)-olr| = |-y} - =olu = slol=FaZetolt
oﬂgl;lz

65ColA THFZ 2-(o}lr]=dE)-E 2 A& AL&3le] EA| 3ES 82 3 uA3(60% +=&)2A 53139t MS:
m/e=486.3 (M+H").

Al 119

4-tzzgopr e w8 -N-(4-r| SA|-7-#]d -l FE]o}F=-2-9h) -l =olm & slo]em IR ofol= Y(1:1)

65T A THF S Y2 dolulS ALEste] #A| SEES WA 1A4(64% )24 5390 MS: m/e=474.3
(M+H").

2 Ald] 120

N-(4-mEA-7-d -l ZE]o}£-2-D)-4-{[HE-(2-y] g -2-A-oe)-olu] - |-HEl } —w| =o}n] = slo|=g =
ZElol= A(1:2)

65T A THFS 2-[2-(d€opn| =)o & | -1 2] & A8-3le] %A 3ES WolA M 1A (46% T&)ZA +575}
t}. MS: m/e=509.3 (M+H™").

38

Al 121

d-oln =g -N-4-m S -7-Fd -l ZE]o}L£-2-9)) -yl =olm & slojler IR afolt= A(1:])

20T A THFF ¢EUYolMeOHF 7TN)E AH&et] (4Y F) FA stgES WA 1A(34% +8)2A F53513 T
MS: m/e=389.1 (M").

A AT 122

4-[(AtelF 2 2 dud-otn] ) -w e |-N-(4-w| EA]-7-d| I -wl xE] o} -2-¢)-wl =elm] = Slo|lEa TR efol=
AA:1)

90CAA B &4k ol emd-Ato] SR Z 23S ALE5te] 3A SHEES ¥ 34 1A (69% T&)2A 53813l
MS: m/e=444.3 (M+ H").

Aol 123

N-(4-v| EA-7-Hd-wll ZE]o}=£-2-9)-4-[(2-r & Hdvd-of glojn]w)-m &l |-l =olu| & slo|lerz IR afolt ¢
(1:2)

65CAA THFS 2-(WEEl )-oldoll S ALE3le] #A4| 3HES 92 34 1A(74% 5)2A =533t MS:
m/e=464.2 (M+ H").
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A AT 124

N-(4-v] %A -7- -z Elo} % -2-9))-4-Flol Fel ¥ -3-u] g -ul =olm] = sfo] =z Zw efo] = G(1:1)

65CAA THFZF HeolZads AREste] 3A SEES A 34(48% F8)2A4 533tk MS: m/e=462.2
(M+H").

A 125

4-3) -t goln - Ed -1 -A W ED-N-4-HEA -7-H I - ZE|o}F-2-¢)-dl Zoln| & Flo|= g F & }o]
= 491:2)

65Tl Al THFS (3S)-(-)-3-(t v ol io)-3] Z2 & AH&-3te] A S-S We 244 1A (56% &) 2A +5
3l MS: m/e=487.3 (M+H").

A Ald] 126

4-[@-tregolr=—oEolr n)-HE | -N-(4-HEA -7-H I -wl FE]o}FH-2-¢)-w Zoln = Flo|=2FZEFo|=
A1:2)

65CAA THFS 2-(tHgoln|m)-o "ol & ALE-35lo] ¥ A 31EES e A 1A (32% 8)2A =533t}
MS: m/e=461.3 (M+H").

4=(R'R?-0}r) 1) -N-(4-¥| 5 A -7 -o} & - Wl 2 E| o} F-2- ) -l Zopr| = 9] A=

Aut A2} C: A Ao 12] LubA ol B S o] &3] A A3 2-ofu|-7-o}H -4-WEA-HIZE| o} £ S 4-(F 22 HE)
Wz S2gol=2 HIAT o]o], A ES 100TAA 2447 A3 off1(109 %) 0.2 =3 A A A7
S Z3tE S ol g oM H ol Eo &8A]17]3L & ¢ AFE FE53 v, AXA17]aL JFellA ?M?JE}. 4 A=}
Eafa (A7t &2A 1.2 WA 2.4% HetES 3ok 222 eEh T o2 M oF 50%2] &= =S 53t

AN 127

4-F 22 HE-N-4-HEAN-7-RZ&H-4-A -l L E|o} FH-2-)-wl Zo}ln| =

2-oln]| -4 - EA|-7-EZHU-4-L-HZEo}=(1.0g, 3.8EHE), 4-(F2=2HYEY) xd 2] =(810mg, 4.24
g &) 2 92d(0.36ml, 4.5H ] E)S 1’4—% 2 e 20mD ol A 182175 ot vk A 71t} W58 E(25mD) 2 F A
713l A EF 0 ® pHE 8.00.% WET EES tEFEa2ygosw 3536 7 F& A2A UL, Ax
st 7 A] A Y SA4 Z2aE (@l gr, S84 2.5% eSS sRete WEd SR m)A o RN
ARAES WA Ao 72 54% & =2 53tk MS: m/e=418 (M+ H").

°m9

Q) el weh, e 128 WA 1329] HHE 2 Az AT
Ao 128

4-(4-3tolEZ A -5 e -1 - e -N-(4- SA|-7-% Fel-4- g £ o} Z-0-))-w) o] =

Al Az} CE o] &3te] 4-3lo] =2 A9 F 2121 (200mg, 2.0 8] H) 0.2 4-F 228 -N-4-HEA-7-RZZ-4-¢
-l ZEjo}E-2-d) -l =l =(84mg, 0.208 8] &) E AFA P oz A ES WA A 2ZA 73% T8 2 5539 T}
MS: m/e=483 (M+ H").

A Ald] 129
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4-{[Q2-r EA—olE)-wd-o}r] e |-W &} -N-(4 - A -7-FF -4 - Wl ZEo}F-2-%)-wl =o}n| =

Auk Az} CE o] &3t N-2-vIEA N E)-H Lo}l (178mg, 2.0 EH) o2 4-F2Z2HE-N-4-HEA-7T-2&H
—4-Y - FEo}E-2-U)- M Zo}H] = (84mg, 0.20E 2 EH)E AN oM AES WA uA2A 550 &2 5
3FTh MS: m/e=471 (M+H").

AN ¢ 130
A-{[(2-3lo]=F A —clleh)-m gl -oln] ] -8} -N-(4-m ZA| -7-H ZF -4 - -Wl ZE]o}F-2-9)-Hl =o}n =

3,4-tHEA - 24 2-{[4-(4-HEA-7T-EZH-4-U- tﬁl}ﬂ olF-2-4d MR d)-dMA |-dE-oln| =} - &l o
2H 2(63mg, 0.108 8 =) & FASTUESR & 4(1M, 0.5ml) % oﬂ%% 1) foﬂﬁ 30%-5¢k 100TC = 7}@%@:}. z
FES B2 A5t oY olAH | ER 23] FE3r) EOW 7l &5 AYEF X3} FgAoR FE3Ha 7
ZAZ g, AxE ui7hx] SA Y S5 A2 vE e (A et %alxﬂ 5% WerES et Wed F2eo]

ol o)) AAES WA Ao R 48% &2 58I tE MS: m/e=457 (M+H").
Ao 131

34-tr|EA -l At 2-{[4-(4-r|SA|-7-FF-4-A-Wl FE|o}F-2-ATurol)-uld |-w e -ojrr=} -0 & of
ZHE

At A=} CE o]§3she] 3 4-UHEA A 2-veolr] - d o~ 2 SR 23}o] = o] E(96mg, 0.4 e]&E) 2
N-o g t]o] A @Hol(0.14ml, 0.80L & )02 4-FZ2 2 E-N-(4-HEA]-7-FZ2 -4-2 -wl ZE]o}Z-2-2)-
Wl Zoln =(84mg, 0.208 8] 2)E A3 o2 AAHES W A v 2A 57% 82 5353 MS: m/e=621
(M+H"Y).

N-(4=v] %A -7~ 2 E e -4-) -l 2 o] -2-9)~4-3] o eb 11 -1 -Gl w] & -4 =o}v] =

Al Az} CE o] g3le] 1-BOC-3#H2}21(372mg, 1.99 8| E) o7 4-F2 2 gd-N-4-HEA-7T-RZH-4-L-nl
FEo}E-2-)- M=ol E(84mg, 0.208 2] =)E AEAZ -, EGEF LA EA(ImD Tl A, oo B ER ¥
3} R AFoNA =3 Jnfdo|EE dugtoz i AAES e A AAHORA 729% TR 583 MS: m/
e=468 (M+H")

2 A4 133
N=(7- A A -4 - EA-wl ZE]o}=£-2-)-4-F 2 2 e -d=olu] =

AN o 19 Aul vl whe) A 3FES B2 A 1A (70% )2A FE . MS(ED: m/e=438 (M™).

AA e 134
N-(7-H1 A LA -4 -t EX]-wl 2] o}E-2-o)-4-(3-t]H Elo}r -] Zg] gl -] - e)-wl =oln| = Flo|l=r I 7}

Ak Az} Coll el A HFEL B A LA (86% 5 EA ST, §H: 195C (Hal).

3-(7=cth-4-MEA g 2E o} F£-2-9)-1-RI-1-RI-$-eo} o] A%
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Qut A Di 40 @ 2-obv] -7 -0k —4-r| S A -RIEE|O}E(1R) % T2 S Bl E ksl =2 F e 407
A3, FASmA N EAACETAF 20%, 1902 A2 B) 602 F, W5 EFES A spol
Bwon Folx, 44E obu(1.259%) 2 A U(L1RH S BTG AL 158 7 WS ER 2
W7bA A Bel) AzehEoe (el 24 25% AEE S et HEzadehe o8 A4Be B
# gt

Ank ol mhet, AAje] 135 WA 1379] 3hgHES A8kl

HOREY-4-7h 284 - EA-7-BEF-4-Q -z o} FH-2-¢))-olm]=

E]
= E2A(EFAZF 20%, 0.2ml) 2 E L
7-REA-4-A-MZ£Eo}E(100mg, 0.377H4 =) AFA7]

C
rE
i)
»)

i
o
oo
ol
=

K

>«
e

B E9(0.045ml, 0.47H g E)o 2 2~ O}U]‘:_ 4-v| EA] -
ozH YYBL WA TAZA 73% FEE FEIFAh

A A4 136
BEY-4-IAE AN (4o A 7R F -4 -d FEo}E-0-))-olu] =

Aot A2} DE o] &3] TAA(EFAF 20%, 0.2ml) D ZZH(0.041ml, 0.47H 8 E)0 2 2-oln| =—-4-HEA|-7-1
ZY-4-U-MZEEo}ZF(100mg, 0.377L 2 E)S AIAF o2 AN ES WA DA ZA 25% &2 535+ Th MS:
H

3-(4-W S A -7- ¥ e -4- - £ Eo} £ -2-91)-] -] & -] ~(6-v] I -v] e 6] -3- e &)= P-e] o}

il

At A=} DE o] gt XAA(EFAT 20% 0.2ml) % We-(6-Hg-3 g d-3-2due)-o}(0.064ml, 0.47<
—4-A - ZEo}=(100mg, 0.377H 8 E)S ASA | oz H HAHES WA 113

24 25% &2 55U MS: m/e=429 (M+H").

1-Feh-2--m Y -3-(4-r A -l 2| o}L-2-U) -2 o}

g222mD)F U-HEA - ZE o}EF-2-Y) -7t 35 -8 o 2 Z(80mg, 0.29 ] &) & F=FHolyl
(55mg 0.572 8 H)S H7tsla, EIES 204 7HE¢E 100TCE 7FEstgt) e 23888 7A%3 w7+ Z9A)7) 3,
J

AFES dEHZ2/n-dto 2R E QAASAA, TA FEES wWo] XA 1A (80mg, 92% F&)2A 533 TE MS:
m/e=303 (M™").

A Ale] 1389 dRbA Q1 Wi o whel A Ald 139 WA] 1639] 313 A Z 3 o

A A4 139

1-Fgh-2-9-v] &) -3-(4-vl| Al -7~ d - W ZEl o} -2-91)- S-#] o}

(45 A -2 0} % -2- D) -7 AL 37— W o ~El2 % FEF AN ALgste] HA| HETS Wol A4 A

(66% T&)7EA 53k th MS: m/e=380.3 (M+H").

bt

Al 140
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1-(4-m EA-7-F d sl 2o} £-2-9)-3-F] @ 3 -2-U -w &l ¢ o}

(4-H| EA-7-3d -Hl ZE] o}

o}F-2-9)-FHA 35 -79 o 2B 2 % B o A-2- | Dol ALgehe] EA| BB W
oA 4) A (62% F&)RA S5

39 th MS: m/e=396.3 (M+ H").
Ao 141

1-(4-mEA-7-d d -z o}£-2-9)-3-9] g -2-U -m &l - o}

(4-vEA -7-dd -l ZEo}Z-2-A) -7}t 35 -2 od2g2 2 2-(olv]=vE)-v g dS ALE-3}o], MeCN/=
THIE ARS8l C18 ODS-AQO A 97 dlv] HPLCE .24 g A|te], 34| shteS Wo] A A 1A (18% &)= A 5=
539tk MS: m/e=391.2 (M+ H").

A d) 142

1-(4-m| S A -7-9d -l ZEo}£-2-9)-3-9] 2] -3- -m| &l - P-# o}

(4-mFA=7-dd -z o}E-2-A)-7HAE 35 -Hd ol AH = R 3-(opv] ') -y 2] d & ARE-sho], &/okA =Y
TS ARE-SEe] C18 ODS-AQOIAM 474 oW HPLCSte] Ao =M, Al 3hgh=& wlolA A 1A (18% &)=
p=2P< Ke:

1-(4-mEA-7-d d -z o}£-2-9)-3-9] g -4-U -u &l -9 o}

(405 2 =7 -3 - E] 0} -2- ) - A 35 o] 2|2 2 4-(obrlew -2l 2 ALgshe] HA BEE
& WA A 314 (52% &) EA F53Hth MS: m/e=391.2 (M+H").

A e 144

3-(4-r|ZA-7-dd -l E|o}F-2-9)-1 - el -1 -9 gl -3- -m &l - o}

(4-HEA-7-gd-NFE o} L£-2-) -7t 35 -FE o 2HE 9 3-(HEolr v d)-u] 2] d-& AFgste] 3 A 3}
SHE-S o] A A A (23% F+&) =AM 5B T MS: m/e=405.4 (M+H").

-

A Ald] 145

1-(4-H S A -7-A d - £ ¥ 0} £ -2-91)-3- v &l - S-# o}

(4-mS5A=7-dd -l o}E-2-)-7hAt 3 -1 dxHE B Audetdl s ARgsto] A eSS w0l A A

TA(77% F8)2A F5ATH MS: m/e=404.5 (M+ H").

A Ald] 146

O

1-(U-m A -7-H - FFo}=£-2-9)-3-3-FHHd-ZT=F)-2¢o}

(A-m A -7-H D -l 2| o} Z-2-) -7t 3F -39 o ~H 2 2 3-Fld-Z 2 Holwl S AL-gato] TA 3FES 4
o] XM AA(71% F&)ZA F53ATH MS: m/e=417.5 (M+ H").

A e 147
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1-(4-r| S A -l 2)-3-(4-r| S A -7-9d -l ZE] o} £-2-3)-9-F o}

(4-vEA -7-d -t ZE| o} £-2-) -7t 3-8 o ~E| 2 D 4-v EA]-wl Fo}ul & ALE-5te] T A 3FHES H
o] A A 1A (60% F&) =AM F53FATh MS: m/e=420.3 (M+H").

