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Eed EE Awedel, RIS Gly-RU4(714, pi 0 Ei 1ojx, R(4)E A4 2L F, Cl,
CFs, OCF;, CN, COMe, ®A4= 1, 2, 3 & 49 &, WEA], d 54, tvdonn, Aurd Wadyd 9
WP AE Yot o] Fola TFoRRE MU 1 wi 2o AdAel o8 AP A, rd mi oy
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3o A gA ] o3 A FHE Hd, YrZE e FHZotHo|th) o],

R(2)7} 4 BE ga4 1
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= 39 &Hol
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R(3)o] A=A ¢FAY F, Cl, CF;, OCF;, CN, COOMe, CONH,, COMe, NH ., OH, ®&4 1, 2, 3 Hx 49 &7,
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29 A9E 1, 2 B 30 A8A6] ols) A sHzelde]n,
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OCF3, CN, COMe, ®&=F 1, 2, 3 H& 49 &, v5A], oS54, tudoetn]w, Aurel vgddxd 49 Wy
Aol g2 o] Rojxl agowRE Auw 1 Ex 2709 A@A|d o) xdd Hd, zd T g zo}
Holth)ola, R(15)E BA2F 3, 4, 5, 6 & 79 Alo|Faakzlo]ar,
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R(2)7F 4, HE & odo]a,
R(3)e] A&x]#] gAY F, Cl, CF;, OCF;, CN, COMe, ®a<" 1, 2, 3 T 49 &7, w5A], 54, tuE
ofuly, Autre, wWEgdyd 9 wegdrdoeln|® o]Fojx] g o2 HE AuYE 1 E= 2719 XFAd <]
& A ghe sE Zotdolar,
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OCFs, CN, COMe, ™l®l, wlEA], o|5A], tjwEopn|w, duprel 9 wE
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W, A& Ay Fgol o v AT FoJrp e FElg 4 Qo

2 g o] slehy 19 sgtEe 429 Kvl.s ZE Adel & sty 2E AFE AASta, ol AR AW
A Z2FE FA3t AdA AF7|(ultra-rapidly activating delayed rectifier) 24 A=A, wals, <&
3 BFES, E3 AW FAM o E W, AW AEUF) £E A 2% X8 2 e A3 At g5
A &g JRoEA g 535 AH3tsitt

A AEAF) 9 A 252 7 S5 A& A FATen. A¥ St w2 Eo] FUtska, oA E
£, izt 28 A THES A FEIT. ol mid oF 1wy o] nj=tolo Al sl w)=to)
A AzE 80,0007 o] Fe] ko] dojdrt.  dAle FAA] FHEAWA IF 1T L 1112 AFY AEES A
A ZIA| R, o] A HAEA Rx

9 DG wpo] olo] Abge] A@HTh. webd, AW RAUE ] @
Ht} 953 oA S e Aol osHor wlg IA L4EHa Ui FE: S. Nattel, Am. Heart J. 130,
1995, 1094-1106; "Newer developments in the management of atrial fibrillation"].

e AAe AN 49 AT (reentry wave) & W] % oz Yeldr. o]y 3= A 234
o] =¥ HAEm F FAld wl§ S ESVE 2 Ao TSt #EF AAE AP ER AS 25
718 S7HA7IE Blol FAAUME FAATIAY o9 ¥AS AEE rIHoR AAHEY[FEx: T. J. Colatsky

et al., Drug Dev. Res. 19, 1990, 129-140; "Potassium channels as targets for antiarrhythmic drug
action']. €% A9l Aol 7AF K AYE Ba) AX yrow §EHE K AR ARF Awol o8 B4

=
Ao AAHn. olek wHste], 374 Aol AR, F IK, 1K B IK,2 o]Fofxl 29 Add A7)
O

2 FXE 25 1119 FRAgHA[d: TadE]=(dofetilide), E4031 B d-AEE(sotalol) ]+ 1& &4
8 2§ AY IS 72 EE Aoz AU, o)t AF A4 L AW AL mRAA 438 F vk 1

Hut, o= 93l setEol gAY A4 AdEoA AW fd AFES TV "EEAE = XSl
2 (torsades de pointes)"@}al dh= {F-Ado] 53] #EE= Aoz Yepdoi[#ZE: D. M. Roden, Am. J.
Cardiol. 72, 1993, 44B-49B; "Current status of class III antiarrhythmic drug therapy"]. Al¥tEo] ©&

B 2R Agol AR =2 AFE olddl, I, AdAle] &AL R Aglste] Aste = Zow v,

ol &IF DA Aol 2HG("FAA AHE-oEA").

3

o

olglgt 2y AME =’ A4St HE(IK)] Al olsl =52 5 JAT, K AE AdAE AR A3
AT7F FAHA &7 Wzl o]e] A2 AwTHA FR1H A FdTt

Kv1.5 Aol sk AR AF7] K (2as 243 AR AF7D e "53] A& &4dst A2 3 vl
[e=]
-

=9 =gAst AR AR ATelA ARS 7Ol 53 $ed e du. webA, K, 2 A% dF
T A9 A % ok A B 4 Ee oAl o

7

3l Al WHolth. Al & ALl A mde K9 Ade T4 anr 53 w4 AW A
Fo W Egy zdsldd 53 AAsA FHdof &S dAlSH = M. Courtemanche, R. J. Ramirez, S.

Nattel, Cardiovascular Research 1999, 42, 477-489: "lonic targets for drug therapy and atrial

—
—
o

=

—-

ation-induced electrical remodeling: insights from a mathematical model"].
Abel Ao mEk wAEhE DK, 2 IK s wlE, 1K, A Al A F a3
2] vy, o]Edl o]f wEol, K, AF7F AdAHE A9, K EE IKY agyds g, Ado ek 1A

woofuk 2FRo] 93e A RE APt Z. Wang et al., Circ. Res. 73, 1993, 1061-1076:

"Sustained Depolarisation-Induced Outward Current in Human Atrial Myocytes"; G.-R. Li et al., Circ.

1~
12
]
o
ol
o
>
rlj
jutad
(0
=2
o
rir
[N

Res. 78, 1996, 689-696: "Evidence for Two Components of Delayed Rectifier K+—Current in Human
Ventricular Myocytes"; G. J. Amos et al., J. Physiol. 491, 1996, 31-50: "Differences between outward
currents of human atrial and subepicardial ventricular myocytes"].

