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S A3ke S Tl A EF- XP%?‘ HYolE Q}HP“’ AlA sbstelEs 2 Ed-
EL%‘ = ﬂ 1E9H HPP—v— 46@%4 Atk v g 2 g5 v g, -5 dF, -5E 2 F 59 5 k.
g HYyolE, Egod Eaﬂol‘f Y 4 At wkSo B3k IS v x|
7] &, d A e (t]o e o e =, EﬂEa}o]F_i%%‘r%
Fate] &% (= 9], -1000) WA Ao $=3§< 4= o},
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gl FolA e AFgalel SRS FAD 5 AT o] Az 7] 4, AT LA BN, B2 EF L ZolA)
N o) A B, S 5 Aol L Sle), 5] 516 e 1A e B, 2ol
ol g b5 8L, o Hol, 7] gul, el An) o H= (T e ol d

=, HEdSEeFe ) @ oo 3 g7} A

e o

ofo ofo [ X
e AL

o g (aS)—a—[[(1,1—1’4‘311%01]%*])7}31% Jop ] -4-3| EZ A Al 20 Qo] E B o (aS)-a-[[(,1-T]HE e
EAD7IERd Jolr]| -4 -(Eg| EF 2 g ¢éiﬂ) A 2y QYo Ex 717 & {J Med. Chem., 33: 1620
(1990)} & JP-A-7- 157472 of 7| = o] Q. 4-H 2R -3 5-tHSAIHE &F2 olE 59, &9 {J Med. Chem.,
20: 299 (1997)} o 71 A= o] Qo™ wgt al7] o] ¥Hol whe} Alz=d 4 Ut

HO COH CH30 CO,CH3 CH30 H
B —
D ——
Br: ; Br Br
OH ;CH3 OCH;

WA 4-B 2 H-3 5-T]3| =Z A A4S WE3tale] HE 4-B 25 -3 5-THEA|H Fo| o] ES 53 5 LA A
4-B 2R -3 5-TJH| EA N 4FS 530 Hge & (& E9], o€ ofAE o] E) Tl A, 7] EA4 3lol ﬂﬂﬂ
g Zo]Eot mb-S Al A WEIE =3 = ) H e S0 (dE o], HEZS =ERFH) TolA 44 (d=

gdF dF g =g, YEF HEs|sdlol= U g HE3 lEE}OlEW}HP" ANA BDE =T 5= ek
gAY 9 JFHE FEo], AT & olgte o, ©ag 1 WA 6, v A= vag 1 WA 4 4 2]
s B4 L, dE 0], vE, olg, 2 o]prxg Jé,-‘ﬂr% %%ADIEH:} "Ag dFATIER " o2k 8-
AT 2 A 7, v A s Bag 2 WA 5 9 A e BA dFAITERY, o 301, HEA7F2H ) o
% Ol AT BREATIEHR Y, %i AFIERY 58 ou| st "Ag LA olgte Sl ¥

AP, E 2 Ay

F 2 U 7, SRS g 2 U 4 o] A EE A A, 6l Fel, i, 4, o] axR Y HE o
9 A A AT e ol ol A 2 1 7, A S gas 2 A 4 ) A EE A
FALISAFERY, o F Sof, MU AERY, dAS ARy, o) areAdSAtEnd 52 ou ) 4G
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19" o)ehi Gol i WA 2 A 7, Mgk sl Bag 2 VA 4 o) A mi 244 1Y, dE S, oE,
2-% 23 52 @t AT 9V DS AR ofehs ol Bhad 2 U4 7, v AslE Ba 2 01X 4 o
44w BAH DDA, B Bof, e DS AN, 2-E2 s d A2 BE S £,
S SRR e ENERE LTS

=RE)
719 A EE & ol B AL A Sk 4Ra) 916 AFAE 8] A, A s )
o A vt o], Wrinel e} Gl SR o AT 5 qluk.

ol & (aS)-a-ob] sm—4'=0] HA W e -2',6'-T] W] 5 AL (1, 1'- ] 3 ) -4~ Z 23] 2 o] £

e B " (25)-2-0hv] k-3 [4-(4-0) S W & -2,6-T] v S A 5 D)o D | T2 vl o] =

o (a$)-a-[[1,1-0) o & ol % A 17k 21 d Jobm 1] ~4'-of) % A v €l -2',6'~ ] o] % A1 (1,111 9] ) -4~ 3 23] @ v o] =
OE B 1ol (29)-2-[(-FFA A2 0 ) obv] 12 ] -3 [4-(4-o A W ©-2,6- T W 54 o ) W | 2 sl o] =

