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(800mL) VB & -4 « SR T A IK (40mL ) 2 Z M H SR Ja IO SAARER G B 52 R I (100g
1.00eq) , HEH B IMIME60C +3°C . 2/N B 5, BA04 B 3 A HI B 20°C +3°C , 4630
38, AR JE ik UE 8 A Tl B R B AL RS (2x200mL) ek, 7K (deliquored) , 85 /ET0
CHE T AEHEFR  4b 2158, 15 2R A4, Hou A (A i 44 (139.8g,89% ) o
[0065] 'H NMR(ds MeOD)61.80(2H, L EHI%),2.49(2H,t),2.56(2H,t),3.63(3H,s),3.75
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(73.8g), FHFHREWINIRE 117 £3°C AL IR JES/NKE G 1 SRR A 078 #12290°C , 3+ 1N
ATK(480m1 ) o KGR B W0ve H1 2 2°C , F i i 1k i 43 85 7= o 4 He FH K (2x120m1 ) 88 Ji5 FH 7 B
(2x60m1) Pk , FAE60 C kK 7EHEFE T8 , 43 BIFR 8L A4, HOR Kt il 44 (50 . 69g,
83%).'H NMR(ds DMS0)52.00(2H, F.HEIE),2.60(2H,t),2.87(2H,t),4.95(2H, Es),12.57
(1H,%Es),13.26(1H, TEs) .
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BElA (1. 31) ¥hig , H5 TR A W AE IR B Rk 2/ N o SR B IR B W12 20 £ 3°C L, IR IR
SR (599g) . 2450 BN = B H & E 42 (2. 01ke) , I 4450 8005 S B v A4 T in#&
INAAE 123 C RIS AT ZMAAHA ), S SR -GPSR , i H— S48 R 28 18k 2 . 1%
R EPIRERE FF 2117 E3°C iR RN BEERF 37N O e RETR A 7% H1 2290 +3
CoMAIK(10.5L) , FHL AN 3G BIF R4 H 52 £3°C, IF Hisd it =9 4 7= H
K (2x2.3L) BEE PR, FITAEA (2x 1. 2L) Pedk PR IR AL B2 I AE60 °C T4, 15 Bl bR i &
W, HeR Kt i 44 (920g,77% ) s 'H NMR(ds DMS0)82. 00 (2H, TL HIE),2.60(2H,t),2.87(2H,
t),4.95(2H,%s),12.57(1H, %5s) ,13. 26 (1H, FEs)
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[0074] & (4-FA M -2-B-2,3,4,5,6,T-NE-TH-F M IF[dImsme-1-3%) 21’
(30.0g,1.0eq)fE7K (162mL) F1 5 A EE (30mL ) [ VR A 40 0 FE R« INKOHIA R (50 % 7K ¥
W ,28.3g,1.90eq) , IR G A KB (15mL) , T AlE W - 2R J5 I AK2C03(2.75g,0. 15eq) , IF
BIEWMAEL0E3C 2 MAA-FEAT (18.2g,0.95eq) , B HE MM 5 7 B ¥l
(18mL) , FF¥5 S TR A ITEA0 £ 3 CHiFE , AN RN TE K (292 5/N0) o B I NV A e
HE20E3°C, IFMAFEE(3.1g,0.5eq) , 43 PIE30 73 B N 45 5 o 2 L/ DN SE LR
B2 (10.4g,1.7eq) , WG RIRAE20 £3CHEFEZ A 1N B RIERL 8, 43279, 1 HL A K
(48mL) FH 5 A B (12mL ) VR S W BE 5 IR, S8 I R TR B (60mL ) BE % , FRAE B 25 7250 °C
T 1B BAR B AW, HoAK A E A (40 .62,92% ) o 1H NMR(d6 DMS0)81.95(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).