K, A7 E=& Kvl.b AEe A998 s gste] A83te R AdWA = AF701] AlayA] &9, 782
A g SEE[d: HUYA A (tedisamil), F-IulFFl(bupivacaine) ¥+ AMEE®E(sertindole)] 2
=

A%, KvL5 Aol B e 82 2E A0R JAse] dou, kvl5 Aue, 2Aze 45, w4 4
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As) Jle Fa 4§ olsle] BAgol,

A FNEFTE AN0 98/045215+= Kvl.5 ALS Adshe ZF Ad AdARA opnwedwe A e},
=27 BAES TR AN 98/18475% B A FAES TR ANO 98/184765 % 1K, o] Awe Ea Agai= A
o2 duHe] S FHAMARA Z4F v v B 2489 SAbolEe) &8 A v a8y, T
& shehzol el WY AAAIEA EF V1AE] k(=] SUHSS TR AW 96/25936%).  folM AFF
TR ZIAHo] e BE SEHES 299 B I sgted FxAor ksl Aol

AR, 2 e oj28, & AN ZAEe] 9l dERotddxderE el =7t AL Kvl.5 A2
AEe AdAdde] e, wEA, o523 5WE #eld A ZedS e A FFAMARA A

“ @ e % e A 259 And S8 4ga.

2 oagel B, % W, WA 4719 FAs] B, o9 mi s g2 g SolA ey 1V
o opvli: ZHMANE FHEHA R(3)-S0,-C10 A Frejols Ei I TREV weAPony WA 1
o vhehdl mpsh gol Alxd S vk, B @Y(el: BAMES) EE f7] 971 Aed wE Eeld g}
W)7F A712A s olold, AYE sheha Vilel MEdolulw shEaAie BaA o) Hold, o
W, FAsH(: 29iskel, SAYE Et Bled ZReem)sh meste] BYsse] sshy VIIIe) A
Zrelel=g F53 o, S9H BR(DE obnlat wgse] st 1) HA sEEe FEac. e, o
sha VIIe] shgbield %A a%el BB £H, dF 59, SdteA & GUA o, qF =9, &
WE RS EE S4% 2R ARG daelZRAAueln g g surlelnsg Ags
of ohu= A FYAYY] AT PEUS SASlA AFHE FBE W F shlel 3] old gHoz W

sk AEdojrli BT e 1RO obvlzte] W3 FSAE, AF B, e, HES
JERFY wE BTN e BBY &) SI4, A8 5W, 37 ofw Tt ¥ o
A

A me P S

vre-2] 1
R4 OH R4 OH
R5
R5 o , o
——
_R2 _R2
R6 N R6 I}l
o
vi
Vi
R4 Cl
RS
; o H-R1
_R2 — |
R6 N
R7~=S
07" R3
o]
vili
ofo] H=
BuLi #Ed &
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CDI ZhE d]olm| v}

DIC t]e]AXzA7}u Tlo]n]=

DIP t]e]Axzd o=

DIPEA t]o] 43 2o elo}nl]

DMAP 4-t] W€ o}m] ]2 gl

DMF N N-t]H[€ ¥ Folr =

EA ol&l ofAH o] E

EDAC N-ol&-N'-(3-tiW|do}r| = 2 2)-FtH t]o]u| = slo|=g2 Frelo|=

HOBT 1-3lo]=EA|-1-HFEgo}&

Me ™€

WP G2 AR sew, AANA ke 2B g0l AU A7t w4d B4 §HE
! RLER I 4 = BTt o

THF © Ee}slo] =2k
%

TOTU O-[ (Aot (e EA 7R ) E el )olr=]-1,1,3,3-HEGHE -2 HEGZ T2 R E

iy

dutdel Wy 10 AdEFHUAI d¥xd Fzeolz=efe] Hkgd 9%
Organic Syntheses 1952, 32, 813} A}

2
e
e
e
o
o
=)
>
lo
s

M {al

o

=z

Aersr AL = b o}

=S| 06: dxd Egao]z 1.2molS 60CoA & 1.50 T I ESH 260g(2.4mol) E A3 tEZIIAE

Imol 9] el FE Aoz 7pgry, Wg EFES, A9l we, d¥xd FRYo=E FUte 7P5}‘34:1 HP~°:1
—= 1l 1. O

A= w7 (eF 1 WA 6A1ZF B2 60 WA 80Tl A 7@8@ Lgm]ﬂ

o
r

o] AJorM FEHA &= A5, oY oMH o E %OPO% %EW?JB}.

ATA la: 4-EF L 2-2-(F=H-8-HE ol ) w24}

0O
OH
F l\llHNl\
022? Z

&7 248C; MS(ES): 347(M+1).
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A 1b: 6-F22-2-(FEd-8-Axdopu| =)l 2t

pul

¢l O
OH
vH ﬁ X
022? —

2-olu-6-F 22 5.0 2 §-FA=UATY FRolo|l= 8. 0go e dubHel w 1o o8 ¥A 33
B 8.3gS IA|RA F5TT

7 88C; MS(ES): 363(M+1).

ATA 1e: 3-FRE-2-(Fmd-8-dxdopn| )il x4t

pul

o
OH.
age
IO-—(—Ij P

2-ob| \e-6-Z 2R 5.0g

= 4.1gs 5.

yg
P
)
iy
e
e
5=
e
g

ZElo]= 8.0gO ZHE UubHel B 1o ol& %A 3}F

MS(ES): 363(M+1).

B3] gukAel why 1o o8 theol 7|E AFASS FA e
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s==4

¥ 1

AF (ES) j

347 (M+1)

347 (M+1)

359 (M+1)

OH

OH

OH

A7A

1d

le

1f

<127>

<128>

olo

o
)
B

of

A

<129>

A
Fol AlA

KeN
=
3|

3}2l 9.6mmol

Smmol& ¥

<)
N
=

A

Jolr

Gk

<130>

£

3har,

F91el 3}

gRool=g

}‘\l_

tar, 0CE ¥4 &,
A

QF WLRES]
3
o

17 5

o A

=

(B) Elod S=e}o]

<131>

%

B

ZEtol= 6ml Fo A 7}

60T~ 3AIZF Bk Elod &

KeN
=

ol =¥l ZAF 8mmol

Gk

<132>

2w opnle] Alx

3]

94 o so] o

<133>

=

]

E

0.18mmol

=
H

1= 0.09m0l, FA23FA =B AYUHE

L5

21714z,

HERL 200meel] &3

KeN
=

19 o} 0.18mol

oA 62Xt &

NaHCO; &Mooz 23] A=A sit).

bt

0

A

gt

AlA AA

el

2 /THF

o

=
=

AHEREA

=
T

Xo
op

gt

4 g Mg

712 A

=
-

3

Jotmlwmzitate] WS 9

W9 -(1-5] 2= -] v T} -2- v &)-o} 9]

X

Gk

A2 3a:

<134>

o207

<135>
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Hldobdl 19.4g % 2-¥2%-1-vdovthE 10go 28 dnbAl W 3Adl ojs) A4EA(20.5¢)& Azt

MSCESH): m/z = 202(M+1).

HA 3b: WlA-T g H-3-d g ol

SAA®

0.1lmbar @ 130°ColA FA=Z 01 ZH(Kugelrohr distillation)AlZ1 % 3-ygjdweoldl 4.32¢ 2 Wl=Ud3
T 2.12g0 2 HE Uubdl W 3Ad 93 23 o}Wl(2.8g)S AlxT),

MS(ES+): m/z = 199(M+1).
AFA 3¢ MA-(3-olnt}pE-1-g-2 2 )-o}7l

PRANY

Jmbar 2 130Tl A FARO FFAIZ T, 3-ojutpE-1-U-ZTZHolyl 12.5g & Wl=ZLH3|= 5.3g0 ZHH
1ol Wy 3nel olal] 23 obul(3.5) & Alx,

MS(ES+): m/z = 216(M+1).