U2 A 2o N(t-FEA 72 R E)-4-(4- SA M E-2,6 -t v S A 3 d)-L-sd &etd

old (aS)-a-[(2,6-TEFF 22 MEL)otr] ] -4~ FAHE-2' 6'-tH| HA|(1,1'-0]# d)-4-Z 2T Qo] E
o2 83 1olE (29)-2-[(2,6-HEF 2wz d)olv =] -3-[4-(4- EA W E -2,6 -t H| S A 5 ) 3 d | 22 2 5} 0]
O]E

e WA 20 od M-(2,6-HEFEMEY)-4-(4-dEA HE -2 6-tH| S5 A 3 D)-L-3d &epd
(aS)-a-[(2,6-"EF ezl zd)otr ] -4~ FA W E-2"6'-t S| (1,1'-H] 3 d)-4 - Z = 3] 22F

g2 M3 1:(29-2-[(2,6-tEF ez xd)otn = ]-3-[4-(4- ZEA W E -2 6-U] W EA #H )| d ] Z 2 3] &4}

T2 WA 20 N-(2,6-UZF 02l 2U)-4-(4-o EA W E -2 6-t] W EA ) d)-L-7d et
A Al 1
(1) A2 t)7] shell A, 98] (130.3 g) ¥ EFZF o 2d et 45 (1704 g) S 10T |k A ]S 2 2| gk

(1.7L) 9] o9 (aS)-a-[[1,1-tH ] EA] ] ﬂaié]o}ﬂlh—_] —4-3| == AMAZ 23] Q Yo] E (170.0 g) 2] &0
A7Vl LS A 1 *Hl Zol wutel & A7) E3EO] B (850 ml) & A 7betal 1 EFRES HFYs 25

A 2 A S Wkt 7715 S 10% A1 EEAE 89 B ¥ 3 B AUES S8 A0 2 AF et A, kel F
ol Al AxAI AT S E L*oﬂﬁ AASEA AE (aS)-a-[[1,1-tH ol FA] |7t 2R ol | -4-(EZ ZF 22|
Stz d AW Z 23] QU0 E (2425 g) & QU= FE59 T

MS (m/z): 441 (M)

(2) A4 7] sl A, dE (aS)-a-[[(1,1-"HEa SAD 72 d ol ] -4-(Eg ZF 2 vea X d S A AL 2
9 Qo] E (66.2 g), 4-clEAWE -2 6-tH|EA A EA (54.0 g), EHEEAA (9.83 g) ¥ N-vdu == (330
ml) o] E&-Eo FElF ol HOE (1.68¢g) 2 HO]AJEJ olul (24.9 g) & #7Fstar, 1 EFES 90T oA 719 3s)

Atk TLT 2EolA 1 AIRE T wnkd &, EE S YA AL ER 2 S WU 1SS 10% A EEAT

T8 % 3} NaCl =& 0= A H s}l %V‘J‘j}llﬂ] ol M AxAR0 T SriE ol AlAs] old (aS) a-[[

(1,1-vegel ZAD7t 2 d Jopu] | -4'-o| A W E -2 6'-t] W A (1,1'-H] A D) -4-Z 2 I 2 Y|o] E (90.1 g) & &
55
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WAEE TS (330 mD) o 8NN, p-EFALEN Ries| Eeo]E (285 g) & A7MH F, o] EHES 75T oA
2 A7 Eok WYLSHATh AL 02 WA T, o EHEE B ol A ol3hala ol 3B S 19k ol 534 AT A}
& shashu A ol el opAElo Eo] SN AT W7, 2 A AAE of ol ) Pk AEAA A (aS)-a-o}v]
o] EA W -2 6T W 5 A (1, 1M 3 D)4 2 9] 0 o] B p-E A& F o] E (63.4 g) B 45519