A Al e 148

3.4-tlstol =g - 1H-o0] 495 ¢l-2-7H5 4 (4-v] = A -7-7] -l 2 ] o}£-2-0))-olm] =

(4-HEA-7-Fd-HxE o} Z-2-) -7 35-529 o 2" 2 2 1,23 4-HEgso|=Zo] A EdS AFREL],
E/MHEYUEY ol & AE-3Fe] C18 ODS-AQAIA 973 olv] HPLCAIA Ao 24, A sl3tES wlo] A A 314
(31% &) 2EA 53kt MS: m/e=416.3 (M+H").

AAl 4 149

1-2-trgoln - e)-3-(4-m EA|-7-F d-mll ZE]o} £ -2-9) -2 o}

(4-HEA-7-gd-HNZE o} L£-2-) -7t 35 -FE o 2~HE 2 2-twdolu| -0 Ho}lrl & AL8-3}e] A 315
LS Wo| A M 1A(67% &) 2 F5EEATH MS: m/e=371.3 (M+H").

A Alel 150

1-(2-8to] = S Ao &)-3-(4-v] A -7-5] d - Wl £ E] o} F-2-0))- 9] o}

4-tEA-7-H - ZE|o}Z-2-)-7Iat 3-8 o 2HE L oe-olul S AL&3te] FA| 313HES o] A
A A (35% FE)ZA 53U MS: m/e=344.3 (M+H").

Ao 151

1-(4-m=A-7-3 d -wl 2 E]o}E-2-9)-3-(2-I 2P -1-A o &)-¢- o}

(4-vEA-7-H - ZE o} L-2-A) -7t 35 -FE o 2HE E 1-(2-o}v] o &)-F | 2| d & AL&-51] #A 3}
FES Wo| M 1A (67% T&)EA] 5T MS: m/e=411.4 (M+ H").

1-(4-v] = A -7-5] - 2 ] o} -0

N\l
e,

)-3-(2-BEel4-9-olE)-Seo}

(4915 A =750 - R ] o} 2 &) -7k

3 -H4d d2eHZE 9 4-(2-op| o e)-EEZH & AFE-Sto] A st
E& w|o] A M 1A (29% T&)EA FE3Y T MS:

m/e=413.4 (M+H").
A A ¢ 153

1-(4-mZA-7-3 D -sl £ ¥ o}E-2-9)-3-(2-I] g Tl -2- —o] &) - o}

i

4-EA-7-Hd - ZE|o}Z-2-A)-7IHal 3358 o Ag 2 2 2-(2-o}v] o g)-v] g U & AL&-3to] FA| 315
S wo] A A A (88% &) EA FE5EATE MS: m/e=405.4 (M+H").

A A el 154

1-B-olvtpE-1-U-2wmF)-3-(4-m|SA|-7-F -l FE|o}F-2-9)-¢go} dfol=m T metol = A(1:1)
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(4-HEZA -7-3d -l £ E| o} F-2-) -7k 3F-3E o 2EH 2 @ N-(3-olr] = Z 2 3)-o]n]|t}EHS AL&3}o] ¢
Q7|5 #5351, o]= 5N HCYEtOHZ A3t tps w2/ U222 ZASAA, B4 3FES #o]| A A 1A

(72% G5&)Z A *Cﬂ%’lﬂr. MS: m/e=408.3 (M+H").
A A4 155

1-olg-3-(4-m| S| -7 d -l xE]o}F=-2-9D)-1-v]g]d -4 - -wEl - o} sle]er I matol= ¢(1:1)

(4—DﬂEA1 -l FEo}E-2-) -7t 3F-HE o ~HE E 4-(N-oolr v d)-3] 2]t -& AFE-3lo] 2
Q715 573k, ©] 5 5N HCI/EtOHZ A g3t thg oA EVEHD 2K E AA A A, %A =S N4 34 (64% 5
)24 T%fs}%v} MS: m/e=419.3 (M+H").

A A4 156

1-2-olmeE-1-U-&)-3-4-mlFA|-7-FHd -l ZE]o}£-2-9)-efo} sfo| =R FEe}o] = HA(1:1)

A =7-3d -l Z2E] o} E-2-U)- 74k 3 -FE o 2HEZ 2 N-(2-opv| o &)-o|n| v} &S ALE3le] f2] 4
—3— skal, ©]& 5N HCI/EtOHZ A 2] gt thg ol EUEH 2R AA A A, A4 SFES o2 24 1A4(65%
FE)EA 539 MS: m/e=393.0 (M™).

2 EU-4-FHR A (4-r] A -7-s - 2 E] o} % -2-9))-o}r] =

4-EA-7-Hd-HzEo}Z-2-A)-7al 353 -F-E oA~ 2 2 REZHS ALE3lo], oH2/n-3ro 2 RE AA
A7 3, A4 BHeHES WA 1A (67% FE)EA F55A T MS: m/e=370.3 (M+ H").

HOREY-4-71 2 84 4-v]EA-7-A D Wz E|o}E-2-9)-ofu] =

o 2H 2 % E R EUS ALgol, ol 2/n- Ao 2 Y]
2

AE oW 4-THR AN (4o EAl =75 D gl o} -g-9l)-olE]=

o
i
-

CH,ClL,(10mDF H LR EA-4-7H5 A} 4-w5A -7-dd -l 2 E o} F-2-9)-o}v] =(240mg, 0.62E ] =) &
of 3-Hd-2-(FId A D)SAA 2| d(244mg, 0.929 8 =)& H7beta, £dE5 A2 W 2*]7FE b ksl
o], &1 °oF 2mI7hA] FHAA 7] COlEI2(10mDE H7bshas e 3
iz %1(0.05mmHg, 60C)stel]l AxAA, %A gHES v 4 LA0% - )EH 6} ok MS: m/
e=402.9 (M+H").

52
2
o

A Al el 160

1-[2-(1.1-0 421006l 0 B 2R -4-9)-0] & ]| -3-(4-r| SN -7-F] I -wi zE] o} Z—2-0)-9-¢|o} Sol=mZad}
ol=(1:1)
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N

(4-H EA-7-3d - ZE o}Z-2-U) -7t 39 -9 o =" = F 2-(1,1-9= QREH-4-d)- Lo}
AHEste] e 9718 F53ta, o]& 5N HCI/EtOHZE A 2o 2 4 o}O]EEEEE}O]C dow AHIAZ T
+

(0.05mmHg, 60C)3tell AZ=AIA, 1A SFFES Ho| XA 1A|(87% F-&)ZA 53+ th MS: m/e=461.2 (M
AA e 161

3-(4-r=ZA-7-dd -l E|o}F-2-9D)-1-mEl-1-(6-v|D -T2 Pd-3-H-we)-¢ o} slo]l=rImefols
1:2)

(4-vEA -7-dd - ZE o}EF-2-) -7}t 35 -5E o 2~H =2 9 v -(6-vE - g d-3-Ld | e)-o}7 & AL8-3}
o] 2 A7|E 535131, o] 5N HCI/EtOHZE A @3to 2y slo|maFadlole o2 A7l T ol EYEHZR
Bl A7) 3, 1#(0.05mmHg, 60T)8tel AZAAOZA, EA FES WA 134(61% T8)2M F53%h
MS: m/e=448.9 (M+ H").

A e 162

3-(4-r|ZA -7 -l E|o}F-2-oD)-1-mEl -] -yl -2-U-we - o} sto]cmIT R o] = §(1:2)

4-vEA-7-d -t ZE| o} £-2-A) -7t 3H-59 o ~H =2 2 vE-vgd-2-d- uﬂ%—o}ﬂd% A& -2
A71E 455}, o] 5 SN HCY/EOHR He|gozx sojmrIeto]= o A3hA21 F EtOH/o 8 2 2 2E A4
A3A| 7] 3L 218(0.05mmHg, 60C)atel AFx=ALD 2N, A S-S WA 132(70% F8)2A TS5 MS: m/
e=494.4 (M+ H").

Al 163

3-(A-m EA-7-sd - e o}£-2-9D)-1-vd-1-Td-4-H-wg o} sfo]=g S = e}to| & (1:2)

(4-vEA -7-d -t ZE| o} £-2-A) -7t 353 -8 o ~E| 2 2 v -3 g|d-4-dr|d-o}7 & AL-835te] F2] &
715 $538aL, o] = 5N HCI/EtOHE A e]gto X sfo|mgF2elo|= o7 xﬁﬂ*li i EtOH/oH 2258 A2 74
3FA1 712 FF(0.05mmHg, 60C)skel AxAIFH o =M, T4 3ES M uA(65% T5)2A =533tk MS: m/
e=480.3 (M+H").

A el 164

3-(4-vEA-7-dd-wl ZEo}£-2-9D)-1-HWE-1-(1-5 -7 2d-3-d-w &) -}

CH,Cly% 3—(4—1?1]%/\1—7—ﬁﬂé—ﬁﬂiﬂO}%—Z—%)-l—ﬂ]%—l—ﬂﬂﬂ 3-A-rd--2oH405mg, 18e=)e Y
Sl 3-SR EZ-HHEAHMCPBA)(295mg, 1.2"88)S H7Fskal, E8ES 0TolA 1AI17HERE, oo Aol 14]
et anksigivt. 2, wAA wke E F=& 5% NaHCO; A (B0mDez ¢hds] AAsta, 4 4&

H =
CH,Cly(2x30mD & FZ& thg, Ropxl F&HES Na,SO,& AxA7|a o7 3 FWAIA A4 uAE Azt
CH,Cl,/(2N NH5/MeOH) €] 7-l(97:3 WA 9:1) & &2] A 7]5= SiOy(ml =2 230 A 4007 41) el A o] aAlE A =vf
B A, A4 shHES 2 24 A4(260mg, 62% FE)ZA 53T MS: m/e=421.3 (M+H™).

A Al 165

1-12-3-(4-v] ZA - 2 E| o] £ -2-9))- 9 7o}
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THFGmD) % 2-o}v| -4 - EA| -l ZE] o} =(180mg, 15)9 &%%‘ o Wldo]AAol|o] E(166mg, 1.25H &)
S A7bshal, ES 60TCAA 3AI7HE< 7FE sl Sl E S3A17 3, A HZ(GmDE F7EskaL, n-AAHEmD S 3
ZFetd A o] AgdS 1087 253 X33, o] g dE o 6}1 A Z2/n-A4H1:1) o2 F7I= Al Fste], IF

3

atoll AxAZ) F 2A SFFES WA 14 (220mg, 70% &) 24 AlZskdth MS: m/e=313 (M™).
ATl 1659] dnk WRiel mef, AAle 1669] 3}t =& A=k
Aol 166

1-91d-3-(4-r| S A 73] d - FE]o}F-2-) - o}

2-obv] g =T A -7 I - ZE o} S ALGIhol FA SHFES WA M A DA(92% FEEA F5AAT MS:
m/e=389 (M").

A el 167

1-(4-m S A -7-9d sz o}£-2-9)-3-9] 2] d-3-U-F 2 - o}

A BmDE 2-ob] e —4-w A -7-7d - 2] 0} (80mg, 0.3 E)] wrk g4 32 t-3-0]&E Aok

Ol|E(64mg, 0.47HEE)E H7lslal, EFES 69475 100CE 7Hgsgdn). Ao m YA te A A
et s o] 9atar O HEGmDE AFH S S 28(0.05mmHg, 50C)8ke] AFAA, FA 313ES ve A 313

(98mg, 80% F&) 2 A xRk MS: m/e=393.1 (M+H").
2A) 4 168

1-MxU-3-(4-m| SA|-7-9d sl ZE|o}£-2-9)-F] 2 ¢-¢lo}

O&AH60mDS 2-obv| e-4-wEA| -7-Hd - Z2E]o}E(1.52g, 62 &) derdo] wlzUo]AE] L AJolYo]E
( Ab5g, 8.94E:)E HUstal, £FES 2417 100C=E 7FEstar, 1 5t dE CR{TA ) S

E QA A S 122 oA EYEHA(100mD)ol AE A7) wpEesk HoH50T) o ¥ . Ho A E oA EYUE
%(2om1)?n A A TS 60Tl 28(0.05mmHg) 3ol AxAA, %A 3etES %%“ﬂ Hlxgél A (1.38g, 55%

)2 A Al x5 Th MS: m/e=419.0 (M™).
A Al 169

U-m EA-7-F - ZE]o}£-2-%)-F] 0 -7 o}

Lo

&

]_

E

H @& (20mD)/ THF(40mD & 1-4% 2 -3-(4~ uﬂEN 7-Ad -l zE obE-2-<d)-E -2l ok(1.3g, 3.1 2] =)
o NaOMe(250mg, 4.6™2l=)E H7etal, =S Ao 72478 <t a fv‘};lﬂ} s SEA F, a
=(100mD) < F7etar ofof oA EAHImD & H7bstgion, o] =4 A7k JAd =it o] iAlE RO, #¢
oA =(100ml), °]°] EtOAc(30ml), Z]ZX* o= Ato]F R ALH30mD o= Al HsttE. A 5, FA] 3hgHE

A (850mg, 87% &) ZEA 53 th MS: m/e=316.2 (M+H").

==
ol

¢

o >
-
£ oox X 12

1=

AAel 170

(4-m EA] -dl ZE]o}=-2-9) -7 o}

2—-olu| =-4- Hﬂ%A]—Hﬂ}ﬂ 0}=£(330mg, 1.83¥ &) o} (1.1g, 1.83E &)Y EFES 7 170Co A 147
o 7tE st dEYolE WEAI Y. Ao 2 WA tS, 2(10mDS 718t TFES AEsHA wikstgit. of
A= o] sl g(lOml)i olo] o BL&(10ml)&E A& g t}&, 60T A FF(0.05mmHg)3stol] AZA AT} %A 3}

SH2-S 3] M A 1 7)(300mg, 73% )24 A 2T MS: m/e=223 (M).

_50_



T =

535 53] 10-0526487

AAlel 1709 dnbA Q1 ol mef, AAje] 171 WA 1739] 8hgh=& Al z=3k3iH

A-m SA-7-dd sl ZxE]o}£-2-%) -9 o}

—OML—4—ﬂlEAl—7—ﬁlé—mlzﬂo}%% AF-&-31
e=299 (M"). o] 3g=Z2] Az E35] 73
9] £3) DE 2656468 &, 1978] oﬂ 7

A shgrES WA 2A|(58% ) =AM AlEsIT MS: m/
o

% o
2 obE-2-) S A R EA; AE, B, 24 2 WA=, 5

2
©
X0
o

Ao 172

(4.6-t]ZF0 22—l FE]o}=£-2-9)-¢-go}

2-opMe-4,6-T & F L 2-HlZE| o}E S AFESte] BAl shehe& v M aA(42% &) 24 A3 MS: m/

A SEA 9, B, 24 9
of whe} Az ¢l

e
E[ﬂl

=, %49 53] DE 2656468

BN
o
S
M
v
1A
T}o
E[>'

—|~ >
il

LA GmDE 2-F22-4-WEA-7-Hd -yl ZE|o}==(150mg, 0.54" 2] H)e] godlo] 3-(opr|me)-vgd
(176mg, 1.6 & &E)& H7tstal, o] =F=& 1oocoﬂd 18Al7¥ oF wukalgit). olo], s FHAY|aL EFES 1
B2 (8mDel ¥ v 10859 289 st A ES AAA 7], o] & WE2(G5mD)E A2 sk 7 3-(0.0ommHg,
60C)3tol AZXA A FA 3FFES WA 14 (58mg, 31% &) ZA A X3 th MS: m/e=348.3 (M+H").