53] dRbHRl W 3Al o8 k5o e AT AES Az

ATA T A

3d N/\© 188 (M+1)
Hoo /
3e [:::j;/N\N,/\\T:jij 199 (M+1)
H l
N~
3f [:::T/A\N/f\\[:::] 204 (M+1)
H -
3g ©/\N % 202 (M+1)
H /
o

3h N 238 (M+1)
TR0
H
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<153>
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<157>
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SS=50dl 10-0863924

¥ 2b

3i 162 (M+1)
sea s

3j N N 163 (M+1)
| H
~
N
3k = 177 (M+1)

2
I

AWl WY 3B AECRREH o-F opvle] Alx

of ek 120m¢ Fo HAHI AE 67mmole] &AL 30TeA 120ml EollA] Slol=ZAg Ry FRglols=
200mmol % YEF oFMHCIE 200me] &Kl Arteti, =3 o] A= wW7A(1 WA 3A7F F<h)
60T 71dgt. WA T, Wk YRS B2 A7, AA" A4S Feloste] AASAL,
5o wep, FEste] A ES vEke 100m¢, THF 100me E 213 o= ujo} £ 10meol
|aA7IL, &2 57 SU9E WA A 4 di7IgelA 2 UZ(Raney nickel)o] EA|3stel FAstgct.
Eai=s 0440}04 AAs L, W EFES A FEgete ofWlE F5E3taL, olF, Aol we, ARnED

o) A g,

A 31 1-wEZ 2ol

ol

NH,

-9 d-2-%-Bh= 10g o 25 dub&l Wy 3Bol| ofa] Al sheh= 4.5¢& 5.

AFA 3n: 1-3)e]9-4-d- L2 Boky]
NH,

I X
N~

4z edvleld 10go 2 e Qe

%
w
oo
ey
o
_—?L_',
=]
2,
32
et
e
S
Do
oQ

tlo
-
By
%
v

A 3n: 1-9 g d-3-d-Z 2 Fonl
NH,
NS
L~
-9 e e-3--Z 2 a-1-2 1go 255 Anb]l W 3Bl ofs) #A| st 0.9gs 530
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AFA 300 1-AlolF2z2d-1-vduEo}yl sloj=g2 TR ejo|m

HN

(a) N-(ArelE2z2hddud)-ELFolH =

AlolZ 2229 gy

Fol Ej#ia _Jﬂg_ AE 14.8¢(0.1mol), ZEAF 11.4m0(0.3mol) % FEolm= 20ml(0.5mol)E 160°ColA] 18
A7 Bot ZHEEt. WA 7|, B 100mE 7FEE &, W 3] dEE somE 23] FEI. JdEHEA A4S
10% Na,CO; &M 50me=E A A star, Na,S0,= AZXRAIZ the, A7, A 9 U5 13.6g(77 4mmor) O’“ﬁ
E]—' . . T L

(b) 1-Ato]| 2R T2 d-1-d I Ho}yl slo|=rFzeto|=

=

—(A 2 x 23y y = 7

Ii};glai#i—éiﬂéuﬂ‘é)— Eoln|= 13.6g(77.4mmol)(a FF)S 2N HCI 100ml £oll A 18A17F %<t $7A]A
detth. WAA7E, o) 3 IREY somE 23] FET F, FAGE FFAATG. INE -xERe

30meel gaAIZIa, vlFoR 7t thy, WA WFT FolA WAAIZIY.  EAIT 1—40131‘4&;—;;

gulgoly  shelmIEalol=(3.852, 2lmol)el AAE FATHS :
iy .8bg, mol)2]  ZAAE FAAgFste] AASIL, FF LE FAA

ATA 3p: Al ER2 xRy d-2-Y-HEo}vl Sfo|=RER o=

(a) Aol E2xzdngd-2-d-Hddolql

teld elEZ 100m 59 2-HE2RT .
ne F9 2-BERIHY 25¢(157.5mol)S -70TCA T AEZ 300m0 %9 n-Buli &
ant

st
s
2

100m¢ (160mmo 1 )C] 20+ 01 4 5‘% /H —1;}.5‘].\: L —]/\ﬂ oﬂ = 5}\]; 3 <) F 0_}‘ ] Eﬂ = 100md = /] /\]—O] ==
: \ - i , m
__‘LEJ}-E}‘E.L___E% 88g(131m0 ;}-6]'E :Q:, \j—ﬁe ;ODC:]}ﬂ 30‘ 6] 1]- 1]—0_ /\31 E = ;}“ 6—1]' = 2
qul ¢ T — yu v,
}-i 30+ 6] JERTA=1S 6]“:]' ]O /H Nazs(h X lngO 15g = }‘0}‘J~ 1}\] 1]'_ & ]/\ RIS 1__]— —1]' NagSO = s
7 Q e 7 o Al Elgy \:] . wUs=sE T

Lolo) 713l & o:]q_ ]_—7 = o
&l Sk 5, 5 sEAZY. APES S 2U(18.6
kA o .6g, 127mmol)ZEA] 75 WA 120C %
oA FARo] Fx| &AM FHAT|AL, -18TA A3}, e e

ORSEEEEEE BRI RRIE RIS

A = 3L 3 37 -
ol Z 2z dygd-2-d-wdaolwl 2.72g(18.6mmol) (FZ a)S F4 WS 35meo] &3 A]71tk.  NaBH
4

0.69g(18. 6:1mo )S 0ColA Eg-oz 713ich. 0TColA 308 3, EES 2204 247 FeoF wwtela, pH
—é‘ o B_ i - Ay - R ’
M HCIE AFE3e] 302 HEE 2H3 U, duds 3ld i) &M AAS L, s 5213242
§l_

o F719 H Ak Ege *}O]%EJEJAF/M —-dugolnl sfol=g IR e}o|= 8 8g: SE
= L 8.8gw T=

AAl 3q: Aol RZz AV d-3-d-rHoy] sfo|rg I Refo|=

(a) At E2 22 gd-3-d-vdAo}7l

FAR FHAZL $(1307C/0.2mbar), APl ERE 2RIt HYUE”-  8.8g(131mmol) -ERERIgd
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25¢(157.5mmol) % n-BuLi &9 173mmol =F-E AA 3pell o3k #HHe| whel o]l 7.5g(51mmol) S A o
24 A7

(b) Aol 2z 2 dygd-3-d-Heolyl slo|=2F 2ol
o] 7 .5g(51.5mmol) (3= a) = NaBH, 1.9g(51.4mmol) . EFE HFA 3poll thah Hhdo| we} Frjed 2 Hab
I 3 Aol SR Z 2 AN d-3-dmdolnl slo|ERFR}olE 16.6g5 T5IT}.

