(19) e AR EFNE ERFIR =G

(12) ZBREF|

(10) F &S CN 101309900 B
(45) #Z WA E B 2015. 04. 22

(21) HiES 200680042389. X
(22) i H 2006.09. 13

(30) LA E R
267504/2005 2005. 09. 14 JP

(85) PCTEFRERIBEHFHNERMEL B
2008. 05. 14

(86) PCTE| BRI BYFRIEELIE
PCT/JP2006/318103 2006. 09. 13

(87) PCTEIBRERIBEHI A E13
W02007,/032362 JA 2007.03. 22

(713) EFMA H— =R a4t
Hohk H AR GUAR

(712) KBBA AAERERKR KIHEE KigFg

PALINTE  ZRIA
(74) TRKIENM HEESRCHE (FiB) FRA
&) 72001

REA BEE FHE

(51) Int. CI.
Co7¢ 311/14(2006.
CO7D 207,/50(2006.
AGIK 31/215(2006.
CO7D 303/36(2006.
CO7D 405,12(2006.
CO7D 413/12(2006.
CO7D 493/10(2006.

(56) Xt b3 4
US 6495604 A, 2002. 12. 17, % 1.
US 2005176783 Al, 2005. 08. 11, BUF|ZE R

01)
01)
01)
01)
01)
01)
01)

1-24.

HER LM

BUCRIZE R AT 5B 45249 11

(54) % RBEIR

BRI RIS AT A4
(57) HE

AR BRI M R R S R R4l e A
ERckin = il et R N SR ERC R s
A 5 Ak 5 | RS PR 4 B R 2 G TNF- o B RGE A
R B = AR AR BRI I AT A T
2 A AR B R 2 e AT
WHEMNESARRIIENARAES %S
A L A A DG IR 41 B PR 1 T A 5 R A
A4 £ T 2 R D I SR (G L 9 P R T R
M8 P 3t I 22 38 B 32 ol 25 ) S5 10 TR R0
/RBIT IR RN, &8 LRI G R A

o EABR W2, B (D &Y

o 1 O
S R's i ,
(@) P
N
S vy ﬁ I A
- '/ S/ \R3
SyoA m
N )( 02

58 LA o



CN 101309900 B W F OE Kk P 1/4 5T

LJdA (D R st i

Hr,

X FY RKn HIHLBEA IR B U8R T — B A A 135,

IR AR 13 ~ 6 TL2LERER,

G R PR e DU MR L 1, 3— IR 1, 8- ZRERE 1, 3- ZH . 1, 3- =
WERE 1, 3— AR bi ek 1, 3- i Z3F Cbt,

KEEHIAINT] 5 5 ~ 6 JUAIA IR ORI — T A I BB RS, 1% 5 ~ 6 JUHFAIL
g VY MR DU E g X 1, 3— —REge, 3 H.,

A, ISP BRI, AT 1 ~ 2 MR HBUREEA o (PR LEERPRE L, 2- 25
LHE1, 2,3 ZRINEER 1, 2, 3, 4- TR T ZME AR, BUREA o« RpaREMAA A
NRR™ {25 [, R® AT R™ 4% B A7 R R &R 1 8k B

1 80,mH2;

R' ANAFAE ;

n %%ﬂ? 0;

R® #IR C,-C, frd ;

R RnTT# 1k B HUARIEAL ¢ ROSEPIEHUAR I A5 BT ik B AR IR A e FR S A AR
[RInEE s 2

HURZEEA e AR T BURF RIR . Cy—C BEdE M i 48 C,Cy 22

R® RREJRF K C,—Cy Bt

2. MRPEBANE R | Frid ik & s HnT 25 28, o,

3. MRAEBRIE R 1 prid ik & sk I n 25 H #h, Hod,
AR AR

BUREEA e NHFIRTVEUIR TR C-Cq st

4. MRAEBCRER 1~ 3 FE—TRT AL G ek T 25 2k, b, R SR 5T
Fo

5. MHEACHIE R 1 ~ 3 PAE—THTIR AL G ek LT 25 3k, Hodr, R ASE R 1

6. & EABCRER 1| R &Y 243 -

8—[N-(2- GUARED R MIESE -2, 3- — GRFE)-1, 4- “5 IR [4.5] %% 6- 44 -7T- F
& 2T

8—[N- (2- F A3 S EE5E 1-2,3- (1, 2- R Z 5 -1,4- — 5 2412 [4.5]
%% —6- 4 —T— R L8

8—[N- (2,4- = 5 2K &) 2 M Bt %&£ 1-2,3- G2 B 20 -1, 4- = &4 7% 18 [4. 5]

R L5
R* AR gk HHIURIEAL e FRE

2



CN 101309900 B W F OE Kk P 2/4 T

% —6- I 71— FIR LR

8—[N- (2,4- " AR GBI 1-2,3- = (1,2- R LI -1, 4- — 4 4412 [4. 5]
%% —6-Jfi —T- PR LM

8—[N-(2— & —4- AT M ]-2- AL -1, 4- 48 [4.5] 28 644 -7-
R 2T

8—[N- (2- & —4- F 2K 30 S W Wk 36 1-2,3- — (G W 3D -1, 4- — 4 44128 [4. 5]
%% —6- ffi —T- FER LG

8—[N- (2- & —4- AT AWELE 1-2, 3- = (1, 2- —R 243 -1, 4- 52w [4.5]
Z& —6- ffi —7T- IR LTE .

8—[N- (2- & —4- WA EBAEEE 1-2- (1,2- =R 23 -1, 4- — 4 Z 8 [4. 5]
2% —6— ffi —T- IR LMK

8—[N- (2- & ~4- FAFER) FMEIEE 1-2- (1,2,3- =R FHE) -1, 4- “F 2 [4.5]
2% —6- Ji —7- R LME.

8-[N- (2- & —4- FAR AW 1-2- (1,2, 3,4- PR TE)-1, 4- —F 42 [4.5]
2% —6- ¥ —7- FER LME.

2,3- . (LBREFEFHE -8-[N- (2- & —4- FAEID) GRAELEE 1-1, 4- 502 [4. 5]
2% —6- I —7- IR LME.

9-[N=(2- S ~4- AT A RABEAL 1 -3-F2 3k -1, 5- MR [5. 5]+ fi -7 4 —8-
[N

3= L WE & FE -9-[N- (2- 5 ~4- F AR D) A B EE AL 1-1,5- — 5 v [5.5] +—
bt —7- 4 -8- TR LR,

9-[N=- (2= G 4~ AR FREEER 1-3,3- ~CGRFHED -1, 5- 54408 [5.5] +—
Bt —7- Hi —8— TR LBk

8-[N- (2- T 2 ~4- AR R BESE 12, 3- ZGR P30 -1, 4- 4 % 1% [4.5]
%% —6— I —7- PR LME.

8—[N=(2- T3k ~4- FUARIO GBI 1-2, 3- (1, 2- "R 231, 4- AR [4. 5]
%% —6— 4 —7- PR LME.

8- [N-(2- CAEREFRED &M ] -2, 3- —~ GRRED-1, 4- 4R [4. 5] 864 -7-
% 2T

8—[N- (2- DREEE S WWii 1-2,3- = (1,2- =R 45 -1,4- — 4 4412 [4.5]
2% —6— i —7- R LW

8—[N- (4-# —2- C I E I WMIEE3E 1-2,3- R 3 -1, 4- ~ A 4RIB [4.5]
2% —6- I —7- IR LIE.

2,3- —.(1,2- "} LI)-8-[N-(4- | —2- CIEIFIORBMIL 1-1, 4- —5FHIEZ [4. 5]
2% —6- I —7- FER LME.

8- [N=(2- BREL R 2V 1-2, 3- — GR I HE)-1, 4- 4RI [4. 5] 28 -6 44 —7-
[N

8-[N- (2- PEdE 30 B BEIL 1-2,3- (1, 2- R 4% -1, 4- Z5H %128 [4.5]
%% —6— 4 71— PR ZBE.



CN 101309900 B W F OE Kk P 3/4 T

8—[N- (4- 4 —2- PEdL 2R 5D RMEEE 3L 1-2,3- — G2 3 -1, 4- A 4128 [4. 5]
%% —6- 4 —7- R L8

2, 3= (1, 2= =R LH)-8-[N-(4- Ji —2- PEFE R ZUBRIESE 1-1, 4- 4 4%0% [4. 5]
%% —6- I —7T- IR L WS-

8—[N-(2- VRARFOZAMMEAE -2, 3- Z GRFHED-1, 4- 5% [4.5] % —6-J& -7- /
% M

8—[N- (2- W 2K D) S WMk JE 1-2,3- (1, 2- — R &%) -1, 4- — 4 24 128 [4.5]
%% —6— 4 —7- PR LME.

8-[N- (2- % —6- A AR 2R 30 S WE AL 1-2,3- (R 30 -1, 4- —H 4R [4.5]
%% —6- 4 —T- PR LME.

8-[N-(2- &l -6~ FELZRIDZMIEL 1-2, 3- — (1, 2- R 431, 4- ZH AR [4. 5]
%% —6- 4 —T- PR L MG

8-[N= (2- R —4- L 2K 5O & Wk 2 1-2,3- (% F ) -1, 4- AU IR [4.5]
%% —6—Ji —7- PR LHE.

8—[N= (2- ¥R ~4— JAFD) EEHEFE 1-2, 3- (1, 2- "R FD -1, 4 “HIME [4. 5]
%% —6— I —7- PR LHE.

2, 3= Z GRFED-8-IN-(2- [REE R ID Z WAL 1-1, 4- 5448 [4. 5] X645 -7T-
% 2T

2,3- Z(1,2- ZR L HD -8-[N- (2- [RERFD il 1-1, 4- 5 4218 [4. 5]
%3¢ —6- 4 —T- R L8

8—[N- (4- i —2- R FL K FD R EE 3L 1-2,3- — G2 3 -1, 4- R 418 [4. 5]
%% —6- i —7T- IR LH5-

2, 3= (1, 2= R LHEH-8-[IN-(4- Ji —2- [FERID ZUBRIESE -1, 4- 4 440% [4. 5]
%% —6—Jfi —7- IR LG

8—[N- (4- ff —2- ¢ L R FD R EE L 1-2,3- = G2 30 -1, 4- S 4412 [4. 5]
%% —6- I —7- IR LBE.

2,3- —.(1,2- "R LFE-8-[N-(4- § —2- FHIRFOGRIIIL 1-1, 4- “FHIZ [4. 5]
%% —6- I —7- FIR LBE.

8—[N- (4- 4 —2- N L KD M EE 3L 1-2,3- — G2 3D -1, 4- 5 4RI [4.5]
%% —6- I —T- IR LBE.

2,3- (1, 2- "R LF-8-[N-(4- i —2- WHEIFEFORBIIIL 1-1, 4- —5FIZ [4. 5]
%% —6- I —7- IR LBE

8—[N- (2- 5 —4- W AFO-N- FEZBMERE 1-2, 3- ZGRHFED-1, 4- Z5 4= [4. 5]
Z% —6- ¥ —7T- FRLME.

7. EAEBAER 1 ~ 6 PE—I Tl AL AP ak L] 245 FH 3R 0 38087 259 o

8. MRIEBME K 7 Frik (K 254, JLH TIHI N B 2= 5 AR 140 N 15 5 1% 3 B0 s
ko

9. MRIEACHER 7 Fri’ 254, A TI0H N B 2= 5 E AN 1 5 & 3 s ieis 1k
FEUR ZIEN BRI



CN 101309900 B W F OE Kk P 4/4 T

10. MRPEABR R 7 Brid i 259, AR EE 52 5 IR A L 15 5 1 & s e is 4L &
S BB 8677

UL ARAEAURIESR 7 Bk (K 254, HeRIAE A 35 385 DI IV SOE A R K7™ A2 S IR0 11
TREAN / BRI o

12, RAFACFIER 7 ik i 259, AR B T a3 5 DR I 4 IR A 15 5 4% & sl i
A= AL SRS A T B K TR AN/ s )

13, MRAFBRIEER 7 Brid (¥ 254, JLRIAEMCUIAE O PR AT/ 57757




CN 101309900 B OB B 1/249 T

BACGRHRITEY

AR G

[0001] A WIS KA D WIAE. I AE T AR 5« SR TP I 7 A I L 22 4 B 380 55 ) 2% Fof
PR IR AL/ SR T 500 B8 B4 G A FE 2 T ik S L A & ) AT S
B ARG A AL AN N A L I P g R S ot A M ) AR N P £ S A S B
BT TNF- a S5 RAEA B AE R EH o

B=EA
[0002] VI AE fe — A pt 2R A T 40 VR S e I T JB JONE B R i 3 A 1R 4 B 1 ROIE I
FEREHL (SIRS) , 2 — M PEAT IR Ve BiAs B S0 I m] P EUL TS - IUAEXS T IR AE AT

BRI ZIAR 2D, B A Ry A M TP RGBT R o SR, B T B m A R B E AR,
BIT I R AR LR (B, 22 WAELRISCHR 1)

[0003] 1 4 4 i R AL e 7 BN B2 2 (IR 2, LPS) , AE T HRAZ 40 . B mak 40 i | I
BN AR AR, SIS TNF- o 28 &R RORES BRI FE ™ A2, B T4 SR RO0E SOV, 3
5 R S ) Y PARAE I B ] S I PR B A, I (9, 2 WA TR STk 2)
A2 T iR 22 R HLE 7 GE R I IR B A 83 55 CD14 (54, At e g 40 Jf 26 1 A Th R M 52 4
f¥) TLR4 (Tol1 #E524K 4) , WG LA LN A5 5 4% 3 (ltn, 2 WLAELRISCHR 3) » b | & LLRE
A RER R Z AN 2o PR, S0 N 75 325 1B H 4l N 15 9 1% 5 4l D Vs 4L
FILGIE ) TNF-a 55 JRE A 00 B2 7 A g AR R &8 A 40 i N 25 A0 o, B oA ok ] L2
W HILE R 25 B A 7 50 (A4, 25 WAR LRI SR 3 AR LR SCHR 4. A SCHR 1 A0&H) 32
ik 2)

