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HME HES £E2SH BI2AIIs SH (S, ADJ| YA a~ell JIME 2SS0 =Mols 5IE2AlD|
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d RCHE HEgs M BFSAHAAM, RyIb -COOHOID WIE —-CH(OH)-@! BrAl (1)9 o '-TIHe2lE-
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ZXl, RyIt -COOHO| 2 }—CH(OH) ol BHAL ()2 o'~ Ilﬂlalc' a'-6lEEA-a,a-ClIHEHY S,
L= R3JF -C00Z&0I1] —CH(OH)-2! «Btal ()9 ' ullﬂlalcl o '-3lEEA- a,a—EIHIE'THI‘-' =
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(h) 222= RgIt —COOHOIZ WIF —CH(OH)-@! BHAl (1)9 o '-IIH |':I a'-GlEZA-a, a-
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<248> SIS Al AS ROIE 4400 QEHAL (11), LBl (111) 2 YBHAL (1V)9 AR E2HH SHESS
S MZXGI g ol Yt B WS HIHCH

<2495 S alilME, LErA (1)°] MBS S20 RTHES HELSAAN LBA(2)S HSohs oy
M REME +Satlh

<250> 018 SO, ABA (1)9 MEE S2o RCTHES s HENY FI|, 08 S0 28 t-2S
NE E& +ASLESS =M olofl, %2t Sn2o| st HESH 08 S0 L2EHE, 222HE
T UZDHED BSAZID. 0 Bes MEXOo= 78T UK A2 2% HUM 302 WX 24 A
2 Sof, Matst 20| S0 S SO 22+, tert-22 K HH2 T= HLY 222101S SUIA
BEICH UBrAl (2)0 (1S3 HYWH RTHE = 200 BXE =5 LYK A5H0 98 K=
SE Sl45tE0, S200 o IMAZ + AT
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£S5

252> SO cOIME, 22 & 0lA0 HIZEHES ABSHs 202 MestDs AJ1 S aol JIME b
oF 20|, YBHAl (1)9 HEE S2l REHES CIHLSAHA, LAl (3)9 HSsts AU SEHES
~S8H0
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011, n2 &JI0 Hoe Htet 23]2 HEE w-E2 =82 LA
OFASIAIAN, LEHAl (4)0 St w-E2 SYIHE SegssS =SEHT.
S

<254> OGS SO, UBA (4)9 MBS o-BE SUHE ABSS HEs 20/242 ASos T2lg
S IR OpAGtECl LB X2 SHHA, 2F 2 20r X0 UHLE = 2ol B LR ZHo
oI5H0l MEEIS 2450, YBHA (1)° HEs S22 REHE Al Hal-(CH),-C(=0)-8 [A0IAN, BS Hal
= SIS=A0ID, Hal@ CI, Br £ 1012, n2 &J0 OIS biet 230 HEs -2 82
MISAIZYOZM MZEE & UCH O BHS2 OI#EEA, 1,2-CIZ22HE, -4, OMELEY, I-U
E=m2m, LIE2HE, CIHZNEHZ 2 AZaEL, N 22210/S, HEAS22UE = LIE
U 22 B0 SHAH #ot=0l KL 22401501 BIZXE ROH0ICH B2 AIZE2 o 15 Al
M 25A2t02 Bigh 4 XIS 10 LAl 16 AI2t0| BIZFXIGL, P12 2E& o 0T LKl 25T 2 AULH,
ABHAL (4)9] STt w-B2 SUHE S22 20 st 29 = =2 200 IXNE =5 L o
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St BtS HESZRH 350t LBtAl (4)9 -2 SYIE =22 Z2Es L(E=) S72% &
2 & =20l &2 28 SE0l 26t FMAIZ = AT

gyo2E, LuA (1)o HEE SRU FEHE ROIAMS EX 6ol Al Hal-(CH,),—C(=0)-B
[A0IAM, B2 SIESAI0l2, Hal& CI, Br £= 10112, n2 &Jl0 Hol& Htet 23]2 -2 s&s
2 OtASHAIAM, 28 [Arch Pharm. 306, 807 1973]01 JIME HiQ 2E LBtAl (4)2 HSotE w-E2
EZIE S ST = ULt Loz, dutal (1) HEE S2U =M L A Hal-(CH) -
C(=0)-B [Al0IM, B= SIESAIY]S w-E=2 2SS 2 50CTHAN EMH ESA2 S 2 10C2 H=2
A2l &, 20/AMS dBtAl (1) MES SRU STHO AIS SO 2 2.2 tiel 222 D&, &
=22 & 70COHAM 2 A2 St JtEst =, 30% OtMEZ LIEE EAUE Jtotd NHEZ F=8U. &
IIEE AXADID 2UHE SLAIHM, LBtAl (4)2 USdte w-22 SHE S22 +SEHC. 2
BHAl (4)0 w-E2 SZAHE eSS 2T L (E=) SR 22 2 200 2 A& F0ol 2oto
HAIZ &= AT

A dOll JITHE Otalsh BHE0l HEst FOolAM2 =2 200 & 2l UAD el AN A
Ct. Agst FOoIAMO HZs a4, SLF0s, AISSEE, d23sSa, MEa=S, SN
O, HSTLE(Il) ¥ S30t0l AN, L R0I=01 BHZAGIHCH. SHAH do Ootalst BHE0l =E st
SO0lA4t M8 I AIZEE2 & 202 S&2 eI 2 2M A0 el AN AL

Al Hal-(CH,),~C(=0)-B [AlOIM, B= Hal = SIE= A0, Hal2 CI, Br £= 10112, n2 &
JIol Holel diet 238]9 22 w-E2 SIS AIEZD AL getRoz ZXE Lol 26 S0

St ME&l= H0IC.

GE5h S dol OotalE BHE0 0I2E 2= AXIEH, AJL SAIESAIQ LBHAI(1)S
o Hes XEBIE Hggst E3JI2 BsA2 = UL, HESH, H=4 ol |
OIE OIEZ, 2-0ISAIGISAIE o2 (MEM), AIZ2A olHlZ, . =
HZ, t-FEOHEAE OEHZ, OLMEIOIE, BIXONO0IE, HE Jt2HIM0IE, BIAE St2HMI0IE, O
MEZ001E & OIE BIEF=ZUIOIEDL UL,

A ellid=, S doll DITHE HiQF 201, LEHAL (1) HES S2H REHE A

0
)’
B \<{
[Al0IA, BE A0 HQl= HIQH 22]2 HES AI2Z2Z2E 3
(5)o H=ots AE22E2L E2HE FEHE £S5,
CHH fOlAE, SHAH doll J1ME "ier 201, LEtAl (2)9] HAES EHH SEHE A Hal-

(CH2),=C(=0)-B [AMOIAM, B= Hal &= SI=ESAI0112, Hal2 CI, Br £= 1012, n2 &DJl0 & diet
12 HES w-22 SIESZ OLASIAIAN, LEHA (6)2 HEdt=

o

=2 OtASIAIAN, LEHA

fo

n

2s 0-22 NLHIHE se2s
£SEHCE
SOl gl S, S o0l JITHE HI9 20|, YLPHA (2)9 M LW STHES A
(0]

[20A, B2 &JI01 BoE Htet 28]9

(7)2 tHEote NS2EZ2E NEHEANE RSTHE =SEHT.

3 hold=, 2 dol JITHE Hiet 201, L8tal (3)2 HES R REHME A Hal-(CHy)em

C(=0)-B [Al0IM, B= Hal £= SIESAI0l2, Hal2 CI, Br 2 H

o MEE w-¥=Z SEESZ OLASIAIHAAM, LBtal (8)2 HE6t
(

SAH i0AM=, S eOl JITHE HHRF 2001, LEHAl

I
%
ror
>
[l
HU
[
HU
g
to
o
Mo
HU
=)
s
ton
>
_‘\_\TJ_
x
e
e
=

0

)‘\<I
B

[A0AM, B= &D10 HolE biet 28] XIS AMNESREZZZ SFE=SE OtASAIHAAM, LA
(9)2 HEote ANES2E2E RYUANE FTHE +=S&HT

A joME, dErAl (5)9 XES ASEREZEE SZHE RTHY ASREZZE HEIIE M
EAIAM, nOl 321 ABHAl (4)0] HSote w-E2 SEAE SEES +SEH.

Mg SS9, dBtal (5)2 HES AZ2R2Z2E SHHE |RTHE SR ad 2 o=
22 HMEsh ]I E0 SN HEE 222535 =49 BSAIZIC. 0 22 dEXNCZ A2 WX 70
To 2% HA0A 202 WX 10 AlZtsor #EHCE nol 32 dBtAl (4)9 HSote w-E=2 SHIAHE &t
S=2 EME SLAMAN BtES HHZRH Helotl g2de =4 EEH S0l MEE == UL

B kOiM=, nOl 321 BtAl (4)9 HEE -2 SZANE SE=SS MHEAAHM, LAl
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(5)0 (1S5t= AI22O2L SUHE SEHE 2S5

MS SO, n0l 301 ULHAl (4)0 HEF -BZ SUIHE 2SS HES L= oes] 2
mast 90| 20 S0M ~ASIUES L= AM43ZED 22 HES Hass 2|9 BSAZI0. 0
H22 MEXOZ2 10T LK AS0 2% HAMA 102 WX 5AI2F SO #3HC}. LBtAl (5)0 (J25
S A22D2E SUHE SCHE 2 200 2XNE X5 SBH Asi0 WS (U2 LH
cRlst=nl, 200 Qo FRAIZ & UCH

SOl I0IAS, S jOI JITHE BIQh 20, LEHAl (7)0 MEE ASRIRTHLHUNE S&
Mol A22Z2E X2I|Z HEAIHA, n0l 30 ULrAl (6)0 125l -2 NZHUINE see2s
2S5

S mOlAE, S kol JITHEl HEQF 201, nOl 301 LEHAl (6)O] MEE -2 MLHLHE
SIBIES NWEAIFHA, UBA (7)9 (1S5l AIZ2T2E HEHUNE STHE 2S5

S nOlid=, A joil JITHE Hib 201, 2LBHAL (9)2] HMESH AIZ2=Z2

= D2E FUHE RH
of NBEEEE SIS NBAHA. n0l S0l LU (B)0 S w-BE ALAE HEES 45
BHCY.

S oM AS, S koIl JITHE BRe 201, nOl 39! BHAl (8)S] MEE o-BE AUHNE &8
22 HBAHA, LBA (9)2 HSHe AZRI2T FUNE REHE +S80

S pOIME, S a0l JITHE Ui 20, YBHA (6)O MBS o-BE HZHLHNE B82S
HIZSHAIHAN, LBHAl (8)2 (1S5t w-BE AUNE SHB2S +S8i

€ qOHE, 3 Ol JITE Biel 20, ey ()0 NEE A22I2E SEANE R
S CINZSAIHA, Lural (9)0 S5t AZ2E2E FUHE RTHE LS80

SH rOIME, S all JITHE R 20, ABHA (4)0] MEE ¢-2Z SINE HHES I

SSIAIHA, LBHA (6)9 HhSots 0-2E NZHYHE 822 +Sattt,

S SHIME, S cOl JITHE iR Z0I, YBHAl (4)0 NES o-2% SUIHE HFSS O
BIZSHAIA, LAl (8)2 (1S5Hs w-88 AYUNE 822 £S6C0H

S tOlAE, S a0l JITHE HiS 20, YBHAl (7)9 MEE AZZTZE NEHYNE R

SHE WLSAHA, LBrA (9)0 (HSTHs A2ETZL AYNE REHE £S8HC0

S ullAE, S a0l JITHE HIS 20, YBA (5)9 NEs AIBEIZE SUHE REH
E HZSAHA, LoA (7)2 KSots A22D2E HZHYNE RENE 2580

S A AN MBEE B2 SHSS =2 20r Sa° LN BOIGHH Y4+E & YT

SHI1 AAIGISS B2 SA AU JITHE Hot 22 MHIOl BAUSS (AISICH OIS AAI0
S Xl OIAIS SNOI HO2, OfE WAOCRE = wyo| HIS Kstoleis e Ot €22 Olols
Of0F EICH 2 HHAMOIA MSE 80 'g'S IS 20I5t1, 'mol'S YRISES A0IsHD, 'm'S ¥
2l2IE2 2I0I5t, "bp's HIFS 2I0IGH0, "C's &M 22 0I5t 'm Ho's Lel0lE $2¢
2 2l0lotH, "w"= 0i0I2Z2HE 20lotl, "#wg"e2 0oz &2 20IstH, "uM'2 Dtol22=2=s

T2 20I8tCt.

&AL 1

CHH h: 4-222-1-(4-01AZT2Z-H I )-2EE&-1-2

A2 =20|E (140.9g, 1. 075 mol) & 4—§§§$Ela' 22210/ (148 g, 1.05 mol)E mga
2 =2210I1E (1.0 £)0l SEAZICH. LXZ2 W8 &2 5 WX 8CZ KXHHAM, E@A 227 &H0ll 30
201 Z2™HA FO (125 g, 1.04 mo|)° = L8t ﬂmlil BHS A202 ASAHAN A 20| &
Ol 14 A2+ SOoF H=s mBISICH, 1 g9 Higd 2220/ E&HO WEGIHA 24 2S00 ZAAZA
Jtatd, FII2 HIg2d 222101 (400 m)E JIEHCH. SIIAS 2216101, 10% ZA (3x300 M), 2 (3

x300 m), 10% SEMUESE (3x300 m), ¥ 2 (3x300 m)Z MIHECH. 24E (HgS0,)AIZID, OIFAIA
A I e EEEP 1= (150 m)2 MESCH EMHE SLAHAM, HHM &2 (203 g, 86%)S FHE =
o= g2 =0, 18 EXot ZHSAIZITH 83 35~37T.
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'H NMR (300 MHz, CDCly) & 791 (d, J=82 Hz, 2H), 731 (d, ]=82 Hz, 2H),
365 (t, J=6.3 Hz, 2H), 313 (t, J=6.9 Hz, 2H), 2.95 (p, J=6.9 Hz, 1H), 2.20 (p,
J=66 Hz, 2H), 1.26 (d, J=69 Hz, 6H); “C NMR (75 MHz, CDCl) 6 1982,
1544, 134.4, 128.1, 1265, 445, 32.96, 340, 267, 235, IR (CDCly) 2950, 2920,
1675, 1680, 1600, 1410, 1225 cn''; MS (GCCIMS (mgh) 255 (3), 251 (10), 227

(30 (M+H)), 225 (100 (M+H)), 189 (70), 147 (95), 107 (13), 105 (40).

CigH7OCI Ol CHEF & =4

OIZXl: C, 69.48; H, 7.62;

& =Xl; C, 69.31; H, 7.39.

AAI0 2

S d: 4-222-1-(4-HE-HE)-RE-1-2

2= AlCl (156 g, 1.15 mol)E S (1500 m¢)41 SEAIFID 2 LHXKI 4C=2 H2AIRICH
(300 m)0ll SoHAIZI 4-222REIE 222t01E (165.5 g, 1.15 mol)2 EEM=S MAMG| DJHEHCE.

0X o5 im
™0z [{L AU

|
o WG, mEk Zel 32 (2.5 ¢)0 =0, 0= S ubictn, SRAS Mot
== J
2

= A
ol (700 m)ez =&, RII5S ot 22 33 (1 £, 1 £, 500 me) MHSHCH. S0HE

OB Ul ol r=
.

LANHN, BN S22 SN SA42 HEHHZ =0 (292.3 g, 95%)

EH k: AI22E2E-p-SE-0Et=

=4S E (126 g)S OIEES (450 me)0ll SoHAIZID, wEHGtD Y=X LY
X

2
>
0c
N
>
v
[w
=2
m

Z (450 m)0ll EohAlZl 4-222-1-(4-HE-HE)-2FE-1-2(292 g)2f EHE HII&HCH. 8 WA 10TCOl
N 202 S¢ Wetoll, HEt=ssS RF2H2Z U5 SEAIHA 400 Mo dF=S 2=, dF=s Wit
St A 2(1500 me) 0l K10, A DXE GHWAIIID, M3 HAZAHAM, X SESS WM HEH=2
=0 (190.8 g, 90%).

Hsol stete
NEEELEE
NEEELEE
4-BE22-1-(4-0E-HE)-2E-1-2.

mn
ro
re
0l
H
Iz
b
=2
°
m
=
0
I3
o
=]
010
o
2
=
P
ot
1>
$0
[

RsJt OH, CI, Br Si= 1@ BrAL (1), LEHAL (111), LBHAL (1V), LBHAL (V), LEHAL (V)
2 dBrAl (Vi) MR B2UH SEESSE ot BE T4 Bl JITHE Hiet 20l MZEE 5 UCH &
2 T4 BOIM, 2= XEHS2 €52 XAIDE ST &I10 ZB2l& dHiet 20 .
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g CH3
0 CHy V/\©+Hal
Hal-{(Hz)nl-lC—' Hal A CHy
o 4 s "
b
a
Hai{CH;)nr@+ V/@
° 0
n 3 I.‘c_— CH3
Hai{CHy)a-C™ CH CH3 Hal-(CHa)n
6 - -
A A 4
d \
° i 0
Hal-{CHy)p < CH ==Hal el (CH;),,{LE— CHyHal
12, .
13
o o
> NOee 7O
3 ~
| 1L A "
]
f ¢
0 THa ?
V/‘ CH —Hal V @ CHigHal
15
1w A A"
<305> AJ AlOIA, Hal2 CI, Br £= |0ICt.
<306> BIS ©A B= RsJb OH, Cl, Br = 191 LBHAL (), LBEAL (1), LEFAI(IV), LEFAL (V),
BEAL (V]) & LBEAL (V]])2 AR S2HH SIE#2E2 M6 st 0fef Lt &4 I8 S MBSt
<307> S alllMe=, LBtal (8)2 HMESH w-E& AUANE S22 =2ASIAIHAN Letal (10)2
Sdte w-=-E2=ALAHE FEE2 +=SS6itC
<308> Mg =9, dBtAl (10)2 HESH w-EZ-EZARYUIHE S22 dUtAal (8)2 HESH w-E2
UNE S22 2AZ= S0 HES JHAIMS =THotol, Ngst sz 2A5HH 2 EF%/\I?:!OE}M
MZEE 4= AL MEs BEgHC WZ= N-EZ22=00/01 & 1,3-CI1E22-5,5-CIHE OIQEC"OI
A=, N-E22=410101S0F BHEAGICH. HEst SASHel tlze N—%EE-’%—’.\JOIDIEJP UL, Hgt
St LRESIHIC flz= N-QLLE=A0I0IEI JUCH. HESS HAIHS ME =M XY HSAIS, AIBN,
t-28 HSANE 2 JUA&Z0| UCH. 0] EISE2 AMESIEA, HEdH 222101, 1,2-C2z24 3,
1,2-CI222 0l &, MI%EEEHIOIE = NHEOMEHIOIER 22 S SUHA dt=0, AMIFEAIL
HitXlst ZOHOICH. BH2 AI2E2 2F 14 AZHOIA 8 Al2Pe 2 818t & QUXISH 14 WX 2A12+0]
Higt&stD, Bt &= 25THA /\PEEI Z02 87 2N K2 BHg £~ UKL 70C WA 80T It
Hh & & GHCH, 2 BhAl (10)~| 38dte w-EZ-EZRUHE SE==2 2 20td X =& - ol2
Z0 S0l 25t ¢ HEZ22H 36tC}.
<309> LS, CHH a2 223 BIE2 2 S 32 g 4= QUUH. g sH, dukAl (10)9 A



1019950705911

=

El

=

gt
StCt.
il

I
=

. 0l

Ct
£ Hel

& Uxer,

a-HEAE
So o2
St

=21 a-0
!

b= JIAZ HMel

s

s
HO]

=
=
A

!
t

ot
=
kel

st

St JHAE Xd
b= Ot
s

HE
g

zd

HEHCZ, NEUSZH0|
[u]]} St
3

gl
et

BSAIHAM T
a-OIEAEA
f= g
R

—3t
=2
s}

EN
t
=2
UCH
E
P22
=ot
[T W
o

g%a;) 0
WD ==Zw <
ol 2= W > T o,
oA < o
DEaEI_AﬁHﬁLo:@E
o:_.znmmw_.m.._ H )
T o0l M
W S A %.ma._
B ol oo =
iioD =
%%%ﬂHi%%@
™ S0y oo B0y 3
= 3 Eto”_oﬂh Dam_o
Mk o7 joy = B0 LH TR
W5 ook, o U o
o = ol me OV G g
LA ol
M2 o e GO O )
ol 35507 1 ogr <l __ﬁ“ 040
_IEm_._.I O,I@l
SO0 o IR 0
ST = L Al 3 o7
2=D3 W, 5
Hod_ ot
— 0l Slangr = —®
zrml WE_BE._NLD
By <l —TJ 00|51
Sy U <T w6 Rr o

z )= 0
K<k D .A_E._moﬂ._m|_

gra
mon® S mF g™
0l I S 1)@ 0l K <4
@ oD 1o B <1 0I0 = <+

10

<310>

of &

0

Hol <

0l

=
[

te] =t™ JF =04

9]

At EM

=2
=2

Al

—

[a—

t

o
o A Ol JITHE Hi2E 201,

(1 us

=/

| St a0l JITHE Hiet
Al

D)
BRI

bOlM=
SHAIAAM,

HA
ful

C]

<311>
<312>
<313>
<314>

n0l 3

HEAIHA,

ERIRESIE

1T

FLAE
SHRIUAE

St
=

A a0l JITHE HHet

Al
A all

(13)2 o

, &l

—
=
2l

=/

=l
&l

J
=

Ak
Ql
=
— T

Ol HIAI

=
=)
=
=)
=

HA dOil A

)

=S EZUSAAAM,
HAH e0ll A

C|
(=,
SZASAIAN,

[=3

=

<315>
<316>

(14)2

EEIN

FAIHAAM,

3

St
=

A TOIlA
HE

o
TT LT
StCH.

=3

=
AEESs
=58

<317>

ArZ5HH Rs

=

2+
nOl 3¢l LAl (12)2 CH

k

=2
=2

Al

(1,

—

[a—

t
(13)2
3

[9)

N

of G joll DI
SET

A

[l

(15)2 s
[¢]

AAKN,

/%I

3
A AL S O D= BERF
b

=

| SH a0l JIME gier 20l,
A
nOl
iz

—

RN
= L
o
=)
J

)

)
=]
ANAHAAM,

=

, o
o
=]

FAIA M,
AL hOll A

ZELIHES N

=
=

b

=

g0l A
5

HA
pul

C|
C|

st
(vin)
Ct.

<318>
<319>
<320>
<321>
<322>

ALAIOH
o<l
I\mg\lg DE|

. OIS
ot ,
"'mm Hg"= Za2l0le =2
g oolazss

=
n U MI\

Ol Al SHCH
HE Ot X2z 0f

=2
=

HO4,

=
=
=
—
cl== 20l
¢}

tH
=
&
al
=2
1,

Wi . 10
:.% ﬂw._ mv_._ 1|

ol R
Ry
0 oF
Rl 50

o

ot12, "mmol'
"C'e BN 2% 8 20l
2 oolazags 2ol

Jgs 20
”ﬂg”

ol
s  mos
%,%Qa
0
wszle
522"
M.&._AI. ,m:
A___%mo_ﬁ._w
STa7,, -
UME%WM
o = - o
"Cow®
Kol - o
Em%ﬂ
WS om
N
on
o
o
Vv

HAl
=

=

0l

(30 m)oil 2
1T AlIZE S¢et

21 (MgS04) AIZ132, O BtA

Ct.

F

S
[t}

(

=2 MA

g, 9.35 mmol)
HSAE
P

g
al
=

EB

el
=

AIBN 2HCIZ JHAI

s 2

95-20

t-1-2 (2.1
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(1.75 g, 9.83 mmol)
=l
£0

ol
=

2

LA, OJ Al

EARSS
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2 S0l oL S50t AFE N AR eSS MHE OUS CAl €2 Jtetth. 30
910, B8R SAAIIHAM FIHES N-EZ2=410101E (100 mg)E Jtotl), FItZ 16&

¥ 20 FIII!:J
2 o
0 0
o
Al
>_

oF SHFEAIRICH. 222 W20 StRESet FXNANBT22M EUZ2H =4I0/01=E S AIZICH
DHAIDIDD, =A0I0IE (2.25 g)E AIHSHEIA (20 M)E2 MIESICH OiHE &6t EME s LA
N, BXH Stgtes M R42 2 2= (6.80 g, 100%).

' NMR (300 MHz, CDCls) & 7.935 (d, J=8.4 Hz, 2H), 7.70 (d, J=8.4 Hz, 2H),
366 (t, J=6.3 Hz, 2H), 3.16 (t, J=6.8 Hz, 2H), 2.21 (p, J=6.8 Hz, 2H), 2.19 (s,
6H); C NMR (75 MHz, CDCly) & 198.1 (151.63), 1358, 1280, 126.0, 62.3, 44.5,

353, 35.1, 26.7; IR (neat) 2970, 2910, 1680, 1675, 1600, 1402, 1225, 1180 cm .

S a, €8 C:

4-222-1-(4-0|LZ2E-HY)-2E-1-2 (74.7 g, 333 mmol )2 GIEEZS=Z2t0IE (250 me) 0l
SoHAIZID, &8 WD Z=E 38 2E (Morton) SUAIUN A= 2 (75 M) 2 BSMUES
(17.6 g, 117 mmol)Oll JtStCH. SHS 10C2 H2AIIID, 2IHS| 150 W MBS O=Z X AIECH. BES3 L
EE (24 g, 233 mmol) SHS HIIGtD 2 AlZt S WEHSHCH FIt2 302 = =H6t1, UES CEl
QUIOIE (2.0 g)2 Jtot, |RIIAS Zalot, HEZ (MgS0)AIZID, BOHE B8 SLAAAM, EXM 3
£2 2=0 (100 g, 99%).

S a, &E” D:

1-[4-(1-22E-1-HEZ-02)-HL]|-4-222-2E-1-2 (10.4 g, 67 STK2 24, 18 %)
I-[4-(2-B28)-H L] 4-222-2E-1-2 BR)S NLH222A0/S (50 ™)0l SHAIZID, S0 &
SHEAS 702 SO ANIAIRCG SHE B SLAHAH, -[4-(1-222-1-HE-02)-HL]-4-2
2-Re-1-23 -[4-(1-222-1-HE-02)-He]-4-222-26-1-29 3:1 2SS L=0(11.6 9)
A0 5
(-22R0L-HY)-AZSZ2L-VEH=
- S g 4-222-1-(4-0|LT2E-HY)-2E-1-2 (20 g, 124 mol) L 2,2'-0lS2A (2-HIE
D2OLEY) (0.50 )2 WY 22201S (100 M)l SHAIIID, 5T HAACH K 22
2HOIS (50 ™) 0 EEtAIZl N-2222A010IE (12 )2 HEUS JI5lD, 2T S 5C2 SAGIHM &
EA (150 W S)8HTH 2, 3 2 7 A2t =, =Jtel N-B22%A0101S (6. g, 6 g, 2.8 g)S Jtotn wmet
S HBBCH 7.5 A2 B, 2 (200 )2 HEHGID, 0.4 W BMNSLLES (2x200 ™)22 K EHEICH,
AX (NaS0)AIZID, SIS IB SLAIID, WZE (HHAHN, BN 222 23 IH HH= &

=0 (26.7 g).