AFA 3ri 1-(5-m 8- F @-2-2)- T2 Bo}yl

AFA ol B AYEE 11.35g(180mmol )2 1 HHSHHA W ErE 300m¢ 52| 2-w|E-5-E 23] @ JF & 5g(36mmol)
%; 28.2g(336mmol) &o2 FEAHoR wEYAF|aL, g%oﬂﬁ 18/\]7P Bk wke-S *fsgfm z
= 0—4,‘/\]7]_1_, ﬂ%ii“ﬂ% 2 =

lo }'ﬂ

aL, NaSOu= A=A v, FA. obdl 3.9g(28mmol)S HEA o JdHz F53,

AFA 3s: 1-¥d-Z2Z-2-o]don] o]mRIFReo| =

H,N

2

1-dd-2-22yd dF2HE FueE= 9 w3 (Ritter reaction) @ ¥ [F=: Bjorn M. Nilsson et al.
J. Heterocycl. Chem. (1989), 26(2), 269-75]19] ol 93t AL A3 T &%l slgiajo o9& A
3tE S Alxs.

AFA 3t: C-AbolF R E A -C-(6-1] 5 A~ ] ¥-2-2)-n W o}l

N Ny O~
/

(a) Aol S 2z 2q7tndgs| = - 54
Aol Z 2T 2 RAIE A HE = 6.7g(95.6mmol ) S Ao A 18A17F E<F B 250m 9] 0-HlAslo|=EAolT]
15.3g(95.6mmol) = o}l EAVEF 15.7g(191.2mmol) 3 A wwtsli, FEAZ F, Na,SO, 2 7}stt).  zAb

E v 3 gFEEdqE somE 33 FE33, F14S sH5A S, ZAEES A9t ddA azvtEae
v 2 AAst, B dAHE 5g(28.6mmol) 53},

(b) 0-HIA-N-[Alo]ZFRZ2H-(6-FEA v 2| d-2-2)-rE]-3lo]| =& 2o}l

n-BuLi(EF< % 2.5M) 8.8ml(22mmol)E -78CollA THF 20m¢ 59 2-HE2R-6-HEA Y 3.76g(20mmol )l
i 308 X, AN gas ERQ 40w F9 Alo|FREZEZHAIEAUIE O-HlA2A(HE a)

=21 u
1.4g(8mmol) % BFs-olEH|Zo]E 2.52ml(20mmol) 2] &Mof 7}3}ar, o5 -78T oA 158 &<t vy, E3&E
S -T8TCAA 47t T wdtsta, Ao R AMAs] FFd e, B9 b &, X3 Na(0; oz 47
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=
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E
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=
A7l B 18mE 3|4 A

)
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=

i
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&

AAAES olAEUED 12meol
(c) C-AFo|ER
0-HlA-N-[Alo] S22

I

o

<190>
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<192>

o

3

H oM EASE A

=
il

olojA, wj 3 fFEave 100mE 33 &

AAE 0.4g(2.2mmol) S <

ste] pli7} 112 5

[<)

3} Na,C0; &NE& Al&-
}57_, NBQSO4

S

-
X
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=705}
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B

[<)

Ao =4

-
=4

Ak

Wi

}od

o

==

Foll Aol 10%

o

AL

o] Az
o] Az

=

A

318 (M+1)
=

sho] A7
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=

1

o}l 22mmol 9]

o

el
O|ALE

4
=Zo

KeN
=

=i
=

s

2]
)—Hl

Bl 9] 2-o}w| yll = o]
=1}

237

obRl 3g

=]
5

SHA|
b}

[<)

=

A}

=
hvA

)

R
B

59}
, 2-yEZM =M E dmmol S Ao A U7t
TrER

4A: 2-UEZ W0 2 BE] 9] 2-ofu| il =ol]
h=i]
Ao
W E-S 50ml
48 2-ofw] el o] =
2k

=1
=

(S)-2-o}H) =-N-(1-9d

S A~
F&HH0

A

A

Kl

AT
4a
NH,

o},
47

THF 50mé

i3

=35
=1

o
T,
o
=}

DMF 75m¢ F9] oJAlEAF F<& 20mmol

o}

60Tl A 241F %, (S)-1-3d

CL,

Al 4b:

o}
o}
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AurAQl Wy 5 Axdoprmlzd FRefol=s} ofnlzte] vk

54 @Eéowliaﬂig F=2dol= 0.6mmol S HWEH ZEol= 3 T2
el 7hstar, EFES A2olA HHH SR Lacids R4

EA ol7l 0.66mmol ¥ Ez|oEo}
23ES £ om ¥ WEd F2go)=
A& o2 AHg. vk
FEA7 3, BAAES, 490l we, ov] HPLC & 29 A=viEE

Al gy 6 MEDolr] e obRlste] W

o

jom}
S
los)
—3

E2 olql 0.44mmolS 0ColA THF 5m¢ So HHE3I Hxdolul:=wlz2t 0.42mm 0.44mmol 2 EDAC
0.44mmol 2] *Q-o""ﬂ A7pstal, EFES A2dA 4 WA 1242 FF wwkgth. vk E3HES FAR S|AA]7)

b B FEUER §Hom AFdr)t, ivlavgoR Ax Fatell FFHAIA AHg
SskaL, olE, 5ol wet, ofu HPLCE A7t

I, H< 4
ol EE

AnbA ] Wy 7 2-opvimilzoln| =gl ¥ d SEebol=oke] whg

Z2golE 2m F9o HHS Axd FZelol= 0.3mmole] M 0CAA WEHA F2ao|l= 5me
x| —otu el Zoln| = (A 4) 0.2mmol E I 0.6mmole] &N Hrlstal, EFES Aol
ke, f7I8S B, 52 94 9 SEYER fd907 AHEa, AHE ZANES, H9d o, 49
H] HPLCZ A A g},

L
lo

=,

flio
£
82 iy

AAle 10 (H-N-(1-sd-Z2d)-2-(F=d-8-H xdopv] i) -l =olm =

(a) 2-(FA=-8-Axdojn| = )-A A4t

HN
o)
NH
o=
0
N
N\ /
StE A 690mgS 60T & 10ml =9 Na,C0; 1.32g9] flo] B oz 7t TU3 LxoA 108
B wwtel ¥ g-FEHAHEd F2Fo|= 1.25g8 70CoA BEE Aoz siatt, 70TColA 5A1ZF B9k ut
g ¥, IR -FudAdxd F2ElE 230mgs 7hetth. 70CoNA 2A17F Fob mkel & onkg E3ES A
202 WzkAZitk, pHE 2N HCl 8o 12 HEF HEs, du9ds 72 1A 59 A-20A it
At FHES sl AAsIA, 60THA F7F AFate] AXAA FA LAY uAS 1.57g 530}