[0004]  FHNEEER S AN A E 515 T B MeIE 40 S L5 TR ) TNF- o 55 RAES s )i
P 7 A2 S 5 PP 4 2, B b IR WIS 2 A, 3 T SR 1t A g e 0 2 i B AL | g DR B Ak
ERTEAR G TG AS B /O3 BE PRI B PRI JFRORE R & i BUBUAS i 2> B &
I T2 FEAE 5 16 AL 2R 1S R HE S5 B Y. 4 B SRR e B g i I L B R R R VE
R FE 28 L9 S5 R A ) R Ok g (AN, JE LRI SCER 5 FE A SRR 3)
[0005]  [AlUt, HLAG 4 H N B 5 | B 4 i 15 1% 3 B A0 RS Ak B 3L 51 1 TNF- «
S5 JNEST TR B 7 A S A T 4 i N AR FH BRI B, A A Ry X 8 A A ST A/
BRIRIT A R A BT RG]

[0006] [ AEEH)CHR 1]11gbal et al., Expert Opin. Emerging Drugs, Vol. 7, pagelll,
2002

[0007] [ dEEH|CHR 2]Hawkins et al. . Current Topics in Medicinal Chemistry,
Vol. 4, page 1147,2004

[0008] [ EEA)CHR 3]Beutler, Nature, Vol. 430, pages 257-263, 2004

[0009] [ EEH)CHR 4]Kakutani et al., Inflammation Research, Vol. 48, page 461,
1999

[ootol] [ 3¢ & #H| = R 5]Donald N.Cook et al., Nature Immunology, Vol.5,

6



CN 101309900 B OB B 2/249 T

pages975-979, 2004

[oo11] [ &Rk 1] HARLHE (AFH) %i's 2000-178246
[oo12] [ &HISCHR 2] HALHHFE (AH) %5 2004-2370
[0013] [ &HISCHR 3] EFR2JF WO 00/41698 /M1

RIPAR

[0014] U BH BT LA R (R B A 1] 7

[0015] AR Tk BAIE H ARSI ERAZ 40 M B4 M 8 7 R 4 e
XA A 5 T B A M yE A B L5 DI TNF -« S5 58030 A JT (197 A8 25 55 P 4l o 0 25
TERIAL S, XT3 PP AR G ST A DB AT I 25 BEVE R U AT T KRB 9T, &5 R R I A
AR EES WA EEAT AN THERIERN RN E 514 S804 g 15 R
(R RAEA B AL 55 5 P 40 e N 2 B e i dE L, AR A W B R S B R S M i E 5
A T BCAH HLE AL S EL 5 [ AES 1 25 Al 4 L S 25 A S 1940 T I e S5 25 ol s 1) P A/ BB T
A, N5 T A% B

[o016] A Jx B4 ik HAAy o) Py 55 22 9 1 I 40 e N 15 5 A% 3 el v A S L 51 1)
TNF—a S5 SNE S BRI B 7 A S 4l M By 25 H I BRI I e fir A= HEmT 25 F 3 HL i i
TiE UL AN TR S E R4 N 515 3 504l g 4 S B S L 5 1B I TNF- o 55 28 5E A i
(R B A S K R A I NS 5 1B I B TR AN/ BT IR B & IR BRI G R
FTEEE DA BRI 259 o

[0017]  ffEREA ] IR T7 1%

[oo18]  HIJ, A/ BHERAE

[oo19] (1) 1 (1) FoRBIbEW eI 25 H 2

[0020]
0
R', i
( \ N C—OR?
Y B R® !
p N, O
: S
' A m 02

[0021]  {H+,

[0022] X FY RARKREGILEE T B IR IE T —RIE IR A R, 8 XY —ie sk
7NFR B IS, B X R Y 22 R R AR 1.

[0023] )X HY K/R 5F B kIR A& TE R A ZEHET

[0024]  FF A Ko 3 ~ T JLAHIN [ FEZAHA IR, XFL Y % A7 iR sk kA 7~ B
AANRFZEHE] RERERFEOTHE B BUCIEA o BFEFHURIT C-Cy Btk C,—C, It
Cy=Cg BRIE B C,—C, e BESEE ) AR 7 i IR 7~ HAT 5K S0 2R AR A X S0, 12 A (4T
_/[\’

[0025]  IZZMIRFRAT]EE AERIEE, BrT LU 3 ~ 7 JCAYH IR 3 ~ 7 JUHBEIE AT A
NI 57



CN 101309900 B OB B 3/249 1

[0026] P A £ FE AR BLALHR, AT AAH R BN R 1~ 4 A28 B AZE Bl %5 (thioxo
group) JHURIEA]L o FRAEE C-Cs Btk

[0027]  Wf 1 ~ 5 ANk AEREA o BISEFIEURE C—C, Rk

[0028]  WIH% 1 ~ 5 Pk BRI a [HEEFIEACH C,-Cs Jadk Al

[0020] W[4 1 ~ 5 Nk HEUREEL] o« MIZEPERIT C-C BRIt I A EUAR . ]

[0030]  B%3 3 ~ T UGN CZINGEEE AT & A AN HURI B, 1T 5 3 ~ 7 Jud Rk 3 ~
T T BEFE I T B ER BRASER, B8 A AR IR B3R, W B AR R BN R 1~ 4 A3k B EUR
A o ANEE C-C it

[0031]  mf 1 ~ 5 Nk ABAREA o FIERBURE C-C, Kt

[0032] W4k 1 ~ 5 Nk EEUAREELL o MIZERBIEARIT C-C, IhdE R

[0033] W 1 ~ 5 Mk AEREA o BIERERBURE C-Co HeIEF ZFEUR. ).

[0034]  2)X FIIY —#dRK/RH B FIHARIER -

[0035] X FH Y R Mo 28 BUmm i 22

[0036] 1 Fllm 7 AAMAZHIFRIR 0 ~ 3 3L, H 14m A 1 ~ 3.

[0037] R' FTorml ik BHERIELL B FIEREEAL v PR AU R R Ie 5 RN
TGRIZHEARTR C—Cop BEHE C=Cyo MR L C,—Cyp MMPEAENEIE | Co—Cy MRFREI C—Cy BREE ) <

[0038] W@k HHEURIELL 6 (I HU R REL

[0039]  HA X OR (WIEF R* RARSR Pk ik BRI B FEREEA v (HZEH
BRI D7 e 2, i e Dy e 2k 5 iR R ) 8%

[0040] J&7.

[0041] n 38R 0 ~ 3 [FIEEEL,

[0042]  R® FRIREURF A4k HEURIELL B AU C,—Cy Rk s AT sk FH B IE 4L
B BB C—Cy Mgk BURT Bt H HURIEAL B AR BT C,—Cy BRI

[0043]  R®R/NTIHEE B EURIELL ¢ (LB RIE  sonT ik HEURIEZL ¢ (WL
AR 5~ 6 Ju2 79k (I 5 A 1k HER T ARUR TR 1) 1 ~ 3 D240+ ) o
[0044]  R®FIRGJR T A4 L HEURIEZ B HIFEFIHUR Y C,—Cy e 3k . T gl ik F AR Z
B BB C-Cy M BRI HHUIEAL B ISR FIHUAR C-Co Lo

[0045]  {H R’ Al ik BHRIEA ¢ HIEEFBURIIZIERT, X fTY FRoRk Bid (1) 5% (2) .
[0046]  HUAREEA a EIR -

[0047]  FRHE R C,—Cy BEfaldE MK C—C, FedldE JRIE | C-C, HedldE — FRIE

[0048]  WIHIEH C—C Stk C—Co Midh s C—Co FLE C—Co FEBEIEER C,-C; Mt — BRI
LTI 2 2 A A

[0049]  H A NRR™ (ML .

[0050]  R®FIR" % H AR R AU T C=Cy Be i C,Cy Mk C,—C R C,—C, BEMEIEEN
C=Co M2k — L, 55 R FI R BEA AR T — I 4 5 .

[0051]  HUARZEEA B o -

[0052] Mraa 2k IRk IR 2 C,=Cs ySE SN C,=Cs yS T 1 B SN R S 1 S 7 5N Ci=Cyo
PAadE — Pk C—Cy BElREE C,—C, M — BRIE | C,—C, FEMEAEZE | C,—C, Mgk — BRIBEAEIE
[0053] Wik H C,—C, bk AREE . C,—C; BRI C,—C, Heda 5t — AREE MR FIHUAR ) 2 5 F

8



CN 101309900 B OB B 4/249 T

e

[0054] W4 C,—C, HEAEECRIEHRAAC T LS ;

[0055]  WHf C,—C, HeFEi AR AL U ) 2 55 AP IR AL

[0056]  C,—C, Frltz it C,—Cy, Hed it - FBEZ A C,—C, Fesl s — BRI AIE AT 1 C,—C,
Hot J B EE A IR o

[0057]  HUARZEEA v o -

[0058]  Z%IfFE. C—Cpo FAGEARIE . Co—Cy J7RIE CCpp 7 BEARIE IR C—Cy MM
WidE Co=Cho FIE CCyo 75 eI I AL IAIRIE L A4 IR R IESE L AL AR IESL . C—Cs FRBEAR
BE - PRIECCy 7RI — TRIE L C—C oo FREARIE — TRIE AR L C—C 7 28 — FRIE . Co—Cyg
JiHE - WA L Co=Cy D7 AR — BRI EE L C=Cy 7R — Pl aIE . C-Cy D7 RS2 - ML
R CoCyo RS — IKIEEIE | C-Cpp HREEIE — TRIEARIE | C-Co I BE AL — TR
FnTH ik B EURIELL B ISR CCy J57 55

[0059]  HWAREEA 6 Kok -

[0060]  FRAEAHEEUEE I IR C =Gy ottt s AR C—Cy HEE C—Co et 4R C—C; 2
IRV C—Cy BEREE L C—Cy BEfa At — FiEE . C—C, MR EEE . C—C, el 2 25 IR AL
C,—Ce ot 2 — FAE LI L C,—C, I — PIE C—C, bt — EEE I WEAE 1, 3- W C,—C,
frdk HAANRR 2R (R° AR HEURIELL o i R FIRT [F] ) \Cy—Cs FBEdE . Co—Cyq
FFHRERN 5 eI

[o061]  HUAREEA ¢ KoK -

[0062]  FRHEAHFE FIE . KR P\ C—Cyy FEFE RS C—Cy, ik« 4R C,—C,, Fidk. C,—Cy,
PEASE AR C—Cyy B IE RIE, C—C, BEBE JE. C-Cy, e8Ik — BRIE. C—C,, FEBE 2 I
C,=Cyy Bl dit 2 WEIE . C,—C,, BidE — SR WIS . C—C,, esl s — Ik C—C), itk - &
FEFRWEEE 1, 3— ZRANE C,—Cy, BEdE A XU NRRT (R (R R RT HHURIEA o« i R°
IR [E) X )« Cy=Cy FRe e C=Cyp FFIEFN 5 JCATFHE |0

[0063]  (2) Rl L& (1) FridbE e dtrl i, b 1 250, m 2 1 ~ 3 B34
[0064]  (3) MRl ik (1) prdmtb & pekLn] 55, ok 1 25 0, m 24 2,

[0065]  (4) FR#E Lik (1) ~ (3) "PAE—IUTR Mk & ek L nT 25 #h, o X ALY 536 B
(R T — A T R A,

[0066] PR A Ky 3 ~ 7 JLINIAER [ 7R8I RAT, X Y & B iR Rk B i+ B
NR (IR (R RRE R F ol gk A BURIELL o [MFEFIEURI C—Cs JedE . C—Cq Mk
C,—Co I VB C,—Co BEBESE ) AR 7 B St 7~ A 2 SO 12 AR BA 28 S0, I 1 h I4E
#/[\’

[0067]  ZAINIAT] S 5 ~ 6 JTAAIE MM EH 1~ 2 MR/ BUEER F1EN
ARIRT) B D ~ 6 TUHBE IR T U PR B AR

[0068] IR A ELFEEHIIAFNALER, WA AH FIBASFI 1 ~ 4 Nk BTSSR EE A
a R C—Co e BRI 4 1 ~ 5 ik HEUREEAL o [MZEFEURR C,—C, Bkt 125 1 HL
]

[0069]  E# 3 ~ 7 JTTHIFIENGEIEIN (%3 ~ 7 UM EERE IR T 1 | ~ 2 N3k HFR 3k
PR, 2- TROHE1,2,3- ZRFHE1,2,3,4- PUR T EM 2B E R ),

9



CN 101309900 B OB B 5/249 7T

[oo70]  (5) MR¥E Lk (1) ~ (3) HAE—Iiprd b S s n] 2 2, Horp XY o 5

B Ak IR — R TR R A 3EHT,

[0071]  FRA K 3 ~ 7 JUAHEN [iZa 3R Eirp, X MY 5 B AhSZ 7R 18 H R S 1SR 1

iR 2 A 2 SO B BIALEAA 5L S0, LRI A —A1,

[0072]  ZFIRIRT] Y 5 ~ 6 JUAIAEN CIZAMIEAH 1~ 2 MR/ BUERR 1B R

FJET) B 5 ~ 6 JTLMBEIE I T A IR B IR

[0073] 3R A BLEEFARAFIZLEAR, AR RIBAN R 1 ~ 4 ANk B A2 i i 25 iUARZE A

a FIATHE 1~ 4 N EBBUREA o MZERFETHE C—C HEds h 35 FTHUR ]