CiSol SteESe g8 A Bl LIEIH S 018501 MZEE + AT

[4-(1-2E220E)-HE]-NS2 22 E-HEh=;

[4-(1-E22-1-HE-0E)-HE]-AS2 22 2-HEt=

-[4-(1-B22HL-HL]-4-222-2E-1-2; &

-[4-(1-E2202)-HL]4-222-2E-1-2

EBh, 2BrA (Vi) R BRAL (IX)Q A7 B2HH, ¥ RsIH CI, Br EE 19 2Bka (1), &
SRAL (), erA (1), Eta (v), etal (V) S era (VI1)e a7 S2UX stg=se ol
Ei&& GOl ;lx e Htet 2001 MIZE %= UCH BIE TA COlA, 2E XEHMEES ZTo XADE il
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A/
e f 9| P
° H3 M "3
Hnl-(CHz)n-L_@—]'_Hai V@qu 11
10 e CH3 A’ CHy
BIS TA C= LBHAL (VII) & BtA (1X)2 A7 Z2HHl, & R5Jt CI, Br = (91 Al
(11), kAl (111), LAl (1V), LBrAl (V), LBEAL (V]) L dBHA (V)2 Al =2 SFE2ES
HIZGH| 218 e 28 &8 WEE MBet
SH allAd=, BtE T4 A SHH 4ol JIME iR 20], LEHAl (16)2 HAESH o-HEAEE
S22 A Hal-(CHp),—C(=0)-B [A WA, B= Hal &= SIES=AI0l2, Hal2 CI, Br £= 10|12, n2 &
JI0l AMOl= HioH 23] HESH w-E2 S22 OLAFAIHAAM, LAl (17)2 HEole w-8=2-a-
HEAEH StEFSES =Sl
31| bOlAE, BFS T4 A2l SH eOl JITHE BiRE 2001, LBrAl (16)2] MASH a-HIEAEE

[A0IA, B= &ADJI0 HolE Hiet 23]2 HES ANSZEZZL S22 OASAIAN, LAl
(18)2 tHSdl= AE22E2E a-HEAEIEANE REHE =SEC.
EH cOlM=E, BtS T4 A2l S KOl JITHE Hiet 2 n0l 3¢l LBHAI(17)

. teb 20l A 9
—a-IE2AEY SEESS HEAAM, LBtAl (18)2 USdts AEZZZE o-HIEAE

EH doiM=, 28 A AQl S jol JITHE Hiet 20l, LBtAl (18)2 HES AS2EZ=zH

=

a-HEAEIMHE RTHME HEBAIHA, n0l 32 LPAl (17)2] St w-22-a-HELAEY 582
S xSsict

S eOIME, LBA (17)0] HEE o-22-o-HELAEH S22 LRASFLAFAHN, U
AL (10)0] DISEHs 0-22-2RAUNE STHE £S60

MIE SB, APl (17)9 MBSt -HE-o-HLAEIY S22 -50C X A2, HIEGHH
S 0C LHX 5C9 2% HIAUAN 52 LK 2 Al S S48 2A5242 Holatlh 2BHA (16)2 o
“HE-SRAUNE RCAE A FFO QoK 8BS HASRREH 5|48

S TAIS, QB (10)0] NEE o-ZR-LRALHE SCHE = 200l BN Y12 A
2Iot0I SEEASSASAIHN, LAl (17)2] IS5t 0B E-a-HZAE B82S +S80

S gUNE, AJ1 S el JITHE HRY Z0l, YBHA (18)2 MEE AIZRI2T o-HEYA
EIMNE RSEHE ZEASSASAHA, LB (11)2 HSots A2EZ2R F2AUNE 82
4SS

, &1 S fO0ll JITHE Hiet 2001, 2LEHA
E eSS 2E2Us=ASAIHAN, LBHA (18)2 Sttt MESREZE o-UHEAEIHNE
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RsJb ONQI 2BEAL (1), BRAL (111), LAl (1V), LEFAL (V), LBFAL (V1) & LBHAL (VI)
o AR B2 SUESS2 ot BtS TA DOl JITHE Hiet 20l MZEE £ UCH. S T4 DOIA,
2= XNSHME2 €52 XNAIDH QITHHE &D10 EXIE dtet 20
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a]

EAH glid=, &J1 S all DI &
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9IS TA DHAM ABEE £% 2ESS =2 202 S49 RIN S0I6HH 2T 4
UL,
S0 MAIGISS P A D0l JITHE Hiet 22 MEFQl HAHSS CIAIBICH OIS Al
£ BN OIAI9 SXol 02, off YAOSE = 2Hol WelE HESls A Ofd o2 oo
OIOF BICH = MMM ALEE 80 "g'e J&2 90I5td, "mol'2 a2 0I5, 'm'e U
Pl2lHE 0512, 'bp's HIEE Sl0Is0, TC's U 228 o051, 'm 'S LelllE 4o
S oDi5t0f, "ws OI0I3ZRIEE 0I6HD, ‘w'S DI0|2Z B2 SI0IaHH, "ul'S HI3=S
=2 2lDIEtht.
A0 6
B a: 2-[4-(4-222-REY)-HL]-2-HE-ZT2N2LIEL
F4-(1-92 - 1-H2-02) ML) 4-B22-LE-1-2 (2.00 9. 6.59 mol)E P4+ WL 2
Z210IS (200 )OI SHAIZID 022 2901 ot0l SCh E2IHEAZ AOIIOIE (1.10 ™, 8.25
moDS BoNE & EADIZ B3H0] SHEA(N) (0.20 w17 oS EHNEL, HRGH 1 A2
2 DI (0 1€ BIIGID 22 0% B9 DUED, S =2ADLL SS54E N S
2o0lC2 FEE0. SII4S 851D, A4z MEED, AXAIID (MgS0,), OIBAIID BHE Z=d
DLE24T (15 % OIS OLMIEIOIE /S &) 02 HAIGH0 W DHEAN B

A SZAZICH &eldtd A=
M sEeE (88 79~80C)s &

A0 7
A 1 (4-AS2E2E3122Y-HE)-OtMELIEE

(4-BE22HE-HY)-AE2Z2Z-HES (5.0 g, 21 mmol), AICtSIZE (2.0g, 30 mmol), HIE
SHCh.

ctRE2Z2s E20I01= (150 mg), 2 (5 M) 2 OLMELIEZE (50 m)E EEECH. A20AM 3 Al S
o JIANCZ WBHAIZID, 2 (450 M)l =0 ZHOF WEAIRICH. OIDtAIZA =5t THZHSIAIA A
Z2¥ZE I (88 86~87/C)2MH EHM a&Ess =0,

LS9 StEESE B2 TA DOl LEtd - S 0186t Mg = UL

2-(4-NE2Z2THEEY-HYEY)-ZZOLIEY

2-(4-A22E2E3I122d-HY )-2-HE-Z202UEE

[4-(4-222-FCIE)-HE]-ONELIEY; ¥

2-[4-(4-222-REE)-HE]|-ZR20QALEE

RsJb ONQI 2 BEAL (1), BHAL (111), LAl (1V), LEHAL (V), LAl (V1) & LBHAL (VIT)
of Al ZS2H EES2 £ otJI2 BtE ZA! B0l JIMHE Hie 201 Mg = UCH. 28 T4 EOll

ANEtdE2 €2 XNAIDH gt &Dlol 2= dret 20
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P
~

[A0AM, B= &D101 HoE diet 28] HES AMSZEZZZ S OtASHAIAAM, LA

(24)2] tHSol= AI2Z2ZZ2E ANOI-SZEHNE SIEgE8S =S8
A fUlMd=, B'E TA ASl S dOil JITHE Hiet 201, LBHAl (26)2 HAE 2-AlOt- Ol E ¥l
SIES A0, Ha t= 1011, n2

Bt
H stetE22 A Hal-(CH),—C(=0)-B [AlOIIAM, BE Hal = 2 Cl, Br £&
| & 19] E’é@ -2 SIEEZ OtASAIAM, %F'_Fé! (21)2 tEst=

gl =, BtS T Al AQl Sl eOl DITHE HEQE 201, BHAL (26)2] HESH 2-AlOH =0l E ¢l

[AOIM, BE 42101 HOIE Hto 250 MBS ASZDZE SSSZ OHASIAIHA, Leral
(23)2] S5t AI22T2E AOH-HZHEHE s8t22 S8t}

S hOIAS, BIS SAL ASl 3l ol JITHE Bret 20I, LEHAl (27)9] MEEH 2-A|0He-2-T
2TMH SGEES A Hal-(CH),-C(=0)-B [M0IH, BS Hal E= SISZAIOID, HalS Cl, Br T
1012, n2 AJI0| MOIE Hiet 2S]o MEs -2 FHBS2 OFASAIZM, LAl (19)9 HSdts
O-EE-AOI-RLUINE 822 2580

UBEAL (27)9] HES 2-AlOH--2-T2BUHM S22 & S all JIWE bet 20|, 2 2
Of2l Eatol &I 2 LA Iz L 2HO 2A5I0 HSsE o, a-CIHEHE 2l0IS22E A
Eg + A0

HEs o, a-CIHEZHE 2e0|S 1822 B2 A B S all JITE Hiet 201, YAl
(3)9 Hedts 7Y SEMRLEH MEE 4 UCH

S IOIME, B2 CAL AS B3Il o0 JITHEl BESH 201, YEHAL (27)9] MEB 2-AlOHe-2-T
2Ly sges A

[A0AM, B= &D101 HoE diet 2812 HES Al
(20)2 tHSdt= AI2Z2Z2E AOI-RYANE PE‘%% ==t

Al 01|/\-IL BrE STA AQ EHA Ol DIXHE Hiet 2801, BHAL ( I
I22Z2E AZIIE MWEAIHAM, n0l 308 Leral (22)2 HE6H

A 10N E, BtS T4 ASl Sl jOIl JITHE Biet 2001, 2BtAl (23)2] HESH AI22
AMOI-OIEHEHE SHEE2 A2Z2E2Z AEIIE MNEAIHAAM, n0l 321 LAl (21 =
P

A mUiME, 8BS a0 A9l S kOl JIXH= HE2E 201, nOl 3

ol BtAl(21)9] HAE -2

-AIOH-OIEHENE 2SS HEAAA, LA (23)2 UHSots AIZ2Z2Z AOK-OEHEANE &
g== =Sett

A nliM=, S A AQl S jol JITHE Hiet 201, LBtAl (20)9 HES ASRZ=zE
ANOI=RIUNE S AI2ZE2Y ZAZI|E MHEAIHAA, n0l 321 LA (19)9 UEote w-E=2-
ANOI=RUHE eSS +=SEHT

S oAM=, BHS T4 AQl SHAH kOl JIXHE dier 2t0], LBrAl (19)e] MASH w-#EZ-Al0l%
FLAE SEESS MESAIHAM, LA (20)9 Sote ANSZZEEZ AN=RINE SEg=2s
+==etth

S pliMd=, BtS T4 AQl S a0l JITHE HHQF 2001, LBrAl (21)9 HEE w-E2-Al0t:
HEHLEAHNE SIEESS HESFAIAM, LAl (19)2 HSote o-E2-AMOU-RLUHNE sE=2sS 58
Ct.

A M=, S A AQl S cOl JITHE Hiet 201, LBtAl (24)9 HEE AS2Z=E
ANOI-EZHE StEESS ULNESAHAM, BHA (20)2 USotes ASZ2Z22 AOLERYANE SES
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E2E §|’§%%,[H|Fé|§|'/\|94}\‘l, UBLAL (21)9] USole oEEZ2-AOI-HEHZEHE SEES

A sOME, B8 T4 ASl B cOll JITHE Hie 20l, LBral (22)2 HESH w-22 Aot
SZNE SIS UNLESAAM, LErA (19)2 St w-Z22-AM0t-RYANE FESS +=SEHT

I tOM=, BtS SA1 ASl S alll JIHE Biet 2001, LBHAl (23)2t HESH AI22Z2E
AOL-OIEHEANE SESS HESAHAAN, LEtAl (20)2 HEStE ANZZ2ZZE AOI=RLAHE &tE

el

| UM E, BtS &4 A9 S a0l JITHE Bt 201, LBrAl (24)2 NES ASEZ=Z
ANOI-SEAHE s&E2S HESAIHM, dptal (23)9 USdts AIS2Z2Z2Z AIOGK-NHEHEANE &t

o

T
0l0
in

ALEN MERE E2 SEE2 = 2012 S&2 =&IH0 E0IotH e+=2 &= UL
12 AAIS2 8t s & J = GIAISICEH. OIS A Al
o FXQ AeZ, U YAo=2E 12 OtHl H2=Z Oloh &l
F ettt = BAANOA AFEE 20 "g"2 J&dS 20lctll, "mmol"2 el&S 20l6tH, "m'=2 ¢
IElE 20lstd, "bp"E HIES 2l0IotH, "C's &M =2=E 2l0/otl, "mm Hg"= Zel0IEH =22
°|0lotH, "w'"= OloI3ZclHE 2l0lotll, "wg"2 00328 S 20istH, "pM'2 OHolaZ2Ss

AAION 7
B c: AL AlOILIOIE

HZOMIELIER (92.3 m, 0.800m01), EHIER - EADs 222H0/S (506 B 4.45 g, 8.0
mol) L 50% £ASLUES =8US WHY, A2 WDl S2H01-00/A/0IHE EBS 2&E 82 S5
Ol of ALK ES2 2E BH A7 S2tA30| 20 115 RPN (IS 08 SH)MA DEH6HBIA 40~
70C2 JFHAIID, FEHE ObA (11.7 g, 0.232 mol )2 3020 ZH BSA2ICH N 22t0/S

|
EOtE KXot JIEAIF110 ZE0F wBHAIZICH.

S SES0) 2 A ZH FJl HiZE S22H0/S (35.4 g, 0.700 mol)S AMAAIZCH

MHE EBSS MS0IM 22 A SO DEHAIIID HEMSZ2H0IS (39.5 g, 0.781 mol)S FIIZ 40
~70C (CHJHE 55~60C)0IA 8IS E20 AMIAIRICH WY 222401S (8.7 g, 0.172 mol)S =
2 BS EEE ANEAIIID 0CE WANAGL SHIIE KJistl Loj2+ (250 m™) L e
= RIME S =

(250 m)E FIISCh. =22l ZUJlz sH 4(3tR)52 iEAI2IC. ot
(2x100 m)2 MFAIDID, BOHE ZIGH0IA SLAIH LM 22z =L

A 2, 50% =MSHLIEE 8% (79 g, 0.988 mol) ¥ HEZ n-REA2E Z=22AH0/E
(1.0 g, 3.6 mmol)S 500 m¢ S|, Xa wEIIE HE M 4FEctAI0N OISO, &4=8 AN S
Ust AE WHEES 0I8otH, HEH S=2cl0IEE AULEAIZICH 40~60T=2 IS AL, WBHAIDILD A
AlZtoll 2 OIE2dl 222t01E (20.5 g, 0.40mole)S AMAAIZICE. £HE EE82S A1, 20I=2
(100 g)E FJIot) WBHAIZICH. &S Dieteisl stRES NWCe=E MASC. g0l2= (100 g)Z2 g=
ot0l MIEGHO e XM 22 (111.0 9, 22 X2 4H)2A HAM seSs =0

A

28 t-2SA0IE (2.42 g, 21 g C=ctey (8 m)0ll EoiAIZ1L), 10C2 H2AF1 I
[

)

HHCZ WBIGHHAM Cl2at (10 m) 9 (4-AS2Z2EE2Y-HY)-0tMEUEE (2 g, 10.8
mmoL) ¥ OIE QRCIOIE (1.5 me, 24.0 mmol)2l EBHES HOIECH. 102 =, O34 (2 M) 59 28
t-2SA0IE (0.3 g, 2.6 mmol)S FII2 FHOtotD & 45 & SQF WEAIZICH. 2 (50 m¢) &L Ol OtAl
HIOIE (50 m) EES0 21 S2 FA2=Z pHE 1.5~2 2 ZHEI. RIIAS S2dAID =42 o
g OLMIHIOIE (50 m)2 FESHCH. RIIAS &6t == (2x100 m)=2 MIFSHCH AZAIIID (NagS04)
ZMHE TIotHAM SZEAINLD HEESHAHE OEHZ/SA)AIA &M D (8F 80~82C)2M HA 3t
gEs 2=

(4-A12

2-[4-(4-222-2¢ S-ZZ20UEE

2-(4-NE2ZETIHEELY-HYEY)-ZZOULIEL

4-(4-222-SCE)-HE]-ONELIEYE; &

2-[4-(4-222-REE)-HE]-ZRNQALIEE.

Bs b COOZZQl Bral (1), kAl (111), LEHAL (1V), LAl (V), LBHAI(V]) ¥ LEHAl
(Vinel Al Z2td stetese £8 6tJ19 Bt T4 FOll JITHE Hieh 20l Mg = QUL s =
ALFOIA, 22 XEMS2 €52 XAIDE ATHH &D101 Z2lE diet 20
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rx
oo
1
1=
iy

CH3

/ CHy

0 THa
"

Hal(CHa) < CHCOO %44
33
4

CHy /
l

f
CHCOO 44
N g
29 \ o Ha /
i, Q
V CHCOO % - u )
35 CHyCO0 ¥
A 36
A 7

"
Hal-(CHy)p-C— CHycoo gy 34

A

A
\
s| |y @—cuzcooqg

a

BHS T4 F= ReJb COOZRQl BRAL (1), LAl (111), LBRAL (1V), LEral (Vv), BrAl
(VI) & Letal (Vi) Al S2H st828SS M6 918 0l L8 81 HE S NS

S alilM=, S T4 AQl S all JITHE Hiet 201, LBtAl (28)2 HEE HIZOMEL
HAHEZ StESS UESAIAM, LA (29)9 HScte o-HEHEOMEY HAHZ SEE8S =5
SHCY.

UBHAL (28)0] AT HEZOMEL HAHE SEES 2 2019 S&2 SEIHUA &2 24
H=E HAHZE BHS0l 2ot tHSote HIEONEL =2 2H MEE = AL

HES HEOtMEL statE2 FI| IS0 22 & 202 S&2 =SSO 2 A )
= 2 2I0N 2StH dErAl (25)2 USot= HEOMELIEZ =22 It==2HAIHAM HEZE =
ULH. EHCZ =, HEOMEN stgEs S Ta H2l A hol JIHE Hieb 20|, tHSots #E &
ctol=2 &DIssHS Jt2=430l 2ot0d Mg = UCH

S bUIME, BtS T4 A9l S aOl JITHE Htet 201, LBrAl (29)9 HASH a-HEHEO
NEL HAHZ SHEES UESAIAM, 2BtAl (30)2 tHE6ts a, a-CIHEHEZOIAEL HAHZE 3t
g==s +=Sett

HHOZ=, LUHAl (29)9 o-OIEHEOIMES HAHEZ SHES2 & S all JIME biet
20/, & 202 s42 =gl 2 28 EF AHZ23 BHS0l 2ote HSots a-HEHE oAl
E4 SIEHE22FH Mg = U

HMEE o-HEHZOLMEL S22 & & atl JITHE B2 2001, Letal (26)2 UEot=
2-AO-OI 8 A Btet=2 Jt==0oi0l 2ot0 Mg = UL EE22=, a-HEHEONMEN SHEE
2 BtS T4 H A hol D= Btet 201, Sote a-HEHE 20122 HI|SH 25435t
Ol 2ot Mg = AT

SH cllM=, S A AQl S cOl JITHE Hiet 201, LBtal (28)2 HEE HIZOMEL
HAHZE S22 CIHEStAIAM, 2BtAl (30)2 tS6tes o, a-CIHEHEOIMEL HAHZ SES
= F=Settt

SHOZ=, BHAl (30)2 o, a-CIHEHEOMEL HMAHZ SE22 &I A adl JIME
HiQE 201, & 202 S42 =8It &2 28 EF A2 BtS0l 25t tHSot=s o, a-CI0l
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EHEOMEY S22 FH MEE &= UL
[

HES a,o0-CIHEHLEOIMEL SES2 A S a0l JIXHE dtet 20l, LAl (27)2 O
t= 2- /\IOP‘— -2 LU S22 Jt==2oi0l 25t Mg = UL, E¥He==, a, a-CIHEH

S5

JOMEL SEBe B1S T4 Hol B hol JIE He 20|, BSols o, o-OHEWE =2lol=ol

SOIsiSA J==usiil OIS0l X & U SEE o, o (HEWE FA0IC siESE HSTA
Sholl ©I5t0f MIZE & ALk

Col Al eOll JIME Hi2H 201, HSot= a-HEAEES 22U 4
A M=, B T4 A9 H
HAHZ S22 Al Hal-(CH), -C(=
10111, n2 &JI0 2= Hi2t 23 w
0'-22-a '-HE-HELOMEL HABZ St&=SS =S80
) ==l

A eliM=, 2 T4 A2l S el
OAHZ StEES A

0
)'\<[
B
[A0A, B= &D10 HolE Bt 23812 =HES A2
(33)2 tiSct= ASZZZZAE-HLOIMEL HAHZE 3HEE

@
Q.
2
N
=

rn
[
to
m
=

o
e
Iz
)
o
lo

1

]
o
=
Ic
2
—_'—
Im
>z

[&01A, BE Hal £&= SIEE/\IOIE, Halo Cl, Br =

HU
[
HU
e
to
il
Mo
HU
g

MEAIHA, LoHA

o
1
Jin
o
[w

S follds, BrS &4 AQ S dOil JITHE HiQ 2001, 2BHAl (26)2] MAE a-HIEZHE Ot
HEL OIAHIZ 3tet=2 Al Hal-(CH),—C(=0)-B [A0IM, BE Hal E£= GI==AI0122, Hal2 CI, Br &
= 10112, n2 &JI0 Z2E Hiet 23] MBS -2 SESZ OtAStAIZHA, LEHA (30)2 TS
ot w'-8Z2-a'-AE-a-HEHZONMEX HAHZE S&=2E +SEHH.
S glidE, BtS TA A S el JITHE Biet 201, LerAl (29)9 HES o-HIEHE Ot
NEA OIAHIZ StEESE A
0

[20A, B= &DI0 HoE Hiet 23]2 HES ANSZZZL S22 O0LASIAIHA, LBHA
(35)2 HSdte ASZEZEANE-a-HEHLOINMEY HAHZ FBES +=SEU

A hOlMd=, BtS S4) AQl S doil JIZHE Hiet 2001, LBrAl (30)9 HES o, a-CIHEH
HOINEN HAHZE slg=S 4 H [-(CH),—C(=0)-B [A0IA, B= Hal £= SIESAI ID_, Hale Cl, Br
= 10112, n2 MDI()H HOlE Hiet 239 HES w-E=Z S22 OASAIAM, LBtAl (31)9 O
Sote w'-22-a'-HE-a,a-CIHEHLONEN HAHZ =S =S&tl

LBHAL (30)2 MAEEH o, a-CIHEHZOIMEL HAHZ SEES2 & S all JIME Biet
20/, = 202 S&2 =gl 2 28 EE A2 LSS0l 26t HEdts o, a-CIHEH
HOINEN S 22H Mg += O'EP

HMEE o, o-CIHEHLOIMEL S&E82 &I S all JITHE Hiet 2001, Leral (27)2 O
Sots 2-Al0t: 2 DL FEEO DP¢—E—6H01| oot Mg == ULCH.

A A E, 8BS TA Al S eOl JITHE BiQE 201, BrAl (30)2 HES o, a-CIHEH

HOINEN OABZ StEES A

P
~

[AI0IA, BE &DI01 FolE diet 28]2 NEE ANSZ2Z2E 32
(32)2 tiSdt= AI2Z2Z2EAHE-a, a-CIHEHLZOIMEL HAHZ 3tE

A JOME, BtS A A2l B all JIXHE Bieb 201, 2ERA SES =
HE-a- lHIE'ltH‘—'OWIE& HAHZ eSS HESAIHAM, dBtal (32)2 UStts o '-E82-a'-HE-
a, a-CIHEHZOtMEL HAHZ stet=2S =S8,

A KOAE, B8 T4 A2l B joil JITHE Hib 20], LBral (32)9 HESH AIZ2T2 2
E-a,a-CIHEHEZEOMEE WAHZ SFEE2 ANSZZZE HEIIE HSAIHAI, n0l 321 LA
(31)2 St w'-g2-a '-HE-a, a-CIHEHLOINEL HAHZ SFBFESS =S
A 10AE, 8BS A A9l S KOl D= BEeE 2001, nOl 3 A 9

|

Z2-a'-HE-a, a-CIHEHEONEL HAHZ 3EESS MHEAAM, LA (32)2
SENE-o, a-LIHEHLEONEXN HAHE FEES =St

A milldE, Bt T4 A2l S Ol JIMHE H
HE-HEOtMEL HAHZ i}@‘:o CIBIESAIAAN, SBHA(3

o
my
— O
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DHZHLOMEL HAHZS Se22 S8t

S nOIMS, BIS SAL AS B3Il a0l JITHE HrSH 20|, LAl (34)9] HEE o '-F2-q'-
HE-HLOMEL NAHE SBSZ2 HESAIHA, LBa(33)0 HHSots o'-BE-a -HE-o-HE
HYOHEL HAHZ 8828 +S8C

CHH oOIME, B2 SAL ASL S| jOI JITHE HEQH 20|, LBHAl (35)9] HEEH A|ZRT2EY
E-o-HZHLOHMEN HAHZ 5820 AZ2Z2E NgIIS HEAHAN, n0l 321 Lural (33)0
St o'-2E2-a -HE-o-HEHLOMEN HAHE SE2S +SatL},

S pOlAE, BrS =AL ASl EHJ kol JITHEL HESH 20I, nOl 301 YPrAl(33)0] HEE '-&
2-0'-HE-a-HELHLOHEL HAHZ SE2S HEBAHMN, LA (35)2 HHSots A22Dd
HE-a-HEHLONEL HAHZ SIESES +S80H

CHH qOIME, BHS SAL ASl S| all JITHE! HEQH 20|, LBHAl (35)9] MEEH AlZRT2TY
E-o-HEYHLOMEN HAHZ SESS HYSAHMN, LBA (32)9 (HSo= ANSRIZBHE-
o, a-CINEHLONEL HAHZ SE82S +S8

S rOIME, BHS SAL ASL Sl cOl JITHE! HEQH 20|, LBHAl (36)9 HEEH AlZRT2EY
E-HYOMEN HAHZ S22 CIHYSAINN, LErA(32)e S0t A22E2BHE-o, a-C|
HZHZOMEM HAHZ 3tat2 B,

S SOIAS, B2 SAI ASL SHX O JITHE! BE9H 201, LBHAl (36)S) MEE AIZ2T2EI
E-HYONEN NAHZ a820 AS2Z2E 8IS HEAIHA, n0l 30 LBHAl (34)°] (1S5t
©'-82-a -HAE-HLOHEL HAEHZ SHE2S S8t

S tOIME, BFS SAl A9 S KOl JITHEl HESH 20I, n0l 391 YBrAI(34)o] MEE o -
2-o ' -HE-HEOHEL NAHE SHBSS HEBAIHM, LBHA (36)° (HSots A2EZZLHE-H
LOHIEN HAHZ st8t2s +Satt

S Ul AS, BH2 SALAS) CHI a0 JITHE! R 201, UPHAL (36)9] MEE AIZRT2LH
E-HYOMEN HAHZ SHE2S HYSAIHAM, LErAI(35)S (HSots AZ2T2UNE-a-HLHE
OLHIEL OIAHIZ slates +SEt

UIS TAFOl AIBEE 22 2HSS =2 202 S49 S2IMNN 0150 YaY & AL

SHII AAIGISS 812 SA FOI JITHE Hiot 22 MHIOl BAUSES (MBI OIS AAI0
S CIXl OIAIS) SNOI O, OfE WAORE = wyo| HIS Kstoleis e Okl H2Z Olols
010F BICH = FHMOUA AFSE S0 "g'® IS 2/0i5tD, 'mol'S LelSS ol0i6HH, 'm'S o
2l2lE{2 2I0I5t, "bp's HIFS 2I0IGH0, "C's &M 22 0i5tD, 'm Ho's YLel0lE $2
S o0ictH, "w'= O0I2Z2HE 2l0i6t, "m'S 0022022 2A06HH, "uN'S DH0IRESS