MS(EST): 329 M+

2-(F=A-g-Axdo}r| :)-w 24 100mgS SOCL, 1meo] LINAIZII, 4% A|7F T 35F3HA v|SA Itk 3
AES 5407 JAFstd AAS, s EFA 10md EHA v, F5F

| o
Fatol oAl AATE. 4 FEebels 12mgE FEehn, FrhE AASA g WA
() ($)N-(1-5 3 28)-2-(7) 5 9-8- 4 E W o o] 1) Zo}v] =
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2-(FAEP-g-Axdolnn)-Hlxd FZeto]= 120mge CHCly 4mioll AEA7)3, Aol Egjo|dolnl 85u%
74gkek. CHCly 2me 59 (S)-1-#ldZ 2oyl 41mge] &4& 7hataL,

S-S CHCl, 50mE BA A7 3, w) 3] ¥3} Na 03 89 20mZ 23] A3, FA43S 5
2 CHCly 20m0 = FZEata, 3 71458 NSO = AxA7 v, &mE Hgatel] AAGG. JALS Agst

Ao A 1:1 ¥]&9] MIB/DIPZ AZwlE1dtwste] B4 1AS 77ng FE3Hc).

ot

FEd A2oA 18A7F sk

i)

3

olo

ot

o

il

rﬂi
_?t_',

o

i

R;(MTB/DIP 1:1) = 0.31 MS(ES): 446(M+H)"

AAlel 13 AR AAlel 2 WA 119 #A BHetes AR

R;(MTB/DIP 1:1) = 0.31 MS(ES): 446(M+H)"

Aol 30 (R)-N-(1-3 el &)-2-(F=d-8-d 2 dopr| o) -Hl =ofr] =

HN

R;(MTB/DIP 1:1) = 0.25 MS(ES): 432(M+H)"

Aol 40 (S)-N-(1-3 el ')-2-(F=zd-8-d xdopr| o) -Hl =ofr| =

HN
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<227>

<228>

<229>

<230>

<231>

<232>

<233>

<234>

<235>

<236>

R;(MTB/DIP 1:1) = 0.25 MS(ES): 432(M+H)"

Ao 50 (-N-[1-(4-F 223 d)-dd ]|-2-(F=-8-d xdopr| ) -l = o] =

HN

O Cl

R;(MTB/DIP 1:1) = 0.23 MS(ES): 466(MHI)

Ao 60 (R)-N-[1-(4-F 223 d)-d g ]-2-(F=-8-d xdopr| o)l = o] =

0 Cl

R;(MTB/DIP 1:1) = 0.23 MS(ES): 466(MHI)

AN 7 4-F 2 Z2-N-YgF-2-dHe-2-(FEH-8-Hx Jo}lu| - )-w| Zolu| =
N
00
—
[e] N
Cl wH
O::ﬁ
0O
AN/
Ri(EA) = 0.10 MS(ES): 454(M+H)
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<237>

<238>

<239>

<240>

<241>

<242>

<243>

<244>

<245>

<246>

<247>

<248>

o
J
Jm
Qﬂ

AAjd 81 N-(2-WZ S A o D )-5-FF Q 2-2-(F] 58 -8-A FJo}m] 1 ) -l =oju| =

o A

0
TH
o=g
0O
NN/
R(MTB/DIP 1:1) = 0.24 MS(ES): 480(MHI)'

Aol 90 N-(2-Wld S A o D) -2-(F] =7 -8-d o ) -l = o] =

R;(MTB) = 0.36 MS(ES): 462(M+H)"

Al 100 N-(2-Hl- S A o D) -5-m FA]-2-(F] =z 91 -8 L d opv] 1 ) -l =ofm] =

Q
SN
O o J 7
O\V/A\N
H
o\

MS(ES): 492(M+H)"

A 110 5-EF-0 2N (25 541 o B) -2~ (7 358 -8- 4 E D o] 1) -y Zopm] =

HN’/\\//O\I:::]

F

@

R;(MTB/DIP 1:1) = 0.29 MS(ES): 466(MHI)'
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S=5061 10-0863924
<249> AT 120 N-wl -5l F A N-(1-H - 1H-o] 7| t}E-2- L i | ) -2-(F] =R -8- A E d op 1o ) -l = o] =
[\

N

N—S
HOY
NN/
<250>
<251> (a) WA-(1-vE-1H-o|n}&-2-Ld v & )-o}7]
<252> wdopbl 19.4g(0.18mol) S ]EQ 200meol] 3fA) 712, 2-EEEU-1-wEolu|t}E 10g(0.09m0l), FA3Aolx
TAUEF 11.4g(0.18mol) 2 W ZAF 10.9¢(0.18mol)S 713k &, 204 16A]3F F<F wwtsligy, &d8 &
ZA7]aL, BAdl &3 AI o}S, NaHCO:; gdor 23 AFIT. FINE AXAT AL, FFAD gL, 3 2
Fato] EHAIA A ZAlets WAool S AAZTE.  AES 111 v &9 tlod o€ EZ/THFol| &&fA]7] L,
golg ez Fo E3} HCl |98 7hetth. A" 94k (20.5¢) S S99 7ste] A ASIAL, o oH=
2 AAHF g, AFskel] Az
253> MS(ES): 202(M+H)"
<254> (b) N-W2-5-H|EA|-N-(1-H|&-1H-0| 1]} Z-2-L | & ) -2-(F = U -8-A F Jo}u] .o ) -l Zo}m| =
<255> WA -(1-vE-1-o| | tZE-2-Ld W e)-o}7 66mgS 1(c)ol 7]1AE niel o] wr-eAA EA 3EES FAHY
AZA 78mg T
256> R:(EA) = 0.09 MS(ES): 542(M+H)"
<257> AAld 130 N-(Fda) g d-3-due)-2-(HE=d-g-d F Jolm] ) -l =o}n| =
TN
| S
HN
O
P
TN
0
<258>
<259> Hdg g y-3-dd o}yl [E& #FZ: Synthesis 1976, 593] 120mge A Ale 1eA4e GAMSHA 2-(H=2-8-AZ
Jopno)-Hl 2y F2elolt 450mgd W-EAA FA4E uAES 130mg F53H).
260> Ri(EA) = 0.29 MS(ES): 4950+
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<261> AAE 14 N-H1A-

SE=E0l 10-0863924
N-9] 2] d-3- L m e -2-(F) = -8- A d o} 1o ) -l =] =
NN
| Z
Lo
cre
oA \\
0% 7
(o]
<262>
<263> Ao 13 FARSHA N-iA-N-(3-F A e)olql (3] 3b) 99mgs 2-(FEd-8-Hyxdolrn)-Mlxd F=2
ol = 87mgT} WHSA|A WA FAH3 uAE 66mg T5eT).
264> MS(ES): 509(M+H)"
<265> AAJef 15: N-Alo] S 2 -2-(FEd-8-Ax dolr = )-Hl=oln =
o
(o]
o
o“ft =
(0]
<266>
<267> A e 13 FAFSHA Alo]EF = Aolwl 50mge 2-(FHEA-8-Axdolnw)-HzY
A T4y AAE 59mg 5T
<268>