[0074] B 3 ~ 5 JCHEBAIINGEIEIN (1% 3 ~ 5 TR T 4 1 ~ 2 ML H R &,

1,2- 23 1,2,3- ZRHFEE,2,3,4- PR T R OB MR AU ) ,

[0075]  (6) ¥ Lik (1) ~ (3) HAE—I R b G s LT 2 2, Horp XY #on 5

I B IR IR B s A BI5EH,

[0076] PR A K3 ~ 7 JLINIRER [ 1% 3 ~ 7 TTAA M A IR L8 R R (oxolane)

DO el PUE R 1, 3— U IR 1, 3— ke 1, 3—- e R e 1, 3— W ¥R 1,

3— TWERELL, 1,3, 3- PUSEAR 1, 3— TERRIR 1, 3- AR IR 1, 3 M AL Ok ER 1,
S PEGE,

[0077] IXLEILIRINA] 5 5 ~ 6 JCARHEN (1% 5 ~ 6 JUARFRFR 4 VU SRR | VY ZUnE i itk s

FeWRIEBY 1, 3— ZHELE ) B IR — B b A BB 3R,

[0078] B A BULFEFIERHIZLIR, HIHE 1 ~ 2 A1k A MAEUE Ol 2k AR 4] o CHUREEA

a RRFREEFIHA ANRR FIZEH, R FIRT 25 B 7R /R &R 78R C—C IR )  FRZE,

LR 1~ 4 DREEBACH) C-Cy R FIIA T,

[0079] B IANZEERIR AN M ZRBIA B4 1 ~ 2 MEERFE 1, 2- =

BOHE,2,3- ZRNEEM,2,3,4- IR T REMIEFER) ,

[oos0]  (7) #R¥E L& (1) ~ 3) HE—Ird b s &L, b XA Y Rox

B K R 1 — R TR R A 12EHT,

[0081] IR ACH 3 ~ 6 JTUAFAIN (LA N IRA LE PUSIWeRR 1, 3— 4R 1, 3- =

WERE 1, 3— M IR 1, 3— MEEE 1, 3-SR LI IR AE B 1, 3— S8 A4 IR Ot , IX L L IR IR A]

55~ 6 JLIIA (1% 5 ~ 6 JUAHAI A PSR , PUSnbr EY 1, 3— gkt ) B 2RI

— BT A SRR,

[0082] R A RLFEFIAFNZLIR, Al 4t 1 ~ 2 ik H BRI o [ BUREA o RpRBEEMA

ANRR A R AR 45 AR R SR Tk WS ) 1 A3 OV BRRE L 2- =

BOFHE1,2,3- =AM 1,2,3,4- TUE2 T IEMFEFRAL ),

[0083]  (8) ##f bk (1) ~ (7) FAE—IpriR L G ei il 25 2k, Hrh,n 5 0 8 1,

RY AFRIE A T C—Cy BEdE B C,—C, St del i,

[0084]  (9) R4l bk (1) ~ (7) FAE—IpriR LG il 25 2k, Hrh,n H 0 8 1,

R A R o R 5

[oo85]  (10) MR#fE bk (1) ~ (7) FfE—Wi R AW e nT 25/, Hed,n ko0,

[oose]  (11) AR¥E Fik (1) ~ (10) FAE—I PR AL &P el Hn] 25 1 2 /EEP R* 4y C,=Cq

fidk,

10



CN 101309900 B OB B 6,/249 T

[0087]  (12) MR Eik (1) ~ (10) HYE—I TR L AW skLnT 25 H &, 2o, R 0 ¢,-C,
Frid,

[o088]  (13) A4 ik (1) ~ (10) FAE—TFTd k& sk nT 25 2k, S, R b 2,
[0089]  (14) #3# L& (1) ~ (13) T —IATR AL Ak T 25 1 3, o, R AT
I BHBARIEA e PRI RES BT ik B HUCIEAL e (RZEHTHU R mEng &,

[0090]  HUARIEAL ¢ AT C,—Cy KEEEF =48 C,-Cyy K,

[0091]  (15) #R¥E L& (1) ~ (13) PAE—TUFTAR AL S el S nT 25 £k, Horr, R® ] 4
EABRIEA ¢ MZEFEUR RS BT gk B BURIELL ¢ (WIS EUR LS L,

[0092]  HUARZEA ¢ MHEIR T FEIR T IRIR T C—Co FEEEM iR C,—Cq It st

[0093]  (16) #R¥E Lk (1) ~ (13) FAE—TATR AL S ek S nT 25 26, Hodp, R ] 4
HEEEAREELL ¢ MIEFEAR RS,

[0094]  HUARIEZ e MR+ RRTFH C—Cy HidE,

[0095]  (17) #24% Bk (1) ~ (16) HTE—IATR AL A ek nT 25 3, b, R A SR
T8 C,=Cy B,

[0096]  (18) HR¥E Bk (1) ~ (16) HT—IATR AL A ek nT 25 3, b, R A SR
TECR

[0097]  (19) #R¥E Bk (1) ~ (16) HE—IFTR AL A ek nT 25 3, b, R A SR
¥

[0098]  (20) X H Ei& (1) W FRLEE T2 -

[0099]  8-[N-(2- & 2K &) & M WE & 1-2,3- — (3 F 3 )-1,4- — 5 24 2 [4.5]
%% —6— fi 7 TR LBE.

[0100]  8-[N-(2- S A3 ) FEEMEEE 1-2,3- — (1,2- "R )-1,4- "I [4. 5]
%% —6- 4 —T- PR LME.

[0101]  8-[N-(2,4- —H K& ) ZBBEE 1-2,3- = (R HHE )-1,4- Z5H 34 [4.5]
%% —6- I —7- IR LNE.

[0102]  8-[N-(2,4- " J 3 ) G MEWEE 1-2,3- — (1,2- “ R LK) -1,4- " H iR
[4.5] %% —6- 4 —7- TR LR

[0103]  8-[N-(2- &l —4- & & 55 ) & W B 5% ]-2- 72 A & —1,4- = 4 7% & [4.5]
%% —6- I —7- IR LBE.

[0104]  8-[N-(2- &l —4- AR ) EEWE 1-2,3- = (BRFE)-1,4- Z4H4E [4. 5]
%% —6- I —T- IR LHE.

[0105]  8-[N-(2- & —4- %L ) |BEEEIE 1-2,3- = (1,2- —F LFH ) -1,4- —H 542
[4.5] %% —6— 4 —7— FR LBs-

[0106]  8-[N-(2- &l —4- AL ) FBAWEE 1-2-(1,2- R L ) -1,4- 54 [4. 5]
%% —6-Jf —T- IR LBE.

[0107]  8-[N-(2- & —4- AL ) ZMEELEE 1-2- (1,2, 3- =R ) -1, 4- 54 [4. 5]
%% —6- I —T- PR LBE.

[0108]  8-[N-(2- &l —4- WA EL ) ZBEWEE 1-2-(1,2,3,4- YR T 2 ) -1,4- 5418
[4.5] %% —6- & —7—- TR LME.

11



CN 101309900 B OB P 7/249 T

[0109]  2,3- = ( OWEEIEE T ) -8-[N-(2- & 4~ AL ) ABELIE 1-1,4- 5 443
[4.5] %% —6-J& —7- T L8

[0110]  O-[N-(2- &l —4- J R &) &Ml 2L J-3- e &L -1,5- — 4 A4 & [6.5] + —
Bt —T— 4% —8— PR LB

[0111]  3- £ WEZ I —9-[N-(2- & —4- AR KE ) 2 BRBEEE 1-1,5- 4 4%18 [5.5] +—
bt —T— 4 —8— PR LB

[o112]  9-[N-(2- 50 —4- W AREE ) @MWk 1-3,3- = (R E ) -1,5- Z4 4 [5. 5]
+—kE -7- & 8- T L LBk

[0113]  8-[N-(2- T2 —4- HRE ) MR 1-2,3- = (FRFE)-1,4- Z5 %R [4. 5]
& —6- 4 —7- IR LME.

[0114]  8-[N-(2- T 2% —4- A ) &ML 1-2,3- = (1,2- R 43 ) -1, 4- 5 iR
[4.5] %% —6-J& -7 T & LEE.

[0115]  8-[N-(2- C R ZFE) M BE 3 1-2,3- = (B H E)-1,4- ~H i [4.5]
2% —6- I —7- IR LME.

[0116]  8-[N-(2- CAEZEIL ) GURAMERL 1-2,3- = (1,2- — B LK) -1,4- 5242 [4.5]
2% —6- I —7- FER LIE.

[0117]  8-[N-(4- 35 —2- CIHRIE ) B 1-2,3- = (2P ) -1,4- Z5 %% [4. 5]
2% —6- I —7- FIR LIE.

[o118]  2,3- = (1,2- ZR 43 ) -8~ [N- (4~ 5 —2- IR ) ZMAEEEE 1-1,4- 444
[4.5] %% —6- & —7- F L L8

[0119]  8-[N-(2- PE L K &L ) &M mE 3k 1-2,3- — (B H &) -1,4- & 212 [4.5]
%% —6- I —T- PR LME.

[0120]  8-[N-(2- PEdEaRHE ) GmalidE 1-2,3- = (1,2- “F &) -1,4- 542 [4. 5]
%% —6—Jfi —7- IR LG

[0121]  8-[N-(4- %l —2- BRI AREL ) SUBHMES: 1-2,3- = (&) -1,4- 5 4R [4. 5]
%% —6- fi —7- IR LTE.

[0122]  2,3- = (1,2- —FR L3 ) -8-[N-(4- G\ —2- BRI AR AL ) & BAmEAE -1, 4- — A iR
[4.5] %% —6- 4 —7- TR LR

[0123]  8-[N-(2- R 2K &) & M BE & 1-2,3- — (3 P 3 )-1,4- — 5 24 2 [4.5]
2% —6- I —7- IR LIE.

[0124]  8-[N-(2- VR ZEEL) FREMEHE 1-2,3- = (1,2- Z R %) -1,4- ZEH 302 [4. 5]
2% —6- 4 —T- FER LIE.

[0125]  8-[N-(2- &l -6- FAELIRIL ) ZEEEE 1-2,3- = (FRFE ) -1, 4- 5 4R [4. 5]
Z% —6- I —7- FER LME.

[0126]  8—[N-(2- G —6- AR AL ) &ML 1-2,3- = (1,2- R 43 ) -1, 4- 5 iR
[4.5] %% —6-J& —7- F L LME.

[0127]  8-[N-(2- ¥R —4- | AAE ) @MW 1-2,3- = (R P E)-1,4- Z4 4 [4. 5]
%% —6- 4 —T— R L8

[0128]  8-[N-(2- ¥R —4- 3 ) 2 BEEIE 1-2,3- = (1,2- ZRR &H ) -1, 4- 5 IR

12



CN 101309900 B OB B 8/249 T

[4.5] %% —6-J& —7- T LR

[o120]  2,3- = (& A1 26 ) -8—[N-(2- [l &k o8 2 ) 2 ffi Bk 26 1-1,4- — 4 % R [4. 5]
%% —6-Jfi —7- PR LM/

[0130] 2,3~ = (1,2- R LFE) -8~ [N- (2— JRIEHRIEE ) &AL 1-1,4- —5 4R [4. 5]
%% —6— 4 —7- PR LME.

[0131]  8—[N-(4— Jt —2— JIEEZRIL ) ZMAELAEE 1-2,3- = (FRPEE ) -1, 4- Z5 %% [4. 5]
%% —6- Jis —7- IR LR

[0132]  2,3- = (1,2- Z“FR L3 ) -8-[N-(4- G\ —2- I AREL ) 2 BAMEEE -1, 4- — 4 iR
[4.5] %% —6- 4 —7- TR LR

[0133]  8—[N-(4- 9pl —2— SFFE 2R3 ) GUEMER: 1-2,3- = (&) -1,4- 54 [4. 5]
2% —6- Ji —7- IR LME.

[0134]  2,3- = (1,2- ZFE 43 ) -8-[N-(4- G —2- L KIE ) FAIEAE 1-1, 4- 5 iR
[4.5] %% —6— I —7— IR L5+

[0135]  8-[N-(4- 3 —2- WEEARIL ) ZEEEE 1-2,3- = (FRFE ) -1, 4- 5 4% [4. 5]
2% —6- ¥ —7- FER LME.

[0136]  2,3- = (1,2- —FR L3 ) -8-[N-(4- 9 —2- NI ZRIE ) ZMAmEIE 1-1, 4- 4 viR
[4.5] %% —6- 4 —7— R L5 1

[0137]  8-[N-(2- & —4- WRZE ) N- I EmMEIE 1-2,3- = (BRI ) -1,4- 5 v
[4.5] %% —6- & -7- FEE L.