MS (m/z) : 387 M"-p-EFA<&=EAH), M.p. 127-129T

(3) 15C ol3koll A] oD (aS)-a-4'-o 5 A v F -2 6'-F 5 5 A (1, 1'- 1] d)-4 -2 25 2 o] £ p-EF A& E Vo] =
(29.0 g), AT AUER (156.2 g), & (290 mD) 2 o€ ofAlH o] E (290 mD) & £ =0l 2,6-HEFe=zwxd S22
o= (9.6 g) B W7hekiL o] EFEL HAT 2xmol A 30 B Fok wwkslth, o & opAlH o] 25 S 23} NaCl 58912
2 AF e FAhlg ol A ARA AT Su0E AFA A AASAG DAL o AZE B S-B 2R A2 st}
o 8 (aS)-a-[(2,6-1) FF 6.2 A% )0 1] —4'-o A o D-2' 6/~ ] ] 541 (1, 1'- 4] 3 D)-4 - 23] o o]
(26.4 8) & F5 35T

MS (m/z): 527 (M™), M.p. 87-89C

(4) 15T oA B-lEa}s =2 (317 ml-159 ml) o] S4ShEF (2.9 g) o £l (aS)-a-[(2,6-T ZF o 2wl
zd)otn| = ]-4'-o EAHE -2' 6'-T) W EA](1,1'-H]Hd)-4-Z 23] Q Y|o]| E (31.7 g) & A7}t o] T ES HA3
LA 4 A)7E 5ok aEkek i),

INHCI 2 $3kA121 5, f+7] o5 el A AlA 83
SE-E25H A2 56 (0S)-a-[(2,6-HEF =
4-Z 2924k (28.8 g) & F53ISITh

U FASE WA A, AR JAE ol el ol =Hstar o
A=) ot ] -4'-o S A v e -2',6' EWﬂi/\l(l 1'-nlsd)-

MS (m/z) : 499 (M"), M.p. 154-155C
A e 2

(1) A2 g7] el (aS)-a-[[(1,1-tHEo| SADFIER D Joju| e ]-4-H 2 Rl Z2 3o o] E (11.17 g), 4-9
EAWE -2 6-tHEAH I B EA (10.80 g), ZEHE olAlElo] E (0.34 g), Eapﬂézaw_ (1.57 g), 5 A&

(12 44 g), N-HE89Z= G56mD) 2 = (11 mD 9 EFES 80T ol 50 & woF wutstie) wh-go] 5w 5 A7)

S3HES AR o R WA 7] oY oA H o] E B B2 FZ3G1T vﬂ%% 10% NEZAF =g ° w} NaCl &

N o Z M Aetar, Gabvlaulg ol A AxA 7|3 oA Hatglvh o BmS 7 sl FFHAIA ol e (aS)-a-[[(1,1-t ¥

o EANFIEZR T Jo}u| ] -4~ EAHE -2 6'-T] | ZA](1,1'-H]H| D)-4-Z2 I QU] E (204 g) & S D=2 553519

t}.

Y

AYELS GBS (100 ml) o €3JA17] 3, @ p-EFdEEA B3| =g olE (5.7 g) & H7Me 3, o] £FES 75T 9
A 1.5 A1ZF FoF muksdn) Wz 3 A = o] 935l ar o &S 7L Sl FHAIH . AALE 7FE
A BRqlel deA T Wzt § A S oo o3 st d2AA dE (aS)- a-O]'U]J_—él' o A el

-2'.6'-tHEA(1,1-19]9d)-4-Z 29 Q H|o] E p-EF A& F o E (13.80 g) & 534}

“

(2) A7) GA (1) A 59 S3HES AA ¢ (1) 9 (2) WA (4) o] 71 A9 vre} TUsk wha oz A 7]ske] (aS)-a-|[

(2 6 qg‘?‘giﬂi%)o}uli - —oﬂ% ]DﬂE]E 2 6' E]uﬂ_‘f—_}\](l 1v H]Jﬂé) 4_ iﬂfl%}‘\_% Z,\——‘;:;—'é‘]—giq_ Aﬁﬂﬂ@r;ﬂ
dolEE A Ao 1 oA 59 27 Uit