F2dlolE 87mgd} WHEA]A
MS(ES):
<269> AA 13 FAREAl A Alel 16 WA 449 FA] 3ES FAA

41000+

71t}
<270> AN 160 N-(1-H A Z29)-2-(F

591-8-4 o) 1) -l 2o

271>

<272>

zd FEefol=(dAle 1b) B 1-wlEZ 2 hopni(
<273>

ATFA 31) 02 HE
MS(ES): 460 (M+H)'

FA 3ot
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S=53d 10-0863924
<274> A 170 (S)-5-FR2-2-(5-F R RE| 2a-2-d x o] 1) -N-(1-Ad Z 23 ) -l =olw] =
cl
o}
N
o.M
Sx
s 0
\\
275> c
276> MS(ES): 469(M+H)"
<277> Al 181 N-(1-9 2 d-3-d-222)-2-(F EH-8-dx dolu| =)~ Zoln =
N X
|
o /
N
H
NH
o:S:O
N
~
<278> Z
<279> -(AEd-g-Axdolnn)-Hlxyd FRgo|=(HAd 1b) 2 1-7gd-3-dza2dolel (HTA 3n)o2FE %
A e F53
280> MS(ES): 44700
<281> Aol 190 N-wlld-N-(1-d 2 -1H-o] v thE-2- A W &) -2- (T 5 - -8-A X d o} 1) -l =ofm] =
\N AANY
=\
o) 2’
o N o) :
>sZ
N
H
l
P74
<282>
<283> MS(ES): 5120MHD)
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<284>

<285>

<286>

<287>

<288>

<289>

<290>

<291>

<292>

<293>

<294>

o
J
Jm
Qﬂ

A el 200 N-lA-N-Fg-2-L v D-2-(F] 5 -8-A F J o] 1 ) -l Z o] =

MS(ES): 498+

Aol 210 N-Ape] S 228 -N-9] ] 9-3- v e -2-(F] =5 98- L opv] ) -l = o}m] =

O ﬁ@

/

Mo W
S/

I=
\}3
==

MS(ES): 459(M+H)'

AN 220 Nl A-N-Apo] S 2 X 2 -2~ (FFA-8-A Fdoju] i )-fl Zoln| =

0x. .0 :::
>\s

=

I
=

MS(ES): 458 (M+)'

A e 23 N-dl A -N-31] 2] d-2- A v & -2-(F] 5 -8-A E J o}m] i ) -l = o} =

T
&
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<295>

<296>

<297>

<298>

<299>

<300>

<301>

<302>

<303>

<304>

<305>

<306>

SS90l 10-0863924

MS(ES): 509(M+HI)'

AAlel 24: (R)-2-(F=d-8-dE ot ) -N-(1-p-F-H-o &) -l =oln| =

MS(ES): 446(M+H)"

AAlel 250 N-[1-(4-ZF 29 d)-ol g |-2- (A= -8-d xd o] ) -l =olm =

0
\)
\S/NH HN
i\
0
B
P
F

MS(ES): 450 (M+H)'

A 260 (R)N-[1=(4=ol] A1) D) -0l & -2-(F] 35 1-8-41 Ed v o) Zo}m] =

O
Q _NH HN,
S o
i\
B
P4
O\

MS(ES): 462(M+H)"

Aol 270 N-(1-vE-1-# el &) -2-(F = -8-d F dopr| o) -dl =ofr] =

_37_



<307>

<308>

<309>

<310>

<311>

<312>

<313>

<314>

<315>

<316>

o
J
Jm
Qﬂ

MS(ES): 446(M+H)"

A6l 280 N-Q)h-1-01-2- (7] 3 R1-g-4 S o} ) o} ] =

MS(ES) : 444 ()

AAle 290 N-[2-(3,4-T8to] = 2-1H-0] 27 md-2-7F R ) -9 d |-F] = -8- A Fofpr| =

MS(ES) : 444 ()

AAld 300 N-[2-(4-ZF 2 =25 d)-1, I-ud e e ]-2-(F=d-8-d ol o) -l Zofn| =

MS(ES): 478(MHI)'
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<317>

<318>

<319>

<320>

<321>

<322>

<323>

<324>

<325>

<326>

<327>

o
J
Jm
Qﬂ

AT 31 N-(1-3ldE)-2-(F = -8- A ¥ d opr] o) -wl =ofm] =

MS(ES): 460(MHI)'

WA 321 ($)-2-(F -8~ D ofn] 1) N-(1-p-E &l |-l 2o} =

MS(ES): 4460+

Aol 33 (S)N-[1-(4-1 5 A 3l D) -of| & ]-2- (7] 3 -84 E W ofw ) -l = o}m] =

O
N _NH HN
W
)
Pz
O

MS(ES): 462(M+H)"

Aol 34 (S)-N-[1-(3-H|FA| s d)-ol & |-2-(F=d-8-d 2 dopr| o) -wl =ofr] =

O
Q_NH HN
S
N
O
B
= (o]
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s=s3
<328> MS(ES): 462(M+H)"
320> AN 350 (R)N-(2-5F0] EF A1 o] &) -2-(F) 5284 ¥ o] 1)l o v =
Q
O\\S\\,NH HN on
o]
(Y 5
<330> Z
331> MS(ES): 448(M+H)"
332> AN 360 (S)N-(1-Aho] FR2 8 0 8)-2- (5] 5 R-8-4 o} )4 o] =
0O
“ _NH HN,,’
B
4
<333>
<334> MS(ES): 438(MHI)'
335> AN 37 N2 Aol BRI 23)-2- (7] E -8 F U ob] o)W Zofu] =
O
“ _NH HN,“
N |
B
=
<336>
<337> MS(ES): 444 (M+H)"
<338>

o7}
O
I
S
<339>
<340>

MS(ES): 464 (M+H)"
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<341>

<342>

<343>

<344>

<345>

<346>

<347>

<348>

<349>

o
J
Jm
Qﬂ

A 39 1 N-(2-HEA-1-F Dol d)-2-(F = -8-A o} )l = o] =

MS(ES): 4620+

AN e 400 N-[1-(4-2 22 A Y)-Z2H]-2-(F 5d-8-A T oln] ) -l Zoln] =

MS(ES): 480 (M+H)'

Aol 410 N-Ape] S 2EZ 28 -N-vd-2-(F] = -8-Ad 2 dojr] i) -ul o] =

MS(ES) : 444 ()
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SS90l 10-0863924

<350> AT 420 N-(2-olaZ 2 d-5-mEAte] 2R ) -2-(Fmd-8-d X dojr| )l =olm| =
o .....
N : S
H
vH
0=y
0
N|
=
<351>
<352> MS(ES): 466(MHI)'
353> AN 43 N-(Aho 2R 2 A Y E)-2-(F) 52 -8- A F P o] 1)l Zofn] =
N
@f&
wH
0=$=0
N
’d
N
<354>
<355> MS(ES): 458(MHI)'
356> AAe] 44t N[1-(4-EF A d)-E 2 B ]-2-(F) 5 -84 E o] 1)yl ojn) =
0
N
CEKH
NH F
07
0
N:
P
<357>
<358> MS(ES): 464N+
<359> olylzx o]l H