ATl 1740] dnt el wef, Ao 175 ] 1849] 3}3t=& Al £33t
AT 175

(A== A 73] -l zE|o}E-2-9)) wle] g 4] & ol 7]

il

4-(opv)mHe)-I] g & AHgate] A s3HES FBA LA1T7% FE)EA F58H3 T MS: m/e=343.3 (M+H").
Al 176

(4= = A 73] - zElo}E-2-9)) wle] g 2ol u]dl ol x]

2-(opr) e &) -3 e & ARg-Ske] Al HFHES WA A (32% FE&)=A FESFSITH MS: m/e=343.3 (M+H).
AA e 177

- (4o H Al -7 -5 - S ] o} - -Q1) o) )
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Aol & Ab-gale] A 35S WA 14(54% &) 2 F53A T MS: m/e=347.3 (M+H").

(2= o ZA o &)~ (45 EA] -7~ W E] o} -2-9)) -0} 7]

2-v| EA - ol & ALg3te] EA SFES WA A (56% F&)EA 53T MS: m/e=315.3 (M+H").
AR 179

Aol 22 2 gl - (4-u] %A -7-3d -4 £ ¥l o] F-2-9]) o}yl

ol imwd-Alo] F R Z 2 S ALESle] ¥A|l FFEES M 1A(68% TE)EA F5EFATY. MS: m/e=311.2
(M+H"Y).
21 Ao 180

- =ZA-7-Fd sl el o}F-2-9D)-(2-T] P -2- -0 &])-o}wl sfo]=r Smafol= ¢I(1:2)

3-(2-olm o e)-v 2| & ALE3le] 28 AR ES F531L, o] #7Fe] 5N HCY/EOHR2.533) = A e|slo] 19
stolerFRdel= o HASAI F =(0.1% TFA)/CHIEUED 8l & AHESt= C18 ODS-AQ ZHH & AHE-&fo]
o/ oH] HPLCH O 2A AAA AT BAE ¥3& Ko &g T3 5, ZA4 35S 94 £5(59% 58)2

22X $£E5G T MS: m/e=362.2 (M+H").

=

Al 181

N-(4-m EA-7-3d sl £ ¥ o}L-2-9)-N'N'-t]w| &l o] g-]1 2-t]o}nl Sfol=m I mefol= H(1:2)

2-(dueoln|in)-o ol & A3t 24 AL =S 53513, o] & #5Fe] 5N HCI/EtOH(2.53 %) = A 2] 3te] 19
slol=rF2elo]l= Jo g A3 F E(0.1% TFA)/CHIEYEZ 8|S AL8-38= C18 ODS-AQ ZHel S AL&-&}o]

A} o¥] HPLCE O 24 AAAIZTH AAHAE B3 noy Su8 ZuA 7]l & %A 3322 WAl L2(80% 8)°
24 539t MS: m/e=328.3 (M+ H").
AIA) o 182

A-H EA-7-3d-dll ZE]o}

&

~2-9)-(2-B E3-4-9 o] &l)-ol 7l Sfo] =2 F g efol = A(1:2)

4-(2-opH) ol E)-REAL ALg3le] 28 YA ES $581aL, o] k] 5N HCY/EOH(2.5F %)= A gjste] 19
sfolmgFgetol= o g AN 5 E(0.1% TFA)/SHHAEUEZH FulS AL83FE C18 ODS-AQ ZH & AFE-3lo]
A} oH] HPLCE O 24 AAAIZ T AAHAE B3 noy Su8 ZuA7]l & %A 33ES WA L2(67% 58)°

2ZA F£E3Y T MS: m/e=370.3 (M+ H"Y).
A Al ¢ 183

(4= 5 A -7-5 d -l £ ] o} E-2-0N)-(2-3] s e} Wl -1 - ~ol &l)-ol 7] Spo] = 2T 2 eho] = GA(1:2)

1-2-olr] o &)-FH U S ALE3le] 22 AP ES 5381, o] & 32 5N HCI/EOH2.5F %)= A gsle] 1
o slol=gFReols Go 7 HIAZ & E(0.1% TFA)/ A EYUEH Ful S ALE3lE C18 ODS-AQ ZH & A3}
o] A4} on] HPLCSFo. 24 AAAI AL AAE B3S noy LujE Z2wA7] & %4 3T M L8(57% +8)

o2 FE319 T MS: m/e=368.2 (M+ H").
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2 Al e 184

2-(4-vEA-7-H I -Hl £ E|o}F-2-Holm ) -of| 6h-F Stol=m Fm ol = H(1:1)

of kg0l & A}&okoi A AANES 551, o] 2 o] 5N HCI/EtOH(2.59 &) = X g ste] 19 stolez =g}
olz dog AT T E(0.1% TFA)/SIHNEUEH TS A}ﬁo}b C18 ODS-AQ ZH & AF&3le] 92 o|H] HPLC
sto 2 AN AAE B Lou S SHA 5 34 FFES YA L3(60% F8) o2 =531t}

MS: m/e=300.4 (M+H").
Aol 185

[4-r]% A -7-(2-v] & -5 2] €1 -4 -9) -l ] o} -0~ | -Fhy 2} v ) o e

ARk A2} BE o] 83k, T-(. 2 E-4-vSA -l e o} E-2-2) -7t vid ol ~H[ 2 B 2-vEd -4-Ee v E e
- o Ry EA 83E-S S A (20% &) 2A A 83Uk MS: m/e=329 (M7).

(U= BN -7-BEA-4-9 W EE| o} E-2-9)-shHt vel o el

(4-HEA -HlZE o}E-2-) -7}t v o e 2o Ao} U3t A5 o] &3] FhulHo|ES FAAIF 024, A
AES 3 1A (58% F&)2A AlZsF ek MS: m/e=324 (M+H").

- =ZA-7-dd-sl ZE|o}F-2-ol) Tt Wi o ~H =

90T A iz 2-ofu] = —4-H EA]-7- Jﬂ Wl ZE]o}=£(512mg, 28] &) ndk & oﬂ Wz Sz garolE
(3.3ml, 234U E)E 6A17H AA 33 BFoz o] HUET Wb EFEES WX wizkA] FHAI7aL
CH,Cl,(50mD) ¢} NaCl Z 3} =& (50ml) A}O] 01] A A v, A S Eelskal CHLCL(2X50mD = F+712 3
g5, Bolxl 7] S Ax, o7 9 SHAIH Y 22 9] JHES CHCL/EOAc(4:DE &A1 7]:= Si0, (M1 23 230

WA 4OOU1]H) ol Al AZvtE A o2 FA SHFES A XE(620mg, 79% T&)O2A A F3F3 T MS:
m/e=391.2 (M+H").

Aol 188

U4-mEA-7-0] -l FE|o}=-2-9D) -7} el o ~H =

[ >,
|
2,
N
hu
o
O,
kN
N
1°,
T
\
Ny
=
>
=,
i
-2,
[
[,
it

a)(7-80%-4-v&

(4-v| = A -wl ZE|o}ZE-2-)-7}kAE WlE o] 28| 2(31.0g, 1302 &) &) 2 ol EANEF(32.3g, 3940 2] & % 1
AR 400mlel &A1 7] 0Col A 9938 2 =(13.5ml, 2642 gl E) = A3 Agdc) w3 TS s Ao
7h28kaL 1541 7HEF wRkste), 2(1.3D< H71sk v, A4 E HAES A B2 A3t o A 1 =
2] HEgsto] =2 FeH(eF 150ml)ol §3lA71aL 1M B QL3P ER FEdoz daAIY, Z(eF 2.0D)S H7He
o Z2H AAPES FAAZI L A H e 60Tl A 12417 AZRAIZIY, WA 34 42.3g(89%). MS: m/e=364

(M),

Lo

b) (4-r|SA|-7-H]d -l E]o}£-2-D)-FpNAE H &l o ~H =
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2HZ(1R), vdEZRE 2l (1.098) 2 EﬂEE}ﬂ -(Eg]H
4.09%)E el tSAH25%) Soll A E3hAl7]aL, 3RS wi7lA] 24
A7) AL R A H g vk MgSO, el Al A 70T ﬁzal W 7}A] SEAI

. =
F, B4 amebEadE (A7), SelAl ol ohEelE/E b ola) AR B WA IAGOBRA el <
|

4-5F9 B -N-(4-m| S A -7-v]d -l ZEo} =

UN
[\’)
u&
IN
o
O,
=
f

a) d-v] %A -7-u]d ¥ £ ¥ o] -9l ol

(4715 A =7 -] - 2] o} -2- ) -FhuPE oD o =
3412459k wkaelet. of TES

ZAAT U F, D

122 ol gall 22 2/2N KOH(2:1)el 8311712 100°C ol A]
L2 FEsha, 7] 4 952 A28k Mg, A 21

9 CH,CLEYE 243 A7 WA 44(64%); A8 155 WA 159°C.

D 4-ZF Q% N-(4-v] %A -7-u]d -8l £ o] -2-9)-wl ol ]

Aol 19 AnbAQl Wl wpe}, 4-w|EA]-7-H]
A SHFES WA A (85%)EA 5T A8

1:1>4 ruli
o=
% b

U-v=ZA-7-Zm | d sl ZHo}L-2-9) It WY o ~F =

OH 40

W 188b)ell Wl (7-2 2 = —-4-v| A -l ZE|o}£-2-A) -7t e o AE|2 2 ERE-Za2yd-
~Ehdo 2 RE T4 eSS G A (75%) 24 Azt 215hd: 153 WA 156C.

Al 191

N-(7-o gl -4-w] S A - ] o} £ -0-0))-4-F 2 & 2 ~w <o} =

4-FFQEZ-N-(4-H|ZA|-7-0]d-wl ZE o}L-2-¢)-Hl =o}n =(0.3E 2] =) 100ng Dﬂ‘%%(lOOml)Oﬂ |3l Al 7] a1

=
Pd/C(4mg)E H7FetSivh Wb EFES 2AREeE A AT o3 B ] T2 §, =4 =S 2 A=vtED
Ao (22 7HA, §2 A MeOH/CH,Cl, LA AT EA 34558 W) 7324(79%)0§A1 F58rth sk 165 WA
167C.
AN 192

(7=l A -4-v HA] Wl £ E] o} £-0-91)-Fh ik WS of 2] =

Al 188b)ell 71| Wiol whet, (7-8 2 e-4-H S A -fl e o}b&-2-)-7Mt vg o 28 =2(13%F) 2 (1-9]
SA-IE)-EFE BT o2 BA S WA DA (34%) 241 St glnh. )18k 238 Wi#] 240°C.

A Ao 193

A m - [7-(1-&to] EFA|—o &) -4 -m| EA] Wl ZE] o} -2 -] | TPt W d o] ~E =
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(7-olA e -4-v S A -l 2 E] o} F-2-9)-7h4ab wlE o ~H| 2 0.05g(0.00018%)S o eh&(30mDell §-31A17] 7
NaBH, 0.028g(0.00072%)< H7Fat3ith. 40Coll A 24A13H59F wbd thg, kg 238 B2 3|4 4]7] 31 CH,CLE
FE o2, 7] S 97 E AlFSEa MgSO, el Al dzA AT CH,Cl,/MeOH(97:3)E AH&-3ho] A E]7h2A Al A
Aelea s e ¥, BA SEES WA 1A (38%) A 5T A3k 179T ().

A e 194(F7HA])

A m-[7-(2-B 2 W -]-do]|EFA - e)-4-w| FA|-wl ZE]o}L-2-Y | -ItulAF H € =

THF(60mDol &a¥ (4-mE A -7-0]d-dHll ZE]o}Z£-2-)-7P4F Wl g o ~E 2 1.5g(0.0057%)S Aol A 15%

b

&< Hy,0(6ml) 3 NBS 1.0g(0.0068) 2.2 A28ttt oo, &uj& AA L, &7ES H,0B0mDoll B2 5, ol of
Ao E (SOmDE 48] FE3AT. Zokad f7] 4% AFE AH T MgSO, FeIA AXA Ak WA F, 24 4
HES 2 AT (27, A ohAElo )M ATk EA SHEES WA 2A(T8R A FEFeh A5

150 =] 155°C.
A o 195(F7HAD

[7-(-He2m-|-soleA-wga) 4-uEA-HzElolE-2-9] -t vl o ~He

of wte}, (4-w| A -7-Z 2o d -l

Ea ES
A BB TN S, U ol FANAY 5 dopnA 2
A6l 196(37H4)

(7-BZ R oA e 4w FA] -l £ E]o}F-2-9) - FpHIAE W& o ~E| =

AW - [7-(2- B2 R -1-3o] EFA - &) -4-w F A -wll ZE| o} £-2-A | -7HiH4E Wd ol ~HZ 1.6g(0.00445)&
CHCl5(100mDell 831417131 70Cell Al 3A17HEF MnO,, 3.8g(0.0448) 22 Ae3qivh. 2o vhg EFES o gt

 sHAAT 24 AAES BLORYE AASAA #A stetaEs wol A IA(T3%) =AM Azskdh. sk
250 WA 2607C (3.

AA e 197(F7HA])

N

[7-Q-12R-X23 0 )-4-HEA-HIFE|o}=Z-2- -7} vE o~ 2

[7-(2-BER-1-3lo| = A -2 2 d)-4-v| S A -fl X o}E-2-d |-7h4E wl" o =H= 5.0g(0.01338)s =
(30mDoll &A1 7] 5L, ob A EAHBE0mD ol &8 A1%1 CrO, 2.0g(0.028) & x47}0}0%} Hhe == 2ARbEE 70T = 7}

A3 og A% YA SEA AT FFES 3 NaHCO,(200mDell ¥z ol d obAl el o] E(Z}2} 200mD 2 43]
o F, okl f7] A& MgSO, el Al :AxA A A shihaS S AA N AA(74%) 024 F5383ih 18k 199
=] 201°C.

Aol 198

(4-]% ) -7-E] © §1-2-9) W ZE| o} -2-91)-shyat vel of e

(4= A ~7 4] -] 0} -2- ) -Fhyhat v of e Z(A Ao 188b)el thal 71 A el wel, (7-2.9 -
4=l S - W e ok 2= b A ol xvle % p-ERlvEstd-Hedo Ry Y B4 AUEE P4 2

A Aol 199
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[4-m EA-7-(5-HF-E] O A -2-) - ZE]o}£-2- | -F}HHAF v & o ~e]| =

(4-vEA -7-v]d -l ZE|o}F-2-A) -7k wE o ~H 2 (A Al o] 188b)ell tlal] 71418 WHiol wef, (7-22 %~
- EA -Hl ZE]o}E-2-)-7I9HAtE W E o ~H 2 ¢ 2-EfFE e d-5-vEE o2 Y wA sES A
TA(40%)ZA 5. A3 267 WA 274C(F-3).