2 HE AFE WO, JIE9, JIAAE W, MeClE IJtA |RYF, FADIZ AEE
g

= H o1
fIEt DR L UH HE S5 AAHES IAF 2 2lH 9 &M 47 SctAIAE EXEth. 25 AL
cm (18 21Xl e LUSEIZA/UEF 645.16 cm2 (100 in2)Q H2E HUNZS 2= E2t0]

I

. (18
OLOIA 2t "2 8l W2AE OLNERZ -50T NHAl H2E 8 X SHIIZ 2HEHN UL BE
A= AEXNZ HAX HE FEE SoHH 2HO0I U AD MeClE2 CRE deA 29 2y Hoz2RH

HMEEl. 35 Sk LIE 2€EE AE0t0 ot MOELD ZE0IEZ 222 = AL, ZE0IHE=E
MeCl2 Z2FGIH 2.5 mg/2/AHY 222 B PSS =0, HEOMEM, HE NAHEZE 1R A&
WH Ads SotH 4E 1.6 mm (1/16 2UXI) AHleA A2 FEE S6H0 HPLC X0l 2/6t04 CIX
g AN =2 1 clH B2 RUEZRH 33t Felgda2 AUCZ 28H) AXNME W
& 2Ax FEE Solol 20l U U, 2= WMHAXIE AIEotH MOE JtEsEs Eeth d2
S ERJUSH, B8 SAHAIE =20 EHU 2=0l JIIEEHE NHESEZMHN 260

E

HYOMEL, OE AHZE BEZE 1 sth t-RFEHESS R®ots HEOAEL E HEOHAI
=0 = 02

= E
Ol ECt. MeCl EHA £ El1, 60% NaH2 200 g Al

Oz Z2t0lgetl, HE oAHE WA= 0 2
2 AA =EE ZFES W =9 A7 W2 ECAE X EO0=Z HESD ZUII (AIE A2 Fu2
HMAHE)E S5t B2 2J|12 KHECH. SLe ZUII0 P 22+ (800 m)S &DJlot A (1.6
mm, 1/16 21X Y, HYOIMEL, 0E AHZ 22 FE)0l LWHMECH ESES WEHAIIILD MeCl
(40 g) O] =QGlE SO 50CTZ JIZAIZICH Bt EE=0| 50CH S, HYOHER, HE oA
HE/t-2E22 1 M2 & 2 0.62 g/ 0 A MeCl2l HEA EHILE JHAISICEH. & p.1 M2 AIEE 20.32
m (8 QIX) LIES 2AE 138E FAJIE AIE0l0 23 AXZ #iUHCH. Ao 422 (MH22 =X
et 5-15 &2)S 25% =4 OtNELIEYE (5 M)l SoHAIII] SAl 246HCH. BISS 50CH A 2A12¢
SO O AHZAIILD 0lF A=20M EOFAIZICH
=5t &

EXI00, NaH (60 %2l 180 g) % S 22ty (800 m)S WEGHD 50C=2 IS ST MeCl

(52 g)2 MIE HILOMEIOIE (20 g)t &M FILAIZICH. 1AIZE SQF 50COHIA WEFAIZID, Ol HEH

Y OtMIHIOIE (0.8 m/=2) ¥ MeCI(CHE 0.53 g/=)E HEXHC=Z FHIISHCH 1 Al SO Witst &, &

JIE2 SXGtD 1.5 A2t St A= JrEsth. OIS JHAIGHD 4522 &ECH. A20AM ot

weHEtt, 8822 50CE JtEotn HE HELOtMHOIE (0.4 m/E) L MeCl
[

J

=
I
o
N
\‘
«Q
~
Al

MOHSICH. & 246 g2 HIE HILOLMEBIOIE EHOtAI, EIJHE SAotl ZEO0F witsttt, ZES 220t 125
TOHl SEE MK, SAULS 1 JILUAH SJEC. ¥FSS H2AAIID OtHEL (100 M)E &Rdt=
£ (1 £)0l 2=Ch. IIE SotAH st AsSsS 2AZ2IC KIAS 4 mHMA &5 ASclE

N
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IEE 2= 10-SY0IE 204 (Oldershaw) ZHS Sot ZFEHCH 5:2 FRHINA 10 M2 =HHot1
HelCt. BX St&Es 2:1 8340 £ 93T slE 2= 0M =48t (100 g)

A AI0N 10

=

d: [4-(4-222-2C2)-HEZ]-0tNEL, HE AHZ ¥ [3-(4-222-2EIE)-HE]-
I

g A
a7 EtAI0 S3HE AICI; (293 g, 2.08 mmol) & & E

b (400 M)E MRCH. 5T 0|ot2 W2t

A1, 2EE 5T 0l6t2 RXotHA E22FEIE Z222101= (125 m)E Aol FHIISCH 252 10
T olstz |X |6}D4A4 HE0E OLMEIOIE (160 M)E ZDiotD HOF WEHSHCH EEESES 21D 82
2 Hga 222101 (400 m)0ofl SoHAIZICH. OHiEe 22201 SHS Xsh Fab (200 me) L 2ME
2SO ESS20 dAol Rel. RIAMS 2elAID, 2 (1 L)2 HEE=E, 5% E& =40 LHES (1
1)22 NS 20ME XZ20I0AN SLAIH HMRA (243 g)S =0

MM @9l (243 g)2 HIEd 222101 (250 me)0fl EolAIZID Bt =4 JAE 1.5 A2t SOt
el B0HE 7&'43—8}01% S2AIF] Ot & Olet Ol &AI(243 )2 50:50 EE=22AM X SEssS ¢
=Cl.

gted B:

MNHES 220 23, JIAHE ue|, st 85)|, B8 =5t 200 ¢ YU4xs 4dxst 1 12
ol BN &P %EMBOH A3l L20|s (293 g) L HIEEJ%EE}OIE (300 M)E Z=Ch. 10Cc=2 H=2t
AM2ID 2FE2 10T Olotz SXotHA 4-E22LEIE 222101E (169 g)S ZIIEHCH. FHIIE 226
£, 252 10T 0lot2 |XotEHA, HEWE OFMHOIE (164 g)2 ZIIsSICH. BIES22 16 A2t SOt
40Ccz JiZotl, €3/2 (2000 g)= &Rote JHECZ NbEE 4 ¢ S22 HI0IAHM &6 21
1 A2 S0t WEtstCh, 52 22A212 =42 HEdZ=2201E (50 M)2 =&5tL, &8t |ilas
1/4 1K SEMe X EXEMNES Sot0 HUAIZID 2 (100 M) L 10 &% Na,C0s (200 M) 2 A=A
OF =6, EAIE 2SS AlME HEM 22210/1E (50 M)E M==ot1D &8 NEMSZ2H01E
ZHZ 2 (100 m)Z HIHSICH. XZE 2%IF 120CH SELEMWMA UIILHA SHE SLAIZICH &F
SS YW2AAIIID 2B 24 NEFS (200 M) 2 3|A6HCH. 2HE 70C=2 JIZs6tD 24 HCI (20 g) =0l 10
20 2™ AWAAIZICH 40 2 =, s22 Y2AI9|0 2A 201510l ZOF SXIAIZICH. 20HE &
Sot0A SZAIHA EM SteE (258 g)2 =0,

&AL 11

S k: 2-[4-(4-E22-2EIE)-HEY]-2-HE-Z20l24, g HAHE

SHEA:

2-(4-ANEZZZINE2BE-HY)-2-HE-ZZ20/ 24, Y IAHIZ (100 g)2 A4 (500 me)
2 OIEFZ (100 M)l SoHAIZID 70C2 JFE S, Bt 6 g)=2 220 Al2t

Ol 2Xd AMEARICH. S0HE XAN36HHAM SZAIA EAX
S8 B:
OIMIELIEY =2 5 M HCI 8 (50 m¢, HClI 9 g, 247 mmol)
-(4-ANEZnZEII2BUY-IHY )-2-HNE-Z21|24H, e HAHZ (25.5 g, 98 mmol)0l &Jtotd 100
m SO ECtAIE N AHo=Z USSILH. 4 A2 SO 50CE Jtdotn, 2 (50 M2)2 g 3|4
A3, 2 (50 M), 10% Na,C0; =S4 (50 m¢), O0lF £ (50 M)Z ANIHSEICH. 0 S0HE &36HHAM =
BAIH Q2. HA StetE2s =0 (27.2 g).

S

2-(4-NBREZEI}2PL-H)-2-HL-T20 24, Y HAHZ (86 g, 330 mol) L 24
OLMIELIEZ (70 m)S XA MEH oith, 2, 22 KOS o0l T 50| SAot0) Bae SotA3
O SIZE JlA RYUR L =7 GICS 2E 250 2ol BN A7 BAAAN LED. WS EHES
BESRN GUCE Busl JISsE SH Nl Kl S ¢S SSEN 6 AL S SNEADLL &2
ol (50 m)O2 B|AAIZID, 2 (50 ™), 10 % NaC0s (50 M), Ol 2 (50 m)2 AIHBICH SHE &2
SN SLAH ER sEES =0

28y

2-(4-N2RE2EII2EL-HE)-2-HL-Z20 24, 2 HAHZ (91 g, 350 mol)S K&l
DY S, 2, 22 HOIE AGH0l T HS0| Slot0] BAH B0 eidE S 292 A 55
SIEE 2#E 1 4 BT BN 47 BAI0 250 BHS %2 BHE AH2R SNADIBAN, 24
Hol Z0i &5l ADIEAIRICH 10 2%, OLMELIEY (500 ™)S EJetn, 65C2 JtEatn presel
OIS 7 A0l A EDISICH EREE JIEADID OMELSE /I QUHES HfeIT. obELIS
2 500 ME KOS & SgE S (M) B N SRAZD. Su (200 m)E 2012

J

ot St & (EZE = 130C ¥ 2Hdl= = 130C), MIEF2 28 (100 m)E =
JHEtCt. %E/\Iﬁ WI@%% HoASH QU2 A HAHM SHEE (330 g)2 E=Ct.
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A RYF L SF UEE RE 1 LESYS BN 47 A0 0. UHES 2€=SS 80CE IS0t
10 HHG| R HCI S0AM AMEAIRICH 100 2 =, OE=S 2B (100 m2) & HCI (26 g)S &EItat1) 2Al
2t S0oF 35C2 JHEStCt. Olet2 % HCIS OtATIYOIE &3 (XE = 35T, 2Udll==30C)0l 2di S
FAIA Mot Jdel 59 SHC=M 2H stE=sS 2=l

g F:

2(4MEEMEM}§+Eﬂm%%%WELE§m8&,N% HAHIZ(500 g)E A |3, @
HalS wel, 2% Mol & A2 MHE <8t & ToIZIt EXI=0l A= 4 1 BS| GHALZ0
(Hastelloy) EFSII01 €0t 2LS 60CZ IJHEotD dlS 32tS HI2O. PHE 10 psige =clHAM

. 10 psi
HCI2 #&JIot] 80~3002 S02F BtSAIZICH. WE2 HCIZ HiEAIZI2 2A% &8 S b st AL}
FANAHAN ZH SFEES =0

2 G

2 1 SS9 M AR EAAI0 QHHE WS wel, JtA ALE SE(HAS 24FAIIID]
1ot ZHstE Zes JtE) ¥ S8 S5DI (D*EHIE MAXO, L2200 HAE §25 JHE)E &X
SHCH. EctA39 digols JtE¥s dXlotd 2-(4- A|3§u§u+3+_z SH Y )-2-HIE-Z20 24, 0o
g HAHZ (78.10 g, 0.300 mol), I&@ (400 m) ¥ 2= 2B MIE2 (90 M)2 EctA30 =0,
2= IME d20lA GMDDIHde FSECE. DQT*EE%W(%66g1mﬂmU 2H wht
2 2% =22 AR JtE g0l 15 20l 2d AMAAIZICH AME FEE 2ctA AEHZ A6t 2
EHS 40~79CUHAM 45 & S L 79COHAMN 152 =QF WEHGIEA ”HEE tEEt. 28 SRIIE 2
St 85012 RE e 20|12 HHEU. SRS (WIIL0A 80~138T) 200 ME =3t
2 QEM golg WA HH sEeS ¥ e Egss 2=

/\I/\| |

NE, OlE HAHZ 2 (-AI22Z2EII2EL-

(4-222-FEIZ)-HEL]-0tH EY,
| El

Z-2EIE)-HE]-0tMEL, HE HAHZE 2 [3-
U= 01|*E1|E (650 g)2 2B OlEF= (1250 m9)0” SHAIZICH. SE2 10T 015t2 SAGHEA 28 OES
& KOH (1000 m¢ =2 168 g)2 U ZIIEC. &It =, 5AI2 S -10CHA XIS wEHEHC,
OLMIESH (5 m)e=z éé 29 pH 62 1) Hel0lE Ze-DEE SOt sttt E0HE &3
SN SZAIH 2 (538 g)2AM “HI stg=Es =l

A0 12
S d: [4-(4-222-2Cl1E)-HEZ]-0tME.M, 2-0E3a ofAHZ

2-OlE-1-3Al= (6.5 g, 5 mol), EcIOIZ0tel (50.5 g, 0.5 mol) & OIEeZSZ2t0lE (50
m)E SESEICH 2-HILZO0tME 2=22101E (5 mol)S It 50C2 Jb2EC. A20M Z0F WEHAID|
oty HEgd 2=2et0lE (50 M)z ZHHO0IAE MASH. RIIM2 &

2, o BI5tD 5% HAr ~8
(50 M) ¥ BT MESCH AXAIZID (MgS0;), SHE BSHA SLAIZID ST 2I5H0] ZHAIA
2-HLOHEL, 2-(2-0Z 8 a) NAHEZES 20

222 2EZ 2220/S (16.9 g) L AICI; (29.3 )2 AR0IA SEEICH 2-HILOHMELN, 2
WA HAHIZ (27.6 )2 HIIGtD, 22 10T 0162 RXA2ICH 35T MM 24 A2t S0 It
5tD 24 (200 g) SOA SHAIRICH RIS =22l6tD, HE (MeS0)AIZID L SIHE MBHHAN 3
SAZICH RESS KEFS (150 m)2 5|45tD, Hatad (5 9)S HIIStD 75CE JFABICH. 2502
=, gt (50)2 FIHZ EIIGHD 75CHA 24 A2t SO WEHSICH BHHE XTHUAM S2AH B
M ostetEs 20

AAIGH 13

EH h: 2-[4-(4-222-2EZ)-HE|2-NE-Z2U 24, € dAHZ & 2-[3-(4A=2=2-2
Elg)-HE]-2-HE-Z2024, HE HAHEZ

get220l= (58.4 g, 438 mmol) & MIE tolE (100 m)E S=J1, 2520, & 246
E WEIE #XIg 250 W B9 & HEP 30 € . 10C2 d2AAIID, 2&E 10T Olot2 R
KADIEA 4-S22REIZY S=22t01=(32.4 g, 230 mmol)S HIIEICH. OIE CIHEHEZOHMEHIOIE (40
g, 208 mmol)ES 10COIAM HDIIEC. FHIt &, EEE2S 4222 MAGl JI256t2 0lF 17 Al2t St &
s §

SE
iy

HU

malint)

FAIIHA OISEC. BHSES S (400 g)SUM SEHGtD 1 Al2E SQF WBHAIRICH HIEd 222t OI
c (2><25 m)eZ FEotD, S (25 M), 10% SHMUES 3% (25 m), & 2 (25 m)2 MNHSEH
HE &I ZaHolA %‘j* |4 MMl (58.7 g)2 &=Lt

MM 29 (58.7 g)S 2B OIEF= (40 me)0l SSHAIZID HFE wEl, S=J1, 2&H £ Jt
A R FEE HE 250 w B SM SctAI0 E=C. HHG wBGHHAM 22 HCl (3 g, 80
mmol)S &EIIGtL] 70TCOIA 1 Al SOt JIESHLH S0HE MSGHHA SLAIH M 29 (59 g)2M =
M stgEsS 2=

AAICI 14

CAH 1 2-(4-A22E2E3t=

=2 -
2-[4-(4-222-FEIE)-HE]-2-HE-Z2T
g]-2-HE-Z20 24, e AHZ2 &8 9
H

I 2-[3-(4-2=22FEIE)-H
= |
SAGHEAM 2B OIEFS (250 m) =2 KO t
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E AMROZ JI256t10 1 A2t SO JIHESZ WBHSHCH. OtMIEAISZ pHE 62 Z2 U= AI0IE =g
-DEE Sot0 HUAIZICH. SB0E ZI6IHAM SLAA 2-(4-AS2Z2EE2BL-HY)-2-HE-22
I24H e HAHZ Y 2-(3-AS2ZTZTINS2Y-HY)-2-HE-ZZ20|24FH, e HAHZS E8=2
2 Us 94y =9 otz HHsH @Y (57.1 g)8 A =0

SHEA:

L& 78.74/81.28 cm (31/32 in)Q &2 X3, Al &S &H 2.54 cm (1 in)Ql 316 AHCA
AAE I 5302 IHRCH. N2 SRE 6, LS A2 ofF e € HOIZZ 2N 2.54 cm
(1 iMEMS ol Z2etAS e = ¥ 2EXEOZ 5.08 cm (2 in) EMS S0l 22tA HEME &
2 o s A= JCH. A2 HES 135C2, ol Y2 185C2 JIZEEDH. N4 &7 =22l o=
= 22 E0IN (timer)2 MOZD QHHE 2EE XZGHJ| ol E= 2= HE 2tz UCH. =2t
Ol Ol0IA Eo=z B5L 1D QHHE LS XEHGI| 5tH HHULE (Mcleod) HOIXIE 2= HEZ
OI20ZA AAEOZ XZARICH 1 4 SO S8 XE (pot)E 656 EEWAM &I MHE (mantle)Z It
Qot, JIHEOZ WEtotD olE dEs ZHGH| A6t =2 0t-0lE, ot 25 X&EoJ| <ot
2HUE &S

A BRI ZEN 22 - 3ad L p-JAR 265 gS EToOLD FEMIIZ AZSE MRS A
st N2 Aotg AXIstC. J4d Ss2s &M 25 2 Ul otol d=oA= 135C2 2%, G20
Mz 139C2 2&2 JIGAIZICH. ZEEo ERES +HotD ZENA & 1 S FESHOZN 248
ANBE MHSICH 3 A2t & L CHAl 18AI2F & JtA 3AZ0LEDeHIl (GC)ol 28t BF & ®A3Z

E B AiE ot SF7J ZEEZRH

3| A
(Feuske) AFZHAl & AMHE 2T q=1.02098 AI25IHAM 0

2-(4-ANS2E2E3E22d-HY)-2-HE-Z20 24 g OAHZ % 2-(3-AI22ZZE32
BY-HY)-2-tg€-Z20/24, e HAHZ (901.2 g) E8ES 5]I ZEWN =Hotn dHM 2=
OlA 230l EEOH T2EMIA JtEetth. 2:1 S=[BI0A 82 ZEHotD 8FHIE 5:12 SItAI9ID
2-(3-A22o2Eot22d-Hd)-2-HE-Z20/24, 2 HAHZE AERITAIRICH W2AAI|D &3
2 oliMotn ZEoF EXIAIZICH HIA(-OE2&A)ZE0IE (CISE ZEO0E) (100 M)E BRI ZLE
ol Eotstn ZERIIE D 201 HAISAIZICE. SJI(10t L& BHO| P, 234l 10:10M 2-(4-AI2

REZIII2EY-HY)-2-HEZZO 24, HE HAHEZE % 2-(3-AS2ZZEHEEY HY)-2-HE-
D202, OlE OAHZO SgE 2ESS 180 JtA A20tE0HT (GO)2A0 250 b
S0l 2-(3-AI2ZEZEHEELE-HY)-2-HE-ZZ2O 24, HE HAHZEI Sl X2 HolgH, &=
HIE 2:1 2 Z224A311 EHM stEE2 +HEH

e B

2-(4-AS2Z2EII128Y-HEY)2-HE-Z20/24, HE HAHZE %L 2-(3-AIS2Z2EIt2
Sd-HY)-2-HE-Z2024, e HAHZS X=0Fe E82 (4872 g)2 3™ ZLII0l €1 85T, 15
mme L 2ER0AM Y 422 AECIZoH0 ZM 29 (4006 g)E 2=Ct. XA WE)|, 2&EH € =
R OUEE AE 3 ¢ S M A7 E420 2-(4-AS2EZ2EIIELY-HY)-2-HE-Z2 0 24,
e HAHZE % 2-(3-AS22Z2EII2EYH-HE)-2-HE-Z20/24, g A2 AERZE =
Olst Egt22 SMEHL. LS 0.5 nmHgUIA SRAIZID 25~130CUHIAN HISdte N0 JIHH2 2=
£ (XZE 2% 105~165C, 9.5 g)2 HEICt. 0.5 nmHoIA RS HE ZSRAIIID 130~150CH A HIS
Stl= HM22&E (EE 2% 165~190C, 3217g)2 ==&t

ZOtst ScHAl ESRE MHE (1000 g)2 = (500 m) L OE= 2B (2 £)% &N It
(Camille) MOIJIE HE 4 =0, 400 rpmOilAl 1w Btot=

{ 29| SIAEZ0| (Hastelloy) gtE2101 <
FLSICH, Bt2D| A3 E AXIGH & =l 0ocel zs 250
X 2 12C/A2e2 LHES8 WW2AAIZICH. 01F K3 E &EXotH BEI| UEE2SS & 12C/AIZH2Z -15
TO %= 2EDA YW2HAIZ1D O 2Z0A 1 Al2E 0lah SXIAIZICH £S2elE 6tstD, Y e (-
15C), d &E (-15C)22 MG AZAIA DA (507 g)& L=Ch. &I 20| &8s HEozR
B MZESIAIHA FHEEM AXAIZ & EM Ste2 (503 g)2 =0

1o
Q oh

AAI0 15

CHH h & S | 2-(4-A2Z2TZEIS22E-HY )-2-HE-ZZ2 024, HE lAHZ & 2-
(-AE2ZTZEI22L-HY )-2-HEY-ZZ20I24H, e olAHZ

SHE A:

QHTIE WEHI|, E2I0] OI0IA 2S=IJIE HXIE 2 4

, 4.4 mol) 2 DEY 222101 (300 M)E A 22JI5H0M =0 10C2 H2HAID]
0l5t2 SXNIHAN 222 2EY 22210/ ( ol)2 HIIEHCH. EIIE 228 F,
T 015t2 SXotHA g 2-HE-2-HYZZ 1] 384 g, 2 mol)2 HIIBCH. HIIE
2CZ 235110 1 A2 SOF WMUHSLH, & E T2 ASAIID, 0V 2 =
9110 Y=2/2 (4 kg)S &8R06t= 6 £ 2O WEHE ZtAJ0 A =
St01 OGIHAIDID SIIAS 22/A211D 42 HEYM 2Z2210/E (50 )2
SEAIH 2-[4-(4-222-8

>-HE-ZZOI 24, 0f

SO M &7 SctAI0 S R0
5
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D, deoz ul
2|2

TN

rrre o rip H ol
£
T
L o

=
iz
]
=)
Im

= [2)-HE]-2-HE-Z2a24, HENAHZ

E = =2
tiAatze Eg=s 20
2

, -[3-(4-222-2E12)-H
S22 28 OIEtS (400 M)l EoHAIZI2 2HGIE wEH],
g ZAT0 SCH. 22 HCl (50 g)2 & Itat
0 1 = ) T2 W2AAII|D 2T E 15T 0152 XA
aOH 2% (260 g)S ZJI&tCt. &I &, 1 S22 22THA =2 1 A2t S¢t
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tHIES (2 g) & 2 (500 M)E EHOIECH &2 2e2lAl3|l1
92N HAH SE=SS

o of
(S

o — gu
Hu

@

In
T

bJ], Ec2t0l Ot0lA 85I & 24 HIIE #&E 2 + S22 &M &5 ScetA30
A mol) & HEY S22401E (234 M)E =L, 10° E d2AD1D, 2EE 15
, -SEELFEIZSZ240/E (264 g, 1.9 mol)S XUFE QFEQ
St A Ol 2-BIE—2-HY Z20 0[S (300 g, HCH &
SEES 24TZ Jt26t1) 1 A2 S wBHetth. 2 Al ¢ 8_'.:_% 57°C &S AT
dZ/2 (3.1 kg)S &R6t= 6 ¢ 2 wek

2 AlA
SOt IHAIZI] S =ZelAlZICH S0HE MZ6HHA

tE (312 M)l EoiAIZID QUGS LB, JtA |7 2 &7 SHIIE &X
o7 2 } 20l 2=Ch 2= HCI (39 g)S &EDtot SE=SS 70COHA 1 Al

d2tA21d 28 500 OlotZ2 FAIAIZIHA, 20% NaOH== %‘% (641 g)2 =ot
. 5@ £ 50COIM FIt2 1 Al2t St WBHAID|D, Aoz W2A9|1D Ot
2 2cAIID E0HE JZ0H0M SZAIA “HI stgE (391 g)2
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G g & B | 2-(4-AE2Z2EZ2EDE2EY-HY)-2-HE-Z20 24, 2-0E8a ofAHZ

HEge 2=2t01& (50 me), 2-0Z2&a 22 (130 g, mol) L Ec/0E , 0.
&5tCt. OIE CIHEHEYO0INE S2e2t01E (91 g, 0.5 mo|)° HOtetltt, Bt Eg=22 1 M2 S
Ci JtEotl, g S22t01S (100 m)E FItotl) HOF WEHeHCH oot DME MASH, O

=5 SII22 8ot0, 5% HCI =8 (50 m),2 (50 m)=Z M=

fj, MgSO4 NOIA AZAZICH 2012 HZSH0A SLAPID S350 ( | )
105 g, 76 %).

ol I &3 i
e
iy
HU
e
9
Ink
o
(e}
2
10
- HU
x
I
ol
kJ
12
=
3

—

Qe WEIl, 2% XEI|, 2=71, ot Z2UJ E 24 IS 2AFE 2650 M 22 XM
SctA30 3L R0ls (29.3 g) ¥ HE S=22H0/E (30 w)E E=Ch. 2EE 10T 0l16t2 S Xt
BN, 222FEIE 22201 (16.9 g)2 HIIEILH. HIIE &=8 F, B8 E8ES 6CT=Z IH26t1
24M12F SOt |TAZICH 2rE E82S Y= (200 g) SUA SHAIZID HEH S=2201E (50 M) =2
FESL. RJI82 2 (50 M)2 MNIHGtD AXZAIZICH (MgS0,). XBTHUIA SHE SLAIHA 22 (30
g)g €=Ct. 0l LS 2QHHE W, JtA %9:! , 250 & 2EHE ZXIE 250 M B2l St
230 =0 2B IEF= (150 m¢) FHItotD 01F f== HCI (5 g)2 FHIISICt. B8 EEES 2.5 Al
S0 76C=2 JtE6t1] 0lF =IJt2 HCI (5 g) &D foFl} BS ES=2S 76COHAM 22 A2t St JtE Al
|0, SHE TIBGHHAN SLAIH 242 d=Ct. 0 LS 2b HE=2 (100 me)0l ScHAIZID, X
KOH (10 g)2=2 HMelotD 2AI2F S0+ E=256H0lA It &t

A0 17
A m L A | 2-(4-AS2RE2EIIZBE-HYE)-2-HE-Z20 24 g HAHZ

2-[4-(4-222-FEIL)-HE]-0LMEL, OHE HAHZ (28.5 g)8 SRAU(50 m)0ll HAIZI D
S0HE XB6I0AM SLAIH OIS OESS MAHSICH XFRSS C2a2tY (50 M)l EolAIDID EHIE'E
2zch0le (10 g)S %%8%“ Cl2cte (150 me)oil =2HelsteE +=ASUE
12.2 g)o SEtHQ) HDIIEHCEH. HIE™ 2=2e2t0lE (10 g)8 & & ol Hototld 1
2XJ1E€ Soto O#DJSPD_ ZEIAOIAE OHMELIEZZ ANEStD SHE SLAl
mm)StO! BIEH-OIESEME sl=sotl) ZHSAIA (HES)ENM &S (93%)E 2=Ct.