Ak el W 7ol 9

3 (S)-2-opn| m-N-(1-#ld 22 g )-wl=olm| = (-4 4b) = 5FE AAle] 45 WA 519 %
A 3FES A xs}:
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<360>

<361>

<362>

<363>

<364>

<365>

<366>

<367>

<368>

<369>

<370>

<371>

o
J
Jm
Qﬂ

MS(ES): 401 (M+H)"

AAlel 46: 2-(3,5-HrE o] HARE-4-d Ed opr| ) -N-(1-s d Z 23 ) -l = o] =

O)\@
N
H

MS(ES): 414(M+H)"

A A6l AT: ($)-2-(0] 2] -5- 8 obr] 1) -N-(1-5) 3 2.3 )l o] =

@fu@

O"S"

MS(ES): 44600+

AN 480 2-(WZ[1,2,5] A o} F-4- A E do}r] ) -N-(1-H|d =232 )-

=,
[
o
=)
[

MS(ES): 437 M+

_43_
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SS90l 10-0863924

<372> AAd 49: 2-(5-F 2 ZE QuM-2-H F ol )-N-(1-FH|d T2 )-wl =olr| =
SO B
H
NH
O:S=O
STN
<373> cl
<374> MS(ES): 435(M+H)"
<375> Ao 50: 2-(2-WEFEH-8-HE ol )-N-(1-Hd 22 )l Zoln| =
o= s o)
N
AN
=
<376>
<377> MS(ES): 460(M+H)"
<378> AN 51 (9)-2-(4-FREF=A-3-AFxdolu ) -N-(I-HEd T2 L )-dl =o}n| =
o= s o)
N
AN
o
<379> c
<380> MS(ES): 480(M+H)"
<381> Ao 520 (S)-5-FF Q2 2-2-(FEA-8-dxdotr] o) -N-(1-dd 2 23 )l =olw] =
o= s o)
N
N
=
<382>
<383> (a) 5-E2F 22— (FA=H-g-d X do}n|-)-ul 24t
<384> = 326m¢ 2 o€ olAHo|E 325m0 F9o 5H5-ZFog-2-ofu:=wlFAr 10.0g(64mmol), FERIJEH



<385>

<386>

<387>

<388>

<389>

<390>

<391>

<392>

<393>

<394>

<395>

<396>

: 30(193mm01) 2 g-FEUAFY FRolo]|t 16,3907 o] Zo|F HLe TIES A Lo whA] wmubath 4
AFo. B = = i =l dksko)l, 4
JAS EeAA AATAL, o' olAEolE 50mE 13 FE3FTE. olojA, FANS I Jatew A EEt
kU A = = - - ’ = o o= Als 9
L, 2A1%F &<k ks AXES Foloysle] AAstaL, AF3te HAZAA 5‘%‘-‘%3&-2—(%%3—8‘1/\4ﬁ

- = -

—Hl ol =

S
T
il
el
to
fr
t
m
s
ﬂE
OO
m&
e
e
9
=
7
Z
g
mL
[H
fr
h

U - (F=A-g-AFE o} = )-HlZAF 5.5 R
- ZAF 5.5¢(15.9mmol) 2 (S)-dHd=Z 2 Zo}w
9.3g(16.Tmol) ©. 25 E ¥A| HHFEL 5.7g S5 HT} ] ol

(8)-5-FF22-2-(F=d--dxdoh ) N-(1-s|d 22 )l =0 = HEFY
= =
3;(;% Oi;i L}EEH Uji}%a o|E g 2mE oY obAHO)E 120m Fo] AAe] 529 3= 5go &l 7+
= o & =] = -
C A HEFDE Fdolstetel A staL, olwhe 25mENE AdAste] A BFES 3.3g FEUT

RS 531 ()55 Al -2-(3) 3 U8~ 4 doh] 1) N- (15 Y 23 2opu) =

MS(ES): 476(M+HD)'

AA ] 541 (9)-4-Z20 20— (F=ZA-8-AFdolu|)-N-(1-H|d =29 )-w| Zo}u| =

o}

MS(ES): 464 (M+HD)'
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<397>

<398>

<399>

<400>

<401>

<402>

<403>

<404>

<405>

<406>

<407>

A 550 (S)-6-FRE-2-(FEd-g-dxdolre)-N-(1-F|d X2

o

N
X

=

MS(ES): 480 (M+H)'

A 560 (9)-6-ZFQE2-2-(HEI--HFEdolu| ) N-(1-Hd=Z=

o

N
AN

=

MS(ES): 4640+

A 571 (S)-3-FRE-2-(FHEH--AEdoln])-N-(1-F|d T2

@N@

ClO=8=0

MS(ES): 480 (M+H)'

A 581 (S)-5-FRE-2-(FEH-g-dxdotne)-N-(1-F|d X2

e

N
X

=
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<408>

<409>

<410>

<411>

<412>

<413>

<414>

<415>

<416>

<417>

<418>

<419>

<420>

Agste ATA 18 1-G-HDF -2

=i

SEE5 10-0863924
MS(ES): 480(M+HI)'

=

%1@%‘$ﬁ6ﬂ9ﬁﬁﬁ%ﬂ%%ﬁﬂllﬁ(r4ﬂ§iii%%@ﬂuﬁ?ﬂ3woirﬂ*M]]m“‘m

AAE) 590 N-(Ato] 22 Z 2B A I ®)-5-5F 0 2-2-(F E -8~ A F dobu]w)- il Zopu| =

MS(ES): 476(MHI)'

AN e 600 N-(Aho] 223 22 | ] &) -5~ A -2 (] 35 91 -8- 4 E d of ] 1)l o] =

Seds

N
AN

/

MS(ES): 488(M+H)'

A 61 (R)-5-FFL2-2-(F=d-8- A dopu )-N-(1-s g Z 2 F)-fl =o}n| =

‘Ciffi@

N
X

=

R)-ddzzdolrl o 2 e AAJd 529 FAFSHAl #A 3H3t=&

H

By

st

P
-

MS(ES): 464(M+H)"

NE

)mZ 2ol (KA 3r) o2 HE kAl W 5ol ofs AAle] 62
2 639 A e Az
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<421>

<422>

<423>

<424>

<425>

<426>

<427>

<428>

<429>

<430>

<431>

<432>

A 62 N-[1-(5-HEF&-2-Y)-Z2F |-2-(H=d-8-4

0O
N 0
H |
wH
0%
O
N
\W~

MS(ES): 450 (M+H)

