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AN 1 - HEF ({2-[(FAES )72 R d]-1-AE2Ad-1-d o} ) oA H 0| E9] A=

O o} O
Q/l(o/ Na o K —_— QJ(o/
NH,

e} N
H Yo .
o Na
224 YEE ¥ (69.64 g, 1.02 eq) & 2FFE vEs ~3gE ("IMS") (800 mL), €A w2 WA ek
S st wWRHESEAATE. oloA B (40 nL)& &l MUY, oloA WE SAAZERFERE T2 5
(100 g, 1.00 eq) & #H7}sta, £88lE 60C+£3TE 71E38t9Tt. 2417 $o, S8 4058 23 20

=
+3C=2 WZsta, 30% < 54471 oAZsilt. Alo]aE 4HdE wWEst 29 E (2x200 mL)Z M
Star, AAAAZ F, 7t sl LEAM 70T T HARAA N nAZA FTA FFES F5FAC

'H NMR (d4 MeOD) & 1.80 (2H, ©.341 ), 2.49 (2H, t), 2.56 (2H, t), 3.63 (3H, s), 3.75 (2H, s).

A 2 - (4-52-2-8152-2,3,4,5,6,7-FA S| E2-1H-A S 2 A EHA] 9 F W D-1-) oA EAle) A=

o
NH
o= — P
N s
O Na OH

YEFE ({(2-[(MEZAD 72 ]-1-A| S22 -1-d ol i) olAHo]E (60 g) % YEF EAoHHolE
(26.6 @)= N-"lE9Z = (240 ml) 2 = (2.94 ml) FollX A4 th7] o] wukslgit. FRzEWaa
& (73.8 )& HUletn EFES 11743CTE 719etgdnt. o] XA 3A7F $o] ¥k¢ 2385 90T E Iz
stal & (480 ml)S H7M8IitH. EFES 2 T2 WU4sta AYAES Yo g3 dssict. o|x& & (2
X120 ml)ell oJo]A ofAE (2x60 ml) o2 MHEm, B 7t ol 60ToA Axste] WA A 2A
x4 FFES F5AT (50.69 g, 83%).

'H NMR (ds DMSO) & 2.00 (2H, 2.341), 2.60 (2H, t), 2.87 (2H, t), 4.95
(2H, §< s),12.57 (1H, §€ s), 13.26 (1H, §< s).

A 8 - (4-52-2-F52-2,3,4,5,6,7- AR E2-1-A S2AEHd]F v D-1-L) oA EALY] tib= A A
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(o] Na OH

e 2-SeASRdust2RdolE (750 g)& A th7] stllA] 60£3TelA 45ie] AA N-wduE2v)=
(4 L) 9 24, YEE 9 (528 g)o wut el H7leldtt. JAHZE F7F £ N-vWdy S8y
= (1.3 L)e& AFsti, EFES o Fankekoit,. EFES 20+3CE Jdzsla, YE

= grr. FzZzEgueEadzd (2.01 kg)S 45589 AA Hrbsta, 45

F E|QAJCMOlE (599 g)& H7tst o 2
A 123C9 222 2Ee® A4 Ao g TIES 7t oy d 7td )3t Fotel wks &
o] w5l A FAAgELo] THAAHAL. ¥ EFEC] 55 117+3TE &HTF. o] ¥ &%
Z 3N B9 fAEE. v EFES 90£3CE WAEIY. & (10.5 L& H7hskal, dEFNS 447b)
A3 243C2 W48 PAES o3 =890, AHES Z2 29 (2X2.3 L), ofAlEcz 28 (2x1.2
L) AMAE, 60TCAA RF ol AZ=AA )M aA=2A 7A eSS 5539 (920 g, 77%).

*H NMR (ds DMSO) 6 2.00 (2H, & %4 ), 2.60 (2H, t), 2.87
(2H, t), 4.95 (2H, W< s), 12.57 (1H, §< s), 13.26 (1H, W< s).

AANY 4 - CHAI(-EF02HID)WLE]E e )}-4-24-4,5,6,7-HEZH3| =2-1H-A 2 HEH AT D-1-Y) o}
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OH OH

(4-8-2-2-E] & 2-2 3 4,5,6,7-AA} 3| =2 - 1H A] ZAE ] YnP-1-d)oHEA (30.0 g, 1.0 eq)S &
(162 mL) ¥ olxxad 4F (30 mb)2 & &HE g, Koo &< (50% 44, 28.3 g, 1.90 eq) &
A7 e g 22 g9l AFsta (15 ml) §98 AArt.  o]o]M K05 (2.75 g, 0.15 eq) S ¥ 9L 40+
3TR 7Hgsdit. 1 ol 4-EFemid SRl (18.2 g, 0.95 eq)E /M th, © iziw &
(18 mL)Z 9 AlFslar, whgo] fdw Aoz Ayztd urix] v-g if&%e 4o+3 Toll A awk
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1H NMR (dg DMSO) & 1.95 (2H, m), 2.57 (2H, 1), 2.85 (2H, t), 4.4 (2H, s), 4.7

(2H, s), 7.15 (2H, dd), 7.45 (2H, dd), ~13.6 (1H, vbrs).