A f B 2-(A-AE2REZEIIZEY-HE ) I2OI24, E HAHZ2 R 2-(3-A22E

Ol
-HEZZO24 (30 ¢
& =0

= )2 2B OIEF= (100 mé)0ll SHAIDID 2= HCI (10 g)S FIIStCE.

48~72 A2t S XA, HE HBGl0IAM SZAIIIL SFoI0 FHNS2ZMN 2-HEZZL 240
E (31 g)2 Z=Ct. HIE 6 mmHgOlA 100°C.

QHGHE wIl, Hot 200 ¥ 2EHE ZXIE 250 M2 X HFSctAI0 SR
Ol (49.4 g, 0.371 mol) & OIEd S=2e2t0lE (50 M)S Z=Ch. 10T Olotz W2AII|1, 25 10
T Olgt= %IISPE/\-I, SEES2EIY Z=2et0lE (23.8 g, 0.202 mol)2 FIISHCL. HIIE 2868 & 2
CE 10T OlotZ |XotEAM HE 2-HEZZMQUI0IE (30 g, 0.17 mol)S HIIEHCH. A20AM 1 Al
S WBtAIZI OI§— EFZOIUIA 14 Al SO JtESCEH 28/2 (350 g)S0l =HAIDIL H2H0lE =
c|ZES Sott Guettt. 5= 2elAIll EME NSollAM SLAIA M s H=C0.

A 292 2B OIES (35 M)l SaHAIDIL 85I & JtA RUYFE A= &M SctA3l €
=Ch. 2= HCI (4.3 g)2 Fototn 0 XS 1 Al St 70C2 JHEEC. US 10C2 H2AII| L
20 % =&BtLIEE EHE MIteth. &5 2clAlIll SHE dSotilA SEAIH LS =0

s AJINAS 20l 2B OIEt2 SOHAM HCIZ MXA2ISt, 10C=2 WAL HES S0A
20 LIEE UHISA0IE EU2Z XMelsttt. OtMENMLZ SHE3AI211, ﬂ‘ﬂ% OtAIZIL E0HE &3
SHOIA SZAIZITH. SFJot0 EMAZ22ZM 22X stef=S 2=CH dIE: 1.2 mm OlA 161~167C.

AAI0N 19
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S h: 2-[4-(4-222-FEIZ)-HE]-2-0E-Z20 24, WL OIAH
Elg)-HE]-2-0E-Z20 24, HE HAHZ

I
4o
A
P
*
Y
HU
i
i

SHEE REI, G HE w2, 2, S5I| L 2 IBIIS XE 500 M EFO| EH
AT Z2tA300 AICI, (146.5 g, 1.1 m0l) 2 BIZd 22201S(75 m)8 €1 15C2 WAL 25
S 15T 01512 SXGHeA, 4-2222E2 222H0/S (84.5 g, 0.6 m0)E HIIBLI. HIIE 2ARE
S, 9IS 222 A2 SO 2CHA DA, 01 &5 (57C) StHIM 2 A2t SO DISBICH &
S 2822 UM DU¥D|, 252 L S5 HISE FE 2 ¢ 47 BatA30 HRE 95T 2 (500 m)of
ol HHE WES Sot01 MOISICH, EJlsts SO, M2 222010 QISR SRUH BOZM
BS EB22 70CE RAARIC. SYS 22 =, RS2 22lAIID, AZABID (MS0) SHE
xz

CH3
@—f—coum, 39

0
Q H3 0" H3
"
Hal-(CHg)p-C— CONRGRy V/ CONRgRy
_—
40 3 ] A7 41 CHs

CH
A/

(o]

"
Hal-{CHg)p-c— Hy CONRgR7 43

a

BIS CAL G RoJb CONHR Q1 BFAL (11), ERAL ([11), LBHAL (1V), BFAL (V), BrAl
(VI) 2 2BrAL (VIS A7 S20A SHBSSS RESHDI Ist ola) 2ot s WS MBS0

S aGlAs, SIS SA ASl S a0l JITHE BRYH Z0I, YEHAl (37)9 MES HLOKE M
OlIIS BH8t2S HIZSAIM, LB (38)S THS5Hs a-HEZHLOMEA OIS B82S +S3iCt

2Bral (37)0 MES HYOMEA OIS B82S = =0t BXE EF OI0IS 4 B30
oI5t hSots HEOMEMNOZRE HXE & QUL NES HUOMENS 2 20io Sato =gt
O = 2AXD QMG A= JE L BIHO Aokl LBAl (27)°] (1S5Hs 2-AlOt-2-ZREH A
se2s JIAEMASM MEE 4 UL

S bOIAE, BHS SAL ASl CH 201 JITHE BEYH 20l, LAl (38)9 MEHE a-OIZHELO}
MES OIS SHB2S MESIAIFA, 2BrAl (39)9 HSot=a, a-CIHZHLOMEL 0I0IE 382
g Sse

LKA (38)9 HEF o-HIZHLOMEL OHOIS SH822 &| S all JITHE thet Zol,
= 20l RXE EF OIS 4 S0l 250 HS5ts a-HEHLONENORRE RES = 9
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Ct.

CH GOIAS, BH2 SAL Al S O JITHEl BIQ 20, LEHAl (37)9 MEB HYOIMEA
OlDIC BHE2S CIHZEAIZA, LBHAl (39)9 U123t a,a-CINEHLOHE OIS aa22 +
St

CH dOIAS, BH2 SAL Al S Ol JITHEl BEQ 2P0, LEHAL (37)9 MEB HYOIMEA
Ol01E S22 Al Hal-(CH.),—C(=0)-B [Al0IA, B= Hal &= 38I=2AI0112, Hal2 Cl, Br £&= 1011,
nS ADIOI HOIE b ZS]o MEB -2 HEER OIASIAIHA, LU (43)2 (Sdls o'~
2-q -HNE-HLOHEL OIDIC 3822 +S3H0

Sl eOIAS, BHS SAL Al T eOf JITHE BEQ 20, LPHAl (37)0 EEF HYOIMEA
OIS sEtEs A

o]

)‘\<[
B

[A0AM, B= &D10 HolE biet 282 HES AMNESREZZZ SFESE OtASAIHAAM, LA
(45)2] St ANSZEZLIANE-HLOINEL Ot0IE SEES =S8

A fOlME, BtS T4 ASl S dOll JITHE diet 201, LBrAl (38)2 HESH o-0IEH L0t
NIESLH OIDIE SHEtES Al Hal-(CHp),—C(=0)-8 [’A!OH/\-I, B= Hal £= 3IESAI0l2, Hal2 CI, Br &=
1012, n2 &2l Z2& dtet 28]2 HES w 2 (42)2 tEst=
0'-22-a'-HE-a-HEHELOMEL OIOIE §P§.

S gUidE, BtS TA A S el JITHE Biet 201, LerAl (38)9 HES o-HIEHE Ot
HIE&H OtDIE StEtES A

)‘\<[
B

[A0IM, BE 42101 HolE Het 280 ==
(44)° hSot= AZZEZLHE-a-HEHLOINEL OL0IE SHEBES +SaHL},

S hOIME, BFS SAl AQl SHH| dOl JITHE HESH 20|, LBHAl (39)9] MBS o, a-CIHZI

! &
= 4l Hal (CHg)n—C(=O)—B [MOIA, B= Hal £= 8IE=EAI0l12, HalE Cl, Br
Véi}/\l?#/\‘l kAl (40)2 O

m|0 HU
k_(')ﬂ
[
o
HU
o
>
@ Ol
=
SE
Et
e
e
>

(=]

o
>
[l
[
HU
e
to

QI_
Mo
HU
o

ASIAIHAM, LBHA

0
o

a1 A a0l JIME Hiet 2
a, o-CINEHLONEMZRE M=E

A idAME, BES T4 Al S eOl JITHE BiQE 201, BrAl (39)2 HAEE o, a-CIHEH
HOtMEL Ot0IE StEES A

I
B)KI

[MOIA, B= 4101 Zol® tier 2Blel NTer NS2T2Y BB
s2s 4

(41)2 UiSscte AZ22EZ2EHAE-o, a-CIHEHLOLAEA 0H0IE 3t

EAH JOME, EtS T4 A2l S all JITHE Hiet 201, LEHA )
NE-a- D1|E'1_H|'—'O NEAL OLDIE SIEES HESAIHAAM, LA (40)2 UiStt=
o'-82-a'-HE-a,a-CIHEHLOLMEL OIOIE St&tES =S8

B kOINME, BtS =4 A2l S joil JITHE HiQb 2001, 2BrAl (41)
E-a, —EIEHIE'IHI‘-'O}HIEM Ol0IE stetEel ANE2E222E8 HED
°f otz w'-g=2-a'-AE-a, a-CIHEHLEOLMEA OtOIE 3 =

A 10dE, Bt T4 A2 S kOl DITHE Hieb 201, n0l 321 2LBHAI(40)2 HES o '-&
2-a'-AE-a,a-CIHEHLZOIAEL OIDIE SASBESS MHEAHAM, LEHA (41)2 HEd= AE2Z2ER
ZHE-a,a-CIHEHELEOMEL OIDIE 3EES +=SEtC.

-

EAH mOlME, IS T4 AS CU#I cOll JITHE BieF 2001, LErAl (43)2 HEE o '-82-a'-
HE-HEOtMERX 0Ot0IE SHEES LINESAIAM, LBHAI(40)2 HE8ts o '-82-a'-HE-a, a-Cl
HEHZOMEL Ot0IE SEES 53._11}

A nOilAE, B8 T4 A2l S a0l JIxHE dE

ton 00

|' = -
HE-HEOtMEL Ot0IE SE2S UESAIAM, LBtal (42)2 HEote o '-E2-
HOtMEL Ot0IE 3EES =S8t

-~
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S oAM=, BtS A AQl S jOil DITHE Hiet 2001, LEHAl (44)2] MNES AIZ2ZZ2Z 3
E-a- [HIE'THIL'OPHIEM OtoIE St&tE2 AIZ2Z2Z2E ZEIIE MHSAIHAM, n0l 321 LBrAl (42)9] O
Sote w'-22-a ' -HE-a-HEHZO0NEL Ot0IE atetES =S8l

S plildE, BtS =a AQl B KOl JITHE BE2F 201, Ol 2BHA

n
S22 HEAHAAM, LBtal

2-a'-HAE-a-HEHLOIMEL Ot0I=
E-a-HEHZOMEL OIDIE StetEs =S8

S qlld=, BtS T4 AQl S alll JITHE Hiet 2001, LEHAl (44)2] MNES AIZZZ2Z 3
E-a-HEHZOIMEL OI0IE SHEES HESAAHM, LA (41)2 HEots AE2REZ2EANE-a, a
-CIEHEO0tMER OI0IE SEES =St

B roid=, BtS T4 ASl S cOll JITHE Hieb 201, LErAl (45)9 HES AIZ2Z2dI
E-HEO0LMEL Ot0IE SE22 CIHESAIAAM, LBHAI(41)9 USdtle AE22E2EAE-a, a-CI0l
SHZOtMES Ot0IE SEEs =S8t

S sOiMd=, BtS T4 AQl S joil DITHE Hiet 2001, LBtAl (45)2] MNES AIZZZ2Z 3
E - HdIE/\F OL0IE stefE2 ANSzZZH jUSEDIE JHEFAIA A, nOl 321 LBHAL (43)2 HEot=
o' % -o'-HAE-HEZEOtHMEX OIOIESEEE +S6HL.

S toldE, BS T4 Al SHH kOl JITHE BiQE 2101, nOl 321 BrAI(43)2] NAESH o '-&
2-a -HAE-HEOIHMEL Ol0IE SIEES MHEAIAN, LEHA (45)°| HSote ASZZZEIANE-THIE

00 4> o 0l0
Jn
o
[m)

OLMIE4E Ot0IE StEES
=}

A ulilM=, Bt
E-HIEO0tMEL 0l0IE
OLMIEAE Ot0IE StEES

A
e
BS A GOl AISEHs EY SEE2 2 20t S&2 =IiH S0IotH =2 = UL
c =1
£ —

SALAS S a0l JITHE HEQE 201, LBHAl (45)0 MAE AIZZZ2E)
22 HESAIHN, LEHA (44)2 HEStE NE2Z2EZZZHE-a-NHEHE

@
i

SISl AAMSS B JITHE Hot 22 MOl BAHSS IS 0I5 AAl0
S OX OfAS] SHQl OB, O WAORE = 2O WS KEGlAS 22 Ol HOZ 0l
1, 'mol'S L2ASS <0/EH0, '®'e

OlOF BtCH. 2 HAIAOIA AFE =0 "g'S J2 2052,
2l2lEf8 0I5t "bp"s HIS OIS, "C's &M 858 015D, 'mHy's 2el0lE +22S
o|0lstH, "w"= 0I0IAZ22I6HE 20lotl, "ug"2 0oz s °|D|8P[14 M e
o|0| Btet.

A A0 20
A h: 2-[4-(4-222-2EZ)-HEZ]-2-HE-Z2 O 2L, N-HISAI-N-HEO00IE

2-HE-2-H<L-Z2T 24 (15.0 g, 91.2 mmol)S S= (80 m)0il SHAIZID EIQY 22240l
S (15 me, 206 mmol)S 5201 2 ZOIECH. A201A ZEOFLEIAIDIL, EIRY 2=220/E (3 me, 41.1
mmol ) S 20l HII5tD BRSH0IA 1Al SO JIH B S0 (40 )22 ZBHl SFAIA 29 E

—'—O

Y ZZU0IEE MAHEICH 2 (40 m)S2| ERS 25 (28.0 g, 203 mmol) EH N IS EE20
S0 (20 m)S FHOLetth. WAAIIIX %0 2 (20 m) =2 N,0-CIHEsIE=SA0tel Fag (8.9 g,
91.2 mmol)2l EUS HItotl) 2AI2H SO+ WBHSHCH, AAG| Wbt SIOTA - EHE OlEIE (75 m)E 3
Jtat ZelAIZ1D HCI (2 N, 75 me), ZE3tEl EbbbaA

10 0lZ HCI (2 N, 75 m)2HS HIIEU. RIS
LES(25 m) & = (50 m)2 MIEAIRICH SII&S (NaS0) &0A HZAIZILD, GHlstD, HHs &
Sol0IM SZAIILD dE SFJoIH FHSZM 2-HE-2-HE-Z20/=24, N-HSA-N-HIE00IEE
=t (18.0 g, 95%); HIE 91~103°C/5 muHg. MS (CI, CH,) m/e 208 (M + 1, 100), 119.

AlCls (10.15 g, 76.1 mmol) & OIEe Z222t01E (45 m)E &

BILt. 4-Z2222EIZ 222101= (4.27 ™, 38.1 mmol)S &HII5tD, 202 SoF o
0l (15 m) =9 2-HE-2-HY-ZZ2U24H, N-HSAI-N-HE OF DIC (6.58 g, 31
20 2 HOISHCH AS0A 452 =0 WEHAIZID, 01 30~35COA 7 Al2t
£ (3x75 m)2 M=, =52 &6

| &20AM =delst
Bot ) DI :‘EE}

b
-
T
Qi
2

(150 M) 21 =2 =22IA2IC0. +=2 i) [HlEE!@ =z3zr0/C
(2x75 M)E EEBICH, QIIAS B5t0 HE (NaS0)AIZICH GIAIDID, GIHES RZBA S2Al
1D AP JZOLEMI (3:1 A/ OIMIEIOIE)R HRGHH &Ml QuUa A TN 58
(6.19 g, 63 %)= L=Ct,

MS (CI, CHs) m/e 312 (M + 1), 276.

AAIOf 21

S h: 2-[4-(4-222-2E12)-HY]-2-HE-T20 24, ClHEot0l=

o-HE-2-HY-Z2I 24 (15.0 g, 91.2 mmol)S S22 (80 me)0l IMAIZID EIRY 22240
S (15 ™, 206 mmol)S 5To1| 27 &*Jré Ct. A20A x*otmt& 19110, E1QY Z=220|S (3 me, 41.1
mol)S =12 EOI5tD S25t0l 1AI2F SOF JIYEICH S=00 (40 M)2 ZH ESAIH B £
22210|S2 MBI 2 (40 m) ZO| BAZS (28.0 g, 203 mmol) B B B=oi (20 m)S
S SE20| EHOIBCH WAIIX LD 40% CIHIZO0ND HAtY AmMS =I5t 2 Al S0
WEHEICH, t-S2E0E OEI2 (75 m)S =IIst = 2025 DUEIEA HOl (N, 75 M)ARHS XA 3|
EOLBHCH. %’Jlé% Z2IAIIIT HCI(2N, 75 M), EHAIAALIES 89 (25 m) & S (50 m)2 A= 5t
b QA2 HE (NasS0)AIII D, OITAIFID, CHIHMS XZSH0IA SHAITI D ZHSAIH IHECZ
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M oBA DH (S 57~50C)2 A 2-HEZ-2-HY-T2024, CIHZO00IS (15.35 g, 88%)E 2=C}.
CioHiZNOOI CHEH & A 24

OIEXl: C, 75.35; H, 8.96; N, 7.32;
a=Xl: C, 75.12; H, 8.86: N, 7.26.

AlCls (1.12 g, 8.40 mmol)E AtHEtENA (6 ™)
2E2 2Z2t0/E (0.49 me, 4.37 mmol)E &EOtot1, 15
—2-HE-Z21 24, EIDHE'OPDICOI ENXES =20 ’*X#
gl 222t01E (10 m)2 dlAstn, Y (50 M)l = %
x75 m), 5% EIMSFAUES 8HOE NEHGHD, OJI/&
HtEs X3GHHAM SEAIZILD Aeldtd IZ0LEDeN T (5:
QUM HHM SHES (0.72 g, 72%)E L=C4.

AAIOI 22

SOl & =20l EOHEhH. 4-222
6}3’_ ASESHERA (6 m)S2 2-0
Ol A 17/\|7J SO Wetstn, HE
ICH =42 HEY 222401 (2
HEAIZICH (NapS04). G IHAIDILD,

OLMIHIOIE)2 ZEHIGHH ZE M

Sz lE X
mm o

A h: 2-[4-(4-222-REE)-HL]-2-HNE-Z2M 24, TS2L00I=
-Hig-2-HE-Z2024 (15.0 g, 91.2 mmol)S S (80 M)l EaHAIDILD EIRY 22240l
E (15 me, 206 mmol)E 501 22X ZIISCH. A20 A ZOFwBHAI BIP_ El”Y 2=220lE (3 me, 41.1

mmol)E F=Jt2 &EIIstd EFJAI31D] -r|6}04 1 A2 S0t Jtgsitt, S (40 m)2 2] =2AH
2ol EIRY Z2=Zl0IEE MHEC 2 (40 M) S EMAE (28.0 g, 203 mmol) EO”EP °*JJ1| =Ll
(20 m)E EtS EES0 EItEC. l-“3*/\|9|7(| D HIEele (7.61 me, 91 mmol)S ZOtot 2 Al2t &
oF wWEEHCH. t-REME NHZEE Zotet = 3—1%‘8| WEGHHA HCl =8 (2 N, 75 m)S _Eol "UP
SICH. RIS ZclAI2I1 HCI (2 N, 75 mﬂ) I3t EHAERALIEE 8 (256 m) & H= (50 m)Z Al
HECH RIS HE (NS0 ) AP, (UGt HES XICHUA SLAIA 9“‘*2}3: EM HHoHo
DH (8E 96~97C)2AN 2-HE-2-HE-Z2O| 24, TS2lE0t0lE (18.28 g, 92%)E 2 =Ct.

1

CigHiNOOI CHEH B 24
OIEXI: C, 77.38; H, 8.81; N, 6.45;

a=X: C, 77.21; H, 8.70: N, 6.41.

AlCls (8.31 gi, 62.3 mmol)E ALSStEIA (65 me)0l & A
E2EY S=220/1= (30.5 ™, 31.2 mmol)E &HIt6tD 0

CHol otoll &= 01| Itethh. 4-22
15& S0 WEHetD ALY A (60 M) F2of 2-

HE-2-HE-Z2 024, “EBIC'OPUIC@ 64 g, 2 0 mmol)2l EHES 15201 ’*7@ ’“7}@ Ct. &200A
17AI2E Seb mBtstn, 2= (100 m)ol 210 &2 =clAlI0. =52 HEd 222101 (2x70 me),
5% BHot=ALIEE +=8HO 2 )HI’—“.OFj SI&S ot AXE (NaS0)AIZICH GIIHAIDID, HatEs &
ooH)i_I/H éa*/\ljlﬂ Aot AZ0tEDNT (5:2 SAH/UE OtMHIOIE)Z FHGHH &M U2 A

,—\

-(4-AI22E2EI2EY-HY)-2-HE-Z2024, N-HISA-N-HEot0lE
[

(13 g)S 2-[4-(4-222-REIZ-HE]-2-HE-ZZ2T 2001 =, N-0I S AI-N-0i £ 00|
Ul .:.43}8}]_ A20M 402 s Weetd, st ZEH0IIE NES2 MASCH &
0, HEAS2201= (100 )0l A2,

!

DEOIA OIEIRS Z2AIDID, = (50 m). 5% SHAAALIE
= (50 m) U 2(50 M)2 AEELH SHE NDSM SLAID, 22 S20 2| 222 AMHE
Ch MHSS =28 & WZES (HE)SH SAEOZM BAl SIB2 (7.4 )8 =0
12Ol B2 SS S SAl GOl LIEIH 2ES 01850 MES & UCH
(4-NZ2D2B}22U-H2)-0HEA, N-HISA-N-HEZ 0t S
(4-AZ22D2E32EU-HY)-0HEA, CINE0HIS
(4-AZ22T2E3I2EU-HY)-0tME, TIE2/E0H0S
2-(4-ANEZ2T2EIIE2BY-HY )-Z 20|24, N-HISAI-N-HIE0t0|&
2-(4-AN 22228 Y-HY )-Z 20|24, CHEolols
2-(4-AE22Z 228 Y-HY)-E2 0/ 24t [Ec|C0l0l =
P-(4-AN22O2WI}22YU-HY)-2-HL-T20 S, N-0ISA-N-HE 00l =;
-(4-A22TZBIERY-HY)-2-HE-T20 24, CIHEOIC;
-(4-NB22ozEIERU-HY)-2-HE-T20 2, IIS2lH0tIc;
[4-(4-222-2E12)-HE]-OLMEL, N-BIS AI-N-BIE0L0I S ;
[4-(4-222-2E)2)-HL]-0tHEL, CIHEO0I=
[4-(4-222-2E12)-HY]-OMEL, TE2/E0i0/=
0-[4-(4-222-2EY)-HL]-T20 24, N-HISAI-N-HIZ0L0|S;

95-40
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A

o
° ° b ;
! 00 ————3 Hal-{CH9)pn-C— ~CH NR R
Hal-(CHz)nA‘(‘“ CHICOOR Y < Hal{CHyla<— CHaCN al-{CH2)n CHCONRgRy
e R
A A a3
34 22
55
qq l t
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! Hal-(CHp)n-C™ CHCOOH
Ve
A
y 50
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HaL(CHz)nuc— CHaHal .°
XX 1%
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36 24 45 o
g N A

hhh

BtE ZAl H= RsJt COOH, CO0ZZ = CONRR QI BHAL (1), LBFAL ([11), Leral (1v), &
BEAL (V), BRAL (V]) 2 BHAL (V1) Al B2HHl SIEESS MZTot)| s o et g4 nd¥s
KIS etCt.

B allM=, LBHAl (19)2 MBS -2Z-AO-RLAE SS9 LIEE HEIIE HHEE
Ci LHXI Co 2O BHSOl 2l HSdt= HAHEZEZ MEBAIHM, LBtAl (31)9 HE6ts o'-E=2-
a'-ANE-a,a-CIHEHLOIMEL HAHEZE FEES =S8t

HE &9, detA (31)2 o '-82-a'-HE-a, a-CIHEHZOMEL HAHE StEt22 et
Al (19)2 HESH w-EZ2-AORLUANE SHEES MBS R4 ZM GH0l HEE G LR G L2
HSAZ OS =22 X222 M Mg = A0, HEs €29 2= s, s, 228s S0l
UL, HESS0| BtEHGICH HEE &9 HE= Hatsed, E8steA0r A4, Sate=A0F HHE XG0
BHS AlZt2 2 15 AZOIA 48 AlteZ2 B8 = UXICH 3 LHAI 5 Al2t0l HigZotn, g8 2= &
-20CHM A2NXZ HE = UAXIL -10C WXl 0CIt HHZZAGICEH. LBrAl (28)9 o '-E2-a ' -HE-
a,o-CINEHLEONEN HAHZ =2 S0 S0 02 = 200 SX&E =& LH0l 2ot gt
S UWE2ZLH 3|46t 2Btal (31)2 w'-&2-o ' -HE-a,a-CIHEHEONEA HAHE 3&2
2 JdZ0tEHIet 22 = 200 & 2d SE0 2dh FMAIZ = AT

SOl bOIAS, QEHAL (19)9] MEE o-BR-AOI-AUHE 3829 LEY H2IIS (23
S Ol0IE2 HBAIHM, Ry L ROl 2F £400 UBHA (40)9 @ '-22-o ' -HE-a, a-CIHEHE OHA|
E& OIDIE B2 +S8IC

M2 SO, =2 20Hl ZXE B 22 XS SAD L2 HEE AZ ABSN HE2HE £

S cOlM=, 2BrAl (31)2 HESH o '-&2-ao'-HE-o,a-CIHEHLOMEA NAHEZE St

B22 JHEEA HAHZ HEIIE Jt=2HAIHAM, Letal (46)2 UEotes o '-82-a'-HE-a,a-
IHEHYOMEL stEES =S8t

OIE S8, = 20f0l SX&E bt 22 HEsS 2 UEE HSAZ2 €2 Hgs by

JIE AEoIH Ji+==2HE &g = AL, = 200 SX= OE HAHZE 2o 282 HEgs 2

ey =4 gZ2L0t AL, &EEE, SAMSUEE, S4&0IOUs, HE
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HEAHM, LBHAL (47)0 STt ABREZLH E-

M
> lo
o
o
Mo =~
o

E@l
mm
]
o 4
Jn
o

v

EACJOIl DITHE! Hieb 2001, LBral (47)9) HES A22Z2dI
HEFAIZA A, nOl 321 BrAL (

@
" =

4> o

=

o Jn
o
o

Y}
=

ITHEl BheH 2H0l, Uwral
X | WX Co 223hel grSofl Soh S5
TEAIHA, LUA (32)9 AIZRERLHE-o, a-CIHLHLOHMES HAHZS SESS 2S5
20 nOIME, 8] 30 bl JITE biet 20l ok (20)
HE ster=o LUEZ X8IIE u+ = OLDIER MBAIHAM, Re ¥
m‘—%i—a‘—%IE—a,a—EIlHIEIHI‘é'OWIE& OLOIE &tet2 2 £S8Ct,
Al

(20)2 HESH AS2Z2Z AlOt:FY

>I

HU ron
=]

Y

F
o =20
|>
o
U
HU

[—

I

Ly

10

o &t

S nOiM=, &1 3 cOl JITHE Hieh 2001, LErAl (32)9 HES ANSR2ZZ2EANE-a, a-
CIHEHEOtMEL HAHZ S22 IIZ2=2A HAHZE HEINE I=ZHAIHAAM, LEHA (47)2 OIS

ot AME22XZZ28JHE-a, a-CIHEHLE0MEL stetE2S +=Selt.