[0138]  (21) & Bi& (1) ~ 20) FYE—TITR LAY ] 25 F 3h VB A 208 o 1 24

)

v,
[0130]  (22) MR LIk (21) Pk a2y, T T30 a5 22 5 I A0 A 15 5 1% 5 B
s AL,

[o140]  (23) #R4fE Bk (21) PRk 254y, A TIIHIN 82 5 E R4 RN E 54 a4
J v A6 BUR RAEA T,

[o141]  (24) #R4R bk Q1) Rk 254y, HH TSN FE= BRI RN E 514 84
A S 35 1 TS B v T T )

[o142]  (25) fR4RE Lk (21) PRk 259y, SLAAE N EE 3 5 A B RAE A B ™ 4B/ S IR
IR / BE 7 7

[0143]  (26) #R4RE bk (21) Frik iy, HHMEH THERIIENH RN E 514 84
AL A2 I RAE A BT 3 B B TR A/ B8R 97 5,

[o144]  (27) M4 Bk (21) Pk 54s, o A AR IRE iy by f0 / BG97 571, BL

[o145] (i) WERSIEMAMRAKE 5L S LAMRHNE LT RE INF-o 5 R0E
IR B A A 70, (11D Brdk 48 N IR S 4% 5 S TA I 115 515 30T
PR RAEAT T T R R I A/ BB U5, A FE R E R R (D) ~ (20) HAE
— I ATR A A P B A] 2 Eh s SR s (IRIEN ) .

[o146] R EHIIZA

[0147] AR EAERX (D FEACHEEATAEY, s RS RNARAE T4 T8
MG S L AR TNF- a S5 SOREA B B 7= A= 30/ E 0 AE 9 25900 Rl a2 A

13



CN 101309900 B OB B 9/249 T

H P 240 A 5 A S S 3 A B S B0 JROIE A0 B i 5 | A 1 sl i 17 o 4 ) Rk s
AT AR K IS RS AR S5 B PG AN R o038 Bl BRI Bl PR ROIE S 571 R OB B
B B G B A A R AL 2R S R e SR 2 B SR AL R L B I AE L
NN N BN N = iR R 0 A R T R i WA

BALHEAR

[0148]  R'.HURZEZL o HURIEAL B HUREEAL & FIHURIEEA ¢ 1w P “ xR,
40 R R R T VR IR B

[0149]  XFF R, fLik R F ol AR 7, EARERIRF.

[0150] X FHURIEL e , LA FIR T &R TR IE T, FILE AR TR T
[0151]  FR A Al &4 1 NR ZE. 50 A FIEREE, RYS REL R RO ROV IR AL B (HUARFEAL ©
MEACEEA e M@ ) “Redd” h B S RE bt .

[0152]  BF A WI & A NR R SO “R] gk B BRI AL o R C—C, Hidt”
1) “C,=Co BEIE” s 8 A EARIE R 2 R “ml g | ~ 5 ANk BBV o FSEAER T
Cy=Co JEIE" 11 C=Cy e IE 7R T R® 15 SCHR I “ ] it B EUARIEAL B U C,—Cy
BEFE” 114C=Cs K7 HURIEZL 6 (R FIRT (1958 A1 “C—Co BE2E”, B0k I 458 1
NEE N IE T2 T T T GRT . ER IS TR I 2- FE TR I 1- &
FENZEIE O Ok 4 PIENIE 3 IR 2- IR 1- R 2E .3, 3- Ik
THRL2,2- THRETRL - CHETRL2- TRETIHLL - CRET R, 3- HE
THEL2- CHET RS,

[0153]  “C,—C¢ et A, BF A W& 1 NR FEARIE N AR,

[0154] 3 A FIHURIEARIE N C-C, bidk.

[0155]  R® flLik A C—C, fidik ARIE Ny L2k

[o156]  R* RN L.

[0157]  R®FH R™ 43k ky AR

[o158]  HUARZEEAL & LA C,-C, bk

[0159]  HWARZEZ e 58 L) “C—Coy BE2E” A “ININZEE C—Cpy BEFE7 1 C,—Cyy St 2, 1
WA B3k “C—Cy fedt 7 A dk L T3E B8+ ek DU R 2%

[o160]  HWARZEEA e 08 L) “C—Cyy 387 IRIE R C—Cs bl

[0161]  R' 58 X “C=Cop BEFE” BTN IR “C—C #3877 ke ki b
Ptk T\ Bt T IUEE . R . IR C -Gy R, AR N A

[0162] PR A FIEA [ NR JE 3R A UEUAREE R RSV RVRSRT R IR AL o i X i “dis
57O EREECCRER .

[0163] R 72 XA “CCo M35 7 Bt hy, 2- INIRZE . 1- R —2- TR L 2- I -2- TR
Wik 2- L5 2- WIEE.2- TRE L I-FE 2-THRE L.2-FE2-THEL.1-&
- THEL-THELI-FE3-THEEL.2-FE-3-THEEL.1-2E-3-TH
12— I - AL —2- i gt 2 O —2- R 33— s 2 1 AR -3 e 2L
2—- L -3- B A- sk 1- 3L —4- @2t 2- 3L —4- dmdt . 2- O3t . 3- O
A OREEEL 5- CMRES, LIk R C—C, It

14



CN 101309900 B OB B 10/249 7T

[o164]  Bf A RIE A1 NR ZEIE U ) “ Rl it B BUCIEA o« [ZEHTEURIY” C-C, Mk
[ “C=Co M E" s 38 A BRI 8 AP I “ Rl 1 ~ 5 ANk HECEEZL o B9E BB
CoCo JRFEIT” 1Y “CyCo ML SR AR I SCH I “ Rl gk H IR B B9 BE AR
CyCo MFE" 19 Cy=Co MR35 sR® R RT 1952 SUH I “CmCy 57, U0 A L IRFE S IR “CyCy I
B IEH CC, MdE

[0165]  FR A FJ & 1 NR JEBR A FIHUCIE R VRPGVRPVROGRT FHEUACIE A o f5E S iy« b
57N ERE R A

[0166]  R' 72 LA “Cy=Co IR, U1Ky 2 PUBRIE 1- FISE —2- AL 2- T hIE 1-
20— THRFE - OF —2- THRFE 3- T hdb 1- FIEE -3- T g 2- 3L -3-THd 1- &
J -3 TR 2 A 1 B -2 R 3 OB 1- R -3 bR 2- R -3- K
I 4= PR 1= B —4- gt 2 L —4- BRIk 2- COpREE 3 T 4- Tt
B 5— CURZE, LIk C—C, JidEs

[0167]  FF A WI &A1 NR ZE1 & U 1) “ Rl gk B BUCIEAL o« [RZEHETEUR” C,-C, Bk
1) Cy=Cq JRIE” s IR A [IEARIE R 2 SR “ml g | ~ 5 ANk BBV o SEAEAR T
Cy=Co BRIE[1]” [ “Cy=C HRIE” SR® AR (152 LRI “mT ik B HUARIE4L B 25 BUAR
C,=Co BRIE” 1) “ C,=Cy BRIE" R FI R {1152 H I« ComCy SRIE”, B U1 Ky LR FE L 138 “C~Cy R
B ARIER CC, k.

[o168]  HUARIEZ & AR e My i “CoCo FRGEE, 19t Ry IR TR 225 IR IR R B
Ko,

[0169]  BF A JE LA “3 ~ 7 JUHMBEIEER” W] L&A AN AR, 20 a0 A IR BE ER T
Ft IR BE IR B S Ot BR O FF C 0 R PERE B B 4

[0170]  FiR“3 ~ 7 JCHEEEEER” A 5 3 ~ 7 JEARREREL 3 ~ 7 JCERGERE R T AR B B
BEER, IR IR A Ry 2- 482 - XGE [4,3,0] T4 —8— W3k, 3- 424 - XF [3,3,0] 7
fot —T- WHE. 2,4- "5 -2 [6.6] ¢ -8— WH XA [4,3,0] Fhe -7- WH 2 [6. 6]
+—kr 8- W R,

[0171]  EIR“3 ~ 7 JTIRGEEE IR “ ] DIASTE R 31 BB R, m 4 A7 48 2 sl i S5 AR
[0172] X F L3R “HMBEEIR 7, RBEEI A T B2 3R AR B L BE A T FRBE IR A 1 R
WAl LB AR RIS AR 1 ~ 44 (k1 ~24Y) e ABUREA o RNZEE C-C, fedt 7]
e 1~ 5 A1k BEUREEA o« MIZERIHUREY C—C, ek AT 1 ~ 5 ANk BHUREEA o« 15
PRI Co=Co M 2ERTI A 1 ~ 5 MNE A BUREA o MR C-C BRI i A
fRo

[0173]  REARIENG] T4 «3- AR b A R Ot 3- R R A ke 3, 4- R4
W pEA- PR ORE 4, 4- R FERCH3-(, 2- ZRLE) Bk a-(1,2- 5%
LE) BOke3,4- = (1,2- ZR4E) ik 4,4- = (1,2- 3R L) B ok.3-(1,
2,3- ZFRNE) Bkt 4-(1,2,3- RN ) BOk.3-(1,2,3,4- W52 T &) Mk,
4-(1,2,3,4= 952 T 28 ) MOkt 3- SHRIRIEIF bt 4- CERIEM T hE 4, 4- = L5 RIE
W OpE 3- 2 PRI Boe 4 2058 FRIEIE Ot 3- SBRZ IR e 4- S Wiz 253 O
B3, 4— . OWREEE AN BT 2, 3,4, 5- PUFRIEXUIA [4,3,0] Tkt (S BEAGIIALE N
8= 7. ) 3= FA% - XU [3,3,0] 2kt (5 BEEGHIAEN N 7T-47).2,4- ZFHHI -3- 4

15



CN 101309900 B OB B 11/249 71

% = B [3,3,0] 2kt (53 BEEAHIAIEN T- 7)) F2,4- Z5 % [5.5] 4t (5
WBEATIAEN 911 )
[0174]  f A & X “IRGERERR, 48 LIRE A, RIE R 3 ~ 7 e bidk ¥, 1% 3 ~ 7 oo
FREEM AT 1 ~ 2 MR AR BRE L, 2- RO 1,2,3- ZRFE,2,3,4- TURT
FER LW FE P A FE A AR, BEARIE AT A 1 ~ 2 MR AR, 2- R 23 1,2,3- =
FRNZEE 1,2, 3,4- PUFR T SR S Wt SE I 2 AT HUAR K 3 ~ 5 ST IR GE IR, 45 A3k A T
Bl ~2 A ERFRREL2- TRE1,2,3- ZRFERM 1,2,3,4- PR TR
HOBZNVNE S5/ 87 N 52 8
[0175]  R' 52 LA “Cy=Cyo FREIE ", 1 U0 R BRI 26 L BR T 358 3R 056 IR O3 IR B AL B R
3
[0176]  R' 52 LA “C,=Cyp FBEFEIEIE 7, 491 L1 Ay PR TR 56 AR S L BR300 AR 6 L3 O AR AR
WRBEE L, PRI C,—Cy MBedibid, SEARIE A C,-C, FRkedbhidi.
[0177]  XFTER A XAH“3 ~ 7 JCHFI7, P S-A 1 XA Y £ B ARSI 18 B kR
T HAXNR A RFBRER 780408 B BURIEA o BISERTERITR C—Cs Bk C,—C,
Jfi 2% C,—Co BRIEBR C,—Cs WEdEIRIE ) VAU~ i S 7~ B =X So 22 AT B X S0, 24 [
R —A, PLIE Ik B R R R T B R B XS0 2 BT R A 2 S0, 12 AT
A 3~ T JCII W] & AL
[0178]  IXMPERRIG] A B IANE AN T 06 ML ¢ | IEEIE Wbk | WIR e RTIDK o 5515 1 LR
T IR RN SIS St SR B T e DY R V2, 5— SR L Y SNtk iR gmﬂttﬂﬁé ETPS
WPERE 1, 3= AR, 3— TREEERT 1, 3- AR PR S S A AR TR AN
PR 24 0 T e DU S ME My — S E Wy VBiL 2% PR ot B 2% B8 e e < 1, 3— —AJILJEH 1,3- &
Fe1, 3= WA IR E, 1,3 AR -1, 3 SRR 1, 3 AR 1, 3- ERELL, 1, 3,
3= DYAAR -1, 3— R BRI 1,1, 3, 3— PYAEAR -1, 3— —MELeSE S Jn 1 HA =X S0 &
AR A 2 S0, ZEHT AR 51, 3- S A4 Bt 1, 3— i AR CRe il 1, 3— S 240
BEE S B A SR AL R I 8RR 51, 3— S RIS e A 1, 3— A 2 mb g bk 55 5 A U 1
FHEERF I ZRIRIR 51, 3- TR AL BE R 1, 3— Tl APl v b 25 2 B0 7 I B 1 1 JL IR A
[0179]  DRIE NI L5t DUEIMeRRE DY UL L 1, 3- 45U 1, 3— HEKE. 1, 3 4%
RBERE 1, 3— Zh 1, 3— ZIEBE 1, 1,3, 3- PUSEAR 1, 3— =8 3R 1, 3— S50 2% 24 10t
3- EM A Ok 1, 3- M A P .
[o180]  BEPLIE A R4 L bE Y SMER 1, 3- 45U FR 1, 3— ZREHE. 1, 3- i ¥R 1,
3— TMEREL1, 3- M ALK 1, 3- LA Ot
[0181] DR AME L1, 3- —5URIA 1,3 R8sk 1, 3- EMAA b .
[0182] LR “3 ~ 7 JUIRIAI” W] 5 3 ~ T JUAIMIREL 3 ~ 7 JUIRBEIEIN T R BF B
Wik s 5 ~ 6 LM (MK ER | ~ 2 MR/ SE R FEARRRT ) B dz
5 ~ 6 JUINGEIEFN T AR R SR L, SEARIE B DY S rR « DU A L e eV WRIE 1, 3— —
P B CIEEN T AR BUIREA o
[0183]  IXPPHLIAINIGI 4 :2,4- 5% - XA [3,3,0] 25t ( 53 B IBEAAIERN 3
Br) 2,4, 7- =55 - XA [3,3,0] =Eht ( 53 B KBS ER 3467) 7,9 44 - XL
[4,3,0] Tht (5IRB RIBEAALE N 8 A1) T- B A% -2, 4- 4 A% - BUIA [3,3,0] ¥kt (5