A 5 - NN-HAE-N'H{[4'-(EFEFL=2HE)-4-vF g E }-1,2-d&r]o}rl o] A=

CF
O s CF,
@ S
OHC ¥ O
/\N/\/N

/’

E2dl (138 kg) F9 4'-(ExZ2o 2vE)4-n¥ 72 B 23 = (43.6 kg, 1.1 eq, WO 01/60805 Z=),
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golgdjoly (21.2 kg, 1.15 ) © 5% 224 ZetE (1AM (Degussa) E101 N/W, 50% <& =
1.7 kg)9 EIES 20+3C 2 50 psiold] SAw7A F238t9ct. ¥ EIES oJ7stal Zu)
Al (2x36.7 kg)o. 2 AFsAT. EAS B (84.8 kg) = M Fstar 7t dtol < 85 L= sF33AT).
A, AAd 64 F7Ee] AAGle] ARE-EFSITE.

AN 6 - N-[2-(Felgolr )l d]-2-2{[(4-FF 229 D) WL]E) & }-4-§2-4,5,6,7-EH E&F3]| = 2-1H-A]
S2H9d]Y Y D-1-D)NA[4' (B EF L2 D)4-H|H L] H L }oH Ectr =9 Az

=
=
o] ¥HEL ol F

o}
S)I\N O CFs
f%

“N
J

6a. A2 slolA HEolAREAE (255 kg) =9 FtErRdr)oln|t}E (30.9 kg, 1.2 )9 wnt &g & 70

+3C= ks, CAlU-E2Fe=dd)id]E )4 i—4,5,6,7—EﬂEa}ﬂCE—IH—H%i?ﬂE}[d Sl
H-1-)oFAIERL (53.0 kg)& &H H7betal & 40| doldA ¥& wW7bx] EFES T0+£3TelA at
SFATE
6b. 6aZi-Ele] olMupEeE FhAlel dE A videolaRdAE (43 kg) o= Hl**o}ﬂw & NN-tjel -
4 -(EgEF ez 4-nsdd ] d -1, 2- drfopwlel] H7ISIRATH (AN 5 Fx). #A e
St Adge] AE WA EFES 02+3CE 7ttt e EFES O 8}01] oF 240 LE 5% o}
& w2 (105 kg)ol F7F el 40 Lﬂxl 45 T2 W7sialh. & 20 WA 25 T2 st sees 9
3L, olojA 50T 7FEstal 30+ &<t Ak, EYElE 0.3C/o® 243Co® Wztatal %}i 30+
FeF AT, AGES oAl o dstal W HEE (5 3T, 2x168 kg) o= A3t 7t stel] 47
£3CelM Hzste] M wARAM #A e, T SHS FEIAG (el dis) l AN 97.4

kg; WlEFSo] tis] B A 90.9 ke, 86%).

1H NMR (CDCI3, °F 1.9:1 B HolAA EEE )50.99 (6H,
t), 2.10 (2H, m), 2.50 (4H, q), 2.58/2.62 (2H, 2 x ), 2.70/2.82 (2H, 2 x t), 2.86 (2H, 1), 3.28/3.58 (2H, 2 x t),
4.45/4.52 (2H, 2 x s), 4.68/4.70 (2H, 2 x 5), 4.61/4.93 (2H, s), 6.95 (2H, m), 7.31 (2H, d), 7.31/7.37 (2H, 2 x
m), 7.48/7.52 (2H, d), 7.65 (2H, m), 7.72 (2H, m).
S EHd]FHrd-1-d) o}k

AAd 7 - CH{[(4-ZF=29Dd)HE]E L}-4-54-4,5,6,7-H EZI E2-10-A|

AEAD S HtH Az .
-2,3,4,5,6,7-FA | m2-1-A F 2 AEHd ]9 g E-1-) obA EAE (20.0 g, 1.0 eq>%
zed 4 (20 b9 EFEelA &efstelgith. NaOH 8- (50.9% 574, 13-8
o]y A], Na,C0; (1.50 g, 0.16 eq) & ¥

Fozwd FR2glol= (13.4 g, 1.05 eq) S H7}38k thg o]

(4-22~-0-E] & 2
(112 mL)3} o)A
eq) S HA71etn Z2 2 AlF (10 nL)dte] §98 A9},

40£3CE 7hdsiit. 1 Fol 4-5F

ZF e 2,
(12 nL)& 2kl A3k whgo] ghads Aow Azkd wj7bA] (~2.5 AZH) ¥ Z3HES 40+3ToA aykst
Stk W EFES 204£3CE WAsta EEAL (2.4 g, 0.6 eq) S AH7FEH] 30 oWl AHES Akt
e = RA FAE (6 9g 1.7 eq)% IAIZEel A iﬁ}%}ﬁ &92]E Aok 143 Bt 20£3

k. ETF
TollA aL < S B (32m) ¥ olaxadg odF (
=3EE oW AFE g3 O]iiivé e (40 mL)E Al = 8k aL XJ%%}OH 50ColA AZAIA s]uA A A
x4 FES FEEAT (28.6 g, 97% FE).

H NMR (dg DMSO) & 1.95 (2H, m),
2.57 (2H, t), 2.85 (2H, t), 4.4 (2H, s), 4.7 (2H, s), 7.15 (2H, dd), 7.45 (2H, dd), ~13.6 (1H, vbrs).

B ANdEe B e dEsr] 0F deln X ume Adet @it L agAsdA A%HE Qe
7] A7) WAE Fzstel 249 F= A

_12_
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