A oAM=, &1 SHAH doll JITHE Btet Z0l, Al (47)2 HES NE2R2ZZ2EANE-a, a-
CIHEHLEOIMEA SHES2 IIZ2EA HAFINIE 2 2012 S& =EIHA &2 LA AN U
£ Jlz % SO0 25t MIAHZSAIAA, LEHA (32)2 UHE0t=s AZ22Z22HE-o, a-CIHEH
HOLNEN OAHEZE HEEES +=Seth.

3 pOiME, &1 3 el JITHE Hiet 2001, LAl (20)2 HEE AIZ22EZ2E AO=FY
A= ster=s] LIEE HE8JIS USots tESAZ JSAAN, ZEs (47)2 NE22Z2ZHE-a, a

S qUld=, &D1 S ol JITHE diet 201, LBHAL (41)9 MBS AIZ2ZZ2EIHE-a
tefE2 ot0lE AEIIE = —EOFOH SKAE & Jt=2ol0l 2l6ted S

CIHNEHYOtAEA O0IE 3 ot=
MOZ MEBAITIA, LBHAl (47)9 USole ASEZZZHE-o, a-CIHEHLEOHMEN SEESE =5
SHC.

St ’:U#I gt A kE Eot, s TA A2l A jOl JIME Hiet 20[, n0l 301 LEHA
(46)2 w'-E2-a'-HAE-o,a-CIHEHLOLNELN SHEESS LAl (41)2 UHSots ASR2EZ2TIAE
-o,a-CIHEHYOAE. Ol0IE =2 R HMEE = AL

S roiME, &1 3 g0l JITHE Hiet 2001, LEHAl (47)2 HES ANE22ZZ2EIANE-a, a-
CIHEHYOLHMEA StES2 IIZ2EA HAFINIE 2 2012 S& =EIHA &2 LAXD AN U
£ Jlz % SFO0 25t OI0ISSAIAM, LBtAl (41)2] HEStE N22EZZ2EHE-a, a-CIHEHE
OLNIE &t OHJIC sgEs =S = UL

B sUld=, &D1 &3 hol JITHE diet 201, LBrAl (11)e HES AI22222 2$2FRUIA
E ag=2 a 82 HEIE IESASIAIFHAM, LBl (47)9 HSote AS22Z2EHE-o, a-CI0
SHYOtMEL SIEES =S8

S toiME, &1 3 il JITHE Hiet 2001, LEHAl (41)9 HES ANE2R2ZZ2EIANE-a, a-
CIGIEHEOLA E &t OFDI': stg=2 HEE Ol HEIIE USote HAHZZ HetAIHAA, LEHA
(32)2 M22Z2ZHE-o, a-CIHEHLOIMEL HAHZ SEE2E +SEIT.

A Ut =, &D1 S a0l JITHE Biet 201, LAl (21)9] HESH - 2-AIOt-HEHE
HE =st22 LIEE HEIIE HE' G WA G %QBPEH BrS0il 2o tsots HAHEZZ
HEAAN, LEHA (33)2 w'-EZ2-a'-HAE-a-HEHLOHNMEL HAHZ FHESS +=SEHC.

A vOlAE, &1 S b01| JITHE Hiet 20], eral (21)2 HES -2 Z-AIOt-OEHE

|
HE stgE2 LUEE HEIIE USots Ol0IEZ HESAAM, Re X Ry
w‘—%i—a‘—ﬂIE—a—HIEE!lHI‘é'OFHIE& Ot0IE Btg=S +=SEtlh.
o

A wild=, &D1 S cOl JITHE Bieb 2101, LBrAl (33)e HES
%'ltIIEOHHIEM HAHZ SHEES H2=Al HAHZ &ASIIE It 2

-22-a' ﬂIEalHI

0'-22-a ' -HNE-a-HEHLOMEL AFES =S80

S xOlMd=, &2 &3 dol JITHE diet 2101, LBrAl (48)9 HESH @ '-EZ2-a'-HE-a-0
SHYEOMEL SIEf22 JIZSA HAEIIE & 202 S =SIH0A 2 il AN A= Dl
= 2 SFO0 QS NAHZSAIHAM, LAl (33)2 UEdt= (o‘—%E—a'—ﬂlE—a—Uﬂ%lHI‘éOWIEM
tAabz ste=s =Sett

SYo2E=, B eelt Sl xE EGHH, A A doll JITHE HEQE ZF0l, nOl 3@1 Al (33)
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o w'-#Z2-a'-HE-a,a-CIHEHLZEOMEL HAHZ SIEES LA (49)9 HSot= AI22Z=2
ZAE-o-HEHEONEN AS=ZRH Mg = UL

%‘EQEE, A Ji, HH ee H EH xE gotO, &I A 4Ol DIXH = Bt2H 20[, n0l 3¢
2ekA (33)9 o %i - ﬂIE a,a- lZI[HIE'lHI OP JE& HAHZ stetEs L8HAl (23)2 HE6t=

HEHZ ML Sees 228D,
A0 &

S zOM=, &DJ1 A foll JITHE HPEP 20|, BrAl (42)9 HEE o '-E=2-a '-HE-o-0

S HEO0tMES OI0IE stef=2 00l ’“Ejl = T'__OI:O'” SKAE & Jt==20H0l 2ot tSote &2
Z HEAAM, LA (48)2 w'-E2-a ' -AE-a-HEHLOMEL SHBES =S8

= aaOH/HE, A B g0l JITHE Hieb 201, LAl (48)2 HESH @ '-E2-a -HE-a-

ol JIZ=A HEIIE 2 20F2 S42 = & Xl A U=

HIZHZOHEN 3Hat2 = o
JlZ ¥ ZEO CI5H0l OIISSIAIFA, LAl (42)2 BS5ls o -2@-a -HE-o-HEHIOHEN

OPDIE steEs =5g = UL
EHH bbOlM=, &D1 S holl JITHE HieF 201, LBrAl (12)2 MBS o-S22-2Z20 2 HE A
E =29 o-Z XNEIIE NESSLIAIAHAM, e (48)2 UStlE o '-E2-a ' -HE-o-HEH

HOINEN stetES =S8l

S cclld=, &I1 SHH il JITHE Hiek 201, LBtAl (42)9] HESEH o '-E=2-a '-HE-a-
Dil‘z'l_tII“OHHIEM Ot0IE 3E29 Ol0IE HEZIIE USdte AHZE=Z MEAIAM, LEral (33)2
0 -22-a ' -HE-o-HEHLOMEL NAHZ =SS =S

A ddOlAE, BtS =4 A9l BHA kOl JIXHE Bt 201, n0l 3
Z2-a -HE-a-HEHEONEL SESS MHEAIHAAM, LBtA (49)2 USots AS2EZ2EIAE
S HZOtMEL 3tEE stCt.

A eellld= C4
AE-a-HEHLEOINMEL SHEES
HIEHEOtMEL e ES

A

mo nc

S M=, 401 S all JITHE Hieb 2001, Al (23)2 HEE AIZ2Z2ZZE Ao O
EHENE =22 LIEE HEIJIE HES G WA C =2 B30l 2oi tHSote HlAH=Z=Z &&
ANAN, LEHAl (35)2] AIZZ2EZ2TIHE-o-HEHLEOMEL HAHZ SEESE =S8

S gglllAE, &I S bOl JITHE HiQb 2001, &EkA A

2 BEAL (
gHENE stegE22 UEE ASIIE USot= OH0IEZ HESAIAAM,
(44)2 NS2ZZ2ZAE-o-HEHLOIMELN Ol0IE S ES =S8

A hhOl A=, &1 &H cOl JIMHE BE2F 201, 28tA
EHEOMEM HAHZ SEE2 HESA HAHEZE HSIIE It==ZoHAIAN, LEt
NEZEZZLHE-a-HEHLOMEL SEES *:aHZP
I Ti0ME, &D1 S doll JITHE Hieb 201, LBrAl (49)2 HEE AZSZ2ZZEHE-o-0
SHZOtMEL stetE22 JI2EA HEIIE 2 20t o =IO & 2HAXLD AAEN As I
= 2 80l 2ot: 01|£EHE§U\|34/\-I, 2 ptal (35)2 UiSdt= /\Iaiii‘%ﬂli—a Ol E I OtMI E &t
=2

I
o
000
g

_,_

S JiNIME, &0 S eOl JITHE Biet 20[, LA (23)2] HES AIZ2ZZE AlOH< O
SHYHE S22 LIEE HEIIE HSots IIZEAZ HEAIHAM, LEHA! (49)9 AZ2R2EZ2LIAHE

-o-HEHLONEM tet2S =S8l

Sk
Sl kKO =, &1 S foil DITHE Bret 2001, 2EHAl (44)2 HESH A2
0 I

A SUZ2EHE- o~

EHEOIMEL Ot0IE stet=2 Ol0IE HEIJIE 2 20H0 SX= & Ji=260l 215t Sote &2
E HEAAAM, LUtA (49)9 UiScle AS2EZZHE-a-HEHZOMEY SESE >S5

o, B kk2t B eeE Eot0d, S A A9l S jOI JIME BE2E 201, nOl 321 2BHA

(48)9 w'-EZ2-a'-HE-a-HEHLONEL SEES LBtAl (44)2 Sdte AEEREZREANE-a-

HIEHEOtMEL O0IE =2 RH Mg = ULt
S 10Ms, &D1 S g0l JITHE Hiet 201, LBrA!l (49)2 HEE ANZSZ2ZZZHE-o-0
SHYUOMEA SI829 2=Al REI|E = 202 SAO| 2N & LAXD QALY Y |
Sote /\Iziii“'ﬂli a-HIEHZOtME L OF

]

|, LErAl (14)2 HES AIZ22Z2E 202
7“%DI JFEE/\'EH\IJ:I/\-I UBHAl (49)9 HSote ASR2EZZ2EAE-a-0

A nnOl A=, &1 S T0ll JITHE Bret 2001, LA (42)2 HESH o '&@2-a ' -HE-a-0
E'MIL'OPHIE& OIDIE BiEt2ol HEs OIDIS XRBIIE S5 HAHSZ MBAIHA, LBHAl (33)
o w'-€2-a'-HE-a-HEHLONEL NAHZ SASFES =S8

S ooOlM=, &D1 S all JITHE Hiet 201, LBrAl (22)2 HEE -2 AOG-SEAHE

2

ﬁoTl
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ser2ol LIEY MBIIE MBS C, WX G LB U0 SAsh (HSots HAHZR HMEAHN,
AL (34)9] o' -E2-a'-HE-HLONEM HAHZ S82S £S5

S ppOIAS, A1 B bOI JITHE! BEeH 20I, LAl (22)0] HEE o-BR AOI-SLHE
ser2ol LIEY MBIIZE (S OIDIS2 MEBAIHM, Re 2 R0l 25 =40 UsAl (43)9 @ '-&

Z-o '-HE-HEOMEL OI0IE SHEES =SS5t

EH aqUll M=, &D1 S Ol JITHE Biot 201, LBHAL (34)2 HEE ¢ '-E2-o '-HAE-HE
OLMESE OIAHIZ SE22 II2EA HAHZ HZEIIE IH+SHAIHM, LEHA (50)2 HS6ts '~

g2-a -ANE-HEHLEONEY 3SSE +=SEHL.

A rroldE, &1 S doil DITHE Bret 2001, 28A (50)2 MESH o -2 2-a '-AE-UE
HEZONEA S22 JH2FA HEIIE 2 2012 S&2 =@t
2 ZEO 2AGHH OMAHEZESAIHAAM, LBtal (34)2 USot=s o

=
s
3

(

2, A w2 YA s &
_al

FOL, &fD1 S dOil JIZHE Hiet 2801, nOl 3¢ LEHA
-HNE-HEOLHEA Ol ' a

s
2 3EgEs 2uAl(50)2 tHEdte w'-E2-

SEEZRPH Mg = ULt

HHo=2=, A ddd, SAH yy ¥ A rr SOHAH, &I S dol JITHE Hieb 201, nOl 3¢l
UBAL (34)9 o '-EZ2-o'-HE-HEOIHMEL HAHZ SEESS LAl (24)9 Sote AE2z2Z=z2d
IOI-SEHE SISS2RH Mg UL

MHo

EH ssOlMe=, &D1 S eOl JITHE Hi2F 201, LBrAl (22)2 HEE -2 AOGC-SHAHE
StEtE2 LIEE AEIIE UScts I2SANZ HEAIHAAM, LA (50)2 o '-E2-a ' -HE-HEHE
OLNE stetES +=Sett

I ttollM=, &D1 S fol JITHE Hieb 201, LBrA!l (43)2 HESE ¢ '-E2-a '-AHE-HE
OLNIE4E OIOIE SHEE2 00l HEJIE =2 20 0 SAlE & Ji==2oi0l 2ot tHSote &2z &
EAIHN, LBtA (50)2 w'-E2-a'-HE-HEHLEONEL SteE2S =SBt

3 wolM=, &D1 S g0l JITHE diet 201, LBrAl (50)2 HEE ¢ '-E=2-a '-HE-HE
HEOtNEL BIEE2 JHZ2=A HEIIE = 201 S = & 2HAXNLD AN JUs J=
2 SFO 25t OIDIESIAIHAAN, LBtAl (43)2 THEtE o -E2-o -HE-HELOtNEL 0t0IE 3t
£ 5 += UL

3 wolM=, &21 €3 hol JIMHE Hiet 2001, 2LBHAl (13)2 HEE w-E=2 E2SZIHE
SEE2 -2 HSIIE IESHUSFAHMN, dEta (50)2 HE0ts w'-EZ2-o -HE-HEHEOtAl
Ed& =S +=Sett

EH wwOll M=, &D1 S 0l JITHE HieF 201, LBrAl (43)2 HESE ¢ '-E2-a '-AHE-HYE
OLMIE4 OIDIE atE22 MAEE 00IE HSIIE USct= MAHZZ HEAIAM, LBHA (34)2 w'-

22-o ' -ANE-HEOHMEL NAHZ SESSE =SE.

B xxOiMs, 88 T4 A2l & kOl JITHE Hiet 201, nOl 301 ABHAI(50)2] MAE o '-&
2-a'-HE-NEHLEONEL SFESS MEAIHAM, LBA(51)2 USote MSEEZEZEHE-HEOHA
Ed& =S +=Sett

A yyUllde=, 8BS SA AS S ol JITHE BieF Z0l, LAl (51)9 HASG ASERZEIL
HE-HLOIMEL S&82S MEAIHAAM, n0l 32 dpral (50)2 HSdts o '-E2-a '-AE-HEH L0t
NEL stetEE =S8,

S zzOM=, &D1 SH a0l JITHE HiQF 2001, BHAL (24)2] MAEE ASZZ2E AL E
SIHE =2 LIEE HEIIE HES G WA G =02 23S0 2ol USote HAHEZ MetAIA
AN, 2EHAl (36)2 AIS2Z2EZEHE-HLOIMEL HAHZ SEES +=SEt.

S aaallld=, &01 S bOl JITHE HEQF 2001, LEHAL (24)0] MESH AIZZ2E2E A0S
dHE S22 LIEY AZIIE Sct= OI0IEZ MEAIHM, R & R0l 25 400 BtA (45)9
ANSZEZIHE-HLOtMEL O0IE StEtES =S8t

EH3H bbbUIM=, &0 S cOl JITHE Hiet 2001, LEral (36)2 HES ASR2EZZLIANE-HYE
OLMESH OIAHIZ SES2 2SN HAHZ HSIIE 2 HAIHM, LEHAl (51)2 HS6t= A2
SLZLHE-HLEOMEL S EES =S8t

3 cccllM=, &1 S dol JITHE Hieb 2001, LEtal (51)2 HES AZSR2EZZ2LAHE-HYE
OLMIEL StEf22 JIZSA AEIIE & 202 S&2 =8 JHiH &2 X AN /As Js &
SZO0l 25tol M AHIZSHAIAM, 2ErAl (36)2 HESHE AI2ZZZUANE-HEOMEL HAHE 2t

I dddOiid=, &1 S el JITHE HiQH 2001, LErAl (24)2 HESH AIZ2Z2T A0S
2IAHE S22 LIEY HEIIE USdts IE=EMZ HESAAHM, LErAl (51)2 AISZ2Z2EIHE-H

EHH eeellM=, &0 S fOl DITHE HEQH 2001, LEHAl (45)2 HESH AZR2EZ2LIAHE-HYE
OLNIE4E OIOIE SEE2 00l HEJIE =2 =200 3 t HsSote tez ™

|=l & Jbt=20H0l 2Iot:
BHAIFAAN, LBtAl (51)9 386tz AZ2ZZZZIAHE-HELONEL SEgE8 =S50
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Lot CU#I yyet & eeeE EotK, BtS

, BE EA AQl B jol JITHE BEREZ0l, nOl 321 &k
gZ2-o ' -AE-HEHLOMEL =S €

(50)2 o '-# ABFAI(45)2 THE0H= AZ2Z2EZEHE-TH L O0HAl
E4& OI0IE SEEZ22H HMZE £ UL

I fiflld=, &1 S ol JITHE Hieb 2t0l, detal (51)2 HES AZR2ZZ2LIAHE-HYE
OLNIEA StEt=2l JIZ2SAl A8JIE & 20F2 S&2 =i & XD AN As JIs &
SHEN 25t OIDIESIAIFHAM, LEral(45)2 HSdle ASZZZZAE-HLOLMELM Ol0IE SESsS
A=
T .

1]
1C e

=z

S
]
[m e

I-II'ﬂl-ﬂJ
=

QBHAl (45)0] MHE A2RTRUHN E-HL
GABIZZ MBAIFHAM, LBHA (36)2 AIZ

ox
Nz
L
o >
Orir

0x

S

0

=

[}

B T4 HOl AL SR=E B2 = 2 20Fe| S22 =aJtolA SolotH =2 = UACH.
c =1

otilel AAlNS2 ¢S JITHE Hiet 2 SHe FHEES OAISCH. 0= &A0
£ X OlAl2l Ao ReZ, od gACZE = 2O HIAE HMEtotdls X2 0t X222 OlohE
O10F BCH = TAIMOIA AFZE 20 "g'S IS °|0lotyl, "'mmol'=2 == 20lotH, "'m"2 &
clelHE 20lotll, "bp"= HIAS 20IotH, "C's &M 25E 20lotd] ‘mmHg”‘ 2el0le =22
°|0lot0, "w"= Ot0ld=ZelHE 2l0lotd], "w"2 OI0IAZ2 18 9|D|8+D# uM"E2 otolIa2EsEE

2|0l 2tCh.
AAION 24

mm
COIAM 2 OF x*II/\|3|7 ESIE

2-[4- I) =
5 Azt % t "'QOHA-I DLJ/\I_'EP. 1 3 d 0l BHSHCH.
FME L32(20 g)0l 212 52 SOt FXIAIZICH. S0HE &HBSHHA 1/2 RIE SLAID, 22 SAAl
110 g 2=22H01E (3X)22 FHEICH. RIIAS Fotn, Zst BMASALUES N9 2 G2 MH
SHCH, 2AZEXAIDILD (MgS04), GILAIDIL) SOHE XMBOtUA SEAIZICH IRES TH &4k (12 )2
Z=E0tD, D20M GUHAIZILL SIHE NBSH0IM SLAIHA A 22 (97 mg, 83 %) 2N HA SEgSS
=L,

A0 25

A d: 2-[4-(4-222-2CE)-HEL]-2-HE-T22T 24, HE HAHZ

P g3 =4 A (18.0 g)E EUE HAAZ2ZM 2= 0IES2 0B (210 g)0l FItSHCH. 0

L2 8% (60C)0 2-[4-(4-222-2EI2)-HE]-2-HEY-T20/ 24 (31 g, 115.6 mmol)S] BAS &I}
5t A 2910| SHOilA 1.5 A2t SO BSAIZICH BHE AZoHHN SLADID, HE2S Hed 2
Z2H0IS (150 me)0l ZHAIDID 2 (2x100 M)E MIZBHCH. AXAIID (MgS0,), A2lIIAS Sotoi Ot
AI3ID, O 2S HEd 22201 (250 M)Z MIXSILH RI1 MMES B6tD SHE IISUN S
A Sa 2ol (3339, 97 H2A HA HE2S =0,

'H NMR (300 MHz, CDCl3)  7.96 (d, J=8.3 Hz, 2H), 745 (d, J=8.3 Hz, 2H), 4.15

,—\

(q, J=7.1 Hz, 2H), 3.70 (t, J=6.6 Hz, 2H), 3.19 (t, J=6.8 Hz, 2H), 2.25 (p, J=6.6 Hz,

2H), 161 (s, 6H), 1.20 (q, J=7.1 Hz, 3H); “C NMR (75 MHz, CDCly) & 1984,
176.0, 1503, 135.1, 128.1, 1260, 61.0, 46.8, 446, 352, 267, 26.3, 14.0; IR (neat)

2078, 1728, 1686, 1606, 1254, 1231, 1148, 1097 cm .
CieHaiOsClol] That 4 E4

o|&4] : C, 6475 , H, 7.13;

A2 C, 6424; H, 718,

AAIOI 26
S d: 2-[4-(4-222-REIE)-HEL]-2-HE-Z20 24, HE HAHZ
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2-[4-(22=2-2E/Z)-HE]-2-HE-Z20 24 (6.2 g, 23.1 mmol)E 2Lt =249 H2 O
B2 8% (R4 gL 3.2 g2 &Rots HES 42 m)0l SSHAIZICH. 422 S SRAIDIL, E0HE
ZZoHA SEAIILD, BRSS HEL 2Z20I=0 SolAIIID S2 MAHSICH 2AZAI9ID (MgS0,),
acJtdE Sot Oofdtotd, 1 2= HEd S22A401=2 AEEC. RII ME=SS gotld EUMHE &3
SOl SZAIH HE 22 (6.21 g, M4 %=X HAM st d=Ct

'H NMR (30 MHz, CDCls) & 7.95 (d, J=8.5 Hz, 2H), 7.44 (d, J=85 Hz, 2H), 3.66
(s, 3H), 367 (t, J=6.6 Hz, 2H), 3.17 (t, J=6.6 Hz, 2H), 2.30 (p, J=6.6 Hz, 2H), 1.61
(s, 6H), “C NMR (75 MHz, CDCly) 5 198.0, 176.2, 149.8, 135.0, 128.0, 125.8, 52.4,

469, 447, 35.3, 26.8, 26.5.
CisHig0sCl 0l CHEH A =24

OIEXl : C, 63.72 ; H, 6.77;
| + C, 63.50; H, 6.67.

A

A d: 2-[4-(4-222-RCE)-HL]-2-HE-Z2024, HE aAH=2
2-[4-(4-222-2E2)-HE]-2-HE-Z2T =24 (10.0 g, 37.3 mmol) & P EHAZ

g, 25.3 mmol)2 EE&AIRICI. OtMELIEE (100 m)ES0 A 40CE IJtE6tn A 29I SHollA

Ct. CIOI2 =HO0IE (13.3 g, 105 mmol)S &FItotl] 458 S0t BRAIZICH. E0HE TSotUA xt”/\IJI

D, &F2S OE0LMHOIE (50 me, )0l EHAIZILD & (4x50 m)= MEAIZICH HZEAIIID (MgS0,),

Ae|otAS Sotol (Ustn SHE E2ctAM SLAH ZH 3HE2(6.4 g, 89%)E L=Ct.

AAI0N 28

S h: 2-[4-(4-222-2E2)-HE]-2-HEg-Z20 24

o 60 2 IS ¢ 2ctA Aol Hols WEHE 2 L3/0IUS S3LHl, OIMEELR
dg 58, 2 AHQdA AY SHUE HXESC. &I Aol OHMNELIEE (5.84) ¥ HEZHESLE
5 2=20101E (26 g)E SHEC. OI/\*§F‘EU.\_§ ALMEAII D A2 Z0A 2 AIZ2ICH 2o ESS
-10CH SEAIID 1-[4-(1-EZ2-1-HE-0E)-HE]-4-222-2E-1-2 ¢ -[4-(1-222-1-0E-
HE)-HE]-4-2S22-2E-1-2 (424.9 g, HPLC =S40l 2I6tH 53.58% EE22 % 20.4 8% 222, &
&4 3% WIE 210/ 1087 mmol)O2 WEFS HHAAS HIIGD 6 AlZH SO 8 A (20 mA om )
LTEE HRZ HIIZHE AL HESS HiEotl, H2E 6 M & =2HO2 Mdsictd, =5
ot1, SHHE MIGHHA SLAIZID MHEBEEGHH EH SHEE (186 g, 64%)S &=Lt 8&8: 78.5~
80.3T.

NMR (300 MHz, CDCly) 8 105 (br s, 2H), 796 (d, J=82 Hz, 2H), 750(d,
J=82 Hz, 2H), 367 (t, J=6.8 Hz, 2H), 3.17 (t, J=6.8 Hz, 2H), 2.22 (m, J=6.7 Hz,
2H), 1.63 (s, 6H); “C NMR (75 MHz, CDCls) 5 1982, 1819, 1490, 1352, 1281,

126.1, 46.7, 44.7, 353, 26.9, 26.7, MS (CIMS(=%h) 271 (3), 269 (11), 233 (100),

187 (75).
CiHi70:CIOIl CHE B 24

OIZXl : C, 62.57 ; H, 6.38;
| + C, 63.10; H, 6.59.

o 50 m O XAS © ZatA Mol BEE 2 W4 L3 (14on JIGEN ), U S
Ao DIOUS Tl 22, 0|MBHEA JIAS 4300 A8 B2 9 XA DY S X, OHHE
LEY (45 ™) & HEHLL2E S20H0IS (0.19 g) 59 -[4-(1-222-1-HE-HE)-HL]|-42
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S2-RE-1-2 & 1-[4-(1-222-1-HE-0E)-HL]4-222-FE-1-2 (2.79 g, \WR 2401 2A5tA
89 2%, 3:1 HI2 3% MIAE SZ00IS O 3& HMIE 222H0IE, & &4 3% MZAE 22t0I= 8.6 mmol)2
2 HENE Hat +4 SUS HIOISCH A2 2D 13 nA on O B A% A0l 1692 S 0lag
BAS ADEAZIE 20 BN -0CE WAL, 4o EES 422% JIeAIID, UEESS His
AT, H2tE 6 N G 2EHOZ MMSIAIDID, FEGHD SHE MUISHHAM SLAIH EXH g
(1.53 g, 66%)E =0

& AI0I 30

Bl h: 2-[4-(4-2B22-FEI)-HL]-2-HE-Z20/ 24

50 me BEO| XAS © 2arA Mo BEE 2 B4 U3 (14 on JIGHSIEGIN), (2 SAo
OFuls XMIF 85, OlAStEtA JIAS +&6H)| 918 =2 2 AHA Wt oOfiS EXISHCH. OlASHErL
SHOIA &2 -10C2 H2AIRICH EIECIME@L2s 222t01= (CINEZSO00IE F2 0.02 M =M 40
) X 1-[4-(1-222-1-HEZ-02)-HEL]-4-222-2E-1-2 (2.91 g, RO 2I5tet 85%, 9.81 mmol)
SUS HIIGID 2.4 mAon o BR ME UTOA 1782 SO FI| BHE MABCH SNHE 5 Hots
HAHE OI2H 204 MXigtol 98%et SSoICH. Mo LHESS M20Z2 I, UES8 tEcty, o
2E 6 N PN +BUOR MHBAIID, BHE 2EstL AT SLAH I SHES (1.8
72%)E 2L

A Al 31

SAH m: 2-(4-AE2Z2EIEEY-HEY)-2-HEZ 2020101

-(4-ANSE2EZZEIIEEY-HY)2-HNE-ZRTALIEZ (100 mg)S HESH HUUS2E +
M (OEts (5 m), = (5 m) L DA 432E (1.5 g)222H M=EZE) (2 m)0l ScHAl =
OlA EOF WEHAIZILD, Ol EFol0A 6 Al2E SO JIEs0H. H2AII1D EHE & |
HH stg=sS 20

N

o

A0 32

S t: 2-(4-AS2EZ2EINE2EL-HY)-2-0E-220/ 24, g dAHZ2

2-(4-AS222E122d-HYE )-2-HE-Z20/20t01S (100 mg)E MES0 SHAIZID WE
olHA 58 S Zat=A JIAE HEFHAZIC. 102 S SFAIILD, NESS SFJotH M6 Oil
g2 OLMIHIOIEZ FS&ICH. E0HE HB6HHA SZAIA 22 (50 ng)2A4 HH stetss L=Ct

2 A0 33

Sk Y S g 2-[4-(42R22-REIY)-T
P-(4-N22T2W3I2 P -H Y )-2-H =N

€ .15 g, 0.53 mmol) S

80T OIAl 2AI2F SOF 48% HBr (1 m)2 HeIstC. Aoz wwau 2 (5 mﬂ)é 5450 pH 7 20
MK EFMAEALEE 22%02 Z3AI2I0 MY Z=2210/S (3x15 M)22 ==s5t1, HEAID
(NaS0,), OITDFAISID XZGHOIA ROHE ZSLAIZICH A2I9t2 A20E 2T (3:1 SAHOIE OFAIEIO]
E)2 MHGI ZH SHE2 (0.15 g, 95%)2 P=C.
'H NMR (CDCly) 3 7.97 (4, 2H), 751 (d, 2H), 353 (t, 2H), 3.16 (t, 2H), 2.30
(quin, 2H), 1.60 (s, 6H); “C NMR (CDCl) 5 1984, 1818, 1495, 131.0, 1283,
1263, 46.6 365, 33.6, 269, 26.1; MS (CI) (M’ + H) 303 (100, 315 (98), 233 (80).