A A€ 200

[4-m A -7-2-mF -E]o}F-4-) - ZE] o} £-2- | -TIHHAF v g o ~H] =

(7T-BERopAld-4-m S A -dlxEo}&£-2-d)-7P4E wd o ~H= 1.3g(0.0036%) % F oA Ectn=
0.27g(0.0036%)< ] =4H30mD el 83217131 70Tl A 441 st kit &uje] vh& FEAIZ - E(40mD<
H78tar 8k NaHCO, = pHE 72 243tk A7 A4, oS Belsta o g ohaelo] =8 §elal A A1-43)

of Ae7bd Aol Zd ARvtEIHRAAZDG. A BYES WA uA(27%) =AM delstdivt sk 186 A
188C.
Lol 201

{4-m EA-7-[2-(6-H & -F] e Pd-3-9D)-E]o}E-4-U |-wl X E|o}=-2-AU } TP} W& o ~F =

A7) A el whel, (7-B 2ROl E -4 - E A -Hl ZE]o}ZE-2-)-F}HA WE o 22 D 2-ved]gd-5-
El e 7l oln| =2 B H A 3F3HES 3 1A (73%) 2 A 538130t 218Hd: 240 WA 242°TC.

_1

[4-m A -7-2-T] T -2-H-F]o}ZF-4-) -l ZE]o}L-2- |-I}HH4E v d o ~H| =

71 71| e weh, (7T-B 2RI E -4-H E A -Hl ZE| o} F-2-) -7 e o2 9 F2ld-2-E] 7}
Hroln =2 R %A 3ES A 14(63%) A F53FAT Q134 207TC

{7-[2-(3F -2 BA7k0 Jolr) v el)-Elo}E—4-9) | -4-vl] £ A - £ E] o} F-2-0) } ~7hyPa} vl & of e =

&71 718 i el whet, (T-H 2RO Y -4-1| ZA-wl ZE|o}£-2-U)-7I9at vE o e 2 2 E] e 7lnfrd v E -
FHAE 3 -5-E ol A 225 4 3FgES WA 1A (26%) 2 53T MSASP): m/e=451 (M+ H").

[7-(2-olrn]=H &l -Ho}E£-4-9)-4-m EA|-wll £ E]o}£-2-A |-FPAt w| &l o ~H 2 slo]ler T2 afol=(1:1)

1l

{7-12-@BF-F5A 7t dolr e-HE)-Elo}F-4-A |- 4-v H A -wl ZE| o} F-2-L -7 wE o ~HE
0.075g(0.00017%)< 2.5M HCI/MeOH 2mlzoll A 4] 3H5oF wkatgit), A0 2 WA 7| H - Eo] A E a1, o]
=2 ojgaa Aoz A3 & AZAAY. A FEES WA 0 A (70%) 24 F5EA T 23k 220 WA 230TC.

A A d 205

[7-(2-cls ol e —Elo}E-4-91) 4w %A - 2ol -2-o) | -Fhubat vl o e 2

[4-H|ZA|-7-(2-W & -E]o}Z-4-A)-H ZE]o}Z-2-A | -7PAF wlE o 2~ 2ol tis] 7| A8 el wel, (7-2=
Lol E -4-v EA| -l ZE] o} E-2-A) -7t v E oﬂ*EﬂE 2 v eolu] -E] Qo Eoln| =2 B E 1A 3FES
S| A 1 A(11%) 24 =538t Q1384 185 WA 189 (3l).
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A Al el 206

[7-(2.5-Hvd-¥o}F-4-)-4-v| SA| - FE]o}F-2- |-F}RIAE W& o ~H =

of wheh, [7-(2-BRRE-Z 230 d)-4-m S -wlzEo}Z-2-A]|-7ht vd o 282 5 E| Qo)

371 714"
25E FA SFES 3 A (42%) 24 S5 918k 180 WIA] 181°C(E-al).

A E o} =

A e 207

N

(45N 7 [2-(Ee)E —oln] i) ElolE-4-9) | M EE o}E-0- o)) shukat w]E o] e =

A7) 1A E e wEl, [7-(2-B 2 E-olHE)-4-w S A -wl ZE o} E-2- A ]-FAE v E o aHE 9 EEHE L
Lol 2R TA e WA 1A (53%) 24 FEEY T 21381 135 W] 1407C.

A A€l 208

~[2-(o}] Bl o} E -4 =014 -t S| -H) £ E] o} E-0-91 | -PuLA W] o 2

{4-m 5 A -7-[2-(E2|d~o}7| )~
2.5M HCI/MeOH 2ml&ol Al 4 A7+

M pHE 72 A3t} A AL 0] = /‘1]73,5]'.1——’ 1/\]73‘:]' 4z1] s}8=
S WA A (23%) 24 5T Q18F: 293 WA 296 C ().
A A4 209

[7--dH ol -] o}E£-4-)-4-wZA| - FE|o}£-2-U | -7} v o ~H =

871 718 el wel, [7-(2-B 2R ook ’)-4-v 5 A - 2E o} E-2- A ]-7hAt W E ol AH =, N N-t v -
Elog-dlol R Egoldolnl o 2 Y A 8ete& 3 2A(86%) =AM =5ttt Q18H4]: 185 WA 195T.
AAld 210
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S5-HE-E o -2-7H5 A (4-vwEA-7-TH 2 -1-I -l FE] o} E-2-Y)-o}1 =(100mg, 0.26€EE)E
DMFCZmDl HEAI7]aL o}l 8 S 20| =(22u, 0.308 8 &) ¥ I d(27, 0.34E ) E) o2 A3 ths, 3=
F9ewo] A 5AFESE akakelth, vk At Col Z1AH o] Qi vhsk o] FAY L A YYELS WA 1A

(55%) 24 A %3+ th MS: m/e=431 (M+ H").
A Al ¢ 320

4={4-v| S A -2-[(5-m|H-T] @ -2} W d)-o}n| e | -Wll ] o}=-7-A} T s 2} X -] -FH 24} v & o] ~H =

WE ze o =g AL Axd 3199 s /A vhek Lol wA| HFEE GG WA A (26%) A
S5 MS: m/e=447 (M+H").

Al 321

5ovlElEl o M2 1R A4 [4- o] EA-7-(4-v -5 s e} ] -9 M E]o} %2l olu] =

HE-E@mDE 5-mE-F e Al -2-7H3 AL (4-m F A -7-3] 5 23] - 1- D - 2 F] o} F-2- ) -obr =(100mg, 0.26'
2l )e] golol EFAH100u, 2.68 21 E) R FF L8| = 0318818 Fr1eta, EFES 1845 F7A
At 5-WE-E] . F-2-FHE At (4-v| EA|-7-1] F g} 7 -1- -l
)

S ]} ofF-2-¢)-ofn=of 3] 7] AH vie} o] &
A2 @ At A ES 9 A B (34%) ZA F5SIITH M

/e=403 (M+H").

5 o

A A4 322

5-old-El @ -2-7}2 A4t [7-(23-Talol =2 1H-§1%-6-9) 4o SA Wl Elo}E-2-9 | ol =

A1 54904 9) 2 A7 BE o450 5-0E-E 90T (-804 W% A MRk 220}l
=(100mg, 0.23¥ 8 &) ¥ 6-29%-2 3-H3lo|=2-1H-0 =25 F 1A ﬂ?&%% uhe 2 A (26%) 024 Az
3FTh MS: m/e=422 (M+H").

< 3HA|
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4-(4-MA5A-3-EZ -9 d)-WF
BEAL I-MASA-4-HER-2-UEZ-fAU4-H2R-2-HEZ-o}1& 3 9l nanfe|=2 e 2 2E)E AL
&ato] AAlel "4-(4-MFA-3-UERZ-dd)-EEE ] Ak WRlol o] A sk & A A (58%) 2 A Al =33l

T} MS: m/e=315 (M+H").

At ZebE(500mg, 10%)S AF4-3te] Tl F 2 2 EH500ml) 2 o F(500mDZF | A 4-(4-AZ LA -3-EZ -1
S)-2EZH(5g, 16€HE)E Fujdoz T A, BA SFES A 1A (96%)ZA Ax33 . MS: m/e=194
M)

A A ¢ 323
N-(4-3lo] =ZA-7-H EH-4-A-H X E|o}=-2-)-wl =o}n =

2-oln -4 - ZH-4-A-H =5 AFE5l0] N-(4-HEA]-7T-EZH-4-A-HFE|o}Z£-2-)-l =o}u] =0 thaf 7]
AN E vre} o] ¥ A SFAES A2 WS A TR F 58 14% 2 FEFY T MS: m/e=356 (M+ H").

5-vel-E] @ 1-2-7h 2 4 [7-(3-Tlvl ol -3 el gl -1-9) -4 -] %A gl 2] o} -2~ ] ~o}w] =

S5-HE-EloH-2-7tHd F2etol= E 7-B-yugolr] -y FEd-1-Y)-4-v SA -Hl ZE| o} F-2-U -0} &
Abgate] Aol 19 Ank v o) o)) F A 5SS FA 1A (90%) ZA A XA MS: m/e=417 (M+H").

A

7-(3-tlvgobul -3 Z 2 Pl -1-9) -4 -] = A -l ZE] o} -2 -0}yl

AN el 403¢] 1wk <>ﬂ s, (5-(3-Fl ol bl sl €219 1224 )- 6159 eoh(2-05 4 -
: Jotol thal 71415l ue} ko] 4-H R R -1-vE A -2-ER -2 % -5 2

—olvlo 2 e A E)RNE BA SFES WA 1A (25%)2A AT MS: m/e=293 (M+ H").

HEelslol e 2 -vleh-4-TH AN (4o Al -7- B Fe)-4-9 - HE o} F-2-))-o}v] =

HEZGsto | =2 Fa(@2mDF 2-ol| =4 -HEA -7-EZH-4-L - ZE]o}Z (100mg, 0.4 2] &) &do] N-o & -
to] Az 2 o7l (194ml, 1.1¥ 8] &) L g Egsto]| =23 eh-4- }E‘é F2dto|E=(77mg, 0.529 21 %, 0.5ml H E s}
o2y eTo &3lE)E HUbshal, EES A SFAIH T o]o], EES 0CE YA 7] AL uﬂ%%(o 4ml)&

e}

ﬂ7}6L Ue, T8ES /‘1/‘1 Ol 20Tz 7EAAY. Efes Ad2d WA SRl HEREdGmhs drhe +
BAVEF ¥ S840 2EUT F4 4 220 BGEn) 235 Bo dREA T veld 7] 4L
Na,SO, & %A 7)1 %UH Hulf'ﬂu} 273 A4 ES CH,Cl,/MeOH 98:2% & 4] 1L Si0, Aol A A ZulE 1)
7)o, e B8E B vs, e SEAA, BA SgE S wlol XA 22 (142mg, 76% &) =AM A5 3AH
)

MS: m/e=378 (M+ H*

A6 3259] Quk whel whek, 87) WAoo S Az,



==

s =53] 10-0526487

A el 326

4-(4-H S A -T-F E R 4= o) FE] o} 2 -p-Abulw )] slel )| -F}M AN 3F -0 G o 2=

2ol 4 - EA-7-REA-4-A-WlzEo}F F 4-F2 2RI - g d-1-7} 5244 35-F4 o 2HEE A}
g3lo] FA 3ES WA 1A (3%) 2 FEEATH MS: m/e=477 (M+H").

A e 327

1-ob g -sl sl g -4-7b2 2 (4= A -7-BE P -4- - 2o} -2-9) o} =

2ol 4 - EA]-7T-REA-4-Ld-HlxEo}F Z 1-ofA -T2t -4-7}0d 20| =5 ALE3te] %A 3%
B WA w1 A(22%) 2 55T MS: m/e=419 (M+H").

Aol 328

2 -4 -FH A (4w A -T-BE Y -4l 2o} -2-9) o} =

- R E-4- - ] o} E-2- A oheh o) -] 2] -1 -7F B A 35-79 o ¥ 2(95mg, 0.2 )

BE S EFLZIERO8mDO] SHAAT AeAA 1N F, EFEE AZT Wb SUAA B Ed ol

5&—%—4— AL (0S4 oY ol 2ol ol W3 714 vk el YAsted, 32
)

At AAf B(eloh): AAstA A fhel 2-opv] -l 2E]o}E (14, P42 500mg)e CHyCly(100%5-)°l 8341 7]
A28k

)2 Y SRR EEnolE(]1.25)% b wnksk v, A -3 oll(5E ) S
g 2 Q%@ 97k ZWA7) 3 CHCLA &
1

& T, ROk #7] T& Na,SO, = %

EAZT. 4 ARvtEIYY (ATt A 2.5% WEES e tEREr el 9

Aul ubH Eofl whah, A Al ¢ 329 W A] 367 2 A A4 3709] 3}HE-S A x589t}

4-[(4-EFow v dolulw) wd]-slselt-1-F}8 A4 U-v] A -7-wE 4 W xE|o}E-2-9) oluE

= E-4-A-wzE o} E-2-dokul B 4-[(4-FF e R-vdotr ) - F ] -] A2 g Agste] HA
sH3HEg 3] WA A (25%) 241 S5l MS: m/e=522 (M+ H™).

2146l 330
4-glol=EA e -4-s D - e R -1 I8 A 4w S A7 F -4 W e} E-2-9)ofu]=
4= EA-T-REA-4-U - 2] o} F-2-obRl L 4-3o| SN B P -4-3d -] 2 AHgSel, EA HAES

e A 3 A(50%) 24 F5EHA T MS: m/e=483 (M+H™").
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4= BA TR E A4~ - E] o} F-2--olel 2 332 -4~ v
FES WA 1A (81%) 2 58 Th MS: m/e=464 (M+ H").

FUE
W
3
i)
>
=)
.
=2,

ZHE2E ARESte] 324 3}

4ol g -3 2 P -1 -FH A (4= A 7B E P -4 -dl 2o} F-2-9) o} =

4= FA-7-REHA-4-L-lxEo}E-2-Lo}nl F 4-o -9 &S AEste] A SFHES WA 1A (26%) A
FE535H T MS: m/e=406 (M+ H").

2 A4 333

4-2-2~-vZgd-1-dreh)-AHed-1-Ft AL 4-HEA-7-EZH-4--wl XEo}=-2-2)-oln] =

4-| BEA-7T-REZHG-4-I-HFE o} Z-2-Y-o}7] I 4-(2-2A-FZgd-1-dre)-9H2dE AL&te] TA 3}
e WA v A(29%) 2 FESATH MS: m/e=474 (M+H").

4-(2-v]E Aol &) w2} A - FL B A (4o B A7 F e -4-Q) - B0} E-2-9])-oln] =

4= EA-7-REZU-4-L - ZE]o}F-2-U-o}7] L 4-(2-WEA] - &)-T] H 2} 3 & AL&3Le] T A 35S 3w
TA(79%) ZA 53T MS: m/e=437 (M+ H").

Al 335

4-Alobie e -s s g-1-7H2 A4 (4= EA-T-BE P -4-9) - 2o} F-2-9)-o}u] =

4= EA-7T-REZA-4-I-NFEo}F-2-d-o}7] E 4-AlolmEd-F S ALEste] A SHES WA 314
(46%) 24 53 h MS: m/e=416 (M+H").

Ao 336

ZH-4-A-WZxEo}E-2-d ol & I gd-4-U
Al 3FES WA 1A (11%)ZA 5% T MS: m/e=506 (M+ H").

rum
_“,i
s
w
zjl
|
e
uw,
=2
[
o
it
il
>
oo
p‘L'
s
=]

4-[2-(4-Frm-dd)-HEdsto|=m—Fet-2- |-y H -1 I AL (4-v]ZA|-T-FF-4-A-Wl ZE|o}=

_2_01 —olul =

v
=,
o
>
b
g
il
o
-
e,
|
o,

2l ZE|o}E-2--obel ¥ 4-[2-(4-F22-A D) -HEsto| =2 -Fg-2-9] -9 29
S Agste] Al BHHES WA 3 A (43%) 24 53t MS: m/e=557 (M+ H™).