[0075]  SEJEH5:N,N- 23N —{[4" (=5 P 3L) 4-BeRFL 1R 3 ) -1, 2-2 fai) il &
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[0077] 44 - (=& PP L) —4-BE R L FI S (43.6kg, L. leq. , WLWO 01/60805) N,N-—Z J
. "R (21.2kg,1.15eq. ) 5% 40 /H% (Degussa E101 N/W,50 % iRy, 1. Tke) 76 B 2%
(138Kg) IR G20+ 3°CHMI50psi T A TE A 4 I IR & Wit v, IF oK
(2x36. Tkg) PEIF AL 2 VA TR FHK (84 . 8kg ) ¥EWS , FFAEIRE T M4 & K 41851 I 1%k
g aift— Lotk BT T4, L6,

[0078]  SELifff6:N-[2-( =2 380 ) 2.3 ]-2- (2 { [ (4-FREL) F 2 1At -4 184,

5,6, 7-VUE - IH-3A 1 M JF [dImsng -1 -3 ) -N-{[ 4" - (ZF ) —4-OoR ] &} 4Bt

1 1l £
0
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[0080]  6a. R , B HERE I BRIE IR (30.9kg, 1. 2eq. ) 7E FF JE 55 T & (255kg )
[RRBOIN A T70 £3°C o At (2—-{ [ (4-F0R 52 ) F &R 1A -4-%018-4,5,6, T- DY H - 1H-
W% ) [d1mgng —1-J%) 212 (53.0kg) , JERIR S WIETO 3 CHidt: , B £ R IHY R )
[0081]  6b. ¥4k H 6alf ki (imidazol ide) Hp [HAK 1) BIF AN N- 2 HE-N" - {[4"~
(ZF ) -4-HOoR e TR JE ) -1, 2- 2 i (DL SR )5 ) B vA i b B R RS S T 2 il (43kg )
MEEFIRATIMIAEI2 £3°C, HZ M E 5E AN A Y BLR A AR IR
WAG 2 R LZ)240L, S8 53 H R 40 845°C A8 G I BE(105kg) AGFIERIL A1 220 525°C , 15
B RSB HOINIEB0C, IR EF30 B A I LL0 . 3°C /4 A HIE 2+ 3°C, IR FF
FAN304 B L PR B, HF A B (51 3°C, 2x168kg ) B, SR SR AEIRE R AE4T £
3CTJ, BRI bR AL A9, TR R, HONI A 8 44 (97 . Akg RAZIE P BT ;90 . Okg i IE B,
86% ). 1H NMR(CDC13, kK ZI1.9: 1HekE BMAIR 5 9)60.99(6H,t),2.10(2H,m) ,2.50 (4H,
q),2.58/2.62(2H,2xt),2.70/2.82(2H,2xt) ,2.86(2H,t),3.28/3.58(2H,2xt) ,4.45/4.52
(2H,2xs),4.68/4.70(2H,2xs),4.61/4.93(2H,s),6.95(2H,m),7.31(2H,d),7.31/7.37
(2H,2xm) ,7.48/7.52(2H,d) ,7.65(2H,m) ,7.72(2H,m) .

[0082]  SEJfa M7 : fhill & (2—{ [ (4-3R AL ) AL I AiAX ) —4-%A18-4,5,6 , T- VY & - 1HIR [ 4
FELdImsme —1-J5) 2,8 1) 75— Tk

[0083] % (4-%AAC-2-HifK-2,3,4,5,6,7-NA-IH-3 L)@ JF [dImgng-1-2) 4 1%

10
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(20.0g,1.0eq)7E7K (1 12mL) A1 P (20mL ) (V8 A ¥ B o I ANaOHIE (509 %
IKIEW,13.82g,1.99eq) , SR JE A ZK B (10mL) , JE ML - 48 J5 N ANa2C03 (1. 50g,
0.16eq) , HRHEBRANAZEA0 £3°C o Z JAMAA-TRE N (13.4g,1.05eq) , ZRJa M 57 B B
W(12mL) , 54 S SLIR A TR0+ 3 CHERE , EL RN AR B S8R (212 5/ ) 3 R SR A1)
RHZE20E3C, AT R (2.4g,0.6eq) , A3 MIFE30 70 B A 45 i o 22 1/ N2 LR
2 (6.9g,1.7eq) , J R AL 20 = 3CHEFEE D L/NGE AG B8 538571, 4 H ATK
(32mL ) A1 57 P (8mlL ) ) VR S D BRI T 0 » SR I T A AR (40mL ) sk , JFAE L 48 P AEB0 C
1 SRR A, HO Kt 4K (286,97 % th) o 'H NMR(ds DMS0)81.95(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) .