ALAIGH 34

CHH p: 2-(4-A22T2oI28 Y- )-2-H -T2 0| 24

12.5% =4SHLEES (20 ) =9 2-(4-AEB22E2EI28Y-[lY )-2- I‘:é TROQLIEH (0.5
9) L OIEFS (12.5 )2 SEHCH SEAITID| RU5H0 21 AI2FSQOF J1Laln, W2AII|D HESS AE
SFANA HASC. &F =4 aﬂ%:":’ ml'zé'ai 222101E (40 M)2 ==5t1, *M; 20% HCI2 &tA
SHAIZID BHIE@ 222101 (2x40 m)2 ==8H0H, RIIAS &6t1, AZXAID (NaS0,) ZUHE X2
S ZS2AIH ZRE DA (350 mg, 70%)2A X SISSS 2=0:; S8 83-85C.

'H-NMR (CDCl;) 8 7.50-8.00 (4H, d), 266 (1H, m), 1.62 (6H, s), 1.24 (2H, m),

1.04 (2H, m).

L2 stegSsS2 B8 T4 HOl LIEHH 2-E 0186t Mg = ACH

(-ANE22Z2WH=2L-HE)-0tME L
-(4-NE22E2TE2Y-HY)-Z2 024t
2-(4-AS2E2EI128 d-HY )-2-HE-220 24
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[4-(4-SE2-2EIE)-HE]-0tA
2-[4-(4-222-2E1L)-H
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, OIE OIAHIZ:

2)-OtMEOIDIE;
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ofo
Hi
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Hy
@_-FCHZODV
CHy

A/

NG
a1
© CHy

o
n eH
Hal{CHy),,-C— CH,0D' b1 " 3
> O CHp0D"
-~ CH3 (__F__
2 nd

A CHy
54
C2
q \ /
V@CHZOH
- Hal—(CHz),,e- cuzou
ds
dg
ds
dj d2
o cH f1 N CH3
3 "
Hal-{CHg)p-C— CHO 3 V/ @cuo d 5
- CH
A’ CHa f5 s9 A7 :
58
92
g1
o CH3 n H3
| L rererane— cogM V oM _ g
g i3 a7 A i
46
D' = -C(=0)CH; ¥+ -C(=0)CeHs
<779> BIS T A |= RgJb COOHR! etAl ([1)e AR Z2HHl st&22 MAot)| |st et &4 id
2 HM38tCt.
<780> SH alllAdes, BtS TA A9l S dOll JIZHE HieF 20|, 2BtAl (53)2 WILZE OHMIHIOIE S
= HIZXOWO0IEE A Hal-(CH),~C(=0)-B [/"01|/\-| B= Hal &= SIE=AI0l12, Hal2 CI, Br &&= IOIP_,
n2 AJIN Hol= HiQt 2S]9 XA &=z S22 0lASIAIAAM, LBHA (54)9 UISsl= -g
Z-o'-HE-(2-HEZZES)HIF O} ‘||E1|OIE L= HXOO0IE sE22 £S5t
<781> QlBtAl (53)0] HIQZ OIMIEHIOIE &= HIEZWOIEE A

Hal

95-53
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[AOIM, Hal2 CI, Br &
= 0K 301|A‘| LIEE OIMIHIOIE £
130C2 20 AM JIEotH A, A

oD’

A\

[AM0IA, D'E -C(=0)CH; = -C(=0)CcHs2 ]2 UiSot= HE LY OLMEHIOIE E£= HMZ0O0IE
o, 5 SF0l 2ol =&ttt

Ol0IAl, BtS TA Al B dOil JITHE! Hieb 201, A

U

ne

>

[A0IA, A ADI0 ZoE Hiet 28]2 A sEss A

o’

[A0IM, D'E -C(=0)CHs L= -C(=0)CHs ]2 USot= HEE OLMHIOIE = HZEZNO0ER
LUSAIFHAN, LA (53)2 UIQE OLMHIOIE £= HXEWO0ESE =S8,

S a0ldE=, BrS AL AQl Sl 0l DIME Hiet 201, LBHAl (53)9 UIRZ OLMIHIOIE =

[A0IA, B &Dl0 HoE Hiet 28]2 HES AE22Z2YE
(55)2 UiSct= AISZZZE UILE OMIHIOIE = HZENOIEE =S
A biliAdE, BtS =4 A2l =HAH KOl J1XH= BE2L 2001, nOl 3

=2 ol
Z-a'-HE-(2-HEZ2HZ)HUH OLNHIOIE E= HXENO0IE SES JH%AIBM-I, 2BtAl (55)2]
Sot= AI2222d Q¥ OtMHIOIE L= #XWO0IEE =S8t

T OtAStAIAN, LBHA

Mo

58t
BHCH

S A HY A ol JIMHE Bt &
U<2Z OLAMIHIOIE L= BIZX0O0IEE MHEAHA, nOl 301 et

=
WZEU0IE Se2s 45

> O
e
.
iDd
o
s
10
A

o [
ror
=
m
IH
Hy
fIE!

J
53
Nt
1o

(-HZT2BS)HH OINHOIE E= BHCH

S o OIME, LAl (54)0 MEE o' -B2-a'-HE-(-HETRBS)HHOINEOE =
MIZWOIE 5822 OIMEIOIE E= MU0 XBIIS SR2Z0A 1 LK 10 A2 SOt oEs =
of Het HAOZ JIAEoHAIZICE LBIA(56)0] (SO o -HE-a -HE-(2-HETZEES)HUH 518
22 =2 20 BXE T3 LY 250 B AR RH ST

S c,MME, n0l 39! UBHAl (54)0 BB '-BER-o -HE-(-HLIZBES)HH OLHE
|E ©= WXU0IE SESS WAL, OMEOIE T= HIWOE HEIIE HII2 IHE2HAIA

g lg2g 4S80

o' -ANE-(2-HEZZE2)HHE OtMIHIOIE
(=]

L= HIZX00] leres | 72 Al2E Set 40% HECIRFEZZE ol ESAE =8%
2 50% =ASIUES =MD BHSAIZICH. LA (57)2 ASZ2D2E UQE L2 SFE2 2 Z0H
SAE =2 U0l 2ot0 Bts WH2Z22H 2 +=8tCt.

EH M=, Letal (55)9 HES ASEZZE UIQE OHMHIOIE £= HZOWO0IES OHAl
HIOIE = BMZUO0IE HEJIE J=SHAIFHAM, LBtal (57)2 HEot= AESR2ZZ2E UHIQE U=2=
=S8l

95-54



<802>

<803>

<804>

<805>

<806>

<807>

<808>

<809>

<810>

<811>

<812>

<813>

<814>

<815>

1019950705911

HE Sd, Btal (54)9 HEE AIZR2Z2T UIQE 222 OHNELEY L (E=) AISESHE
A% 22 JEgs ]I S SUHAM ZATHS/UARLASMULESEDR BIEAIIIHU, OtMEN /21 28
HEst 20 S0A SeRHS/CHOIZSSUHES L BSAIIIJLE, OIMELM/S) 22 XHEs 0 S0l
A D ZEARZEE D BESAIDI L, OtMIELE SOIA 2 240 BESAIDI L, E£= O ﬂE& %01I/\-| Of
HFAMUEE/XE ot BESAIRICH. BHEES M= O°C LH XI 50°C°| =5 %*—‘?—IOH

sez MEAZ

G2 SO, LB (56)0 HES o -22-o'-HE-(-HLT2BE2)UH S22 OHELD
2o mEE 20 SO BUYALMLEOZ MBIARIL. BIS2S MEHOZ 0T WX 502 25 g9
OlA 302 WX 10 Al2 SO BFSAIRICH LBHAl (46)9 SOt 0 '-B'2-a'-HE-a, a-CIHEHY
OLMIEA BIEI2S 2 S0H BXE =& Yool 250l 8IS EORPH 514350, MZH0 ©5t0]
HHAIZ & QACH YBHAl (56)0] HHE o -2R-o -HE-(-HLZRB2S)UH 2SS MBIAIH U
BiAl (46)°) YSHHE o -2 2-o NE-a, o-CIHLHLONEN SHEEZ MaADIE OOl Xes o
2 MERBE R, MSIB(IV), OMSEA, MFZHS(VII), DAFUA, s, t-22 320
OlE, 3440l ULk,

CH Gyl AS, LAl (56)2 HES o' -2-o -HE-(-HYTZRBS)HHSES SIS
NS XSS 02 MBHH U M5 HHS A0 ASIAIHAL, 2BHAL (58)9 ThS5Hs

0'-22 o HAE-a,a-OHLHLONELHSIE BB2S +SBC

019 22 W FO & YWD ABKA (56)9 HEE o' -BR-a -HE-(-HLT2EES)HH
ster2ol GIS=AINY MSIIS KIS SO = 20 ZXE AR (Swern) Arsh X2 (CIHE ZZAIS
Satzl 22210/ U ER(0E02)S ABSI0 ASAIHA, (1SSt QOSIS HBII2 M =
S EEEIC AR M3 BIS2 78T WX AR9 2% MM o 14 AR LXK 8 Al2F S0 =
2=20l0/C9 22 NS HAE 21 204 S0 BB AU (5)9 M 0 -B2-o ' IE-
(-HEZ2BS)UE 51820 SISSANE SIS HSAD 2Aus (58)0) £ o'-g2-a'-

= ot
HNE- a,a CIHEHZEOMEZOIE stg2s MSAIe= oo Hes 2 &tF
(Dess—Martin)AlCk, ASIIS(1V), DHASILIZ, OIZSMUES, 0|12ABLZE,
2, 285 LS2U0lE, Olatetdzt, Y HIECHOHMEIOIE, EI/\IJEd"é@PE‘:’EIOIDIE, 2,3~ EIJEE
-5,6-CIAIOt-Fl=, HECIS222-1,2-¥WXF=, 2,2,6,6-HEAHELHICIZ-1-=]Al (TEMPO) L= F
cls EZ2Z23IZM0IEI UL,

S dOIAE, &1 SH 0l JIME HIe 20, ABHA (57)°] NEE AIBRITRE U

2 sEScl SISSANE NSNS NHATAN, LA (50)9 STHE ABRIREHE-o, a-OIH
SHLOMELHGIE sEes 2580

S dOIAE, Al BEH 01 JITHE HERH 20I, LEHA (57)2 |

Sots A22E2EHE-o, a-CIHLHLONE 5tet

ﬂIH

A2 FE=S2 LA (47)2 O -
MEAI2ICH

A dsOIME, &1 A d
OLMIEIOIE L= BXWO0IEE LEta

=2 dEAIZITH

| JITHE HiQk 20l, Btal (55)9 HES A22Z=2E HIQ%
47)9] tSdt= /\Ié‘ TZ2ENE-a,a-CIHEHE0LNEL 38

AQ

S T4 HS = jOol J1XH= BE2E 2801, nOl 321 LErA] ~HE =

2-a'- HIE (2- [HIE'MEEF%)“iJ StEEs MNESAHM, Lotal (57)2 U8ttt AS22Z2Z U
2dES =S,

B e 0M=, BrS EA HOl &3 kOl JITHE HieF P01, Bral (57)9 HES AI22Z=2d

ul n0l 321 LBrAl (56)2 85t w'-EZ2-a'-HAE-(2-HEZZTS)HH 3t

Sl M e, BFS A HOl S jOl JITHE HiQE 201, nOl 39! UBHAI(58)9 HASH o '-&
Z-a'-HE-a,a-CIHEHEOMELUGIE SHEESS HEAAAN, LEHA (59)2 UHEots N22EZ
ZE-a,a-CIHEHLONELUDIE SHE=

10
i
=

= ot

=2
A fL0lME, BtS A H
[ —

A KOI DSl Ber 201, Lural (59)0] ®Es A22L2Y

NE-a, a-CIHSLHLOMELHGIS SBSS HBAFHM, 0l 32 Astal (58)9 HISTHe o '-EE-
o' HNE-a, a-CINEHLOMELHGIE a8S +S T

SO g O, LEHA (58)9 HEE o'-BE-a'-HE-a, o-CINZHLONELTGIE 58

20| UBIC MBIIS MSAHAN, Lo (46)2 USTs 0 -22-a'-HE-o, a-CIHLHLOKIE

& segs 580

WS Soi, Yura (58)2 XEE ¢ -¥2-a'-HE-o, a-CIHLHLOIHME 2EFIE se2S

S SOl BUANAED BSARC BUILEN OIF A3 B2 0C YK 4SO 2= HAuA

|8 A2 SO BU/OMED U N 48 WE SUM @B wud (89 23

NN

| =

>
o
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=
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B gUlid=, &D1 3 g0l JIHE Hiet 201, LBrAl (59)9 MESH AIBR2Z2EHE-a,
a-CIHEHE N ELHGIE StEES LHGIE HBIE ASAIHAN, LBHA (47)2 Eot= AS2E
ZEIANE-a, a-CIHNEHEOMEL stEES +=SEH0

BE T4 10 MEBE= £ SESE 2 F0IY 42 =EIH0AH 0I5t g+=2 = UL

oholel AAE= e A 10l JIME Hiet 22 dEH FgHHSS AISH. 0l AAl
= X OAIS SHQ ReZ, oE BaezE = 2HO FAE HMHetotdls A2 Ot H2Z Olai &
O0F BCH. 2 ZMAMUAM AtEE 80 "g'2 282 20Istd, "mmol"2 ZLel=22 2l0liotH, "m"2 L
cl2IHE 20I5t, "bp'= HIEES <0IotH, "C's &M 2&E 20Ist, "mmHg"'s Zel0lH =2g¢s
°|0IGtH, "#"= OI0IAZ22HE 20ist, "#g"2 OtoI220HS J0IstH, "uM'E OHoIZZ2S=EE

2| DI &tCt.
2 A0 35
S ap; 2-(4-(4-222-1-2L4-2E))-HE2-HEZ=TY OLMHIOIE
5

1-0IE-2-TISelCl= (400 m),LIES OtMIEIOIE (205 g, 2.5 mol)S &85t &7 IEE %
F B8 EctA3 S0M 100C2 JtEotHA WEHsttH, HEYLd Z=22t0/1= (181 g, 2.0 mol)S 1 Al2
ol Z2H St HIZE OMIEHIOIE (193 g)g 22Ut

Hotettt, ZEE 302 s 120C&2 JtEotd EJ6HH

HEd OtMIHIOIE (228 g, 2.0 mol) & )
Olct2 RXIGHHEAM et 3020 Z2H 2=20Is 2=2c201E (266
o 220l S=2H01E (15 ¢)2 5C E& S0 22 50 me WX 80 M2 FHIISCE, EItE 288 F,
0~3COIAM 1/2 Al2t S0 WHIAI9ID, L3 (2 kg)oll = =
otn, AXAIIID (NaS0,), EFGHH UIE OLAIEIOl

0
HI2Z OtMIHIOIE (150 g, 0.78 mol)S MIE Z=Z2t01= (390 m¢)0ll EHAIZILD 5CZ H2A
ICt. 2501 10T 0lgtZ2 RAC=s 552 2+ 2R0Is 22201E (104 g, 0.78 mol) £ FIIEHC

-

IS EE=2 5TE YW2AZIT. 2+ 2R0Is S2A40/E (122 g)S HER S=22H0/E (390 me)oll
SHAIZID 5C=Z W2AAIRICH. 2%t 10T 0lot2 RXd=s &2 4-222REIE 222001 (132 g,
0.94 mol) & EIISILt. BISES 5CZ WAL UWLE OtMHIOIE-Z 20l 222H01E B2Hs &HH
Ol EJtotl -5C L 5TAOINIA 19 Al2t SOF WBHSHCH, EME 28 (1.5 kg)Ul &3 21, |I14

EMHE &

£ ZolAIPI] 2 (3x300 me), HEHA2AE =24 (10%, 300 m) & = (300 m)2 AHEHC.
SN SZAIDILD GG &2 22 (221.1 g, 95.6 %) 2A HH SEES

'H-NMR (300 MHz, CDCls) 3 134 (6H, s), 1.95 (3H, s), 218 (2H, quent.), 313

(2H, 1), 3.65 (2H, v), 4.12 (2H, s), 7.43, 7.90 (Z+Z} 2Hd).

A AI0I 36
A by 2-(4-(1-SA-1-AS2Z28Y)-HEZ-2-HEZ=2TY OLMIHIOIE

-

2-(4-(4-222-1-22-1-22))-HE-2-HE ==Y OtMHIOIE (37.0g, 0.125 mol), HIEE
L2E SAMSS (40% =M 8.1 g), HEE S22401E (300 m) L 50% =&MSFUES (40 M) E
st 20A 4 A2t Sob A5l wEAIDI, 2 (100 m)E oot KIS =2elA2It. =2
00 m)= AMHGID, AXZAIIID (MgSO,) EOHE TIBGHHA ZSZAIHA EHM g2 (29.9 g)8

ror 0

N

% oo pm

ne —~

'H-NMR (300 MHz, CDCls) § 1.00, 1.19 (Zz} 2H, m), 1.34 (6H, s), 1.95 (3H, s),

2.65 (1H, m), 4.13 (2H, s), 7.44, 7.95 (Z+Z} 24, d).

AAION 37

S ¢t 2-(4-(4-222-1-2L42E)-HE2-HE=Z2E2
2-(4-(4-222-1-2L4-2E)-HE-2-HNEZZ Y OtMHOIE, ==& SLH(555 m) L e
Egotd 2 22JI0t0AM 2.5 Al2t St SR AIZILH S0HE M S6H0A SEAI2110 &F
S2201E (14)0l SaHAIZICH HZHo=z 2 (2x400 me), ERMZE =AU (10%, 200
0 m)2 MESC. SWHE ZISHHM SLAIH 24 22 (200 g, 0% 2AM EHM 38

MO 1o

>
MHo
i 2

HQWEMOES

'H-NMR (300 MHz, CDCls) § 1.35 (6H, s), 221 (2H, quent.), 3.15 (2H, t), 364

(2H, ), 366 (2H, 5), 7.48, 7.93 (ZZ} 2H, d).
2 AI00 38

SAH ¢ 2-(4-(1-SA-1-AE2Z2HY))-HE-2-HEZzHs
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800
b0
A

me), 40% HIE2tR
48AI2t Set EFetlt.
110 (MgSOs) EOUHE X B35t M

2 A0 39

SAH ¢t 2-(4-(1-|LA-1-AI22Z2HY))-HE-2-HExz2Hs

2-(4-(1-SA-1-AS2Z28Y))-HE-2-HEZZ2 82 OtMIHI0IE (4.16 g, 14 mmol), OIES
(50 m) L 2 (5 m)E EFSEILE. 50% =ASHUES =28 (4.48 m¢, 56 mmol)S &EIISHCH. WBHAIFI D
BRotUA 302 s JtEs & MBSHHAM HESS MASC. =4 ¥RSS HEY 22240/E (2x
25 M)Z FEOID, 28 (2x25 M)E MG, HZAIIID (MgS0,) EUHE XSEHHAM SLAIF 2 2
(2.91 9, B5.3%ZA EAX SEgEs =0

‘H-NMR (300 MHz, CDCl3) & 1.03, 1.20 (ZZ} 2H, m), 1.35 (6H, s), 1.70 (1H, t,

hr) 266 (1H. m). 3.64 (2H. d). 7.48. 798 (Z+Z} 2H, d).
ALAIOI 40
CHH 4y 2-(4-(4-222-2-24-2E))-HL-2-HY T2 0|24

DYAANBE-2L (39.5 g, 0.25 mol), B (34 ™) L OLMIEAr (200 ™)S ST WEHAID
D 0CZE W2AIIID, 015 85% Q& (4.2 g)2 EIIBICH. 225l WLHAIZIL &S 5C 0162 RAIAl
Jls =E2 OMEN (50 m)FQ 2-(4-(4-222-1-SA-2€))-HE2-HLEZ20S (24.5 g, 0.1
mol)S EILEICH 5C OIGHMA 5.5 A2t SO mplotn, za S§20| PMOZ IHNA LM Y
4(300 ™), 0% LIES HEHISMOIE (450)2 FIISICH +2AS ML 22e0/S (3% 150 ™)
2 XE510, 2 (100 )2 M50 015 20% BHAZE $8H(2x 150 ™)2 FES. +352 KL
S22l0IE (50 M)Z MG, YEMA H2AIID 55 SAMOZ pH MK ZAAEN MBI
HEa 22ot0IS(2x 150 ™) 2 £56t0, 2 (2x80 M)Z MEGID AEAIRICH (MgS0,). SHE X5t
WM SZAI ZZE DA (21.25 9)2M EN SB2S A=C

'H-NMR (300 MHz, CDCls) & 1.63 (6H, s), 2.22 (2H, quent.), 3.17 (2H, t), 367

(2H, ©), 7.50, 7.92 (Z+2} 2H, d), 123 (1H, s, br).
ALAIOH 41
SHHl ds: 2-(4-(1-S2-1-AB2T2HY))-HY-2-HEgZ 2024
2 A
2—(4—(1—%¢—1—A|%§E§T£%))—mlé'—z—nzle'zmi)mlg (1.46 g, 6.7 mmol), A&ZEIE (0.036

g, 0.17 mmol), OIMIELIEE (14 me), AISESIEIA 2 2(20 M)E ESESEL. HE
| OISt A20lM 1 Al2b Ola Wil =

el

¢
A21L, HEd S=2et0lE

(20 m) & 2 (5 m)AOI0 2HIGID, |RIIAS 2clAIID, HEH S2201E (15 M)z =58 F=
St & HE2H SZ2A40IESS 2 (15 M)Z2 MDD 20% EHAMZE =M (2x25 M)2 FSEIC.
LN ZI SHE HZAILD 55 S22 pH 322 ZAAEA ALSAIFILD HE 222t0/E
(2x30 )2z FEEIL 2 (15 )2 M=o, AXAIFID (MgS0,) S0HE XI3GHHAM SLAIH &
Y (1.41 g, 90%) 2N HAM SHEES L=C

'‘H-NMR (300 MHz, CDCls) 8 1.04, 1.23 (%7} 2H, d), 163 (6H, s), 265 (1H, m),

750, 7.99 (Z+7} 2H, d).

8 B:

-(4-(1-SL-1-A 22252 ) )-1
g, 0.16 mmol), OLHIEA (100 me), & =2
WESIHAN BIOIEZEIIUESE +=88H (
AN SLAID Fr=S 0
C gUds 2 (2x40 m)2 AMI=oltD 20%
=2 WW2ZAID|D 5 BNM2Z pH 322 X
StCH. K14t = 0 M)Z2 HMEstD
(5 |

stefEs =t

C
P
=
um
E
o
2
W

(10.9 g, 50 mmol), <€3I2HIE (0.032
10C & YW2tAI911D 30201 2 AHE5|
C| Ol&h 10C OISO WBHAIZID, THEZ2
Z201= (120 m2)0ll SoHAIZICH. OIEd ZZ240]
O (2x50 M) Z F=ZSHCH. HXRUA EI 2
SIAIZ1D DI 2220l (2x50 M) 2 ==
(MgS0,) S0HE X Z20L0A SLAIAH &M 22

bl
S
HI -

J
o

mo &
" e
fun
o
]
o [
O

-

i
e
Il

u
>
u
0

>

>
o
=0

P
0x 0

k

0
|

ry
kA
>
[
K

Y2k 2E (3.61 g, 22.8 mmol), = (2 m) A OLMIEL (10 m)E E&EICH wWBAIIID 0
TZ HAAIDI1, OIF 85% &k (500 me)S &IISHCE. OLMIEANS M) Z2l 2-(4-(1-SA-1-AI2zZ=2H
od))-HE-2-HE=Z2e=2 (1.66 g, 7.6 mmol )2 5201 2™ ZItStCH. 10T OIGHHIA 1 Al SQF Wit
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012 A20A 5 A2 SO DEISICH 0| KMo
HOIBICH YBIHEI™ (2x50 M)O2 Z=E5tD, 2 (30 ™)2 K Z2R2H0I1S SAUS HHGHD
10% EHIZIE B (2x50 HS WX WIAAD|D =5 HAOR pH 3
ZAARN AEE AIID B =SB0 2 (20 )2 RIS A
AXAIID (MgSO) BUHE BN SLAH DM H4 2E

o o >4 qov o KJ

W mS O o
e M

rr
[m]

NMR (300 MHz, CDClz) ¢ 1.00 (4H, d), 1.50 (6H, s), 7.49, 800 (Z}Z} 2H, d),

o

12.6 (1H, s, br).