4-(2-sol == Aol e) sl oel el -1 -FLH A (4B BA-7-wEY 40 W £E|o}E-0-0)) o}
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4= 5 A -7 - B E - 4- W £ E| o} F-2- -0}l % 4-(2-3ho] EF Ao ©)-3 52 ¥ & ALgte] LA BT S

A 1A (64%) 2 FESFATH MS: m/e=421 (M+H").

A e] 339

1-Q-mEA - E)-3-(4-r| BA|-7-RF -4 -A-ul ZE|o}F-2-o)-]1 -m| &l - o}

4= EA-7T-EZH-4-d-HFE|o}F-2-A-o}7] L (2-H]| FA] -]
A(65%) ZA =538+ k. MS: m/e=381 (M+H").

Al 340

T L k= 1 ey NP O e D Bk R [ E Yoy

= 2_01:1)_0]'11]5

4= FZA-T-REI-4-d-HxEo}E-2--ol¥l Z 4-v|EA oA -T] F 2}-& ALE-3to] HA 3HFES Ho] A A
TA|(84%) 2A 525

sk th MS: m/e=450 (M+H").

A ¢l 341
g-vle s s -1 -7} A (4o A 7w E ) -4-9) -l o} E-2-9))-olu] =
B A -7 R E -4 - Q- Wl 2 E|obE-2- -0}yl % 4-v]D-3s] WL AbgSte] EA SHTES WA 1A AT

"1 FE3F9 T MS: m/e=391 (M+ HY).
AN o 342

4-9 s ole] 91 -7} B A (4-b] BA-7-RER-4-9) - 2 E|o] %

=4

4-HEA-7T-REZH-4-L-H ZE|o}FH-2-U-o}7] D FHgd-4-28 AL-&3te] FA 3HFES WA 14 (38%) A
539t MS: m/e=391 (M+H").

S
>
>
19,
lu
ull
&
ll
©,
>
_O|_J
1,
i
fi
>,
&L
&
I,
T,
a
Ny
I
~
N
=)
fi
>,
\]
td
]
e
>
[e]

~9) -z El o} £ -2-9l)-olu] =

ug gkl EAl 5

11-t&a-1A-Elow FR-4-F} B 04 (4-W| BN -7-F F-4-% -4

A-mFA -7-RE--4-A-zEolE-2-d -0l R He R Ed 1,1~

4-<
A (50%) 2A S5t MS: m/e=427 (M+H").

o
Jo
>
>
o
Iy
Ll
>
>
ofo
=)
s
5|
2
S
ol
itd
o
uv)
=

A el 345

4-3tol = A v g-s] s el el-1-FH A (4-T] EA] =70 E ) -4 -0 -]
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4-m EA] -7~ H-4-A-dFEjo}L-2-dolrl & 4-Flo|=F A v e -3 | 2| d S A}-&5Fe] FA| 35HES WA 1A
(31%) & A T;—é}ﬁiu} MS: m/e=407 (M+ H").

2 A ¢ 346

Sl =2 -FEA -1 I A -HEA-7T-FZH-4-A -l FE]o}=F-2-)-oln] =

4= EA-T-REZA-4-I-HNFEo}Z-2--o}7] F FElSIo|=2-FAEHE AMES ¥A I3ES 9 13
(79%)Z A FE539th MS: m/e=432 (M+H").

A Ao 347

2.3-Mx-14-t] A -8-0lA -T2 [4. 5| H|ZF-8-It 24 4-w|FEA]-7

— 940l -yl £ E|o}E-p-9l)-cju] =

4= EA-7T-REZA-4-I-NFE o} Z-2-I o} & 2 3-WlF-1,4-UFA-8-0} -2 2[4, 5] G| ZHE AF-&3lo] 3
Al 3ES WA 17 (63%)ZA F5 AT MS: m/e=483 (M+H").

21X ¢ 348

4-(4-HEAN-7T-HZH-4-A-HFE|o}Z-2-I-Flut R oD -F FH e} 2 -1 -FF LA A v €] o ~E =

4= EA-7-REZH-4-d-MFEo}L-2-A-o}7] & FH 2} -1-7 520 e g AH 25 ALE5t] ¥4 =S
WA 14 (90%) ZA 58t MS: m/e=436 (M+H").

2 A4 349

SEetolEw o] ARl -2

4_131]% - =
(53%)ZA F53A ). MS:

el 350

3-vg-vdeld-1-FHE A4} (4-r 5 A]-T-R3

i

4-| BA|-7T-REY-4-J-HFEo}Z-2-Y-o}7] & 3-u]
A FE5HE T MS: m/e=391 (M+ H*).

ruﬂ
ja
S,
ic)
au
o
>
>,
oo
ob
2
1~
2
St
o

sl etE-S WA 1A (50%) 2

A Ao 351

3-sto| =S Al -sloelel-]-THR AN (4o HAl-7-0 E )49 -H) FE o} F-0-0))-ofn] =

4= 5A-7-EEA-4-d - oE-2-d o7l B 3-sto| = A ME -T2l d & Agsto] A 8Het
A (69%) 24 53 th MS: m/e=436 (M+ H").
A el 352

34-Mx-1-SA-8-o}A-~0 =2 [4.5]d2F-8-Ft 5 A4t 4-H|FA]-7

BE-4-9) -l Elo}E-0-9))-oln]c

=
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4-HEA-T-REY-4-Y-HZE o} ZF-2-U-o}7] D 3 4-MF-]1-LA-8-0}A-2T 2 [4.5]H 7S AL&3lo] A
3}HES vhe A 1A (67%) ZA 5T MS: m/e=481 (M+H").
2 A4 353
4-(4-HEA-7T-REH-4-A-WHl ZFE|o}F-2-A-7]}n} V- A HR-1-FHE A 3F-FE o ~HE
4= EA-7T-REA-4-I-NFEo}L-2-d-o}7] & I -1-7}544F 3 g o 2| 2 E ALE5te] A 35
55 uhe g a1 A(66%) 2 =5 MS: m/e=478 (M+H").
A Al ¢ 354
4-dtol= =X -4-HlId - eI -1-FFR A - EX-7-FEZ&-4- Wl L E|o}F-2-9)-o}n =
4= EA-7T-REA-4-I-NFE o} Z-2-U-o}7] E 4-3|o]=EFA|-4-H -2 D& AFEst] %A SFES o
2 A 34(36%) 2A 53t MS: m/e=469 (M+H").
2 A 355
4-mE-IH AR -1 -FHHA (4-HEA-7T-EEZH-4-A-Wl ZXE|o}Z£-2-A)-olu] =
4= EA-7T-REZH-4-d-MFEo}LE-2-d-o}] E 4-wE-FH S ALt FA FES wo] XA 1A
(20%) 2 A FE5359 T MS: m/e=392 (M+ H"Y).
2 A 4 356
4-EgZ 2o 2vg-dHfgd-1-FtE A U-HEA-7T-RZ-4- -l ZE]o}ZF-2-2)-oln =
4= EA-7T-REZA-4-I-HNFEo}F-2-d-o}7] Z 4-EZF 2w ed-T S AE3te] 1A sES YA
TA(16%)=A 538+t MS: m/e=445 (M+H").

A Ao 357

(143 d-1"-FH 2

R4 (40BN -7- 2 E R 4= -l 2 E] o} -0-9)-o}u] =

4= EAN-7-REA-4-A-HZEo}E-2-U-o} & [1 41092 & AL43te] A =S A 314 (35%)
24 538k MS: m/e=461 (M+H").

2 Ae] 358

3-(4-HEA-7T-"EH-4-AJ-wl X E| o} )-1-(4-mEA A D) -1 - g -2 o}

4= EA-7-REH

IA(40%)2A 5733

Al 359

1.4-t] G Ab-B-0b =225 2 [4,5]H 2k-8- b A A (4= 5] -T- B E -4

A-Hl ol -2-9)-oln =

_80_
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4-H EA-7-REZH-4-I-MFEo}F-2-A-o}7] F 1 4-T]ZAL-8-0o}x}-AF] 2[4 5] H]7HS ALE-5Fe] ®A] 8H5tE
S Wo] XA 3A|(28%) 2 53 th MS: m/e=435 (M+ H").

Al 360

ga-talole 1ol adEel -2 A4 4w BN 7w E 4-2) W zE|o}E-2-9)) olu]=

o

Apgshe] EA) SHEHE

o
F

4-HEA-7-REY-4- - ZE|o}ZF-2-U-o}7] L 1,2 3 4-HEFsIo|=2-0]12F=d
QAAA 1A (63%)2A =53 tE MS: m/e=425 (M+H").

2] obE-2--obyl R - g okt & Abgate] EA| SRS WA 3A(19%)2A
H

4-3tol = A -v] s el ul-] TP A (4-r] BN -7- B E )49 -Wl 2 E] o} F-0-0))-ojv] =

=]

4-m| S A -7T-EEd-4-A-HxEolE-2-d-odl B I gd-4-25 ARGkl FA SFES A A (50%) =A

4=v 5 A - A 2 Q-1 - A U] B A 7R -4 -l Elo}E-2-9))-olm] =

BEUA4-Ad-HzEo}lEF-2-d-ol7] F 4-vEA -T2 IS AFESFY HA 35HES 34 A4 (33%)
24 55T MS: m/e=407 (M+H").

1= - INCE O REA 4B A} (4-w B A -7-REH-4-9 Wl FE]o}E£-2-9))-o}n| =

4= BN -7- R EU-4-A-MEE| o} E-2--0bY]l R EQRFA 1-SAl=E ALESe] TA S WA w7
O

A =
(87%) 72X 53tk MS: m/e=411 (M+H").

G E b -4 A -7 % E 740l - #E o} E-0-Q5brlp o)yl se] €l -4--v] & of 2]

A-gpol=mA WY - A g U -1-7H5 243 4-H5A-7-RED-4-A-dlFE o} F-2-9)-0}1 =(300mg, 0.43L ]
) 3 N- 131’4 o] X ZPolHl(95ul, 0.56™ 8] E)& CH,CL,(10mDol &3lA17]1aL, wWighdxd S 22bo|=(36ul, 0.47
AEE)E AR v, EUEE TR 34 aldkakaint. ik AA} Boll 7] A= of Sl whet o] At A
AEg A A (34%) 24 58I MS: m/e=466 (M+ H").




M
|
v
i
T
o
£
=

JH YA -4-FH5 242 (4-v|EA| -7T-REHU-4-
7T-REA-4-A-WFEo}E-2-A -7 Y) -] H 2} -1 -7} 2 2
AA(99%)ZA A Z3FA T MS: m/e=378 (M+H").

A6l 367
B Eg-4-9)-WlxElolE-2-9)-oln=
ol ahel, [1-(4- %A

gee]d-1-7p A4 (4-HEA] -7
)-ofr| =l gk Ank 1
28y 34 s

A-opv]eHEl-

U H Y H-4-7H5 A (4-H EA-7-2Z2 P -4-A-wl ZLE| o} F-2-
“T-REA-4-Ad-HIFEolE-2-d - R ) - d gl d-4-Ld v & | -7kt 3552 oﬂ Eﬂ

1(50%) 24 A28 th MS: m/e=(M+H").

LU A
2 Al ¢l 368
U-TEA-7-52FAN-4-A "l FE]o} £ -2-9) TNt 2| S A] o &l o ~E 2
}ﬂ1(300mg 1188 E) 2 N-oldtjo] ~x 2o} (0.56ml, 3.4
Z 58] A A

4-v| EA -T-EZ U -4-d - ZE]o}F-2- 14

S g Egslol =2 S (1 1ml)ol £ oHA]ﬂ al, 2-v| EA] oﬂ EEEEDﬂO]E(O.Mml, 1.4488E)

7}t Sl et 0101, EFES AR T0TCE 7}%%}%@ RS Ao WAL, BS HAUEtaL o € o} A o]
obzl #7] 44 Na,SO, & AxA]7) 51 7d %L | 7bA] A ATk, 32A] SHeHE S 3] WA 3R (52%)

2 23] FE35Y. B
24 =539 MS: m/e=368 (M+H").

A Al 4] 369
[4-(4-HEA-7T-EZH-4-H-WZE|o}Z-2-AI )l A |- E-Fet & g
N-(4-HEA-7-EZH-4-Ld-NZEo}ZF-2-Y)-4-HEo}r] =&l -l Zo}u] =(100mg, 0.24%E 2] &), 2 (29,
0.36E 8 &E) @ HE S22 IXEHo]E(24u, 0.328HE)E UFEZ22HEGmD)ol A7) 11 T+ -2Eo A 184 7H5<t
WHHSEATE LARE AR} Coll 7] A H o] 9= vpe} o] A2 D HAAA A FA eSS v FA 34(66%) 2 55
9h. MS: m/e=471 (M+ H").
A Al ¢ 370
ZE|olZ-2-9)-oln| = Flol=g TR elo|=

Z7 1-SAlo]| =2 A}g3le] TA

A6l 371
N-(4-=o] EA-7-5] el -1 -9 - 2 Elo} F-2-91) -4~ 2 6 & -y =o}u] =
ER1-4- el ohg-2-2) - Zelv| (A 275)90 Hha) 14 vhek 2ol 4o

3 A HFEL AR G DA F 5 10%2

2-N-(4-HEA-7-5
) O] H Y o 2 HE] sl

4-ZFQ
HER-]-o| EA-2-HEZ-dlH 4
FETH MS: m/e=400 (M+H").

AIA) 4| 372

4-ZF 02 -N-(4-o| A g ZA-7-aHfad-]1-I-wl ZE|o}Z-2-9)-wl =olu =
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olﬂ

=53] 10-0526487

Elo}Z£-2-) -l Zolu| = (A Ao 275)0 3] 7] A E nie} o] 4-
do g HE S935le] A4 31ES A|F5HaL, v 24 uA A F

4-EFQR-N-(4-¥| 5N -7- L EHA-4-A Wl 2 E| o} F-2-) -l =olu] = (A A o] 275)e]] Thal] 7] A% ve} o] 4-
HER-1-HEA-2-UEZ-dlxl 2 vy EdogRE Fsle] ¥4 3FES AFxsa, vt 4 uAz2M F 55
°F 10% = 538tk MS: m/e=372 (M+H").

A Ao 374

4-EFOR N-(4-w %A -7-[1.4]1 SAAF-1-Y - ZE| o} £-2-9) -1l Zolu] =

4-ZFQ & -N-(4-H|EA-7-RZH-4-A-H X E|o}ZFH-2-)-wl Zo}u] = (A A] 4] 275)011 sl 71 A vpe} o] 4-
BREF-1-UEA-2-1HEZ-HA L [14]SAA B ZRE Z235te] BA SIFES A s, 32 3 IA 24 F
F& 9 10%% 55359t MS: m/e=402 (M+ H")

2 A 375

BEY 4o A (4] A -7-(4-H BA -] s el el -] -9))-H £ E] o} F-0- | —ofu] =

BEA-4-FFR AN (4B A -7
HRR-]-vEA-2-UEZ-gla 2 4-v]= A

1_
N FTE F10%= 533 H MS: m/e=407 (M+

rUFﬁI

olu| =(A A 4 136)0] thaE] 7)1 AE vle} o] 4-

%_4 OE]_ = ])
- o wBE Zwale] A FFES Ak, Yo B nA

N-(7-0lAlgh-1-9 -4 -] Z AWl 2 E|o}%-2-o) 4 E = ¥l Zolu]=

4-HR2HE-1-HEA-2-HUEZ A, olA & 2 4-HEZ-WZd F2go|=E } gto] 4-FFQ 2-N-(4-1|5A]-
7-REU-4-A-Wl 2 E o} F-2-)-wl =oln| = (A A o] 275)el thal 7] A upe} o] A =S A xstar, e g
A AR FFE Y 10%E F58A T MS: m/e=427 (M+H").