16



CN 101309900 B OB B 12/249 71

RB HIBEAAIE N 347 ) 2,4,8,10- PUSE IR [5,5] %t ( SIRB BEAHTE N 3 47)
%o XU IR B WA ME S FRFH .
[0184] IR “3 ~ 7 JUAAIN” W ANTE AR A BRI, P A 48 ikl P ZE A
[0185] X+ L3k “SeRIR 7, ZR IR IR (ARG T A0 B4 B A A 0085 T S B B RIS 7] 4 AH
FISASFE 1~ 44 (fRIE 1~ 24 ) BURIEEUR.
[o186]  IZHUARIE A ik BAARZE IR AIE AR o JERTNZE C—Cy S A4 1 ~ 5 AN
REEA o WZEFTHURK C—Cs Bk hI#E 1 ~ 5 MREA o PIEERIEURE C-C, JaZEA
Al 1~ 5 NHUREA o BRI C-Co BRERIZEA
[0187]  iZHUARIEARIE Ak B AR IS L HIFE RIS o RTINS C—Cy BedEml gl 1 ~
5 ANHUAREEA o BIFERIHURET C—C, HeEZE AT
[o188]  FEALIE NI MRS REIEE IS o« Fmfgh 1 ~ 4 DNEUREA o« MZEHIEL
AT C,—C ek .
[0189]  HE— DALIEN 1 ~ 2 ANk AN AR 2E IR o (HUREA o« HEERM
HARXNRCR 1ZEF . R R R 25 BT R RS R 18k C,-Cs BedbiRIt. ) Ik, LR
L ~ 4 NFRIEHURI C—-C, i dEs
[0190]  FE—0fRiEN 1 ~ 2 ME AEURIEA o [HUREEA o RARFIEAMAAHXNRR 1
FEE RO AR 25 BRI R RN E R R P AL ) 1 S AR, 2- RO,
1,2,3- =FRHEM 1,2,3,4- PR TEEREEA.
[o191]  IXFPH] 747 -
[0192]  FRAH L%t AR e DU SR (JBLAH 44 o TUPAC fiw 4323 8B e ) » DY &L
M (4. TUPAC A 422 Vs ) (1, 3— 4R ER. 1, 3— —IEke . 1, 3- 4 R Piki 1,
3= THRIIN L, 3 WERE L1, 3 AR AR I EE 1, 3 EMAYHE O 1, 3 A AR BB TY
SUEm PU4 -1, 3—oxadine DU MEME UL, -1, 3- MERE 1,1, 3, 3- PU4EAL -1, 3— WSR2,
4, T— Z54% - ROA [3,3,0] =FFE2,4- A% —7- S 2% - W [3,3,0] 4t 2- Bk —4,
T— A - R4 [3,3,0] EHEL 2, 4,8, 10— VUSRS [5. 5] %82, 4- ZHi% -8, 10— 5
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HO s HO © o)
OH H
* 16 <O><o> 3% 17 <O><S) 318 <O>< S)
~ 16; N 17: ~ 18
o] o] 0] S o] O
o)
HO o) HO o 0
; N : ; N ; A 2 . 0,
A1 o o> 20 HO o> w21 3:[0)
HO
[0362] If 1~ 21 H5IAB EEAAIE N il 2 a5 i) G 0 B A A E .
[0363] fEAFE 1 B X.Y, NS R REREE .
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(g

O
0 O

oxi oxe oxo oxa
o QA

o o ©
dioxo dioxa dioxe
> C> DG,

S S (0] o]
dithio dithia oxathio oxathia

o

0

;

ozl

e

ozn
HO’W:O>
o)

tzl
HO S,
/ts>

tzn
Ho/ts>
(o]

3-HM-cPent 4-HM-dioxo 4-HM-dithio 4-HM-oxathio
Ho:} : Hoj:o> Ho:‘)is> HO S
HO HO o HO s HO O>
3,4-diHM-cPent 4,5-diHM-dioxo 4,5-diHM-dithio 4,5-diHM-oxathio
HO HO HO HO,
HO HO °> HO 3> HO S
HO HO o HO >
s HO o
HO HO HO
HO
3,4-diHE-cPent 4,5-diHE-dioxo 4,5-diHE-dithio 4,5-diHE-oxathio
[0365]
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HO. HO. HO. HO.
HOlO HO%:O> HOl[S> HOl[S
s : )
0]
3-HE-cPent 4-HE-dioxo 4-HE-dithio 4-HE-oxathio
HO OH HO OH HO OH HO OH
Hé:Ij:::> H;th::i> H;:Ii::§> H;;]:[::S
o : )
(o
3-HP-cPent 4-HP-dioxo 4-HP-dithio 4-HP-oxathio
HO HO HO HO
HO OH HO HO OH HO OH
OH S S
HO HO O HO > HO >
> : ;
O
3-HB-cPent 4-HB-dioxo 4-HB-dithio 4-HB-oxathio
AcHN

!

AcHN

ACHN:jiO>
ACHN (@]

ACHN:IS>
AcHN S

AcHNj:S>
AcHN (0]

3,4-diCH,NHAc-cPe

4,5-diCH,NHAc-

4,5-diCH;NHAc-

4,5-diCH;NHAc-

nt dioxo dithio oxathio
0 S S,
o) oy oy o)
o s o
4-OH-cHex 5-OH-dioxa 5-OH-dithia 5-OH-oxathia
0 S S
AC“N'O AcHN—C > AcHN—<: > A°“”‘<: >
0 S C
4-NHAc-cHex 5-NHAc-dioxa 5-NHAc-dithia 5-NHAc-oxathia

>

',

XD

X

4.,4-diMe-cHex

5,5-diMe-dioxa

5,5-diMe-dithia

5,5-diMe- oxathia

[0366]
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oK
HO

X
HO 0

o,
HO S

X
HO 0

4 4-diHM-cHex

5,5-diHM-dioxa

5,5-diHM-dithia

5,5-diHM-oxathia

EtOZCX:>
EtO,C

e X
EtO,C S

EtOgC:><: S>
EtO,C S

Et020><:s>
EtO,C O

4,4-diCO,Et-cHex

5,5-diCOzEt-dioxa

5,5-diCO,Et-dithia

5,5-diCO;Et-oxathia

[0367]
R 0
A 1 &0kt
s~ "~R3
o)
[0368] (5K 1)
[0369]
-4 X, Y R’
%5
1-1 O= Ph
1-2 S= Ph
1-3 cPr Ph
1-4 cBu Ph
1-5 cPent Ph
1-6 cHex Ph
1-7 cHept Ph
1-8 oxXl Ph
1-9 oxe Ph
1-10 0XO0 Ph
[0370]

33



CN 101309900 B

i M B

29/249 171

[0371]

1-11
1-12
1-13
1-14
1-15
1-16
1-17
1-18
1-19
1-20
1-21
1-22
1-23
1-24
1-25
1-26
1-27
1-28
1-29
1-30
1-31
1-32
1-33
1-34
1-35
1-36
1-37
1-38
1-39
1-40
1-41
1-42

oxa

dioxo

dioxa

dioxe

dithio

dithia

b7 |

b7 )

oxathio
oxathia

ozl

0zn

tzl

tzn
3-HM-cPent
4-HM-dioxo
4-HM-dithio
4-HM-oxathio

3,4-diHM-cPent
4,5-diHM-dioxo
4,5-diHM-dithio
4,5-diHM-oxathio
3,4-diHE-cPent
4,5-diHE-dioxo
4,5-diHE-dithio
4,5-diHE-oxathio

3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio
3-HP-cPent
4-HP-dioxo

34

Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
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1-43
1-44
1-45
1-46
1-47
1-48
1-49
1-50
1-51
1-52
1-53
1-54
1-55
1-56
1-57
1-58
1-59
1-60
1-61
1-62
1-63
1-64
1-65
1-66
1-67
1-68
1-69
1-70
1-71
1-72
1-73
1-74

4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio

33

R4

3RS

ne

7

IR 8

9

310
3,4-diCH,NHAc-cPent
4.5-diCH,;NHAc-dioxo
4,5-diCH;NHAc-dithio
4.5-diCH,NHAc-oxathio
K1l

R 12

13

14

4-OH-cHex
5-OH-dioxa
5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia

4 .4-diMe-cHex
5,5-diMe-dioxa

35

Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
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1-75
1-76
1-77
1-78
1-79
1-80
1-81
1-82
1-83
1-84
1-85
1-86
1-87
1-88
1-89
1-90
1-91
1-92
1-93
1-94
1-95
1-96
1-97
1-98
1-99
1-100
1-101
1-102
1-103
1-104
1-105
1-106

5,5-diMe-dithia
5,5-diMe-oxathia
4 4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
1S

16

17

18
4,4-diCO,Et-cHex
5,5-diCO;Et-dioxa
5,5-diCO;Et-dithia
5,5-diCO,Et-oxathia

0X0
oxa
dioxo
dioxa
dioxe
dithio
dithia
78|
2

36

Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph

4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
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1-107
1-108
1-109
1-110
1-111
1-112
1-113
1-114
1-115
1-116
1-117
1-118
1-119
1-120
1-121
1-122
1-123
1-124
1-125
1-126
1-127
1-128
1-129
1-130
1-131
1-132
1-133
1-134
1-135
1-136
1-137
1-138

oxathio

oxathia

ozl

ozn

tzl

tzn
3-HM-cPent
4-HM-dioxo
4-HM-dithio
4-HM-oxathio
3,4-diHM-cPent
4,5-diHM-dioxo
4,5-diHM-dithio
4.5-diHM-oxathio
3,4-diHE-cPent
4 .5-diHE-dioxo
4.5-diHE-dithio
4.5-diHE-oxathio
3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio
3-HP-cPent
4-HP-dioxo
4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio
03

4

37

4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
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[0375]

1-139
1-140
1-141
1-142
1-143
1-144
1-145
1-146
1-147
1-148
1-149
1-150
1-151
1-152
1-153
1-154
1-155
1-156
1-157
1-158
1-159
1-160
1-161
1-162
1-163
1-164
1-165
1-166
1-167
1-168
1-169
1-170

7

6

7

8

nr9

310
3,4-diCH,;NHAc-cPent
4.5-diCH;NHAc-dioxo
4.5-diCH,NHAc-dithio
4,5-diCH,;NHACc-oxathio
11

312

13

714

4-OH-cHex
5-OH-dioxa
5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia

4 4-diMe-cHex
5,5-diMe-dioxa
5,5-diMe-dithia
5,5-diMe-oxathia

4 4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
1S5

16

38

4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
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1-171
1-172
1-173
1-174
1-175
1-176
1-177
1-178
1-179
1-180
1-181
1-182
1-183
1-184
1-185
1-186
1-187
1-188
1-189
1-190
1-191
1-192
1-193
1-194
1-195
1-196
1-197
1-198
1-199
1-200
1-201
1-202

17

18
4,4-diCO;Et-cHex
5,5-diCO;,Et-dioxa
5,5-diCO;Et-dithia
5,5-diCO;Et-oxathia

oxa

dioxo

dioxa

dioxe

dithio

dithia

78|

T2
oxathio
oxathia

ozl

ozn

tzl

tzn
3-HM-cPent
4-HM-dioxo

39

4-F-Ph

4-F-Ph

4-F-Ph

4-F-Ph

4-F-Ph

4-F-Ph

2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
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1-203
1-204
1-205
1-206
1-207
1-208
1-209
1-210
1-211
1-212
1-213
1-214
1-215
1-216
1-217
1-218
1-219
1-220
1-221
1-222
1-223
1-224
1-225
1-226
1-227
1-228
1-229
1-230
1-231
1-232
1-233
1-234

4-HM-dithio
4-HM-oxathio
3,4-diHM-cPent
4.5-diHM-dioxo
4,5-diHM-dithio
4 5-diHM-oxathio
3.4-diHE-cPent
4,5-diHE-dioxo
4,5-diHE-dithio
4,5-diHE-oxathio
3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio
3-HP-cPent
4-HP-dioxo
4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio
R3

N4

RS

K6

N7

K8

7"

10

3,4-diCH,NHAc-cPent
4 5-diCH,;NHAc-dioxo

40

2-Cl-Ph
2-Cl1-Ph
2-CI-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-CI-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
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1-235
1-236
1-237
1-238
1-239
1-240
1-241
1-242
1-243
1-244
1-245
1-246
1-247
1-248
1-249
1-250
1-251
1-252
1-253
1-254
1-255
1-256
1-257
1-258
1-259
1-260
1-261
1-262
1-263
1-264
1-265
1-266

4 5-diCH,NHAc-dithio
4 5-diCH,;NHAc-oxathio

x11

12

x13

K 14

4-OH-cHex
5-OH-dioxa
5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia

4 4-diMe-cHex
5,5-diMe-dioxa
5,5-diMe-dithia
5,5-diMe-oxathia
4 4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
xR 15

16

17

718

4 4-diCO,Et-cHex
5,5-diCO,Et-dioxa
5,5-diCO,Et-dithia
5,5-diCO,Et-oxathia

41

2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-C1-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-CI-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2-Cl-Ph
2,4-diF-Ph
2,4-diF-Ph
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1-267
1-268
1-269