JEN)

2-(4-(1-22-1-A2RE20Y))-HL2-HET20E (2.30 g, 10.6 mol) , OHIEL (5.5
m) 9 ot HA (6.5 m)S EBSICH MEFAIIIT 48~50COIN 2AI2F SO JbGtD, WaAAIID Y
S (20 M)B OIS = M2 Z22A0/S (60 M) FIISL. RIINES E2lAID B (2x20 M)Z
MIZGID (0% MRS 48 (2x40 M)2 =S80, 2|4 SUS HEU 2220|S (10 M)22 Al
Mol UXZ WANCH S5 GUOR pH K FAAYN ASHSADID HELAS22A0IE (2x40
M)OZ £BolL, BE RIES 2 (20 M)Z MEGD, AEAID (MeS0) SHE BN SLA
 SEM Ha 2N (1.89 g, TTHRA BH set2s =0

JEN

~(4-(1-2A-1-A2RT20Y))-HE-2-HLTZBS (2.26 g, 10.4 mol), OLEMLIES (60
mg), OFMIELH (5 m) % == Mat (6m, d = 1.42, 70 %, 94 mmol)S EEBICH. WEHAIDID 48~50C
OlA 2 A2t SO DIESI, WAIIID & (20 m)2 BIAARICH HIEH SR2A0[S (2130 m)O=
£5510, B8 RS2 2 (2x20 M)Z MEHGID 10% SALE +8M (2x40 M)O2 FHsCh. )
M S92 MY 222H0/S (10 M)22 HEASID YX2 WAAC 55 FNO2 pH 3K T4
A MASHADID HEE 220l (2x40 M)O2 FEBC. B RISS 2 (0 m)2
MI=otD, AEADID (NgS0.)BIHE DBoH0IA SLAH S8 Za ZHH (2.01 g, 8MWZM EH 3t
ge2g 20

AAIO 42

S ds 2-(4-(1-S2-1-AI2RI2EY))-HE-2-HED2D 2

2-(4-(1-22-1-AI2R2T28Y))-HL-2-HLT25 OLMEHO0IE (5.0 g, 0.0197 mol), HArLk
EE (100 ng), OMIEL (10 m) © == HA (8.7 me, d=1.42, 70%, 0.137 mol)S EEEICH WBIAID)
D 48~50COIA 5.5 A2 SO JbI5tD, WAAIDID WA (40 m)2 BIMAIRCH MY 2220/ (2
x70 M)OZ2 FEGID, BE RIES 2 (2x50 M)Z MG D WZF0A SLE 50 MOZ LAAIZ
Ch 10% SIS 4B (2x50 M)O2 =511, FII8 BUS K S22H0/S(20 M)22 KIHA
D YZEZ WANRUCH 55 HAOZ2 pH A FAAN MHEHAIID N 22240/S (2x60
m)OZ EZBL e HEY SZ2A0ISE 2 (30 M)E MHotL, AZAIIID (MgSO,) SHE &Zol

AN SLAA ZEE DX (4.12 g, 0% 22X EXM stgt2s =01
RsJt H, Br, CI, I, CN, -COOH, -C00Z2& = -CONRgR,Ql LEHAL (X)<
UL

otilel gts =4 Jol JIME Bieb 201 MY = U
b AT D10 ZolE dHiet 20

95-58



1019950705911

Hy

CHy

Hat-{CHg)n <

CN

[o]
"

CH3

o]

Hal-(CHg) €

Hal-(CHa)p €

Hal

CHa

CH3

19

A

10

bl

CH3

CN - Hal-(CHplgCH—

CH3

QH
1

Hal-(CHy)p-CH—

d
—_—

Hy

CH3

CH;

Hal

Hal-(CH ) n-CH ~—

62

61

CHy

A

60

-

m
r

CH;

COoH 23 Hal-(Chg)y-Ch

CONRgR7

00U Do Hal{CHy)CH =

Hal{CHa)-CH =

q

CH3

cH3

85

64

- 63

H3

Q

Hal{CHa)n-C

CONRgRY

COOH

CH3

Q

cownd

"
Hal-(CHy)pC—

Ral(CHo)y <

CHy

40

CHs

CHy

A

46

3N

00

<863>

i0)
o

ol

6D

<864>

3t
{0l A

C Ho
— o
or=
=22 S

=
H Eet
T

FEF I
=
f==1
—
o
=
EI Ol)\l:l El O}

=

4
|
=

2
N
-
ol
=1
=
c

etol
HRA0A o J2AIZE WX
Ct

[=s
=)
=2
=
=

o or=m
= 2= 4
2l
=2

E
=
2
=
=

0C WX =0He
2 EE =24

Ol

NS S
dic ooy
<Foo ™ o is

=
2

<865>

L Doy =
A

0 W T
R o g
B{ il =
|E.__._._._A._
a s
8 “Hy
I8z
D L.=._
Sum -

FLAE
bigt=, OlEt=, ol
= S0A

-5t
=

=
=
=3

IAE A
orsE = UL

—3t
St AL,

w
UAAAM,

-~
=2
79

A

sl

S|
x
&t of
(W

—

EPY

’

10) 2]
NI
<

(
|E &t
Stoll
gie &

Al
Al
=
=
E

l:ll_|-
=
t
X
_OL‘I

o
=
= OfA
_E_
=y

i0J i g4

MH m 76D 76
il BRI 010

<866>

I [
il O it 0
g5
w7

LPeE

220

A A AN

o
e

CHE

-2
2
|2 EH

CH.

k

&

= ioJ

o1 (+)-8
g
E

200l
=2 A
= T

=2 =
= =
oo
==

3

O
m@ﬁ@
o3y oy
o) |
E%ﬂ&

N ~— 0

B

ol .al -

ME = R
W i Mo
ol U o

<867>

I

(S)-8-3-II

al
=
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g =N Z=20I5 ol=2t0ls, (R)-(+) & (8)-(-)-2,2'-CISI=SAI-6,6'-CINELIHE 202l %3}
g2, EcA[[(1S,28,5R)-2-01AZ2H-5-HE-AI22AA-1-2]HE |20, [[(1R,3R)-2,2-CIHE Y
S2[2.21]HE3-L]HE|HEE 222401E, (R)-BINAP-ZRHIE HStE=2/H, L 6,6'-HIA(CIHEZA

A2
I%)-3,3'-CIHISAI-2,2" ,4,4'-H ECtHE-1,1"-HIHE 0l RUCt.

o bOIAME=, &J1 S a0l JITHE Hib 201, LAl ( =22
StEE2 ANE HEIIE SRAHAN, LEA (61)2 HESote o-EZ2-AO-RYULES SEESS
b

S cOld=, &1 S all JIHE HiQ 2001, LEHAl (8)2 HES w-E2-AIOH=RLUAHNE

ser2o HE HEBIIS HAANHA, LA (62)2 HSots 0-BE-AOLFUAE FHUESS
S ED,

Sl dOIAIS, BHS SAL DO a0l JITHE Hiel 20|, UBHAl (60) MEE o-LR-LRR
Uz GBSO a-BE HEIIS AVIFAFAMN, LeA (61)° (HSOHE w-HEZ-AOI=FULE 58
22 +s8

Ol o0 AS, BHS TAI DO S bOI JITHE Hiet Z0I, UBHA (62)0 MEE o-R-AlOH:
RUAT FHBUSES AASAZA, LB (61)2 ISTHE 0EE-AOI-RULB SFBES S0

Sl FOIAS, BHS SAI B CHH a0l JIHE Hiet 20|, BHAl (62)9 MEE - R-AlOH:
FUAT FHBSS FRASANN, YLHA (60)0 HSHs w-BR-RRRULT HB2S +Sa0

Ol gUIAIS, BHS TALHOl S holl JITHE Hol Z0l, YBHAl (60) MEE o-LR-LRR
YAz BB o-F2 MBS USTE HSHAZ FHAHM, YA (64)9 o'-B2-o -5IE=
N-a, a-CIHEHEOHMEN 822 +S8tlt.

Ol hOIATS, BHS SAL HO CHH a0l JITHE Hel 2001, 2BHAL (61)9 HEE -2 2-AlOH:
FUz B8t20 LIEY MSIIS 1Sots NAHZE MSAIHAM, LA (63)2 HSots o'-22-
a'-SIEZA-a, a-CIHEHLOHEN HAHZE SI8ES +Setlt.

Sl TOIAS, BHS SALHO S e JITHE HEQL 20I, BHAL (61)9 MEE - R-AlOH:
RUAZ SE2O LIEY MBIIS (S5ts MO2 MBAIHA, LB (64)9 o' -E2-a'-5ISSA-
o, a-CIHZHLOHEL SE2S 2530

Sl JOIAS, BHS SALHO S b0l JITHE HHel 20l, LEHAl (61)9 MEE - R-AlOH:
FUAzE 82 UEY HBIIS USHs OI0ISE FMEAIHA, Ry L ROl 242t 2200 AHAl (65)
of w'-EZ-a'-5IE=A-a, a-CIHNEHE OHMEA OIS SHESS S5,

Ol KOIAIS, A1 S a0l JITHE BHet 2001, 2BHAL (31)9] = 22-0 -HE-a, a

-CIEHZOLMEN HAHZ S22 HE HEIIE SAAHAAM, Lptal (63)

SH 10 =, AD1 S a0l JITHE Biet 201, Leral (4
-CIHEHE M EYN SHEtE2 HE HSEIIE SJAHM, LEAl(6
-o,a-CIHEHYONE. atgt2S =S8t

S mOld=, &D1 S a0l JITHE diet 20], LBrAl (40)9 HESH @ '-E2-a ' -HE-a,
-CIHEHEO0tMEL ot0IE SHEE2 HE HEIIE SAAMAM, LBtal (6 =
SlESAl-a, a-CIHEHEOMEL OI0IE 2SS =S80

S nOlME, BtS ZA HOl S cOl JITHE Hiet 201, LBrAl (63)2 HASH o '-82-a '~
SIESA-a, a-CIHEHEONEN HAHZ SSE2 IHESAMUAHE HEIIE It+=2HAIHAAM, 28t
Al (64)2 tHSGts w'-E2-a '-6lE8Al-a,a -CIHEHLZOIHMEL SEES +SEHT

S ollME, BtS T4 HOl S dol JITHE Hiet 201, LBrAl (64)9 HESH o '-82-a '~
SIEEA-a,a-CIHEHZEOMEN =22 JHEFA HEIIE = 202 S&2 =SIH0A 2 2K
D QAEN A= JIE L SHU 2SHH MAHIZSAIHAA, dBtAl (63)2 HEots w'-E2-a'-3lE
EAN-a,a-CIHEHE0INEL HAHZ 2EES +=S8tC0.

S pUlME, BtS T4 HOl S g0l JITHE Hiet 201, LBrAl (65)2 HAESH o '-82-a '~
SIE=Al-a, a-CIHEHEOIMEN St&t=2| JtESA HSIIE 2 2012 S&2 SEHI0H & LAX
D AN As Iz L SO0 25t OI0IESIAIHMN, Letal (57)2 tHEtts o '-82-a'-3lES
A-a,oa-CIHEHZOIMEL Ot0IE SIEES +=SEHT

S qUlME, BtS T4 HOl S fol JITHE Hiet 201, LBrAl (65)9 HAESH o '-82-a'-
SIE=Al-a, a-CIHEHLEOIAEA OI0IE =tet=2 00l HEJIE =2 20K SX&E & Jt==2010
o5t 8ot Mo MEAIHAM, LEHA(64)2 o '-E2-a'-5|ESAl-a, a-CIHEHEOtMEL 3
gE2S +=S8tlh.

8, RsJE -CH00Q1 LEHAL (X))o Al S2HHl SHEESE ol BrS A Kol JITHE diet 2

X I3

A- =

N, BE XSHE2 8T XAIJF ACHH ADI0 Ho& Bt 20
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Lot ?Ig ol Lt gd HES MBetlh.

S alld=, Rt =2, ON, C00Z2 = CONRR,Q! BtAl (67)9 HAEE o -E2-a'-HE-
o, a-CIOEHYE S22 o'-82 HSI|E LA (68)2 HEE LNl sEFE82 LASAHANMN, R
Z g C 2 -1 &

Jb =4 CN, CO0ZA L= |HelY-a '-HE~-a, a-CIHEHYEY
228 +Sstth
ol HelE-a ' -HE-a, a-

CIHEHY =te= HEd
0'-g2-0'-HE-a,a-CIHEHE se=S HtFHoHE Heget Iy &2 EM oo, g2z
E 22E3 28 = Qs UESY €2 S RRER &M ofol Harst S04 aoil/\-l e
Al(68)2 MAE IMHCIE SESH BHSAHM HMEE == JACH BHE AIZ2 4 WX 120 AIZH0IN, “FC’
2E= 28 70T WA Sihe &5 25010, st ¢r20 et 2il2s HES, Hgs, 0AZ2E
22 L= n-RESW 22 22 E0: AS2d A=, HE ARE HEN 22 AHE S, Bd, S=2
O £= DAY ZS EBEih4s BN 22U To Mgl 222H0/S0 2S BEAS SaihA;
= CNEZSO0IEI ATH L2 BH20 Hegst 2y HII2= HESH SEMUES, St
ZE L= SENZEN 22 2RI I, F= Ecl¥ QEOPP_', HE S0 EclE0l, E= meldn 2
2 = SR

S0H0F Y20, LErAl (68)2 MASH HIH I SFEESS U AISE = UL
R ( [

10l SIEZEA utAl (68)2 HmHIZIE StE20
J| 25t BECX L= 210] HIZEGHRICH, R0l SIEEAIQI LBtAl (68)2] THICIE SEE2 =0l =M
ole SIEEA HEZIIs2 HEs 28|82 E5E & UL R0l SI=E5 A0 BtAl (68)2 TH2IY gt
s=20 Hgst 250]9 ’SE” L oIS 2 209 =IAH & LM UL, 28 ["Protective
Groups in Organic Syntheses," Theodora W. Greene, Wiley (1981)]01 JHAIZIOd QUCH. GE SH, =6t
= BIEEA HEJI0 ’—“.°3* 230|= HEZSIEZEILQLICtE, HERGEZEIQERY,
-(HYEAYY)HE OEZ, o-LIEZHZE HHZ, ECIHEAY KHZ, OAZTZECIHEAZ HEHZ,

t-FELONEALE OEZ2, (-RECHEAE H=, ECHEAE =2, Ecl0AZZHAY GHZ 2
22 0lH=; & OtMIEIOIE OlAHIZ, OIAREIHOIE HAHZ, LZZ00IE NAHZ, OFCHEEO
E OAHZ, HWXUHO0IE HAHZ, 2,4,6-ECIHEHEZN0E (HAIENOE) HAHZ, UHE 22U
OlE, p-LIEZHYE JIZ2UI0IE, p-LIEZHE IZ2EUI0IE, S-HZE EINZ2EUO0E L N-HEHZ2
BIOIOIE Rt 22 OAHIZO0ICH

QBtAl (68)2 THIZIE SEfEee 2 209
), M4 1

o % ,
SE3 =05l K4,254,1295 (1981.3.3.), M4,254, 1308 (1981 3.3.0. 5 4,285,958§ (1981.4.25.) 2 X
4,550,116% (1985.10.29.)00 JITHEIOf RUCH Ry & RIF B R, L RS 2ROt B2 AKS AOIK
2o Ze2 HuGts LAl (68)°] DIHIZIE G122 M BY% SHANY BFY 22 2 20H Uy
Moz BN Us ZHO 5101 R0l SISSAIQ (HS5ts S22 =4 BSAAM I £
QUCH.

aBral (68)0 MEH2IE SES0E R & RIF B R L RE BROIE B4 FXS MO0 A
2o 2ABS BHEE B, T= RO GISZAIZ UEHHE FL, 12 02 Faohs, Lol (1) 2 (XI)
of IH2IE SEHMOl Het A&st Mol e},

S bOIME, D1 S atl JITHE BRH 201, RJE 44, CN, CO0ZE E= CONRR,Q! LBHAl
(70)0 MEEt ¢ '-BE-a'-5IS=A-a,a-CLHEHY SBSO| o -E2 MSI|S UBiA (68) B
8 DIH2IC set22 QZSANM, RIb &4, ON, C002LZ E= CONRR, Q1 2Eral (71)9 2ot
o' -IH2IH-a'-5IS2A-a, a-CIHEHY SBSS +S8H.

B COINE, RO 2, ON. CO0RE EE CONfY2! RIEIAl (B9)2 HBE o' -TIH2IE-«
NE-o.a-CHEHS BE2S HE HBOIZ BN, R} 22, O, 0002 = CONRel st
AL (71)9 THE3Hs o'-TIH2lE-a ' -5IS=Al-a, a-CIHEHY 822 +Sat

0SB ADL H, O (02 EE MR DA (69)2) HEE o THAS o HE
~o,o-CIHEHE S22 (8 SO +ASMBLUES, $A24L2E, 2AHAMCSLUES T
iSms LS R 2o xas GHHS AE0H BEAIlE 35 00 UK BHe #F
2o 2= HIANAM % 15 A2 WX BAIZ SOF HEIZ, HES, OADRE 22 £ -RESD 2
S N2 22 8N SHA HECH 2 Nets SRR S S0 2/SEel-t-2LL20|5Setol
S 9 CI0[ARLY20ls 5IS2H0ISIt ACH OIS &% BIS2 0T WX 800 85 259 25 9
OlA 2 15 AI2E LIXI 8 AIISOH CIIE OIHI2, BIERIGIC2RR E= CISMD 22 Metst s 5
OlA 8Bt

EE, RO S, N, CO0Y Ei CORA ! UEM (60)0l BB o IIHRIE- o' HE-q,
a-CIHEHE SHE8S22E RIF 4, ON, C00L T CONRR,Q LBHal (71)9 RES o '-IIHz2IE-
a'-5IE=A-a, a-CIHEHE 3822 HES0 UNA, HES, HES, OLD2H U2 E= -2
B2 22 N3 L2 B0 £ OMEN, E= 1o =4 282 Z0A iU LR, Zols, 93 «
S RS =09 22 MEs =040 EX of0l &4 A ARSI, 0lAZRI 242 Z0IM L0l
5 0AZREACE M85 S0HX 89 2 0182 + UCH

SAGEAUES FE SASARES ABOE B BS2 ROF &4, ON, 0022 £=
CONRR, 012, Ry & ROt 8M R, % R,E ERotE &4 FXNES AOIN K2o ZES ot Lsra
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(69)2 o '-MH2IE-o - HE-a, a-CIHYHEY SHBSS =0§ BT
TE, S SO (H)B-2RIRWNATCLHLBAS ARSI RIF 4, ON, 0022 L=
° o MEs o -MH2E-a'-HE-a, a-CIHEHY FESS I HAAHA R}

44, ON, 00022 = CONRGR, O 2LEHAL (69)2l m%arf (R)-0 '~/ T
2, () BB22CI0ALLZHILLHE ARG BRI ROl 22, ON, CO0ZE &
S CONRGR, @1 BHal (69)9 THSdt= (S)-w'-2lH2lE-o -HE-a, a-CIHEHEY B82S £S80.
|z SRAMZE (R) L (S)-2AK uzawa/sm 28 9-0-(1,2:5,6-CI-0-0/AZ2W2|E-q
D-22ITLA)-G-HRAEBAIZR[33. 1], (R) X (S)-B-3-T2L-9-22AHAI22[3.3. 1]k

de

NB-0il 2lE, 2§ (R)-(+) ¥ (S)-(-)-2,2'-CISIESAI-1,1'-HILUZE LIALR0lE dl=2H0E,
(R)-(+) & (S)-(-)-2,2'-LIGIEEAI-6,6'-CIHEHIHY Z@-0tel ==, EcIA[[(1S,25,5R)-2-014
ZZL-5-HE-AES22A-1-LHE]LR0IE, [[(1R,3R)-2,2-CIHEHIAZ2Z[2.2. 1] E-3-2 |0 E |4

d8 Z=240/E, (R)-BINAP-RHE ZS&E/H, & 6,6'-HIA(CIHEZATL)-3,3'-CIHNSAI-2,2",4,4'-
HECHHE-1,1"-8IHE 0l RAUCH.

BE T4l L0 MEEI= &2 SE2S2 =2 202 42 =aIH0A E0IotH &+=2 = UL

otllel AANS2 B2 T4 L0l JIME Biet 22 M g8HES WAISCH 01 A A0
= X 0Al2 SHQ ReZ, HE HACZE =2 2O HIAE HMetotdds X2 0t X222 OlohEl
O10F BtCH. = ZHMAMOUA AHEE 0 "¢g"2 &S 20lstll, "mol"2 YelS8S 20iotH, "m'=2 L
cl2lHE 20lstll, "pp'= HIEES 2l0IotH, "C's &M =255 20ist, "mmHg"'=s Ze2l0IH =22
°|0I5tH, "#"= OI0OIAZ2IHE 20lstn, "w"2 otol2 =203 S 2 0I6t [H, "uM'E ooIZRE=sEE
°|0l8tCt.

AAICN 43

S ar 4-[4-[4-(BIESAICIHENE )-1-TIH2ICE]-1-2A2E]-a, a-CIHEHHOLNEL B
g oAsZ

He 4'-(4-222-1-245%E ,a-CINEHAOLMIHIOIE (0.335 mol), a, a-CIHE-4-TIH
O =
=]

)_(1. =
elelletE (101.8 g, M=AZE (83.8 g, 0.838 mol), RL2=3&E (1.00 g, 0.006

mol), S22 1600 M) ¥ £ ( ’me)g SEEtCt. 2F5H0 72 Al SQF WEHAIZI) S (200 me)
2 E0I24 (100 m)E FHOtSIC. 80CHAM Il BX22 S0 AT KIS ZelAl2ICH
AZAIZID (MgS0,), GITHAIZIL] FZ0LEDHIIZ FHMGIH EH stet=22 2 =Ct.

A A0 44

3 a: 4-[4-[4-(SIESAICIHEHE )-1-TIH2ICIE]-1-SAa2E]-a, a-CIHEHHOLHMEA O
g OlAHZ=

o A

HAI 11, 2 GRRE @S 0 4'-(4-222-1-2429)-q, a-CHLHHOIHEOE 2

SuuE gRds BS SAA32eH SRl S MG BF S20IE WD )] 2
( o

JIE &ototll Jtg HE
1E| 9‘:% 137°001| CYs & (U 302), S 137~
gt =5

144C2 S XI5 DHSHCH. JtZ MHES Mot E&& 3a# (100 me)
Eototll g3 ’“PJEIE 64CE2 H2TAI2ICH gt —"‘—‘:% 300 RPM2ZE BJHAIZID "=& (15,17 g,

0.253 mol)2 ZFItsttt. 2&EE 64 69001|/\-I 1.9 Al2t S¢et HEZ JIEAA & |/\|9|IJ_, 1522 JI2H0
ZH 64~60CEZRH YW2AIZ11D; 3222 JI2t0l Z2Hd 60~50C=2; 3322 JI2H0l 2™ 50~42C2 2%

E SRXAIZICH. 42COlIA 350 me _JF_OF?_F adE 2ctA BE ZUJIE Sot SUAIA 6dtotl ZE
OIE!E A20M S8E Iad (200 M)22 ANAESHLH. oSS A20M 20oF XA 01F | L8
ol EAI0 =0 OlaZ2Es (40 m)E FHIIAIDID QUBGHE IHE WEIIE SRAI2ICH 150 RPM
OlA 1 U\I%!I’_P M, d80l= 172 st 2.00 g &Jtot), & 33.13 g2 HCIS 2452001 2Hd &Otat
BHAl 37% S5 HCI =EAUHS &420AM 57:40| BOIetl. &2l SalAl2l =, OHE 350 M RO0FeF &
dE Rel ZUJIS Sotel 22 AIIID ZEI0IA= Aldst 4@ (200 m) 0l n-&E (100
m)oZ MNHEAZICH ZEANOIAE ZIotol 47CUHAM 2.5 & S AXZAIH WA DI (141.17 g,
BI%)Z2M EX SEg=s =0t

HUtEs a3 SLIIZ sFEAA SN2 0M &R2 2 AY (23.78 g)£ &=Lt OtNIE (68
g)E FItAIZID AIEOl ot AL J_J_HIE/\-I 2dEE XN XA wBtettt, DME _/.\_QE' =ctA
ZHI HHME Sote S A 2 AMEE OLMIE (17 )22 MG NBSHUAM HEAIA
gazM I’_ﬂI(S.?S 9)2AM EX 2}%*%‘; OC*EEP‘

e B

A0 11, 28 GERH 22 4'-(4-2EE2-1-]22E)-a, a-CIHEHHOINHOIE L FAE
of EHUS 14 B9 &7 EctAIN £ SR (192.2 g, 0.719 mol )2 REH MZEHSE OHXAISZ2
= Rcl SIVIE FOtetth. 20XN= =c2clE 2HoE w2 wBtAIIID 5.5A12t St 140C= JtE
BICH. AR2o=2 YW2AAIILD 4-[4-[4-(GIESACHEMHE)-1-LH2ICE]-1-2ARE]-a, a-CIHEHH
OLMIEL OIE HIAHIZE S4&tE (33.8 g, 0.0318 mol) &L OLIHAIZ 2= Z4E(0.0534 mol)o &Jtotdl
EgE 4d (100 M)l =H2lAIICH. 20 X= Eiﬂl% WEAIZ D SAIO 135C2 MIHESGHD 01
E’Eﬁl %892 H2AAIZICH. A2 WAL ZEEHAOIZE 822 MAELH ZHH0IZAE MBSt
OHH HZAHA DH (

22.4 g)2 =0t (S 3™ ZSLIIE AHSot0 486 g2l 2HEZNHX
5 =

1
=A32112, 91 g (2.75 g, 0.0753 mol)2 HCI JtA (5.6 g) SHES 2 28 OIEFS (180 me)0l 1.5 Al2t
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o JI2+0l 2™ 70~80COIN HIISHCH HAG| 30CT=2 H2AAIILD MB2=2 ST, ZEAH0IIE &
gE JAYUOZ MEHAIID 50CHA EIBGHH HZAIH DM (49.1 g)2EAX BEM st =0

SHM ZEAOAZ2HS HIH, 2= 2B W2 (100 m)E &Itotl, 50C=Z JHE6tLD It
A HCI (25 9)S 0 X0 It FIoto Sg& 48 (170 M) L 2= 28 HES (100 ®)S &
Jiotl 70C=Z JtEstth. EIteEl & HCIOl 10 g (0.274 mol)g MKl =It=2 HCl JHAESE =SEICH 50C=2
d2TAIZ1L 2412 St WEHAIZ] 1 OI§— ol 22 d2rA12110 ZO0F WEtAIZITH

S Z22H 2Y (EZE 2% 50 WX 70C, 80 mm)SH0l = 240 Mo OEtE L MRS 55
AZICE. 1 A2+ D1 2H0) 2 20 2g2013 % E2000=2 M=ot

Of 2™ 30C=2 AP0 B2 KA
D 50CHAM &350l AEAIA DH(119.2 g)2ZM EX SHES

[
= 2=

4'-(4-222-1-8]22E)-a, a-CIHEHH OHMEHIOIE (15.00 g, 49 53 mmol), OIXAIZZ=
2cl €01 (29.66 g, 49.53 mmol) ¥ Eg= A (60 m)2 At DLEUIEBP 2g SFINE =(E 260 ™
EZ9 M ScAIN E=0. 2SS =SS JIEote 15229 JI2H0 2™ &FAI2110 0lF 5.5A12t =
Ob A= BRAIRICH d=0% dANIID 0|2 2S/= £ 252 dAARIL. JHE X0ret AdE =
cl Z2UJIE SotH E ' 01_’H\|7 QU JAHZRH =22lAlI, ZEHAHO0IIAE M (25 M)
Z M=ot 60CHAM XB 2260 HZAIHA SIHAM DR (16.21 g)9§}\-| HH stetE2e 2=,

2 4-(4-B22-1-S47€)-a, a-0HE
m) S250 m 2O s ZetAI( £

|2 XA SHHE MEFAIZID BRGH0I 6.3 A2t SO Ot
WOAIRICH WItE SIS Z22l8 ROk 4

& | (40 m)Z M AIRICH 40COl

OLXIANIE2Z2= =el &I (35.00 g, 125.68 mmol), Of
BiIE OLMIEIOIE (17.30 g, 57.13 mmol) ¥ E&= J&d (6
Ct. FAIZ10] 26t HEZ 138 St ItE

Zeh. B2 SctAIZ2RH S MGt

_ﬂJSE>

d= =2l ZUDIE Sot st ) Z2HAOIE & gtel A
N ZoF Z2EHAH0IAE 7&'3 EJ0ot0d I (17.87 g)2 AN HAM SEES L=

S=E 37 % HCI (2.18 g, 22.1 mmol)S I IHHOl HOtotl, XA 2LUHZ WEHAIRICH A =20M
HOF WBrAIZIL, ZO0sh A8E Rel ?%*EHDI %6#01 SQI0ict D ZEHAOIAE MM S8 JAd
(35 m)2 MIASEHCH. ZEAODAE 50CUHAM AZ AXAH DHZ2M EH 32 (8.23 g)2 =0,

s=& 37 % HCI (6.42 g, 65.2 mmol)S A& AHZ WEE= A0 HILAIZICH E8E 3
agl (70 m)S HItotn XO0rst AdE [el ZUIISE Soto A20A st ZEA0IE AME
SgE J4d (50 m)2 NEHGSHD ZEA0AE A3 AXAA DHZAH HM steE (27.25 g)2 2=
Ct

CHSt 201 MZESAIA FMStt: A &2 (15 g), P+ 2B OIES (46 m) & n-HE
(90 m)S XA whk UE 2D Y= 500 M &9 X ZSAI0 2=Ch 302 S WBictEHAM &
F ot JFEAIDID, €8/ =2 2 AI|D EO0FE iéd%' =l 2002 Sot S 6AIA 1OH
E D20, ZHAHO0IAE 3:1 n-/HES (24 M)Z2 ANHGtD ZIoHHl 55CTHA AXAIHA A DHZA
HM stg=s €=U

& A0 45

S ¢ 4-[4-[4-(CIESAICIHENE )-1-TIH2IC L ]-1-3| ESARE -0, a-CIHEHHOLME
A

=ASSALESE (0.105 g, 2.77 mmol)2 |=é*Ol (2 m)E2o {3HIESE(0.053 g, 1.33
mmol)2l M0l HItct) OIS (30 m)E2| 4-[4-[4-(3l /\|l:|lH|L'|[H|Fé) -OHeIte ] -1-sARE]-
o, o-CIHEHMOtNEA S&tH (0.70 g, 1.31 mmol) 2l ROHOH HOtetth. A 20A pH 7-80IL Al 3.5A12¢
SOt WEELE, 2OHE TIGHHM SEAIID &F=S S0 (15 m) L ol (15 me)nt S

WEHAIZICH, HAEZAIFID (MgSO4), SE3t=rA JIAZR pH 322 LASHAIIILD S0HE %%’/\Iilﬂ HAHIZE
WESHH A EJtot, M NHE HitolD HEHZZ FIt2 NSO AXZAIH EXM steES =0

AAIOI 46

A c: (R)-4-[4-[4-(SIESACIHENE )-1-TIH2ICIE]-1-5
HIEAH OIE A2

EEANRE]-a, a-CIHEHHO}

(+)-B-222L0AIEZHEER (2.5 g, 7.8 mmol)S P= HEUSIEZFE (5 m)0l ZTHAl
20, 2+ HEXdSIEZEY (5 m) I 4-[4-[4-(SIESAICIHELHE)-1-LIHeICIL]-1-SA2E]-
a,a- EIEHIE'“JWO}HIE&, OE HAHZE (2 g, 3.54 mmol)2 &HDIISHCH. AR20IAM 32 St WBHAIZID
0T & (2 Jiot 2082 s¢et THFéFEP %‘ﬂﬂﬂ%ai (30
mé

2 H2AIZICH 2(1 me) 2 30% Dtarste
S Fototn S (30 M)2 MG,
FCH, A ZAIZID (MgSO4), E0HE &2

b

0l B £2% (30 M), 0|F 2 (30 )2 Al
SHOIA ZZAIZID AZ0IEHIIZ FASH EX sees o

o~

rnr g
I

[l

AAION 47

S ¢ (S)-4-[4-[4-(SIESAICIHEHE )-1-TIH2ICIE]-1-5
HIEA, O diAHZ

CEANLE]-a, o-CIHE HHOt

(-)-B-222CI0IATC2HL L2 (2.5¢, 7.8 mol)S 24 HIEASIS2 2 (5 )0l oA
20, 24 HESCSZER (5 ™) =9 4—[4—[4—(8IE§AIEIEI‘éUﬂ%) -IH2I 0 ]-1-2A2g]-
o, a-CIHIZHFOLMEA, HE OAHZ(3.54 mmol)S HIISILF, AS0A 32 S0 WBHAIFID 0CE
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WH2LAIZICH, 2 (1me) 2 30% DFarst2A (
#olstn @4 (30 m)E MG

r 8
MEBICH, AXAID D (MS0.), 20K A3 D AZOEIHIE ZHSI0] BH a2

HA=CF.