A Ao 377

AAd 157)9] t3] 71 AE vpe} o] 4-HE R -
A2 o e o -3 —*—E‘r‘ﬁrgi-‘%d Fustol BA| BB S Az, Be FA 17

22X 2 FE F10%E FE3H9 T MS: m/e=376 (M

2 A ¢ 378

4-ZF Q2 -N-[4-HEA-7-Q-wE-olnt}ZE-1-H)-w FE|o}F-2-d |-Hl=oln =
N-(7-o}ddolu -4 - BEAX -H ZE o} Z-2-A)-4-ZF 0 2 -l Zo}u| =(100mg, 0.28%HaE) =D =2 A<k
(Lawssons reagent)(135mg, 0.33% ¢ &)< THF(lOml)Oﬂ LA 73, FHALENA 184 7HEe wylkslg T g S
AAG L 4 Aol e 19 (227}, LA CHyClL/MeOHZE 2N 44 NH, 99:1 1] 194174 84 238 45
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stglom, o] ol E(10ml)el &A1 7] £ 9 EmEH(19.8mg, 1.4 g &) o= Helatgdtt. FY oA A7 T, &
H‘“— AASL, A &S (10mD el A7 &, oln| ol EL 3| = t)md 0}7\%]‘5"(15mg 1498 8)S Arlsta E515

Ao A 18A1HE o kel vl S A A FFES oA (10ml) 2 A3k 3k (1ml) Fol A 242 3HE < 8
EAWB} EFES BEGOmDE A7) BAGEF O R pHE 88 A4t} oS UIFEEW PO R 33 547

o Bopd f7] FEES MUEFoR AxATa ﬁuHE AR, Zd4 A=vtEIR (Y7t S
CH,Cly/MeOH% 2N =4 NHy 96:4 WA 9:1)ell ofs] A 3hgh=& 24 LARA #5830 MS: m/e=383
(M+H").

Ao 379

Lz,

2-F 2@ N-(4-| BA-7-W E)-4-Q - £E]o}£-0-))--r]d-o] s mEloju] =

O

THF(700mDF 4-"1 A -7-2ZH-4-A-d ZE|o} Z-2-U -0} (13.3g, 50.1E ] Z)2] wHt e N-o]Et]o]
2X2olRl(21.3ml, 125E 8 #)& A7 o], EFES 5TE Y4711, (E22WeH350m)ZF 2-2F 22~
6-mE-olAYIE =Y S22F0]=(10.5g, 55.1E =)o &NS 2AbEtel A4 Artsiadct. g EdES 20 Tl
A SRkt kAT, o] E3ME o WEHE(40mD S 78t 10:8 3 Ald Rkt S31ES AFAA] 5F A7)
i, =S ol obAH o] Eot SEAGEF E3} & Atolof] LulAZITE f7] & Na,SO, 7l A ﬁi%l?h &l

2 27k 229 AAYES CH,Cl/MeOH(98:2) 2 2] A17]3= SiO (M 23 230 W] 400M|4)) ol A A2rte
A7), AR RS Hold §UE FUA PO, FA SRS 24 2A(16.0g, 76% FEIEA T3

MS: m/e=421 (M{37Cly+ H"), 419 (M{35ClH+ HY).
19k A2} Eofl whe}, AAld] 380 @ 3819 3}35S A %83t}
2 A9 380

(4=r] %A -7-% FF)-4-9-W % o} £ -2-9)- 2 o]

A= A -T-EED-4-A - E|opE-2-d -0l B A (209%) ZA F25-3

9 h. MS: m/e=309 (M+ H").

HE
o2
t
i

(o3
S
il
>
>
oo
_0|L
2
=5
2
oty
e
il
ftlo
=
1

2 Ald] 381

(4= B -7-BEA-4-9-WxE| o} -2-9)-shyHat A o e

4-mF A -7T-REd-4-L - E|o}E-2-A -olWl S ARG3ho] ofwl S H7lebA] A FA e S WA L3(75%)

o 72X FE3TE MS: m/e=386 (M+H"').
A Adl 3799 AREA QL o] whel, o) B3-S Az e A
A Ao 382

2= 2 -N-(4-W5A-7-8 Ee) -4~ -l xElo}E-0-)-o] S| FElolu] =

4-vl BN -7-RERD-4- W ZE ok E-2--oh¥l L 2-FR2-0| 2 HE Y SRS AL EA T
S 2 9A4(59%) ZA 539t MS: m/e=407 (M{37Cl}+ H"), 405 (M{35Cl}+ H").
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g we AE(10m) ¥ t22H20m)%F 2-FZE2-N-(4-HEA-7-REZH-4-A-d X E o} Z-2-U)-6-WE-0o] &
Ysgoln =(1.00g, 2.39E 2] &) ] wuk Fetdlo] 8 ¢ = }EF(2.0g, 13.328E) 2 @ ¢ =34 A24H0.95ml, 7.2
g5, 57% 543)< skl 0101,@15 =S 100CNA 96A17H5<t 7FE ST S3HES JFolA FFA 712
ES OS2 2vee] AP vy, SENYEF 23 &9, 0.1M aowm F &d g 23l AR ASsA Al
A3t} f7] A4S Na,SO, Aol A Az2A 7)1 3 guj & ZuA g 24 A4S < CH,Cl,/MeOH(99:1 7] 98:2)Z &

2l A]7]= SiO, (M 221 230 WA 400M#1)del A A2vtea v ) 7]a, A s 295 Bol §rls STAFSEHN, &

A 3tetES 24 1A (80mg, 7% &) EA 52U T MS: m/e=511 (M+H").
1wk A2} Bol whek, A4 o] 384 W 3859) FEHES Az
AN el 384

11 -3-(4-P] %A -7-5 -4~ -ul 2o} £-2-0))-] ~v]&]-$ o]

4-HEA-7-REU-4-L-HlZE| o} F-2-L-o}7] & N-wll Ao}l & AL-835Fe] F A 3F3HES 3| WA 31.4(94%) =
A FE3519 T MS: m/e=413 (M+ H™).

Al 385

3-(U-mEA-7T-RZFHA-4-A - FE]o}L-2-9D)-1-vg-1-FH -9 o}

4= B A -7- B E U -4- Q- £ E| o} F-2--obyl L N-vlg-2-s Dol Dol g AHgatol EA SFES 394 3
Atk MS: m/e=427 (M+H").

Aol 379¢] Ak ol whek, A Al 386 WA 3919 HEHES Al

2 A« 386

N-(4-HEA|-7-2Z & -4- - ZE|o}£-2-9)-2-F J-o}x Eclr] =
4-HFZA-T-REZA-4-d-HZEo}E-2-L-ol7l ¥ FdolAd F2efo| =5 ALgste] BAl SIFES S 3 3
A (37%)2A F53Fth MS: m/e=384 (M+H").

2 Al ¢ 387

N-(4=0 BN -7-W E A -4-9) -4l 2 E] o} -0-0)) -2 2 9] o] =
A-HZA-7T-REA-4-d-HlZEolE-2-Y-ol7l Y 223 od FReo|=F AMgste] ZA SIFES S F4 1
AN (5% =2 534 MS: m/e=322 (M+H").

2 A ¢ 388

2-HEA-N-(4-HEA-7T-FZA-4-AU-WFE|o}Z-2-A)-o} M Eolu] =
4-WFZA-T-REH-4-d-HxEo}E-2--ol¥l & HEAolAE SR =F ALEate] HA FES S A4

AA(37%)2EA 53R MS: m/e=338 (M+H").
2 Al 4 389

HEA A-H SA-7-RZ-4-U-HFFo}F-2-¢)-oln &
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A=A EA TR E D4 WEE| o} E -2 —ofl ¥ W) 2]

2ol =E Ag3le] ¥4 §5t
(48%)Z A T;—a}aiu} MS: m/e=350 (M+ H").

Al 390

N-(4-r] %A -7-% Z-4-) -4

=
N
fuf
B
kN
o
o

o)) o] 1B 2olu] =

4= B A -7- R E U -4- DM RE| o} B-2-Q-0}¥l L o] R EIY FRefo| S AHgelel BA TR We F

S
A (8%)ZA F53F9Th MS: m/e=336 (M+H"').

A Al e 391

N-(4-m EA-7-F Fe-4-9 - FE]o}F-2-9)-3-A -T2 3] Sojn] =

4= EA-7-RED-4-Y - 2 Eo}E-2-d -0ty W 3-AdZevod FR|=E e XA FFEL e
A 14 (3%) 2 53T MS: m/e=398 (M+ H™).

I A3} Bof| whl, A Ao 392 W% 3962 8}3tE S Al £33t

A el 392

1-912-3-(4- A A -7-BE-4-9 - 2|0} FH-2-91)- $-2f o}

4= BN -T-REA -4 2| o} Z-2-—obul B Wl Hobul & ALEEle] TA BB 8w 1A (99%) A S5
a9tk MS: m/e=399 (M+ H").

A el 393

A -l 2 E]o}E-2-9)-3 - Y&l -¢-e|o}

~4-Q -z o} E-2--obyl 2 2-s o] Dol S Abgatel HA| HERE 5y

AW 1A (87%) =
A FE53519 T MS: m/e=413 (M+ H").

A el 394

1-Q2-m| S A - &)-3-(4-r| SA|-T-RE-4- Ml ZFo}F£-2-9)--F o}

4-HEA-7T-REZH-4-L - ZE|o}F-2-U-o}7] L 2-w|E Ao Eo}7l S A}E-3lo] FA| 3}3HE2 3] A 14| (80%)
22X 59T MS: m/e=367 (M+H").
A A€ 395

12—l gl o] e) 3-(4-v] %A 7- 2 E 4-0l W |0l F-2-9) 1 -v]&-$eo}

4-m A -T-EE A -4-d -l ZEopE-2-A -0l B NNN'-E|vdeddt]olvl & ARg-sho] A Shehe
A LA (61%) 2 A 538FTh MS: m/e=394 (M+H).

tlo
toie
N

A el 396

1-2-trgoln - e)-3-(4-HEA -7-HF & -4- -4
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4-T) BN -T- R ER -4~ - £ E] o} -2-9 —obm) N 2-v] v o} o] Hobv S ALgSte] EA HFBL WA 3

A(79%) ZA 53k Tk MS: m/e=380 (M+ H").
A A 3799 duk W ol w}, A Ao 3979] 3F5HE-S Al =33t
2 ¢ 397

4=t e olr] e -N-(4- v % A -7- 8 E¢l-4- ) -gl £ E]o}E-9-0l)-HE] 2ofn] =

4-HEA-7T-REH-4-Ld-HIZEo}F-2-L-o}7] & 4-treojn]=-FE Y F2eo| =5 AFESI] 1A 3 ES
e A 1 A(10%) 24 =539t MS: m/e=379 (M+ H™).

FU

AAle] 1 WA 1879 FHA ] Az

(7-8 0 T -4-WEA-HZE|o}Z-2-)-F|5At el o ~H =2

(4-H B -wl 2 Eo}E-2-2)-7Pkal Mgl o ~H £(31.0g, 130E &%) 2 oA EAN}EF(32.3g, 3942 g &)S W%
AF400mlel &A1 7] 0Coll A 932 ¢ =(13.5ml, 2642 2= A3 A st} v EFES Aas] Heo=
7F2A1 713 15417 F mdkslel), &(1.3DS H7hek &, 4% A AES s B2 At o3 AoaE
H oo HEZ S| =2 F (e 150mDell &A1 71 1M E| QA EF F8odoz gt} Z(¢F 2.0D08 H7}
o AHES I ATl thg, 60CA 12475 AXATh WA 314 42.3g(89%). MS: m/e=364

(M").
Al el 399

A-m| S A -wl e o}E£-2-9D)-FPHHAE g o ~H =

O F 229 eH(230mD)F 2-obr] =—4-HEA A 2 E] o} Z(23.6g, 131H =) @ I d(12.6ml, 157E 2] Z)S 0Tl A
e SEEIX200]E(10.6ml, 13788 =:)&E A3 Attt 108 ¥, Wd SEZEX 2o E(1.0ml, 13298 +&) %
92 9(1.0ml, 1298 2)S H7sh) 108 5, EFES 1M g4F 589 200mldl F-ol¥ i f7] & ZeA7] b, o
S22 E(250mD o2 A A 7] AF(50mD = Al F s}, f7] S d2A 7] Sl E 1 Fe A SEAITh fA o

A 31.0g(99.4%). MS: m/e=238 (M+H").

A Al el 400

U-mSA-7-dd-slxE] o} L-2-)-FPHAF 3T o ~HE

THF(50mD% 2-opv] -4 -mH A -7-sd-ul 2= ¥ o} & (1.0g, 3.9E =) A=Al H(3 T;L F-EA7F R ) -4
(BOC),0 % DMAP(47mg, 0.049 8] &)& H7letal, £FES Aol 1A kg ok, 60Tl A 3175t
BT WAA ) &, Sl E SHAT| AL AFES Aol S 2 ELHEIOACY] Tl (10% WA 50% EtOAc) & &E| A7)
SiOy (Ml 22 230 A 4007 #) el A A=rtEI9A7]a BdE 286 Ee & &lE e He =2, 24 34

=1
=
al

i

58 A £9(1.1g, 79% &) .2A F5339th MS: m/e=356 (M™).
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olﬂ

2-oprie-4-w| EA - 2B o}E & ARRSEe], A SteES WA AA(60% FE)EA 5T MS: m/e=281.2

(M+H").
A A E 402

2o}t —4 vt A 7w -l |0l E

24 R UIAE=, 5 53] DE 26566468 3, 1978]¢ w

244 »'—Zﬂ TlE1 1:4 =, X =229 —,
=3k th MS: m/e=256 (M"). &%

53] B [N-(HZE] 0} -2-2) S 412} =
2 g-obre—d-m EA - E R R EA SRS Axea WA a2 55

B
207 W= 208°C.

A ATe] 403

A= A =7 -d 5 A -l £ E] o} £ -2 - —opw]

CHCl,(70mDZ 2-H 5] -5-5] 35 Al -5 d -F] 2 -8 oH(8.25g, 308 & &) 2] @] CHCL,(10mDF H(4.8g, 302

2l E)S 1023 A71skie), oo, Ta& 3AR e}t 73 f7bx] 7pdsta Ao WAl §, SvlE A7
3

FE-S MeOH/o B 2(1: 4)ETE1 A sA AT A3} Ae]TE NaHSO, 238} 578 4/5(1:1)(100mD), E(200ml), IN
NaOH(60ml), &(100ml), UW

stoll AxAA, A sHhES A o ](6 7g, 82%

A HZ(100mD)ZE A&}t o] 2 A =59 1A &2 & 73(0.05mmHg, 60T)

£)2A 589 MS: m/e=272.1 (M7).

ol whe}, 2 Aol 404 YA 4099] BFE-S Al 251,

2 A e 4032] dutz el v
A Al e 404

g-obv] i -4 -] % A -l 2Bl o} -7 -oHR A A v o e

4=V 5 A -3-E| 0 Aol Bl £At WY o 2E| =S AbgSte] EAl HFES WA A% FRA FESAL,

MS: m/e=239.2 (M+H").