1270

1-271
1-272
1-273
1-274
1-275
1-276
1-277
1-278
1-279
1-280
1-281
1-282
1-283
1-284
1-285
1-286
1-287
1-288
1-289
1-290
1-291
1-292
1-293
1-294
1-295
1-296
1-297
1-298

cPr

cBu

cPent

cHex

cHept

oxl

oxe

0X0

oxa

dioxo

dioxa

dioxe

dithio

dithia

5798 |

T2

oxathio

oxathia

ozl

ozn

tzl

tzn
3-HM-cPent
4-HM-dioxo
4-HM-dithio
4-HM-oxathio
3,4-diHM-cPent
4,5-diHM-dioxo
4,5-diHM-dithio
4. 5-diHM-oxathio
3.4-diHE-cPent
4 5-diHE-dioxo

42

2,4-diF-Ph
2 4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2 4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2 4-diF-Ph
2,4-diF-Ph
2 4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2 4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2.4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2 4-diF-Ph
2 4-diF-Ph
2,4-diF-Ph
2.4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2 4-diF-Ph
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1-299
1-300
1-301
1-302
1-303
1-304
1-305
1-306
1-307
1-308
1-309
1-310
1-311
1-312
1-313
1-314
1-315
1-316
1-317
1-318
1-319
1-320
1-321
1-322
1-323
1-324
1-325
1-326
1-327
1-328
1-329
1-330

4,5-diHE-dithio
4,5-diHE-oxathio
3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio
3-HP-cPent
4-HP-dioxo
4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio
33

4

E7 %)

6

7

I8

9

xR 10

3,4-diCH,;NHAc-cPent
4 5-diCH,NHAc-dioxo
4.5-diCH,;NHAc-dithio
4 5-diCH,NHAc-oxathio

K11
12
313
14
4-OH-cHex
5-OH-dioxa

43

2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
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1-331
1-332
1-333
1-334
1-335
1-336
1-337
1-338
1-339
1-340
1-341
1-342
1-343
1-344
1-345
1-346
1-347
1-348
1-349
1-350
1-351
1-352
1-353
1-354
1-355
1-356
1-357
1-358
1-359
1-360
1-361
1-362

5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia
4 4-diMe-cHex
5,5-diMe-dioxa
5,5-diMe-dithia
5,5-diMe-oxathia
4 4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
K15

K16

17

3K 18

4 4-diCO;,Et-cHex
5,5-diCO;Et-dioxa
5,5-diCO;Et-dithia

5,5-diCO,Et-oxathia

44

2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2.4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2.4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2.4-diF-Ph
2,4-diF-Ph
2.4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2.4-diF-Ph
2,4-diF-Ph
2.4-diF-Ph
2.4-diF-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
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1-363
1-364
1-365
1-366
1-367
1-368
1-369
1-370
1-371
1-372
1-373
1-374
1-375
1-376
1-377
1-378
1-379
1-380
1-381
1-382
1-383
1-384
1-385
1-386
1-387
1-388
1-389
1-390
1-391
1-392
1-393
1-394

oxa

dioxo

dioxa

dioxe

dithio

dithia

1

n2

oxathio

oxathia

ozl

ozn

tzl

tzn

3-HM-cPent
4-HM-dioxo
4-HM-dithio
4-HM-oxathio
3,4-diHM-cPent
4 5-diHM-dioxo
4.5-diHM-dithio
4 5-diHM-oxathio
3,4-diHE-cPent
4,5-diHE-dioxo
4,5-diHE-dithio
4,5-diHE-oxathio
3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio
3-HP-cPent
4-HP-dioxo

45

2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph

 2-Cl-4-F-Ph

2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
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1-395
1-396
1-397
1-398
1-399
1-400
1-401
1-402
1-403
1-404
1-405
1-406
1-407
1-408
1-409
1-410
1-411
1-412
1-413
1-414
1-415
1-416
1-417
1-418
1-419
1-420
1-421
1-422
1-423
1-424
1-425
1-426

4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio

I3

x4

79

6

K7

8

9

10
3,4-diCH,;NHAc-cPent
4 5-diCH;NHAc-dioxo
4,5-diCH;NHA c-dithio
4,5-diCH,NHAc-oxathio
1

12

313

14

4-OH-cHex
5-OH-dioxa
5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia

4 4-diMe-cHex
5,5-diMe-dioxa

46

2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl1-4-F-Ph
2-Cl1-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
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1-427
1-428
1-429
1-430
1-431
1-432
1-433
1-434
1-435
1-436
1-437
1-438
1-439
1-440
1-441
1-442
1-443
1-444
1-445
1-446
1-447
1-448
1-449
1-450
1-451
1-452
1-453
1-454
1-455
1-456
1-457
1-458

5,5-diMe-dithia
5,5-diMe-oxathia
4 4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
15

16

17

18
4,4-diCO,Et-cHex
5,5-diCO;Et-dioxa
5,5-diCO;Et-dithia
5,5-diCO;Et-oxathia

oxa
dioxo
dioxa
dioxe
dithio
dithia
7S |
2

47

2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl1-4-F-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
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1-459
1-460
1-461
1-462
1-463
1-464
1-465
1-466
1-467
1-468
1-469
1-470
1-471
1-472
1-473
1-474
1-475
1-476
1-477
1-478
1-479
1-480
1-481
1-482
1-483
1-484
1-485
1-486
1-487
1-488
1-489
1-490

oxathio

oxathia

ozl

ozn

tzl

tzn

3-HM-cPent
4-HM-dioxo
4-HM-dithio
4-HM-oxathio
3.4-diHM-cPent
4 5-diHM-dioxo
4,5-diHM-dithio
4,5-diHM-oxathio
3,4-diHE-cPent
4 5-diHE-dioxo
4.5-diHE-dithio
4.5-diHE-oxathio
3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio
3-HP-cPent
4-HP-dioxo
4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio
I3

4

48

2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
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1-491
1-492
1-493
1-494
1-495
1-496
1-497
1-498
1-499
1-500
1-501
1-502
1-503
1-504
1-505
1-506
1-507
1-508
1-509
1-510
1-511
1-512
1-513
1-514
1-515
1-516
1-517
1-518
1-519
1-520
1-521
1-522

RS

e

N7

8

xr9

K10
3,4-diCH;NHAc-cPent
4.5-diCH;NHAc-dioxo
4 5-diCH;NHAc-dithio
4,5-diCH,;NHAc-oxathio
xR 11

12

13

14

4-OH-cHex
5-OH-dioxa
5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia

4 4-diMe-cHex
5,5-diMe-dioxa
5,5-diMe-dithia
5,5-diMe-oxathia

4 4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
715

316

49

2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
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1-523
1-524
1-525
1-526
1-527
1-528
1-529
1-530
1-531
1-532
1-533
1-534
1-535
1-536
1-537
1-538
1-539
1-540
1-541
1-542
1-543
1-544
1-545
1-546
1-547
1-548
1-549
1-550
1-551
1-552
1-553
1-554

17

18

4 4-diCO,Et-cHex
5,5-diCO,Et-dioxa
5,5-diCO,Et-dithia
5,5-diCO,Et-oxathia

oxa

dioxo

dioxa

dioxe

dithio

dithia

K1

IR 2
oxathio
oxathia

ozl

ozn

tzl

tzn
3-HM-cPent
4-HM-dioxo

50

2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
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1-555
1-556
1-557
1-558
1-559
1-560
1-561
1-562
1-563
1-564
1-565
1-566
1-567
1-568
1-569
1-570
1-571
1-572
1-573
1-574
1-575
1-576
1-577
1-578
1-579
1-580
1-581
1-582
1-583
1-584
1-585
1-586

4-HM-dithio
4-HM-oxathio
3.4-diHM-cPent
4.5-diHM-dioxo
4,5-diHM-dithio
4.5-diHM-oxathio
3,4-diHE-cPent
4,5-diHE-dioxo
4.5-diHE-dithio
4,5-diHE-oxathio
3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio
3-HP-cPent
4-HP-dioxo
4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio
I3

x4

S

K6

K7

8

r9

10

3,4-diCH;NHAc-cPent
4.5-diCH;NHAc-dioxo

51

2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
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1-587
1-588
1-589
1-590
1-591
1-592
1-593
1-594
1-595
1-596
1-597
1-598
1-599
1-600
1-601
1-602
1-603
1-604
1-605
1-606
1-607
1-608
1-609
1-610
1-611
1-612
1-613
1-614
1-615
1-616
1-617
1-618

4,5-diCH;NHA c-dithio
4.5-diCH,NHAc-oxathio
0l

12

713

14

4-OH-cHex
5-OH-dioxa
5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia

4 4-diMe-cHex
5,5-diMe-dioxa
5,5-diMe-dithia
5,5-diMe-oxathia

4 4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
K15

K16

17

318
4,4-diCO,Et-cHex
5,5-diCO;Et-dioxa
5,5-diCO;Et-dithia
5,5-diCO;Et-oxathia

52

2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph

2-nBu-4-F-Ph
2-nBu-4-F-Ph
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1-619
1-620
1-621
1-622
1-623
1-624
1-625
1-626
1-627
1-628
1-629
1-630
1-631
1-632
1-633
1-634
1-635
1-636
1-637
1-638
1-639
1-640
1-641
1-642
1-643
1-644
1-645
1-646
1-647
1-648
1-649
1-650

cPr

cBu

cPent

cHex

cHept

0Xi

oxe

0X0

oxa

dioxo

dioxa

dioxe

dithio

dithia

1

2

oxathio

oxathia

ozl

ozn

tzl

tzn

3-HM-cPent
4-HM-dioxo
4-HM-dithio
4-HM-oxathio
3,4-diHM-cPent
4 5-diHM-dioxo
4,5-diHM-dithio
4 5-diHM-oxathio
3,4-diHE-cPent
4. 5-diHE-dioxo

53

2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
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1-651 4,5-diHE-dithio 2-nBu-4-F-Ph
1-652 4 5-diHE-oxathio 2-nBu-4-F-Ph
1-653 3-HE-cPent 2-nBu-4-F-Ph
1-654 4-HE-dioxo 2-nBu-4-F-Ph
1-655 4-HE-dithio 2-nBu-4-F-Ph
1-656 4-HE-oxathio 2-nBu-4-F-Ph
1-657 3-HP-cPent 2-nBu-4-F-Ph
1-658 4-HP-dioxo 2-nBu-4-F-Ph
1-659 4-HP-dithio 2-nBu-4-F-Ph
1-660 4-HP-oxathio 2-nBu-4-F-Ph
1-661 3-HB-cPent 2-nBu-4-F-Ph
1-662 4-HB-dioxo 2-nBu-4-F-Ph
1-663 4-HB-dithio 2-nBu-4-F-Ph
1-664 4-HB-oxathio 2-nBu-4-F-Ph
1-665 3 2-nBu-4-F-Ph
1-666 4 2-nBu-4-F-Ph
1-667 b7 2-nBu-4-F-Ph
1-668 6 2-nBu-4-F-Ph
1-669 7 2-nBu-4-F-Ph
1-670 8 2-nBu-4-F-Ph
1-671 "9 2-nBu-4-F-Ph
1-672 310 2-nBu-4-F-Ph
1-673 3,4-diCH,NHAc-cPent 2-nBu-4-F-Ph
1-674 4.5-diCH;NHAc-dioxo 2-nBu-4-F-Ph
1-675 4 5-diCH,NHAc-dithio 2-nBu-4-F-Ph
1-676 4,5-diCH,NHAc-oxathio  2-nBu-4-F-Ph
1-677 K11 2-nBu-4-F-Ph
1-678 K12 2-nBu-4-F-Ph
1-679 K13 2-nBu-4-F-Ph
1-680 K14 2-nBu-4-F-Ph
1-681 4-OH-cHex 2-nBu-4-F-Ph
1-682 5-OH-dioxa 2-nBu-4-F-Ph

[0391]

54
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1-683
1-684
1-685
1-686
1-687
1-688
1-689
1-690
1-691
1-692
1-693
1-694
1-695
1-696
1-697
1-698
1-699
1-700
1-701
1-702
1-703
1-704
1-705
1-706
1-707
1-708
1-709
1-710
1-711
1-712
1-713
1-714

5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia
4 4-diMe-cHex
5,5-diMe-dioxa
5,5-diMe-dithia
5,5-diMe-oxathia
4 4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5.5-diHM-oxathia
7S ]

716

17

%18

4. 4-diCO,Et-cHex
5,5-diCO,Et-dioxa
5,5-diCO,Et-dithia

5,5-diCO,Et-oxathia

55

2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
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1-715
1-716
1-717
1-718
1-719
1-720
1-721
1-722
1-723
1-724
1-725
1-726
1-727
1-728
1-729
1-730
1-731
1-732
1-733
1-734
1-735
1-736
1-737
1-738
1-739
1-740
1-741
1-742
1-743
1-744
1-745
1-746

oxa

dioxo

dioxa

dioxe

dithio

dithia

b7

R2

oxathio

oxathia

ozl

0zn

tzl

tzn

3-HM-cPent
4-HM-dioxo
4-HM-dithio
4-HM-oxathio
3,4-diHM-cPent
4,5-diHM-dioxo
4.5-diHM-dithio
4 5-diHM-oxathio
3,4-diHE-cPent
4.5-diHE-dioxo
4 5-diHE-dithio
4.5-diHE-oxathio
3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio
3-HP-cPent
4-HP-dioxo

56

2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
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1-747
1-748
1-749
1-750
1-751
1-752
1-753
1-754
1-755
1-756
1-757
1-758
1-759
1-760
1-761
1-762
1-763
1-764
1-765
1-766
1-767
1-768
1-769
1-770
1-771
1-772
1-773
1-774
1-775
1-776
1-777
1-778