A Ao 3

E (12.6 mD) 2 g4 (50 mD) F2 98 (aS)-a-[(2,6-t]ZFQ 2l zd)oln] ] -4'-o EA| W E-2' 6'-T] W] EA|
(1,1'-¥]9d)-4-Z 23] 2 d|o] E (500 mg) 9] &Nl A4t (12.4 g) & H7bskar o] EFES 60 T ol A 60 A3t B3t
WS f7) EulE AFA A A AL 4TS BAA AT A4 A JAE AT & 8 HE-E 25 E
N AA3E] (aS)-a-[(2,6-UZF o2l xU)obn] =] -4'-o| EA W E -2' 6'-T] ¥ ZA](1,1'-H] 9| d)-4 - 2 3] 24
(426 mg) & F533th A set4 dolg = Al 1 oA 58 A sUst3ith
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Tzl

(1) &5 92 8ol 4-B2F-3,5- ;]uﬂiz\]aﬂze OFE (44.5 ), Elog e ny wld SFRalo]= (2.05g) © 20% A3}
L}E% T8 (288 g) o £ HelE o] E 41 7 ¢) 2 Abetar, o] EFEL 25-30C oA a5 Fob wuk
&“47OCWH14ﬂE@ﬁﬂﬂ6‘”ﬂ ERES A EFAOR FEIAT. EFA 5S B R 23
NaCl =& o2 A A oh Fabek v el M Az 1%15}. S E AFAA A AT 4-H2R-3 5-tHZA A o
g olH 2 (495 g)  FA 0 U7 F585 T}

MS (m/z) : 276 (M*+2), 274 (M™)

(2) A2 7] goll A, -60C oA B EDS ==2F5t (4.0L1) 5 EEE 3,5-HHSEA A o e o e 2 (440.0 g) ©]

fqo n-F-d FJH (1.6 Mn-312F g 1.10L) & 147}0}034 A3 2o A 15 ¥ FoF nukslk & EgvE 1ol
E (249.3 g) = H7}8I . o] 16%4 25 Ha AT F %*% Wzt sloll 1 AIZE <t H&%}‘ﬂv}. A7) EgtE
o 10% &4t =89 (835 g) & A talitt 7] EFES oE ow HolER &30 47153 & 2 ¥3} NaCl &

Ao xﬂﬁo}cﬂv} ket F el A AER=AZ F,
2o g3AI7I L YA Y 2D IS I o
(312.9 g) & 533U

Qg AAATE AL st EA o] hE 2 oY

gl
3 =S ARAA 4-o] FA Y -2,6-0] W H A A IR B2

M.p. 59-61C
ZHzd 2

(1) old oFAH O] E (950 L) 9] 4-H &2 X -3,5-1]3]

IH

A M 24 (95.0 kg) o Ao F4= eab2F (270.8 kg) 2

OuE &30 E (174.7 kg) & F718lt) o] EHES 50 80T oA ¢F 4 A|ZF B9t 7t st BS Hlate] &5
o 7152 & B 23} NaCl 8- 2.2 Al A shaL 29k shell 5F At JAALE Wl g2 o] d=A17]a1, 7t st A
anbetan WAA R A FAE Aol o8 st AEAA vE 4-H 25 -3 5-HuSA Mz o] E (98.8 kg)

2 w3 Ao FEa

MS (m/z): 277 (M*+2), 275 (M*), M.p. 120-122C

(2) g2 (336 L) %4 A} 45 (46.5 kg) o &N HEZGS|=2F (672L) © vd-4-B 2K -3 5-t]HEA %
o o] E (96.0 kg) & H7I8te] g NS 5313t A-&ollA] o] 8o YEF BE3| == (31.7 kg) & F-i4 3
7hslar, o] EFES A2 WX 45T o] 2=olA] ¢F 9 AJ7F Fot wtalglth, HClL 8 o Whg E3HES A 7hsla 42
o Al oF 16 AIZE &t nRESFQATE ZF oA f7] Sl E A Astar, FAb & (1440 L) & #7Fsba 50T oA 1 AIE &
oF wwtalgich Wzt & AA A AL oo o) -8t AFRAA 4-H 2R -3 5-tu A &4F (83.3 kg) &
T Ao g 538t

MS (m/z) : 249 (M*+2), 247 (M*), M.p. 100-102<C.

Y 0|8 7Fs

B o) Az WE e 1EE0) B [ o) SFE EE oo Ao 87b5 e A4S nREE U AW AR
g7l sk, meba, B oume) W e A A ul g f gt
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