A el 405

7-B 25 —4-| B A -8l ZE]o}ZF-2-2 -0}l

(5-B 2B -2-W5A - d)-F 2.9 elokE ALgste]l EAl HETS WA DAU6% FEIEA FHAAT. MS: m/

e=258 (M").
A A4 406

7-3F-29-4- %A -l £Elo}E-2-9 ol ¥

(6-39-FE-2-w|EA -Hd)-H o g-#olE Ab&ste] A =S WA 1A (79% FE)EA TS5 T MS: m/

\noT "

e=238.1 (M").

A Ao 407

7-olA g o}u] 14 -] % A -4l £ E] o} F-2- A ~opu]

(5-obAl g o] sm-2- | H Al -3 D)-¥] 2. Sl o} 2 AL geke] HAl HFTES A AU FEIZA FEHATE MS:

m/e=238.2 M+ H").
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Aol 408

4-HEA-7T-(IH-HE#ZZ-5-2) -l FE|o}=-2-¢ -0}

¥

2-EA-5-(IH-H Eg}E-5-)-dAd-EH o F-d o} & AL&3le] Al sEs 244 1A (54% T&)2A 573}
o}, MS: m/e=248.2 (M™).

A A el 409

(4-r] = A 73] - E]o} % -2-1) ] & ~o}y]

|

(4-mFEA -1 d-3-d)-El ef-eotS AHEste] Al SgES WA uA(7T1% &)= F5sIY. MS: m/
e=270.1 (M").

F

Al 410

S-rl A =73 d - FE] o} -2 —o}yl

FEEZIECmDF G-vWEA-HHY-3-9)-E] 29 oH109mg, 0.422 ] &)= _u(zzmwi A sta, e
SAIZHESH 61T 2 7 gt} 3| RS Ao A A & AAE(93g, 86%)S Zd4 AR2rtE 9 (L7} &
2 A ol & oM Elo] E/AFO]Z 2 2:1 WA 5:1)0 oJ3)] wo] A A w24 @ A7t} o] 5 -NOE-FA o3| 33}

9] Y% 2388 regiochemistry) S A A+ Th MS: m/e=256 (M™).
A Ao 411

2o}t 5] W] % A Wl 2 E] o} %

S5—HlEA-7-vd -l 2E o} £ -2~ -ole] wial] 7] AE Ao sAF EAH LR 2,3-HrFAobd(1.0g, 6.5¥ 2] =)
S RNE FWEte] 2-obn| k-4 5-T | FA M R E obE-S 3T Aloll 2 A F 8 T2%= FA TR MS: m/e=210 (M7).

A Ald] 412

6-HEN-4-EET 0 %A -WEEo}E-2-9) oY)

4-BRE-2-E &7 2S5 ol dR(768mg, 32 2]=) B E|QAMEE (875mg, 9 E)S oFAIEAHGmD

H’\] 7131, 0CellA B5(0.19ml, 3.6 8 =)& 41413 *47}5}5} 1A13EEF adkgh o, obAl EACmD S H7skar &
F=g 3AZES 100CE 7Hd e, Ao Pzl FASUHEF & H(10M, 256mD)<s H7betal =S ol
g opAEIC] ER 33 53T Bold #7] S5 AR *ﬂ"* sl AR v Aol A SrfE AT S+ A=
e (27, &ElAl ol e opAlE| o] E/ALO] S REAE 1:4)A]7]aL ol E opAlE o] E/ Aol E 2t o = E A 24 3}

A A, BAES WA 14 24 =53 170mg(18%). MS: m/e=315 (M+H").

01 01:0
ol

EI

Al 413

4ov) SN 79 E ] -4 -H) FE o} F-p-o) ~o}u]

FEREZIXIE130mDT C-vEA -5-EZd-4-U-7d)-F -2 oH5.0g, 1982 =) E BE(960) o2 A sta, &
=S 18AIZHE ERAIZIY. A S AFodA AAG 3 A EE THFZHH AZAA A TH2.8g, 57%).

MS: m/e=266 (M").

A Ald 414
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=418 S A =4 -l B Al £ E] o} 2091 —o} ]

5- S A -7 d -l zE| o} E-2-L -0}l EH 3l Z1A8 A sd WA om G-ESA -2-FA-AE)-H 2
glob=HE Fato] wlo| XA A=A 82% & = T 4] 165TGHE3N).

6-HER-4-EFEF 2 SA -HlZEo}£-2-Ydol7l(157mg, 0.50mg), EFEoldl(0.21ml, 1.5 & =) 2 g4
% ZEE(10%, 15me)S o1]‘5LP§—,J_L(12m1)<>1] HEAZ)AL, 7 el A 96A1 THE )t =23k Sl S o Feffal &9
A2 7bA] SEAIRE Aias o" obAlH ol ol S3jA17]a &= 33 AlHE 5, AxA7]AL Sl E ZEel A Al
A

Foich A ES 2 134(85mg, 73%)EA 53T MS: m/e=235 (M+ HY).

Ko
=

olr

A Ald 416

P I S B o o e R s

(5-XH-2-w 5 A -Hd)-E - oLE AFE3Le, 4-HlFA-7T-FH 5 A -l ZE o}Z-2-d -o}vlol] T3l 7| A=) Q=
v} 2ol A 3H3HE-S A slaL, Hlol XA 1A (70% T8 EA 58T MS: m/e=208.0 (M™).

4= %A -7-8 ) -4- Ao e Wz E] o} -2 ~olu]

THF(100mDF 2-o}n] -4 -w EA| -l 2 ¥ o} F-7-7} B & 1| 8] =(440mg, 2.1
W), oA EAH190mg, 3.2 &) & NaBH(OAc) (672mg, 3.2€HE)E 37}3}

s AdeA et F, =(50ml) R 5% NaHCO, &4 (50mD& #7hetar &3
_"

A =S Bk o, 4 AL BtOAcBOmDE FZ&3a 2ol §-7] A4S NaCl 3k £9(100ml)o.2 A &3t oS
Na,SO,= 11 x2A 7|3 o3 9 FEA T A4 FFHES JH2Z(20mDell A7) 3G v, o] 3 Ale] 25 ol €]

Z(10mD=E Al # 3t 218(0.05mmHg, 50C)skel AxAA, 7A 3ttES 4 14 (430mg, 73% T&)Z2A] AZ=313
th MS: m/e=280.2 (M™).

EZH(276mg, 3.2
t}. o] & 1:1]'%% 20C ol A 484 7F
|

,d
il
ftlo
)

A Al d] 418

2-F R R -4-v| S A -7 -3 d sl ZE| o}

olgel ZEZ(75ml)FE 2-0Fn| m—4-H| EA|-7-FHd-WlZE] o} Z(5.1g, 20 2] &)o] FEtNo| slol=alz A5l
(4g, %mﬂi>mﬁw1avlﬂ&ﬂ ceIadoln(4.2g, 4048 E)E Hrleti, RS 140TAX 184 3HE<t 7}
g3tk Aoz WAAZ & dg S o7 v o Aol E E(200ml), olof AlHZ(100mD) = Al #ska ¥
(0.05mmHg, 70C)3}ol AFxAA 2-3fo] =2} ] —4-HEA-7-H - ZEo}=S WA 1A (5.2g, 96% FE)EA &
E3kot}. 2-3lo] et A -4 -H| EA]-7-H D -l £ E]o}F(4.5g, 16.69 8 EH)S wytEE £33 god FRgol=
(12ml, 165" 2] Z)o] 20%7rol A & M;jbr7i%%~24ﬁ ot 50C & 713t Hb&-& TAA Y. vhg &
eSS WA 7] W (300mD)ell F-o] @2 thd, 0 WX 10Tl A 203t wiksolh, A £35S o 2stal o3} A
o] & E(100mD = Al &3tk o7} Alo] 25 CH,CL,(250mDol &8l 417131 NaCl 23} g9 o2 A&t 7] 4
S Na,SO, 2 AXA7]3 e b TEAA, A 2dS #5353, o] & CH,ClL,E &8 A7]= Si0, (23 230 4
2] 400M4]) Aol A Azvt e AT AAE B8-S Zow FHAA, BA JFES 2 1A(4.24g, 93% FE&)
24 F£EFA T MS: m/e=275.0 (M™).

}ql

22 F3: Synth. Commun., 1992, 2769-80.
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A Ald] 419

4-(RER-4-Hyd)-wl %

H
2l

THF(20mD < 4-(B 224 2d)-M=24H0.5g, 2.2 &) 9] &Yl ZZH(0. 5

i, o] EE S Aol A 1R S mikskgitt. %( Oml)° 3 } }i J% ¥, 3 5—%]7@ ?H &
EtOAc(2X50mDE FZa¢ith, 2ok §7] 42 NaCl %3} & 1z }1 7@;_, o3} W ZuA| AT FEES
CHCly/(oFAlE+ 10% HCO,H)(9: 1) = & A7) SIOZ(UﬂEEL 230 141 Pl A A= v Al7] 5L, A7

1
5 23S wol E9A17] 3 21E(0.05mmHg, 50C)o A AZRA A, A4 3}3ES ]o] A A 1A (270mg, 20% &) Z A
Azt h. MS: m/e=271 (M™Y).

Aol 4199] AnbA Rl Wl ue}, Ao 420 WA 4229 3hgh=& Al =8kl

EEAoln e AHgste] A S-S W0l H A MAZA £5 AT MS: m/e=285 (M),

ogolrlg Abgate] A S-S WA 1A (85% T&)2A 5T MS: m/e=228.1 (M-H)".

tledobrl & Abg-ste] A SHEE-S WA 314 (44% FH)EA F5FATE MS: m/e=257 (M").

2-(1.1-tE&A-ElowEFd-4-9)-o o}yl

E3 &3 [Ho]A(W. R. Baker), Ho]=(S. A. Boyd), H(A. K. Fung), 2~E}¢1(H. H. Stein), dl1<(. F. Denissen), 3]
Z12(C. W. Hutchins) ¥ Z A8 Z1(S. H. Rosenberg), WO 92003429 & (1992)]19l wte} F A 343223 A =33 Th.

A e 424

wle - (6-rd 52l g-3-ou]€)-ol ¥

10T <] THF(120mD< LiAlH, ] @&l THF(80mDE Wl -6-vd UsE o] E(12g, 792 #]&)9] &S Y74

7IA 4583l A A H7EsEAT 20T oA 1.5413bg <k aukel o, 0Cell A 307kl A A g E9H&ol THF/=
(4:1)¢] &= 60mlE H7HeE B Na,S0,(50g)= whe &=l A4 H7hshal o) & AdstA awkad 3, Oﬂﬂré}ﬂ il
Foll A THFE S#A 2tk CH,CL,/MeOH(97:3 WlA] 9 1)Q TR B2 A7) Si0, (M 23 230 WA 400
AFES ARMEIYAAA A 2 A(7.5g, T7% 78&)& AXsAh o] E4& CHCl,(100mDol §81A17]13 5T
] 20Tl A 16413l A4 Bled SR =(17.2ml, 237“‘134%) 7F Agargith SuiE Agel A A7 sk 3
& CHyCly(100mD 2k 5% NaHCO5 4=-8-1(100ml) Akolell ujAl7]1aL, =4 & CH, C12(2><50m1)i F7bE 9
S =]
=] -1

&
05, Bolxl FEES NaCl 23} 8N (1x50mD) o2 MAstal AXA 3, & A FoA FHA T g E

e
o
2
2

N
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S EtOH(80mD ol &ajA17]a2 0C = WZHA1 7] th& 33% W e ol l/EtOH(50m) & 1A 7H5etol] A 271 23k v
EFES 3AREESTel 2 A 20T AN wketginh §jE L5 SEAR &, IFES CHyClyst E(ZH2F 100ml) Ate]

o EujAl7]aL =4 &E& CHyCly(2x100mD 2 F7F2 F&3 thg, A2A17]1L(NaySO,) A A1 F g & oA
a5 2(Vigreux) ZHg Aol A 24 0 A FFES 1 ¥3(0.1mmHg, 68 WA 70C)3lell S/FA1A, EA

Al NA|(6.03g, 75% S8) 2 53 th MS: m/e=136.1 (M™).

Z%%3: J. Med. Chem., 1996, 5053-63.

A A o] 4249 AUk W ol uhe}, A Ao 425 H 4269] 3}3E S Al xSl

2 Ao 425

ol -] 2] -2 <) vl &l ol )

2-2rEvd-ved slol=2 a2 ete|= 9 Y 33% WEob/EtOHE AHE-3ate] 4] 8t3teS F4 94 4(0.1mmHg,
47 WA 48C)(20% &) =AM =538k3lth MS: m/e=93.1 (M-NHCHy).

Aol 426

vl w2l el 4-9) e ol %)

4-ZF22vd-ggd o]z Z 2 o) o % 33% WEolW/EtOHE AMg-3te] EA) 3tEES F4] HA)(0.1mmHg,
60 HA 62T)79% F8)2A 538+t MS: m/e=122.1 (M").

A Aol 188 WA 2089] F7HA &) Az
A e 427

2= Z A -5-d A -H I -E] @ o}

SFAIE(60mD T 2-H F A -5-Hl ZA] -0} d 7 (9.9g, 46T &)2] & Ao wlF o] AE] QA ol|o] E(9g, 556 T &) & #
7]_5]_—1 3‘2%1— % g_],_ﬁ.ﬁ— HH7]]—X](56 C) 4/\12_]_%0]- 7]_ O]_O:h;]_' N&og 1@71—/\] 6 %EHE—L Z:tﬂ-;\];]—y o 01/\—] o %_]X]
A ZAFES 253 A skl MU 220mDEFEH JAAD v, 1AE J‘EWOM o H 2/n-&4H1:3)(50mD) 2.2 A
A3t o8 A 5% 1AE 23 (0.05mmHg, 50C)3toll A F712 AZXA A HZzL 3w Bl o.$-do}= Ho] XA 114
(17.2g, 99% )24 583t N2 W EAFUEF(14.5g, 382l 5)S We2(70mD)S MzL std 9o}
(14.5g, 384 8] &) 9] Aol Hrlstar, o] &S Aol 1A7HEtF ksl o], &(210mD < 7kt A
HuAgE ne 3 e Ao E(100mDE, o] o8 Z(100mD) = A& &Far 28(0.05mmHg, 50C)3lel AZAA, &
A S WA 31A(8.5¢g, 81% &) 2A 53tk MS: m/e=274.1 (M").

A Al d] 4279 AREA Q1 W o whe, A Al 428 W A] 4339] 3H3HES Al x5
AIA o] 428

(5-39-Hg-2-vEA-FHD)-E] o -#o}

4-33F-Fd-2-v A -obd AL Abgdlel HA AFTES WA aA(T9% FERA F5EAT. MS: m/e=238.1

\noTT 2"

(M™).
A Al d] 429

(-opA R ot e -2-w ZA] -3 ) -¥] @ -l o}
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3-obn| m—4-H|E Aol Eold gl =5 AlE-&te] ®A| 3FES 3 nA(69% F&)EA 53T MS: m/e=240.3
(M+H").

Al 430

4-vEA-3-E] 0 ¢ o] -4t Wg o HE=

3-ob -4 -] S A - 24 WY o 2H| 25 ARt Al sEES A LA(78% FE)EA S5 MS: m/
e=240.0 (M").