4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio

R3

x4

RS

e

nR7

K8

R9

* 10
3,4-diCH,;NHAc-cPent
4,5-diCH,NHAc-dioxo
4,5-diCH,NHAc-dithio
4,5-diCH,NHAc-oxathio
11

12

713

14

4-OH-cHex
5-OH-dioxa
5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia
4.4-diMe-cHex
5,5-diMe-dioxa

57

2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
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1-779
1-780
1-781
1-782
1-783
1-784
1-785
1-786
1-787

1-788

[0395]

1-789
1-790
1-791
1-792
1-793
1-794
1-795
1-796
1-797
1-798
1-799
1-800
1-801
1-802
1-803
1-804
1-805
1-806
1-807
1-808
1-809
1-810

5,5-diMe-dithia
5,5-diMe-oxathia
4.4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
315

K16

17

K18

4 4-diCO;Et-cHex
5,5-diCO;Et-dioxa
5,5-diCO,Et-dithia
5,5-diCO,Et-oxathia

oxa
dioxo
dioxa
dioxe
dithio
dithia
1
K2

58

2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
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[0396]

1-811
1-812
1-813
1-814
1-815
1-816
1-817
1-818
1-819
1-820
1-821
1-822
1-823
1-824
1-825
1-826
1-827
1-828
1-829
1-830
1-831
1-832
1-833
1-834
1-835
1-836
1-837
1-838
1-839
1-840
1-841
1-842

oxathio

oxathia

ozl

ozn

tzl

tzn

3-HM-cPent
4-HM-dioxo
4-HM-dithio
4-HM-oxathio
3.4-diHM-cPent
4 5-diHM-dioxo
4,5-diHM-dithio
4,5-diHM-oxathio
3.4-diHE-cPent
4. 5-diHE-dioxo
4 5-diHE-dithio
4 5-diHE-oxathio
3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio
3-HP-cPent
4-HP-dioxo
4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio
3

4

59

4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
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[0397]

1-843
1-844
1-845
1-846
1-847
1-848
1-849
1-850
1-851
1-852
1-853
1-854
1-855
1-856
1-857
1-858
1-859
1-860
1-861
1-862
1-863
1-864
1-865
1-866
1-867
1-868
1-869
1-870
1-871
1-872
1-873
1-874

7N
6
7
78
£
%10

3,4-diCH;NHACc-cPent
4 5-diCH,NHAc-dioxo
4.5-diCH;NHAc-dithio
4,5-diCH,NHA c-oxathio

K11

12

K13

14
4-OH-cHex
5-OH-dioxa
5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia
4 4-diMe-cHex
5,5-diMe-dioxa
5,5-diMe-dithia
5,5-diMe-oxathia
4 4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
K15

16

60

4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
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[0398]

1-875
1-876
1-877
1-878
1-879
1-880
1-881
1-882
1-883
1-884
1-885
1-886
1-887
1-888
1-889
1-890
1-891
1-892
1-893
1-894
1-895
1-896
1-897
1-898
1-899
1-900
1-901
1-902
1-903
1-904
1-905
1-906

17

718
4,4-diCO,Et-cHex
5,5-diCO,Et-dioxa
5,5-diCO;Et-dithia
5,5-diCO,Et-oxathia

oxa

dioxo

dioxa

dioxe

dithio

dithia

EZ 9|

T2

oxathio
oxathia

ozl

0zn

tzl

tzn
3-HM-cPent
4-HM-dioxo

61

4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
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[0399]

1-907
1-908
1-909
1-910
1-911
1-912
1-913
1-914
1-915
1-916
1-917
1-918
1-919
1-920
1-921
1-922
1-923
1-924
1-925
1-926
1-927
1-928
1-929
1-930
1-931
1-932
1-933
1-934
1-935
1-936
1-937
1-938

4-HM-dithio
4-HM-oxathio
3,4-diHM-cPent
4.5-diHM-dioxo
4,5-diHM-dithio
4.5-diHM-oxathio
3.,4-diHE-cPent
4 5-diHE-dioxo
4,5-diHE-dithio
4,5-diHE-oxathio
3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio
3-HP-cPent
4-HP-dioxo
4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio
K3

r4

RS

IR6

T

8

9

310

3,4-diCH;NHA c-cPent
4,5-diCH,NHAc-dioxo

62

2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
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[0400]

1-939
1-940
1-941
1-942
1-943
1-944
1-945
1-946
1-947
1-948
1-949
1-950
1-951
1-952
1-953
1-954
1-955
1-956
1-957
1-958
1-959
1-960
1-961
1-962
1-963
1-964
1-965
1-966
1-967
1-968
1-969
1-970

4,5-diCH,NHAc-dithio
4,5-diCH;NHA c-oxathi
11

712

313

%14

4-OH-cHex
5-OH-dioxa
5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia

4 4-diMe-cHex
5,5-diMe-dioxa
5,5-diMe-dithia
5,5-diMe-oxathia

4 4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
* 15

16

R17

18
4.4-diCO,Et-cHex
5,5-diCO;Et-dioxa
5,5-diCO,Et-dithia
5.5-diCO,Et-oxathia

63

2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph

4-F-2-nHept-Ph
4-F-2-nHept-Ph
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[0401]

1-971
1-972
1-973
1-974
1-975
1-976
1-977
1-978
1-979
1-980
1-981
1-982
1-983
1-984
1-985
1-986
1-987
1-988
1-989
1-990
1-991
1-992
1-993
1-994
1-995
1-996
1-997
1-998
1-999
1-1000
1-1001
1-1002

cPr

cBu

cPent

cHex

cHept

oxi

oxe

0X0

oxa

dioxo

dioxa

dioxe

dithio

dithia

1

K2

oxathio

oxathia

ozl

ozn

tzl

tzn

3-'HM-cPent
4-HM-dioxo
4-HM-dithio
4-HM-oxathio
3.4-diHM-cPent
4,5-diHM-dioxo
4, 5-diHM-dithio
4 5-diHM-oxathio
3,4-diHE-cPent
4. 5-diHE-dioxo

64

4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph



CN 101309900 B

in P

60/249 1T

[0402]

1-1003
1-1004
1-1005
1-1006
1-1007
1-1008
1-1009
1-1010
1-1011
1-1012
1-1013
1-1014
1-1015
1-1016
1-1017
1-1018
1-1019
1-1020
1-1021
1-1022
1-1023
1-1024
1-1025
1-1026
1-1027
1-1028
1-1029
1-1030
1-1031
1-1032
1-1033
1-1034

4.5-diHE-dithio
4.5-diHE-oxathio
3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio
3-HP-cPent
4-HP-dioxo
4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio

IR3

K4

RS

K6

KT

X8

*r9

3R 10
3,4-diCH;NHAc-cPent
4 5-diCH,NHAc-dioxo
4 5-diCH,NHAc-dithio
4,5-diCH,NHAc-oxathio
11

12

313

14

4-OH-cHex
5-OH-dioxa

65

4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
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[0403]

1-1035
1-1036
1-1037
1-1038
1-1039
1-1040
1-1041
1-1042
1-1043
1-1044
1-1045
1-1046
1-1047
1-1048
1-1049
1-1050
1-1051
1-1052
1-1053
1-1054
1-1055
1-1056
1-1057
1-1058
1-1059
1-1060
1-1061
1-1062
1-1063
1-1064
1-1065
1-1066

5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia
4 4-diMe-cHex
5,5-diMe-dioxa
5,5-diMe-dithia
5,5-diMe-oxathia
4 4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
I 15

K16

K17

18

4 4-diCO,Et-cHex
5,5-diCO,Et-dioxa
5,5-diCO,Et-dithia
5,5-diCO,Et-oxathia
H,H

cPent
cHex
dioxo
dioxa
dithio
dithia
oxathio

66

4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-.F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
Pyr
Pyr
Pyr
Pyr
Pyr
Pyr
Pyr
Pyr
Pyr
Pyr
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[0404]

1-1067
1-1068
1-1069
1-1070
1-1071
1-1072
1-1073
1-1074
1-1075
1-1076
1-1077
1-1078
1-1079
1-1080
1-1081
1-1082
1-1083
1-1084
1-1085
1-1086
1-1087
1-1088
1-1089
1-1090
1-1091
1-1092
1-1093
1-1094
1-1095
1-1096
1-1097
1-1098

oxathia
4-HM-dioxo
4,5-diHM-dioxo
4.5-diHE-dioxo
5-OH-dioxa
5-NHAc-dioxa
5,5-diHM-dioxa
HH

O=

S=

cPent

cHex

dioxo

dioxa

dithio

dithia

oxathio

oxathia
4-HM-dioxo

4 5-diHM-dioxo
4.5-diHE-dioxo
5-OH-dioxa
5-NHAc-dioxa
5,5-diHM-dioxa
HH

O:

S=

cPent

cHex

dioxo

dioxa

dithio

67

Pyr

Pyr

Pyr

Pyr

Pyr

Pyr

Pyr
2-F-Pyr
2-F-Pyr
2-F-Pyr
2-F-Pyr
2-F-Pyr
2-F-Pyr
2-F-Pyr
2-F-Pyr
2-F-Pyr
2-F-Pyr
2-F-Pyr
2-F-Pyr
2-F-Pyr
2-F-Pyr
2-F-Pyr
2-F-Pyr
2-F-Pyr
2-Cl-Pyr
2-Cl-Pyr
2-Cl-Pyr
2-Cl-Pyr
2-Cl-Pyr
2-Cl-Pyr
2-Cl-Pyr
2-Cl-Pyr
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1-1099
1-1100
1-1101
1-1102
1-1103
1-1104
1-1105
1-1106
1-1107
1-1108
1-1109
1-1110
1-1111

1-1112

1-1113
1-1114
1-1115
1-1116
1-1117
1-1118
1-1119
1-1120
1-1121
1-1122
1-1123
1-1124
1-1125
1-1126
1-1127
1-1128
1-1129
1-1130

dithia

oxathio

oxathia
4-HM-dioxo
4.5-diHM-dioxo
4 5-diHE-dioxo
5-OH-dioxa
5-NHAc-dioxa
5,5-diHM-dioxa
H,H

O:

S:—:

cPent

cHex

dioxo

dioxa

dithio

dithia

oxathio

oxathia
4-HM-dioxo
4,5-diHM-dioxo
4 5-diHE-dioxo
5-OH-dioxa
5-NHAc-dioxa
5,5-diHM-dioxa
H,H

O:

S:

cPent

cHex

dioxo

68

2-Cl-Pyr
2-Cl-Pyr
2-Cl-Pyr
2-Cl-Pyr
2-Cl-Pyr
2-Cl-Pyr
2-Cl-Pyr
2-Cl-Pyr
2-Cl-Pyr
2-Br-Pyr
2-Br-Pyr
2-Br-Pyr
2-Br-Pyr
2-Br-Pyr
2-Br-Pyr
2-Br-Pyr
2-Br-Pyr
2-Br-Pyr
2-Br-Pyr
2-Br-Pyr
2-Br-Pyr
2-Br-Pyr
2-Br-Pyr
2-Br-Pyr
2-Br-Pyr
2-Br-Pyr
2,5-diF-Pyr
2,5-diF-Pyr
2,5-diF-Pyr
2,5-diF-Pyr
2,5-diF-Pyr
2,5-diF-Pyr
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[0406]

1-1131
1-1132
1-1133
1-1134
1-1135
1-1136
1-1137
1-1138
1-1139
1-1140
1-1141
1-1142
1-1143
1-1144
1-1145
1-1146
1-1147
1-1148
1-1149
1-1150
1-1151
1-1152
1-1153
1-1154
1-1155
1-1156
1-1157
1-1158
1-1159
1-1160
1-1161
1-1162

dioxa

dithio

dithia

oxathio

oxathia
4-HM-dioxo

4 5-diHM-dioxo
4 5-diHE-dioxo
5-OH-dioxa
5-NHAc-dioxa
5,5-diHM-dioxa
H,H

O—_-

S:

cPent

cHex

dioxo

dioxa

dithio

dithia

oxathio

oxathia
4-HM-dioxo
4,5-diHM-dioxo
4 5-diHE-dioxo
5-OH-dioxa
5-NHAc-dioxa
5,5-diHM-dioxa
H,H

O:

S=

cPent

69

2,5-diF-Pyr
2,5-diF-Pyr
2,5-diF-Pyr
2,5-diF-Pyr
2,5-diF-Pyr
2,5-diF-Pyr
2,5-diF-Pyr
2,5-diF-Pyr
2,5-diF-Pyr
2,5-diF-Pyr
2,5-diF-Pyr
2,5-diCl-Pyr
2,5-diCl-Pyr
2,5-diCl-Pyr
2,5-diCl-Pyr
2,5-diCl-Pyr
2,5-diCl-Pyr
2,5-diCl-Pyr
2,5-diCl1-Pyr
2,5-diCl-Pyr
2,5-diCI-Pyr
2,5-diCI-Pyr
2,5-diCl-Pyr
2,5-diCl-Pyr
2,5-diCl-Pyr
2,5-diCl1-Pyr
2,5-diCl-Pyr
2,5-diCl-Pyr
2,5-diBr-Pyr
2,5-diBr-Pyr
2,5-diBr-Pyr
2,5-diBr-Pyr
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[0407]

1-1163
1-1164
1-1165
1-1166
1-1167
1-1168
1-1169
1-1170
1-1171
1-1172
1-1173
1-1174
1-1175
1-1176
1-1177
1-1178
1-1179
1-1180
1-1181
1-1182
1-1183
1-1184
1-1185
1-1186
1-1187
1-1188
1-1189
1-1190
1-1191
1-1192
1-1193
1-1194

cHex

dioxo

dioxa

dithio

dithia

oxathio

oxathia
4-HM-dioxo
4,5-diHM-dioxo
4 S-diHE-dioxo
5-OH-dioxa
5-NHAc-dioxa
5,5-diHM-dioxa
H,H