3L
s Y

SS90l 10-0863924

dopu] i)l zoju] =

ANl 63: 5-FF Q. EN-[1-(5-W W F &-2-9)- L2 8 | -2-(F] 5 -8~ A Ed opv] 1) -yl Zofm] =

-

Agsre ATA 1R 1

MS(ES) : 4420

e

A 65 5-FFLEZ-N-(1-HdZEZ-2-0]d)-2-(F=H-8-U¥E

0
F N
ol
NH
’-S¢
oo,
)

_48_
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<433>

<434>

<435>

<436>

<437>

<438>

<439>

<440>

<441>

<442>

<443>

<444>

<445>

o
J
Jm
Qﬂ

MS(ES): 460(MHI)'

AAlel 66: 5-MEAN-(1-9 d Z 2 2 -2-0]d )-2-(F = d-8-d x dojr| i) -l =om| =

MS(ES): 4720+

Ao 67 N-(1-dAdZ2d)-2-(Fgd-2-Axdojr| 1)l =opn| =

Sape

oso
=~ N
S

(a) FEd-2-dxd F2eo|={Fd (3= J. Org. Chem. 54, 2, 1989, 389-393]17} F-A}EH}.

10-0863924

=

2-H A EF Y 60.4mmolS GAH(20%) 100meol] &3|A 713, 2 WA 5CE YA olojA], G 7pAE &
q

E7b5CE ZBeA B WHOR 08 B 9o BN ololA, R B 50ntE

N

de dEE=E x 100m)2 FESAL, 3} TERUEE Sdom AFHIT ts, AxA7131(NagS04),

BEAATG. S8 4.525(42%).

() ()-2-obrae-N-(1- I 22—l =o}r]= 100mg % eju-2-45d FZebol= Tomgo2 i Aukae)
g 7ol ofsl N-(1-3 W 23)-2- (3] 2 Y-2- A X dofrl )W =olr 25w DARA 1ing 45 F.

MS(ES): 396(M+H)"

ZAA el 681 5-H EA]-N-(1-3d L2 )-2-(7) 2] ©l-2- A Edop] 1 )il Zofu] =

"o

—-so
Z "N
N

($2oWL:5ﬂEMN(1ﬂaz I)-wlZzoln| = 100mg ¥ v d-2-AFTd FRgo|= 62mgl ZRE] gk

A9l g 7ol o A SHehE 30mge WA wAEA S5
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<446>

<447>

<448>

<449>

<450>

<451>

<452>

<453>

<454>

<455>

<456>

<457>

<458>

o
J
Jm
Qﬂ

10-0863924

MS(ES): 426(M+H)"

e 69: 5-HFA-2-(6-HE ¥ g P-3-d L opr| . )-N-(1-3 d Z 2 ) -Hll =o}n| =

7\

(a) 6-WE T H-3-HEAEZSA[ZZ: J. Amer. Chem. Soc. 65, 1943, 2233-2236]17} FA}3+}.

2-¥ZF¥ 0.1mol S €02 WZA7|HA] T2 (oleum) (20% -8 AHAE3EEE) 0.408molol] 108 A A A7}

3tk ool FAFS 0.843mmolS Flelal, EFES 230°ColA 24x7F B wwkalth,  ololA | gakg 3
Falol] ZFAA AAT. AAHES oNEUEY 200mE 7tete] JAAZITE. o] FHddHEte] A AL,
Aol ol EYEHRE M F e 100TCAH AZxA T},

£ 8.16g(48%).

4

(b) 6-Wgugd-3-dxd FRao|={E3 [ J. Org. Chen. 54, 2, 1989, 389-393]1%} -A}3H}.

?I
0=S=0

X

(c) (S)-2-opn| =-5-H|EA-N-(1-HdZ 23 )-HlZolu|= 445mg L 6-dEug|d-3-dxd F2o]= 300mgl
25E QU 7ol sl 5o HAl-2-(6-u 93] 2] ¥-3- 8 E e obr] 1) N-(1-H Y Z 2 8- =0} £ 67ng
2 WA AN FE

MS(ES): 4400+

AAld 70: 5= E-N-[1-(5-W & Feh-2-)-Z 2 F |-2- (3] 2| Y -2-4 Z d o} . ) - Zoju| =
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<459>

<460>

<461>

<462>

<463>

<464>

<465>

<466>

SS90l 10-0863924

(@) 5 E-N-[1-(5-mlEdFeh-2-¢)-Z 2 g |2-YE=H =0 =

2-UER-5-vEizd FZgo]= 2g(10mmol) 2 1-(5-WEF#-2-U)-Z2Holvl (=4FA 3r) 1.39g(10mmo
NS AL A 18X7F B¢t t)Z 22 ek 20m¢ 9] DIPEA 1.3m0¢} A wr-eAZIt. 23ES fjF2Z2u|eto
2 M 7IaL, AFHG thE, NaSO,= 7 ZA7]aL, Aegl Ao AazntEdes 2 gAgv. 9E8y 1AE

pud

A

1.14g(3.8mmol) FE3hc}.

(b) 2-o}u]=~5-v &~
5-HE-N-[1-(5-HEFe&-2-d)-ZT 2P |-2-JEZ | Zo}u| = (FF ) 1.14¢(3,8mmol) S WEFE 20mlol] L3217
T, ALoA t7|gdstel] BAA FEE(10%) lgo® FAisdtt, dFstam, HE2AA TAE 0.9g(3.3mmol)

Sy

NW

P
T

(¢) 5-wlE-N-[1-(5-M & Ft-2-Y)- L 2 g |-2- (I Y e -2-H E o} 1) -l = opr| =

2-obH| e -5-H R -N-[ 1-(5-H[ g Fgh-2-%)-Z 2 F |-fl =elm = (2 b) 100mg(0.37mmol) 2 2-FEHMdxd =
2glol= slol=2F 2ol = 117mg(0.66mmol)S I Imeol] BsiA7)ar, A-2oA] 18A|7F FoF WHS-A|7IT),
Wb ERES FHA7AL, AAd 709 EFE(61ng, 0.12mol)S FAAZEAIZ Fol oH] HPLCO o8 EgE
FLEOAHOIERA A7

ol A AAelsh fAEA T HHRES T S5
3% 4a
ATA Tz A% (ES)
0
N SN
=
71 NH 459 (M+1)
o=}
0
i
P
o} @
d "
N N
N
72 ! 447 (M+1)
0%
o
N
I =
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<467>

3£ 4b

73

459 (M+1)

74

461 (M+1)

75

461 (M+1)

76

477(M+1)

_52_

[}

10-0863924



<468>

F 4c
Q N
d”
77 N 499 (M+1)
0=8=0
/N
N>
o]
A
N
: N
78 4 461 (M+1)
0250
N
g
NS
(o]
F. N ] N
N~
79 ol 477 (M+1)
/3
0o
NS
N~
80 No 459 (M+1)
oS
N
l Z

_53_

ol

10-0863924



<469>

3 4d

81

489 (M+1)

82

507 (M+1)

83

495 (M+1)

84

460 (M+1)
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