Al 431

(G-BHER-2-vEX-dd)-H e ¢}

5-BRER-2-uEA-old A S ALEEle] T A4 EgES WA 1H(88% F&)EA 53U T MS: m/e=260 (M™7).
A Ao 432

2-m| = A -5-(QH-H Eg}E=-5-)-Fd-F 2 - o}

2-W ZA-5-(1H-H Eg}ZH-5-)-old A& ALg3le] %4 352 2 14(92% F4)2A4 559t MS: m/
e=250.1 (M™).

Aol 433

1-(4-m A - d-3-9)-3-r & -] 2 o}

4~ A -] A d-3-o}7l & N-t|&-0] 4E] 2 AJol|o] EE ALE-3lo] A 85tE S MA 3LA(96% &) ZA] vt
S5 MS: m/e=273.2 (M+H").

A A e 434

(G-H EAl-n]HH-3-9D)-E] & -7 o}

HELS(5m)EF 1-H2Y-3-(5-HEA]-v]#Hd-3-2)-E] 2 ¢ o}(183mg, 0.51H g H)E HEAJVEFMHELSSF
5.4M, 0.14mD o2 A8, P49 A &S oA}, vete=2 M Fslo], A E(115mg, 88%)< 3| WA 2 A

Az} MS: m/e=258 (M*).

H

ﬂJ

Aol 435

1-M U -3-(5-m = -1 d-3-9)-F] 2 ¢-Fo}

2mDT Wz o] 2E QA ok
v, &S gl AlA
et &4 149C.

5-m 5 A -0 3 d -3- L opwl(129mg, 0.65 2] &)S oFAl=(5mDell &8 Al7]1aL of Al = (
o] E(0.096ml, 0.71 @] Z)9] gol oz A3 el F9eT oA 18475t mut
atal =S Ao iy AASAZIT A E(203mg, 86%)& A A0 F5

Aol 436

Q- ZA-5-"F-4-U-#d)-F] @ 9o}
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W EFE(260mD) el SEE 1-H%xA-3-2-HEA-5-REZHUA-4-A-5d)-E 297 o}8.0g, 21LgE)E 2F Wehe
o] E(W eSS 5.4M) 6mlE mom, WAl 2 A Eo] PAE w7hA] o] EIHES wHkE T EFES 7oA FHA|
7)1, o] 3to)] &) A4S w3 oS WE-e 2 AX(5.0g, 86%) .= Al FE MS: m/e=268 (M™Y).

AIA) o] 437

1-MZY-3-(2-HEA-5-FEZ-4-I-FD)-E] 2 7o}

I E(140m)F 2-HWEA|-5-REZ & -4-2 - »ﬂ@owu 6g, 22U1FJE)4 L] o} E(80mI)FE HMlFY o] A2E] LA
oldlo] E(3.4ml, 25 8] H)e] 8N Hrtalar, e B3-S F Lo 3087 kel 3k A RS 7 Fol A

AAG 5, =4 ﬂiu}ilﬁﬁﬂ(*‘fﬂﬂ, &2 Oﬂ.@_ oA H| ]E/n—z—ﬂ*& L4 =] 1:2)0 o8] =S 4 3Lz
(8.0g, 97%)Z A Tl st th MS: m/e=272 (M").

=

Aol 438

G-l A -2 S A -5 d)-E] @ ¢ o}

5-Hl AL A -2-H| EA]-old W o 2 HE]| Zutalo] A Ao 4279 3] 7] A9 vpe) o] = 58 80%= AT &4
130°C(&3h).

Aol 439

(G- H-2-w EA-Fd)-E] 0 e o}

MeOH400mDF 2-(4-vE5A-3-HUEZ-#Hd)-[1,3]t]=&H(13g, 57.7¢8E)e] &N olgd~(Adams) -
Pt(0,)(700mg) & #7}shaL, 4 417F 2uld W7k EFES 4 di7]stel 20ColA ALatA avkstgitt. ofof, Zuj
= o veteS A ?—, ol A E(150mD) o= th A3} o, Ao A 1583kl Ax Wz A o] 4 E] @ A]o}] o]
EZ A7}8}3(8.5ml, 63.5HE %) 1ES 1.5A1HE9r 378 di7bA] 714sigith. W47 &, §ulE SEA7] L
CHyCly2 &8 7]+= SiOy (Wl 21 230 WA 400H1) Aol M Zies A=t dA A 4 2 d(10g)< ﬂ]ié}ai
t}. o] 998 MeOH(150mDol] Wi WEASIIEF(3.7g, 6928 H)S H7tst & E3ES 20T A 1A 759
]_

=9
30

sttt 1 & fujE A7) AL ZFE-S THF(200mDel €841 7] a2 2N HCI(100mD)< #7138 th& Z3HE-S 305—7&
a9l th EtOAC(200mD S H7sbar, 4 A4S #2]38F 18 EtOAc/THE(1:1)(200mD) & FZ3}lth. 2otz 7] 4

ilg
NaCl 323} 428 9(2x200mD) .2 Al A &taL, Az 9 o 3pa]7]aL, Srf& SEA R A4 722 o | =(100ml)el
AEAI7]AL of el v Al H=(50mDE Al #skar Z18(0.05mmHg, 50C)3kell A2AA, A thes 4 aA)

(4.7g, 39% )24 £53+9 0 MS: m/e=210.1 (M™").
2 Al e 440

2-(4-v] EA-3-UE 2 -5d)-[1.3]c] &g

EFA(300mDE 4-HEA-3-UERZ-M=Ad3] =(11.2g, 61.8C 2 H)9] &l oldal 2 F(5.2ml, 92.728 2] F)
S d-2EA(Dean-Stark) F2] oA

2 ol ] ~E (Amberlyst) A15 X AF Z1(0.6g)E 713t} o] E3&E
stell 16A13best AdsiAl wntsgint. ¥2A2l v, e AE A5 oFejal oS NaCl £33} 589
(3x150mD o= Al A3 B3, Nap SO, = A=A 7130 o 3 5L S A A, 4] 3Heha S edA 4 2 d(14g, 100% &)=

A FESHY T MS: m/e=224.1 (M-H)".
AA) e 441

2= S A-5-(QH-HE#=-5-91)-o}d

_94_



535 53] 10-0526487

EZ20mD)F 4-HEA-3-UEZ-HFXUEH(2.5g, 1.4EgE)o] &Mof o} x| =} EHF(1.3g, 1.8 H) 2 Eg
o dojyl sto| =2 F R eo|=(1.5g, 1.8 E)E H7tstar, o] EFES 100T oAl 484135 wikskgith, =(200ml)
S HArbsla ERES AGA7 g, A4 A4S E202x30mDE H Al F e 7] 42 pH2E AL A AdE uA=
o] B3 o] E(100mD)E A2 e & A3(0.05mmHg, 60C)A AXAIA, 24 HEZDES A X%} o] 45 =
MeOH(80mD el &3l A1 7] a2, Pd/C(10%)(250mg)E 7Fatar, o] &4 Q1 o] 44 (2F 880mD)7F A& wj7bA] =4 17]
Fatell 20T A oF 1AZFERE o] E3HES wWRkeSIth & o el &l & SLAIA, A4 =S WA 314

(2.2g, 82% &) 2A 533 TE MS: m/e=191.1 (M™").
FZF4: Synthesis 1998, p 910.
Ao 442

-89 w=-3-HFA]-5-LE = Al

1-89%-35-tJUEZuA(1.8g, 6.1E&E)S WL (12mDol &A1 713 He-2(5.4M, 1.2mD)F HEAIJUEF
o] golo g Agldt}, o]0}, EFES 65T A 524 7He¢E wukalt}, 92wz WA 7l & E(50mDS H7lska &
A= odE oA EH O] E(GOmDE 33] F=3T} RHolxl /7] 55 4-(100mD = FE38ka XA o, 123 w714
A7t 24 AR EaH (A8 8A ol g olAlH o] E/ALo] F 2 Al 1:1)0]] ol A ES 9 A a1
(1.7g, 99%) 2 A 53t}h MS: m/e=279 (M™).

A Al 443

S-m = A -] #d -3-91-o}wl

71 toll A B 5 (10%, 17mg)S AH&3te] o &hS-(5ml) S oA 3-HE A -5-YUE 2-4]3d(176mg, 0.772 ]
)& 247 e FASAII Y 2l E oJ o S W Fo A A AZ S aReE 2y (d e, &84 ol
gl olAH o] E/ Lol ZF 2 AL 1:1)0f] 93] A E(139mg, 91%)S Z4M QA2 A 539t MS: m/e=199 (M*).

2N o] 444

2=t S Al-4- W Ee-4- 5] J o} ¥l

AR ZEE(10%, 600mg)S AHEste] tE 229 E(100ml) 2 W e-E-(600mDEod A 4-(4-HEA-3-HEZ -5
S)-EEH(6g)S 12838 F4skA 70t o Ttof| o)) Ful& Al A 84S AFoA SEAZY, 4 220}
Eafyde s, 824 dE olAlH ol E/m-A4E 1:1))] o8] AAAA, AL ES )M 13|(4.6g, 88%)ZA] 53
k. MS: m/e=209 (M+ H").

A A el 445

4=(4-v|ZA-3-HEZ-9d)-RF7

4-B 2R -2-UEZ}4(8.5g, 36We] %), REAU3.8ml, 4428 =), ANAF(11g, 512 el%), 2-1]Hd-t]Ajo] =
2824 F2W(960mg, 2.798 %) ¥ e ADoAH o] E(411mg, 1.828E)S t)wE Ao eH(80ml)dll &3jA]7] L
80Tl A 96AIZHE <t wkgtt), o], EdES A0 & WZIA|7]aL o g oA H| o] E(50mD)E S|4 A7 &, tjZeEteo] E
£ 3l A At oA e AR EIH I (LA tE 22 E/HEs 99 DA o ZR A ES A4

1 A(6.0g, 69%)7A F53th MS: m/e=238 (M™).
A Al 446

3-vEA-5-HE=-H|5d
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1-2 2 =-3-HEA -5-HEZ-MA(279mg, 1H & &), AL B E2(146mg, 1.2¥ 8 &), &AFZE(@2M, 1.0mD) 2 HE
I A(EYH Y E29] 0) 225 (0)2 o eH2(0.5m) ¥ EFA(10mDol &3fA17]aL, TFHES 247 7H5<F 90T = 71
sho), 3|k A RS JAFo A A AL AFES EF o R 238 BAZFAAL, S92 IZvE s}, 48

A T EF 22w e/Alo] ZFZ A 1:2)0] 3] WA E(185mg, 81%)S ¥ 24 A=A FE58 T MS: m/e=229 (M™).
A Al e 447

5-HEW-2-wEA-old &

4-BE2H-2-UER-o}l<&(7.7g, 33.14 &), Egjddoldl(4.6ml, 33.1¥88 &) ¥ Y ‘47“(Raney Nickel) =0
(4g)°] %%‘% o EF-L-(300ml)F ol A =24 t]7]8kell 20Tl A 1A 75 Al A wukslglth. 1 3 o] 22 ¢] ko] F4
7F SEHHER.5]D SWE AAN WL S SUAA, TA FEES 82 3 1A4(7g, 104% FE)ZEA =55+

MS: m/e=201 (M™").

N-(4-AEA -7-BEA-4-L-AZE o} E-2-A)-4-F 22 -l =oln| =(1.0g, 2.02 8 E)E CH,Cl,(10mD)l
A7) 78T el A HEZF-E Ry 2.2 tho]=(0.95g, 2.6 & &) B CH,CL,(IM, 7.4mDF 4 shg o] g0
i i%alékoﬂv} 0CRE 7F2A17]1aL 241759 712 wwkek o2, d3(2g), ©]o] E(10mD) % #e-2(2mD<S 3 7sta 4

AR 4 S CH,Cly/MeOHR 23] &8t Rokxl 7] 52 Na,SO,2 ARAN F, A28 w7+ S
1Zi1ﬂr CHyCly/MeOHER-E AAAsA 02X T4 stgtas 34 uA(18%) 24 5383t MS: m/e=403
(IM-H"17).

A Al 449

4-(1-B 2w -o8)-N-(4-| ZA|-7-FF 7l -4-

=
e
|
&3
N
A
]
12
Uk
o
O
&3
=
it

AN e 19] dubxol who whel, FA| 3FES FA 1A(63%)ZA 53 TE MS: m/e=478 (M+ HY).
A Al ¢ 450

3-FRewd-N-(4-m|SA|-7-FF1-4-Q sl £ o}F-2-%)-dl =o}n =
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A A o] 19] dukx el WHol wE} XA 3HFES 75%2] T2 F5IF oM (68%), °1E FE AASA Farr] T
A o] AR89 T MS: m/e=452 (M+ HY).

A el 453

4=[@-r EA - E)-HH - u " A ]~

&3

Z4t

4 22 2-43d-"E4H100mg, 0.458 ] 8)S 2-m5A - g)-mE-o}7l (1.0g, 11.28 2 E)e] &3)A7]3 184]
S 50C = 7HEsiit). S1EA AiES deolA AAsL 4] A=vtEIY Y (E 7t &84 CHyCly/MeOH/

H,0/AcOH 90:10:1: DA e 24, A =S WA 2 A(66%) 24 =53kl th MS: m/e=272 ([M-H]").

2-0Bn®] ¥4 ofrlS A x3t7] 95t F7HA]

A A e 454

4= A -7~ B E 4= Wl £ E] o} F-9-9) -0}yl

Q- d-E] @ $-ellobE AFgate] Aol 4039 Q) we] Wl wAl AT 5

2-MA A -5-REd -4
AA(69%)ZA 53T MS: m/e=342 (M+H™").

N-(4-$1 A G A -7-B 4= - 2 Elo}Z-0-01)-4-F 2 2 e -w] =oln] =

Ao 12] AnbEel W uhel FA4 3FES A 1A (81%)ZA 55T MS: m/e=494 (M+ H").

S
=,

f
[ >,
ﬂ
_VE
(o
3!
il
-

—4-9) Mz Elo}E-0-9) o}yl

2~ EAI-5-E| QLR EA-4-L-Hd-E| L -2 o} & AL-&3o] A Ao 4039 It ol wpe} 1A 8HgtES v 44
TA(31%)2A F538+A T MS: m/e=282 (M+H™).

A Ao 457

[4-r]% A -7-(2-v] & -5 2] ) -4 -9) - Wl ¥l o} -0~ | -Fhy 2t v ) o =

AL-&-3}od 4—HﬂEAl—7—E%% 4-d-wlZE|o}Z-2-U -0}yl & 2-wE-4-EgmExeld-vgd o
Attt MS: m/e=329 (M™").

4w %A -7 (2w g -]l -4-9) - 2 El ol 29 ~ol %]

[4-HEA-7-C2-HE-T8d-4-d)-HZE o}F-2-d | -7FAF HE o] ~H| 2 (100mg, 0.242 8 &E)E 9 =
F(3.0mD)ol &3 A1 713 #&ﬁ}ﬁ%@%mg, 1.188 &) o2 A3 & 6.547F5¢H 100C =2 7Lt vk &35
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24 $53 90 MS: m/e=272 (M+H"),

A]AQA

A v $tE (58 #Hsh)

sy AR mg/ A Al
Smg 25mg_ | 100mg_{ 500mg |
1 _3lsha] 19 3R 5 25 100 500
2 gEZ Z£ DG 125 105 30 150
3 Sta-Rx 1500 6 6 6 -1 30
4 v Az AEe= 30 30 30 150
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