ALAIGI 48

SHH a: NN-CIOIE-2-(4-{4-[4-31=ESAI-CIHENH E)-TIH 2 -1-2]-2EIZ]-HE )-0| A FEI2
ool

A (3 m)ol NN-ClHE-2-[4-(4-22=2-2E|2)-HY -0/ ALEI20t01= (1.00 g, 3.38
mmol )& A2, 2 (2.5 W) 52 a,a-ClHEA-LIHIHHES (1.09 g, 4.07 mmol) L EtAbE=A
22 (0.68 g, 6.76 mmol)E JIECH. 100COIA 20 A2t SQF JIL5tD, HIHOR CLHR2 22 MHotD
OlE OIMIHIOIE (20 m)Z 3SlA&6tLD, 2 (20 M)Z AHIESICH. KRIISS A20=2 W2HAI9|1, DJE
(MgSO4)AIZ1], SOHE X2 SLAIIID, Aot 2 3202020 (9:1 NIEOHMIEHIOIE/HES)2
HHEMAIDILD, JKH’”H € OIMIHIOIE/EAAIAAN, Z2HE DM EEl2 EH S22 (1.13 g, 63%)2 %=

(Of
Sehh 88 135~137C.
A AI0N 49

S i NN-CIHE-2-(4{1-51 S S A-4-[4-5| SSA-CIH L M 2 )-T B2 €-1-2 -2 E 2 -
d)-0| A2 EI20t0/

GIEFZ (30 m)Of N,N-CIOI 2-2-(4-{4-[4-5 SSA-CIH L I )-T Bl2I €1-1-2 -2 E 2 }-H L )-
OIS EIZ00IE (3.00 g, 5.69 mmol)E &EdHAIZILD, H= xg PQ&W A1, HECSIEZFE
(10 m) £9 L4352 ﬁfE%(QW(LE&MmmH% H2AXE HIAGtD &=20KM 2.5 Al2t
SOt WEHSICh. (25 ™) ¥ O OHAIEIOIE (25 m)S S =2l8iCh +52 K ORAIEIO|
E (20 m)2 =51, AX (MgSO)AIIID, BHS XD ZLAHA, W4 2 Helz DN sae
(3.06 g, 100%)2 2=0t; & 166~169C.

MS (CI, CHs;) m/e 529 (M++1), 280, 183.
C34H44N203 . O 3H200“ EHO\_" % ‘i‘&

OIEXl; C, 77.24; H, 8.39; N, 5.30;
a=X: C, 76.99; H, 8.36: N, 5,17.

S a: N-OISAI-N-DIE-2-(4-{4-[4-ClESA-CIHE M E )-T H 2l e-1-]-2

m

|2 }-HE)-014

2:1 AaE/2 (5 m)0l N-HISAI-N-HE-2-[4-(4-S222EIY)-HE]-01AFEI20I01E (1.44
g, 4.62 mmol)E ZalAIZID, a,a-ClHE-A-LHISTHES(1.36 g, 5.07 mmol) & Et&MEAZE (0.93
g, 9.24 mmol)E JI8

2ZtAI210, 29 &
OIE/NE=2)2 FMAIZID, MZHE (HE OMEHEIOIE)AHAAN, WM AFE DX SEHHZ HEH &2
(1.77 g, 71%)8 =S8t 8% 159~160.5C.

=

JIetCt. 108COIAM 22A12F S0oF JtE5tn, HHeZ CH2 22 HHGLLD, Aoz W
oF WBSICH. SHE A3 SLAIDILD, Aeldtd 28 IAZ0tEDNTl (10:1 HIEOLAIE
X

MS (Cl, CHs) m/e 543 (M++1), 293, 250, 183.

CaaHaoN-04 - 0.3H001 CHEH R4 24

OI2Xl: C, 74,50; H, 7,83; N, 5.11;

&EX: C, 74.75; H, 7.96; N, 5.15.
A A0 51
SAH ¢ N-HISAI-N-OIE-2-(4-{1-5I EFAl-4-[4-0| ESA-CIHEHE )-TH2I-1-L]|-2EIZ}-

| ¢
HY)-0IALEI20t01=
3

Sl HES/HERGIEZFe (85 M) 0l N-OII S AI-N-0 €-2-(4-{4-[4-GIESAI-CIH LN E)-1l

THIBIE|—1—°E']——‘?’—EI%‘)—EI%)—OI&—‘?‘—EIEOPDIE (8.83 g, 16.27 mmol)E E&GHAIZICH. =ASSALE

(0.62 g, 16.27 mmol)S A20AM 2020 ZHAM 832 U50 Jt&tct. A2 OH/\-I 2 N2t SQt wbtetn,

ZUHE I3 LA, RS2 OE OLMHOE (60 m)ol ScHAIZIL 2 (25 M)E D P =

M 108 S wetstl, &= =2alotl, RIIES S (2x25 m)2 MAESICH. |IIES o6tod, e

OLMIEIOIE (35 m)2 F&otld, AX (Na2S0)AIZ1D, EEUHE IS SLAIIID, HEAHAM, SEH HE
2 (8.89 g, 100%)S =Lt 88 80~ 830

MS (CI, CHs;) m/e 545 (M++1), 280, 236, 183.
C34H44N204 : 02H200“ EHS\_" %_)‘\_ ‘i‘&
OlZXI: C, 74,47; H, 8.16; N, 5.12;
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MZX|: G, 74.08; H, 8.16: N, 4.93

A0 52

S a: 1-[4-(1,1-ClH 2-2-SA-2-T =2l €l-1-2L-0 2 B = |-4-[4-5| S A-CIH L0 ) -/ B2l
El-1-2 -2 E-1-2

M (14 )0l 4-22R-1-[4-(1,1-0HE-2-2A-2-T1 22/ 0-1-2-0l2)-H L |-SE-1-2
(6.88 g, 21.38 mol)2 BHAIID, £ (30 M) HLAZ o, a-CIHY-4THASHES oot

(6.50 g, 23.51 mmol) & EtMZUE (6.14 g, 4.44 mmol )2 SEMS IIEHCH. 100CHAM 24 Al2E SOt Dt
gotl, Aoz WAL, HE:X 22201 (100 M)E Jiot), &2 =28t =52 Hga 2
Ze2l0lE (100 )2 F=Hotl, 2 (150 m)2 A=, AX (Na2804)AI9| Z2HE XS SLAID
AJI2 2 AZ0IEDHNT (4:1 OE OIMIHIOIE/HEZ)2 EMAIAAM, gl‘j“& M SEl2 =AM
St= (8.20 g, 70%)= =SStLt.

CagHasN203 - 2H000 CHEH &4 24

n

OIZXl: C, 77.72; H, 8.04: N, 5.08;
=X C, 77.38; H, 7.91;1 N, 4.93.

SH ¢ 2-(4-{1-31EFA-4-[4-0IESA-CIHENE )-THel g-1-L -2 E }-HE )-2-0 E€-1-1l
—_Ol_11 —

< (60 mE)(){l SHAIRC. 2
HotDd, AX (NaS0)AIZID, SHE T SLAIHAM, 2 gy
+=S&th; 88 87~93T.

2 A0 54
4-[4-[4-(SIESAMCIHENE)-TIH2ICIE]-1-2S 42 E]-a, a-CIHEHBOLH EA, 0f

60 m)0fl 2-[4-(4-S2=2-FEIY)-HE]-2-HE-ZZ2U24, HE HAHZ (15.0
49.53 mmol) ¥ a,a-ClHE-4-LIHICHES (29.66 g, 106.4 mmol)=S SoHAIZICH. 5.5 A2t S0t
A0, BERUA H2AILD, HUHAIHAA & &3 (25 m)2 Ao (20 g)2 o
GIAIDID, 28 A (40 )22 HREHCH. Al (60 me) L XEH S (6.45 g, 65.6 mmol)
g A J} FCF. =019l 3ale (40 m)S DJiatd 2 Al StCh. o H\IJI_J A (50
2 H=GtD, M2 HAXAIS|ID, 70~72COHA 302 SO HES (60 me) L sAb (120 M)l S&t2
EAIZICH. GIHAIZIZD, 3:1 v/v n-EEH/HES 2 (30 M)22 AN=GHLD, jJEAI?#/\-I, gt HHAM
S EM ststes 2=0 (19.7 g, 70%); & 206~208T.

L%
(
a

o
B

0-
Hy
;
2
o
Q

J

!

on
ie
EJ
o
70 K0 i @

=22

N
é

'H NMR (300 MHz, CDCls) & 790 (d, J=87 Hz, 2H), 747 (m, 4H), 741 (d,
J=8.7 Hz, 2H), 7.27 (m, 4H), 7.15 (m, 4H), 4.10 (q, J=7.1 Hz, 2H), 293 (m, 4H),
237 (m, 3H), 2.2 (br s, 1H), 1.92 (m, 4H), 1.59 (s, 6H), 1.39 (m, 4H), 1.16 (¢,
J=71 Hz, 3H); “C NMR (75 MHz, CDCly) & 1995, 176.1, 149.8, 146.0, 1355,

1282, 128.1, 1264, 1259, 1257, 79.4, 61.0, 57.8, 53.9, 46.7, 44.1, 36.3, 26.3, 26.2,
219, 14.0; IR (CDCly) 3514, 2945, 1726, 1682, 1446, 1254, 1147, 1097 cm ',
CaaHatON - HCIOIl CHEE R4 24

OI2XI: C, 72.39; H, 7.50; N, 2.48;
|: C, 71.68; H, 7.52; N, 2.34.

4-[4-[4-(GIESACHEHE)-1-IHICIL]-1-S A2 ]-a, a-CIHEHEOLH E4,
S201 (20 m)0 2-[4-(4-2R2-2EY)-HL]-2-HY-T2O24, HE HAHZ (2.82 g,
) ¥ o, a-CIHY-4-THDHES (5.58 g, 21.0 mol)S 2HAIZICH 29 AI2H SoF 8= A
D, YEZUAM WAAIND, M2 (5 )2 OAS KIBHAIZID, A2 S20 (10 M) M.
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dZ SLAIIL

=EINE]
A 2ot HERZ HA

i

= Jb5HD, 01 DAl
-

2 (100 me)0l EoHAIRICH. R Gt

Z 0K
HM Ct (4.2 g, 76%): & 165~175C.

'H NMR (300 MHz, CDCls) & 7.93 (d, J=8.3 Hz, 2H), 747 (m, 4H), 742 (d,

J=8.3 Hz, 2H), 7.30 (m, 4H), 7.18 (m, 2H), 364 (s, 3H), 296 (m, 4H), 242 (m,

4H), 1.96 (m, 4H), 162 (s, 6H), 1.41 (m, 4H); “C NMR (75 MHz, CDCl) &

199.1, 176.3, 149.4, 1458, 135.5, 128.1, 1280, 127.7, 126.3, 125.7, 1225.6, 79.4, 579,

54.0, 524, 46.9, 44.1, 364, 264, 26.3, 22, MS (CI/NHz) 514 (100 (M+H)), 293 (4),

268 (7).

CaeHaON - HCIOl CHEH B4 24

OIZXl: C, 72.05; H, 7.33; N, 2.55;

&=Xl: C, 71.85; H, 7.23; N, 2.33.

A A0 56

A ¢ 4-[4-[4-(BIESACHEHNE)-1-TH2CL]-1-3lESANRE]-a, a-CIHEHH O E
& HE OAHZ ot

Oiets (5 m)ol 4-[4-[4-(SIESACIHENE )-1-THeICIL]-1-SARE ]-a, a-CI0E IO}
NE&SH BIE olAHZ Sat (550 mg, 1.00 mmol)E EHAIDI LD, +=ASSALES (62.8 mg)E MNEE
O LHs0 Jt8tCh. 1 Al2b S0t Wetet, 50% SAMSIUES +=8H (800 mg)S Jtot, WetotEA It
2 SIAIRICH 3AI2E =0, -10C2 W2AI1D, 2 1.5 M2 6 N HCIS 10201 Z™A Jtotll, DME
CIHAIZID, Y= (12 )2 MEGHN =& Mol pHE 52 &Lt MAEE DHE oY s T (50
~60C, 10 mm) AXAIHA, EH g2 A= (515 mg, 94%); & 165~180°C.

'H NMR (300 MHz, CDCl; £2] 5% MeOD,) & 750 (d, J=7.3 Hz, 4H), 7.30 (m,

8H), 7.18 (t, J=7.0 Hz, 2H), 466 (t, J=5.3 Hz, 1H), 3.47 (m, 6H), 297 (m, 2H),
269 (m, 3H), 1.6~22 (in, 6H), 155 (s, 6H), “C NMR (75 MHz, CDCl; 29} 5%
MeODs) 6 1791, 145.3, 143.8, 1423, 128.2, 126.6, 1257, 1255, 1254, 78.4 (23],

A4, 725 (NAA), 574, 53.2, 46.2, 24.2, 35.9, 26,6, 24.1, 20.8; MS (CI/NHa) 502

(100 (M+H)), 280 (5), 200 (10).
AAIO 57

CHAl ¢t 2-(4-(1-B1ESA-4-(4-(GIESACHENE )-1-LH2ICIE)-RE)-HE)-2-E-a2 &

=2

HIEFS (450 m)0ll 2-(4-(1-2A-4-(4-(SIESAICIHZHE )-1-TIIH2ICE)RE)-HE)-2-HE =
ETEE SHAIIID, A20AH 152 St WeHsLt. = (10 m)oll oAl A SAUES (2.25 g,
0.06 mol)o XS 1520 ZHAM HIISCH. CHAl 302 S WEHGtD, YEX=Z W2AAIZICH &S Gt
(4m) 2 = (8 )8 MMGI Jt5tD, CHAl 202 SO WEHEICH. SHE &3 SLAIID, dF2S O
g8l 2=22t01E (150 m) L = (70 me)0l 2HHAIZICH. |I142 226t =842 HEd 2=2et01E
(25 m)2 F=EEILH. g8 RII52 2 (2><50m )2 HIHEGtD, BHE T3 SLAIID, MZHE (OHAl
E)AAAM, A HAS SEHZ HEAN SEESS =0 (9.53 g, 79%).
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'H NMR (300 MHz, DMSO-ds) 8 7.50 (4H, m), 7.23 (8H, m), 712 (2H, m), 5.34
(1H, s, br), 465 (1H, t), 445 (1H, ), 3.38 (2H, t), 2.60 (2H, m), 2.44 (ZH, m),
220 (2H, t), 1.62 (2H, t), 150 (6H, m), 198 (6H, s); “C NMR (DMSO-ds) &
1472, 146.0, 1434, 1276, 1256, 1255, 125.2, 784, 72.0, 70.9, 58.0, 53.6, 53.5, 43.6,

38.0, 30.5, 25.9, 255, 23.1.

tef=S2 otle 82 T4 Mol JIME dtet
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|
(cle),."w —@—‘—coow (CH— ;‘COOH (CHZ’"—W‘@FCONRGR’
CH, A CHy A CHy

Al 3t &t
O, 2E XSHSS SOl XAIDF QCHE A0 o= Hi9h 2C.
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A allNE, ‘1*% CAL DO ©H bOl JITHE Hiet 20l, Btal (72)9 HESE o '-OIHCIE-
FAIAAM, BHAL (73)9 THE6te o '-TIHZIE-a, a-

N
=
m
==
m
=)
e
o]l
il
Mol
1o
2:
\-aﬂ

Sl bOIM=E, BrS T4 B S all JIME Biet 200l, BrAl (72)9 HAESH o '-TlIH2IE -
-HENENY ste=Es €2 |§H\|94/\-| UBHAL (74)2 S8t o '-TIHZIY-a, a-CIHEHE &t

S cOlME, BtS T4 HOl S a0l JITHE biet 201, Letal (73)2 AHAsSH o '-TIH 2T~
129 LIEZ HEIIE USct=s HAHZZ MEAIHA, LA (75)
9l w'—ﬂll_HIEICl a,a-ClHED AIES OIAHIZ StHE 22 =S8
S doliM=, B2 ZA HO S holl JITHE HiQE 2001, BrAl (74)9] HMAEE o '-TIHI2IEl-
o,o-CIHEMHA ZelolE S22 2 HABIIE UHSots H2SEAMZ ISAIHAM, Ldetal (76)2
o' -IH2lIE-a, a-CINEHZOtMEL SHEES =S80,
C|

=
nc
o [

5=2= T

S elilME, BHS T4 HOl S eOl JIXHE biet 201, Lekal (73)2 HASH o '-TIHE2IE-
a,a-CIHEHLEONELIEL 3t NZ HEAIHAAN, LEHAL (76)
O w'-IHelH-a, a-CIHEHZOtMEL 3t

S fUllM=, B2 Z4 HO S bOl JITHE HEQ 2001, BrAl (73)9] HAEE o '-TIHI2IEl-
a,o-CIHNEHEONELIEE atgt=22 LIEE AEIIE UHSots O0IEZ HSAAA, Rs & R0l 2824
—+—_+_CL| detAl (77)9 o '-TIH2IE-a, a-CIHEHEOtAI E4F 0D =

S gUldE, EtS T4 Hel S cOl JIXH=! HieF 201, 2EHA
a,o-CIHEHZEONEL MAHZ S22 HZ2=A HAHE HEI]
o 8ot o'—DiHcIE-a, a-CIHEHLEONEL 3ESE =S8

Mo
19
FC
m
o Y
12
0t
u
JIn i
o
00
Qvﬂ
fir
\
I
It J

€31 hOIME, B = Kol €31 o0l JIHEl bt 201, 2eel (76)0 MES o -HHelE-
o, a-CIHEHLOHEL Ste20] J2=Al HEIIE 2 2010 SO HRATIH & 224X D A
0 Si= Jl% & DA 50 ULHZAANN, SN (75)9 DE6le o DIHaIC q o CIHEH
JOIHIEN HAHZ siates +Satt

S TOIMS, WS CAL HOl Bl g0l JITHEl HEeH 20, LAl (76)9] MEE o '-IIH2ICI-
o, a-CIHEHEOKHIEL 820l 2 =A HEIIS 2 2050 SHO| SRAIUN & 22D QA
of Q= Jl= U ZEOI Iolof OIDISBIAIHA, Loral (77)2 th2oks o -LHelE-a, a-CIHEHY
OLMIEdt OfDIE StetES +S8t0.

CH OIS BH2 SAL HOl il fOI JITHE BIS 201, LeAl (77)2] HEs
o' -IH2lE-a, a-CIHEZHLOMEA OI0IS SHEI29 OIS MSII8 2 20t ZXE & JH4E0
Ol oI5H0i HSots A2 MEBAIHM, LBHA (76)2 o '-TIHR2IE-a, a-CIHZHLOMEN St82S
LSS0

U TALNOI AIBEE 2% SHSS =2 2050 S SR 0I5 Y4E & AL

SHII AAIGISS B2 SA MO JITHE Hio 22 MHIOl BAHSES GAISCH OIS AAI
S CHXl OIAIS SNOI AHOZ, OfE YAORE = wo| HS Ktoleis e Okl 222 Olohsl
010F BICH = FHMMOUA AFSE S0 "g'® J2Z 20i5t2, 'mol'S L2lSS 2l0iotH, 'm'S o
2I2IEIS 201813, "bp's BIAE 2I0I5H0I, 'C'S &M SEE 2l0I5kD, "mg'= Y2I0IE $2Y

°|0IGtH, "#"= OI0IAZ22HE 20ist, "#g"2 OtoI220HES J0IstH, "uM'E OHoI2Z2S=EE
2| DI &tCt.

AAIC 58

S q: 4-[4-[4-(GIESACIHEHE)-1-IHICIL]-1-S422]-o, a-CIHZHROHEL &
e

4-[4-[4-(BSIESACIHEHE)-1-IH2ICIL]-1-2 22 ]-a, a-CIHSHHOHES HE o2

B2 (0131 mol)S DIEHE (2.5 101 BAIIL 104 +ersiLI=S (769 ™, 1.92 mol)S JIEICI, &3
SH0IA 1.5A12¢ Set my BT, BBCE UAAID 2 B Z0IM SHE SEAY mRES @, 2
22EES (1 1)2 Jt6tD, DAS0| BHE HIK RUEL, RIINS 22/6t], 2442 2221 5(3
X 800 M)OR RBELI, RIIANS PO, AX (S0AIIL, A2 SUM SHE SHAH ZESS
At 0l XESS WEHSH HCIR H2lotD, 0net S AEZAIH BN s8t22 2=0

AAIG 59

S j: 4-[4-[4-(SISSACIHEHE)-1-TIH2ICIL]-1-5| S=ARE]-a, a-CIHZHUHOLH E
A

N-0ll S Al-N-0Hl 22— (4~{ 1-3| = Al-4-[4-(5| S AICIHI L} 2 )11 H 2| €-1-2 | L E1 2 }-H £ )-0|
ASEIZOIIE (8.35 g, 15.33 mol)E OAE2BE (50 m)ol BoHAIIID +452 2s (8.63 g, 153.7
mol)S JIEICH 85 ST 2 A2t SoF Jtetl, =Jh2ol £MEAE (4.35 g, 77.5 miol )2 Jtet
0% S5 ollA 16A2F S0t O Jiaitt. A20% WItAIID, ol 50l E T Hat Sas =)
5101 X2lsiCh. £ (100 m)2 sl4iotD, 2 A2t S0 21gsl wetotn, MY OLMEIOIE (30 m)E Jfal
D1 AIZ SO WESICH, O1GHOY BN SHBIE (7.15 g, 87%)S SIWA DASZ A=l

MS (CI, CH.) m/e 502 (M'+1), 107.
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<1013>

<1014>
<1015>
<1016>
<1017>

<1018>

<1019>

<1020>

<1021>

<1022>

<1023>

<1024>

<1025>

<1026>

<1027>

C32H39NO4 ° HC| : 26H200“ EHS\_" %_)‘\_ ‘i‘&

OIE2Xl: C, 65.70; H, 7,61; N, 2.39;

& =Xl: C, 65.25: H, 7.70: N, 2.36.

& A0 60

A jr 4-[4-[4-(BIEEACHEHE )-1-TIHZICE]-1-5|ESAR2E]-a, o -CIHEHMIOLH E
sy

N N-CIH E-2-(4-{1-0Il EEAI-4-[4-(GISEACIHEHE )-TIH I E-1-L |-2EIZ }-HE)-0| A 2
Eletol & (15.33 mmol)S OIAZZEE (50 m)0l SoHAIZILD, =4&SH2E (8.63 g, 153.7 mmol)E Jt&t
Ch. 87 2 JJ}II 2 A2t Se Jtgatn, FIOL2Eo S22 E (4.35 g, 77.5 mm I)% et s &=
GtOlA 16 /\I SO O Jtgsitt, Aoz YW2A9|10, pHIt 301 & WKl &g Sa2 HISHH Hel
StCh. 2 (100 mﬁ)é S|Motl, 2 A2t SoF 2E5| wbtetn, OlE OrMEIOIE(30 m)E Jtstld 1 Al2t
SO WHISICEH, Outot EXl SHEE (41%)2 =0,

2 20f2 S&9 =aotetd sXSHCHAIT, BrS T4 A WAL MOl SAIE SIESA £= Hsd
AEIIE JHd SEE2 S T4 A WAL Mol JIXHE -0l Ar=Zol)l Hol BES ESIIE MESHH
SSAZE = AL WE &Y, H=4 SIESAN Os HEE 2300 HE HHZ, 2-HSAINSAI
HE OoHZMEM), AS=HA oHZE, o-LIEZHZA OoHZ, 9-¢tEd NH=Z, t-2ECHEAE
OlEHIZ, OLMIEIOIE, HIXZMO0IE, ME II2HHHOIE, BIE JtZ2HIHO0IE, OIZIIZZ0O0IE & OtE O
Et=XUI0IE S0| UL

O =gddtetH =XISHCHA

Ut &4 A LHAL MOl 2ITHE Al

5 Mst H5)|9 MEH o 5
Groups in Organic Syntheses ,
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H2le-(S)-a'-HAHZ-a, a-CIHEHY S&22 MZHS L= AZ20tEDHTI0 Slai 2HX0, &
BEAl (71)9 WY o '-OHZIE-(R)-a'-3IEZEA-a,a-CIHEHY &2 2 o' -IH2IE-(S)-a '-35l
CEAN-a,o-CIHEHY &8 dLA(71)9 HE o'-TH2IZ-(R)-a'-HAHZ2-a, a-CIHEHY
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