[0084] 25 Hiox S it A5 FH T U W] A A 1Y i A2 R 1) A A ) o it 22 UM 2 5K AT DA
R NAREE BIABUR) o

[0085]  Zx bfrid , AR W UL BARHORTT & -

[oo86]  1.#I& X (DILEWIHITIE:

[oo87] R

(D

[0088]  Hth,

[0089]  R*FIR"YE [l & AT 22 () W e IRl JB 7 — S T R BRI L 3R 5

[0090]  R'JyHE, HLR AR T4 | 423 [ BUAR s

[0091]  R*ABENRREELACI C1a) b3 s BE

[0092]  RZAHet—Co okt , HorfiHe t A5 FT-T0 SINZRER , HHHINAT LA C 1oy BRI BLAE
[0093]  RAyZR3E;

[0094]  RUMAZEIE, HARBEURE Cao) HEAE T IR A -Ca-o KE L BT B

[0095]  RPAIRCHTAHFIBRASA] , ACa-6)bEdt s

[0096]  FFik ik HEHAT —ANELEA LU R RD T

[0097]  (a) FHH BRI T4 JE £h Ab R 2~ ACER e e R IR C o) BE R , T il (M) (L &4

o
) No-CrCits

. (A);
(0091 (o) L LB T WAL IR B TR (M) fh 2, TR A 2% (A) F 2300 Tk (B)
(4 MH-2-FRAR-2,3,4,5,6, T-NE-LIH-PR I M [dImsng -1 -3 ) 2.7

[0098]
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[0100] N S

OH (B)
[0101] (i) FREER L1
[0102] &) i AR e FE A 5T A0 R U5, A Bl A, 5
[0103]  b)J/KER , {1 R In# s 5L
[0104]  (ii) =FF ARkl R EREE , R Nk
[0105] () ilid 70 4 JRBURH / SR 4 JE DR IR 3h I A7 AE T, FHBRAR e 54k 3k 751 4 222 i ik
R BIEW TR (C)FIBRARA-HA4,5,6, T-IU A - TH-3R % I [d I -1-35) 2,

R

[0106]

[0107] Hrpn~NORE3,
[0108] P ARAX— b 2 AL k55 =0 (D) R 3T A4
X
[0109]
(F)n (D)
[0110]  HAnNoE3HXNE FHH
[0111]  (d) Hf% . E 4 Jm i RS A HE 20 (B) %

AR
[0112] ,,
OHC™ ™= (E)

[0113]  JE kxR (F)HI P %

. ~R*
[0114] R?,lf;ll UL R

(F);
[0115]  (e)j@id AT SR AL ik Rzl (F) i fh b FTA 2 (O AL A 3 IBVR &4 . T &
R(DIEY.

(o161 2. :R(MHE:
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[0117]

[0118]

[0119]

[0120]

[0121]

[0122]
[0123]

[0124]

[0125]
[0126]

[0127]

[0128]
[0129]

[0130]

@

0/C14C4ﬁ%’%

HN
,_>’O~

d (A).
3. : B HEW:

O

Oor (B).
4l R AL A IR 77

(A);
AFEEAR T R ER P (a) .
5. 1R BIEYIRI T

o (B);

BAEEARTT R E 2 B () F(b)
6. fill % BRIy U IR E R (O SN T3 -

O (©y;

BEEARTT R ER B3R (a) L (b) Al(c)

7. H & HARTT RIFTR 2 (DA T, GFEHE AR TT R1FTIR 2 M %120
FRa)-(c)o
8. il & F AT BRI 2R (DAL AW T, SFEHE AR TT BT IR & &40
F(a)-(e)o
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