O:

S=

cPent

cHex

dioxo

dioxa

dithio

ditha

oxathio

oxathia
4-HM-dioxo
4.5-diHM-dioxo
4.5-diHE-dioxo
5-OH-dioxa
5-NHAc-dioxa
5,5-diHM-dioxa
H,H

O=

70

2,5-diBr-Pyr
2,5-diBr-Pyr
2,5-diBr-Pyr
2,5-diBr-Pyr
2,5-diBr-Pyr
2,5-diBr-Pyr
2,5-diBr-Pyr
2,5-diBr-Pyr
2,5-diBr-Pyr
2,5-diBr-Pyr
2,5-diBr-Pyr
2,5-diBr-Pyr
2,5-diBr-Pyr
2-Me-Pyr
2-Me-Pyr
2-Me-Pyr
2-Me-Pyr
2-Me-Pyr
2-Me-Pyr
2-Me-Pyr
2-Me-Pyr
2-Me-Pyr
2-Me-Pyr
2-Me-Pyr
2-Me-Pyr
2-Me-Pyr
2-Me-Pyr
2-Me-Pyr
2-Me-Pyr
2-Me-Pyr
2-Et-Pyr
2-Et-Pyr
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[0408]

1-1195
1-1196
1-1197
1-1198
1-1199
1-1200
1-1201
1-1202
1-1203
1-1204
1-1205
1-1206
1-1207
1-1208
1-1209
1-1210
1-1211
1-1212
1-1213
1-1214
1-1215
1-1216
1-1217
1-1218
1-1219
1-1220
1-1221
1-1222
1-1223
1-1224
1-1225
1-1226

S:

cPent

cHex

dioxo

dioxa

dithio

dithia

oxathio

oxathia
4-HM-dioxo
4.5-diHM-dioxo
4.5-diHE-dioxo
5-OH-dioxa
5-NHAc-dioxa
5,5-diHM-dioxa
H,H

O—_-

S_—_-

cPent

cHex

dioxo

dioxa

dithio

dithia

oxathio

oxathia
4-HM-dioxo

4. 5-diHM-dioxo
4,5-diHE-dioxo
5-OH-dioxa
5-NHAc-dioxa
5,5-diHM-dioxa

71

2-Et-Pyr
2-Et-Pyr
2-Et-Pyr
2-Et-Pyr
2-Et-Pyr
2-Et-Pyr
2-Et-Pyr
2-Et-Pyr
2-Et-Pyr
2-Et-Pyr
2-Et-Pyr
2-Et-Pyr
2-Et-Pyr
2-Et-Pyr
2-Et-Pyr
2-nPr-Pyr
2-nPr-Pyr
2-nPr-Pyr
2-nPr-Pyr
2-nPr-Pyr
2-nPr-Pyr
2-nPr-Pyr
2-nPr-Pyr
2-nPr-Pyr
2-nPr-Pyr
2-nPr-Pyr
2-nPr-Pyr
2-nPr-Pyr
2-nPr-Pyr
2-nPr-Pyr
2-nPr-Pyr
2-nPr-Pyr
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[0409]

1-1227
1-1228
1-1229
1-1230
1-1231
1-1232
1-1233
1-1234
1-1235
1-1236
1-1237
1-1238
1-1239
1-1240
1-1241
1-1242
1-1243
1-1244
1-1245
1-1246
1-1247
1-1248
1-1249
1-1250
1-1251
1-1252
1-1253
1-1254
1-1255
1-1256
1-1257
1-1258

H,H

O::

S:

cPent

cHex

dioxo

dioxa

dithio

dithia

oxathio

oxathia
4-HM-dioxo

4 5-diHM-dioxo
4.5-diHE-dioxo
5-OH-dioxa
5-NHAc-dioxa
5,5-diHM-dioxa
HH

O:

S=

cPent

cHex

dioxo

dioxa

dithio

dithia

oxathio

oxathia
4-HM-dioxo
4.5-diHM-dioxo
4,5-diHE-dioxo
5-OH-dioxa

72

2-nBu-Pyr
2-nBu-Pyr
2-nBu-Pyr
2-nBu-Pyr
2-nBu-Pyr
2-nBu-Pyr
2-nBu-Pyr
2-nBu-Pyr
2-nBu-Pyr
2-nBu-Pyr
2-nBu-Pyr
2-nBu-Pyr
2-nBu-Pyr
2-nBu-Pyr
2-nBu-Pyr
2-nBu-Pyr
2-nBu-Pyr
2-nPent-Pyr
2-nPent-Pyr
2-nPent-Pyr
2-nPent-Pyr
2-nPent-Pyr
2-nPent-Pyr
2-nPent-Pyr
2-nPent-Pyr
2-nPent-Pyr
2-nPent-Pyr
2-nPent-Pyr
2-nPent-Pyr
2-nPent-Pyr
2-nPent-Pyr
2-nPent-Pyr
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[0410]

1-1259
1-1260
1-1261
1-1262
1-1263
1-1264
1-1265
1-1266
1-1267
1-1268
1-1269
1-1270
1-1271
1-1272
1-1273
1-1274
1-1275
1-1276
1-1277
1-1278
1-1279
1-1280
1-1281
1-1282
1-1283
1-1284
1-1285
1-1286
1-1287
1-1238
1-1289
1-1290

5-NHAc-dioxa
5,5-diHM-dioxa
HH

O=

S:

cPent

cHex

dioxo

dioxa

dithio

dithia

oxathio

oxathia
4-HM-dioxo
4,5-diHM-dioxo
4 5-diHE-dioxo
5-OH-dioxa
5-NHAc-dioxa
5,5-diHM-dioxa
H,H

O=

S_—._

cPent

cHex

dioxo

dioxa

dithio

dithia

oxathio

oxathia
4-HM-dioxo
4,5-diHM-dioxo

73

2-nPent-Pyr
2-nPent-Pyr
2-nHex-Pyr
2-nHex-Pyr
2-nHex-Pyr
2-nHex-Pyr
2-nHex-Pyr
2-nHex-Pyr
2-nHex-Pyr
2-nHex-Pyr
2-nHex-Pyr
2-nHex-Pyr
2-nHex-Pyr
2-nHex-Pyr
2-nHex-Pyr
2-nHex-Pyr
2-nHex-Pyr
2-nHex-Pyr
2-nHex-Pyr
2-nHept-Pyr
2-nHept-Pyr
2-nHept-Pyr
2-nHept-Pyr
2-nHept-Pyr
2-nHept-Pyr
2-nHept-Pyr
2-nHept-Pyr
2-nHept-Pyr
2-nHept-Pyr
2-nHept-Pyr
2-nHept-Pyr
2-nHept-Pyr
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[0411]

1-1291
1-1292
1-1293
1-1294
1-1295
1-1296
1-1297
1-1298
1-1299
1-1300
1-1301
1-1302
1-1303
1-1304
1-1305
1-1306
1-1307
1-1308
1-1309
1-1310
1-1311
1-1312
1-1313
1-1314
1-1315
1-1316
1-1317
1-1318
1-1319
1-1320
1-1321
1-1322

4,5-diHE-dioxo
5-OH-dioxa
5-NHAc-dioxa
5,5-diHM-dioxa
HH

O:

S=

cPent

cHex

dioxo

dioxa

dithio

dithia

oxathio

oxathia
4-HM-dioxo
4.5-diHM-dioxo
4.5-diHE-dioxo
5-OH-dioxa
5-NHAc-dioxa
5,5-diHM-dioxa
HH

O::

S:

cPent

cHex

dioxo

dioxa

dithio

dithia

oxathio

oxathia

74

2-nHept-Pyr
2-nHept-Pyr
2-nHept-Pyr
2-nHept-Pyr
2-n ¥ -Pyr
2-n ¥ -Pyr
2-n ¥ -Pyr
2-n ¥ -Pyr
2-n ¥ -Pyr
2-n ¥ -Pyr
2-n ¥ -Pyr
2-n ¥ -Pyr
2-n ¥ -Pyr
2-n 5 -Pyr
2-n ¥ -Pyr
2-n ¥ -Pyr
2-n ¥ -Pyr
2-n ¥ -Pyr
2-n ¥ -Pyr
2-n ¥ -Pyr
2-n ¥ -Pyr
2-cPrl-Pyr
2-cPrl-Pyr
2-cPrl-Pyr
2-cPrl-Pyr
2-cPri-Pyr
2-cPrl-Pyr
2-cPrl-Pyr
2-cPrl-Pyr
2-cPrl-Pyr
2-cPrl-Pyr
2-cPrl-Pyr
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1-1323
1-1324
1-1325
1-1326
1-1327
1-1328
1-1329
1-1330
1-1331
1-1332
1-1333
1-1334
1-1335
1-1336
1-1337
1-1338
1-1339
1-1340
1-1341
1-1342
1-1343
1-1344
1-1345
1-1346
1-1347
1-1348
1-1349
1-1350
1-1351
1-1352
1-1353
1-1354

4-HM-dioxo
4.5-diHM-dioxo
4,5-diHE-dioxo
5-OH-dioxa
5-NHAc-dioxa
5,5-diHM-dioxa
H,H

O:

S=

cPent

cHex

dioxo

dioxa

dithio

dithia

oxathio

oxathia
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
5-OH-dioxa
5-NHAc-dioxa
5,5-diHM-dioxa
H,H

O=

S:

cPent

cHex

dioxo

dioxa

dithio

dithia

75

2-cPrl-Pyr
2-cPrl-Pyr
2-cPrl-Pyr
2-cPrl-Pyr
2-cPrl-Pyr
2-cPrl-Pyr
2-Ph-Pyr
2-Ph-Pyr
2-Ph-Pyr
2-Ph-Pyr
2-Ph-Pyr
2-Ph-Pyr
2-Ph-Pyr
2-Ph-Pyr
2-Ph-Pyr
2-Ph-Pyr
2-Ph-Pyr
2-Ph-Pyr
2-Ph-Pyr
2-Ph-Pyr
2-Ph-Pyr
2-Ph-Pyr
2-Ph-Pyr
2,5-diMe-Pyr
2,5-diMe-Pyr
2,5-diMe-Pyr
2,5-diMe-Pyr
2,5-diMe-Pyr
2,5-diMe-Pyr
2,5-diMe-Pyr
2,5-diMe-Pyr
2,5-diMe-Pyr
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1-1355
1-1356
1-1357
1-1358
1-1359
1-1360
1-1361
1-1362
1-1363
1-1364
1-1365
1-1366
1-1367
1-1368
1-1369
1-1370
1-1371
1-1372
1-1373
1-1374
1-1375
1-1376
1-1377
1-1378
1-1379
1-1380
1-1381
1-1382
1-1383
1-1384
1-1385
1-1386

oxathio

oxathia
4-HM-dioxo

4 5-diHM-dioxo
4.5-diHE-dioxo
5-OH-dioxa
5-NHAc-dioxa
5,5-diHM-dioxa

oxa
dioxo
dioxa
dioxe
dithio
dithia
b8
R2
oxathio
oxathia
ozl

ozn

tzl

tzn

76

2,5-diMe-Pyr
2,5-diMe-Pyr
2,5-diMe-Pyr
2,5-diMe-Pyr
2,5-diMe-Pyr
2,5-diMe-Pyr
2,5-diMe-Pyr
2,5-diMe-Pyr
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
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1-1387
1-1388
1-1389
1-1390
1-1391
1-1392
1-1393
1-1394
1-1395
1-1396
1-1397
1-1398
1-1399
1-1400
1-1401
1-1402
1-1403
1-1404
1-1405
1-1406
1-1407
1-1408
1-1409
1-1410
1-1411
1-1412
1-1413
1-1414
1-1415
1-1416
1-1417
1-1418

3-HM-cPent
4-HM-dioxo
4-HM-dithio
4-HM-oxathio
3,4-diHM-cPent
4 5-diHM-dioxo
4.5-diHM-dithio
4,5-diHM-oxathio
3.,4-diHE-cPent
4 5-diHE-dioxo
4,5-diHE-dithio
4.5-diHE-oxathio
3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio
3-HP-cPent
4-HP-dioxo
4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio
I3

x4

RS

K6

R7

I8

9

10

7l

2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
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[0415]

1-1419
1-1420
1-1421
1-1422
1-1423
1-1424
1-1425
1-1426
1-1427
1-1428
1-1429
1-1430
1-1431
1-1432
1-1433
1-1434
1-1435
1-1436
1-1437
1-1438
1-1439
1-1440
1-1441
1-1442
1-1443
1-1444
1-1445
1-1446
1-1447
1-1448
1-1449
1-1450

3,4-diCH,NHAc-cPent
4,5-diCH,;NHAc-dioxo
4,5-diCH;NHAc-dithio
4,5-diCH;NHAc-oxathio

11

12

13

K14

4-OH-cHex
5-OH-dioxa
5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHA c-dithia
5-NHAc-oxathia

4 4-diMe-cHex
5,5-diMe-dioxa
5,5-diMe-dithia
5,5-diMe-oxathia
4.4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
1S

16

17

18
4.4-diCO,Et-cHex
5,5-diCO;Et-dioxa
5,5-diCO,Et-dithia
5,5-diCO,Et-oxathia

78

2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
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1-1451 o= 2-Cl-6-Me-Ph
1-1452 S= 2-Cl-6-Me-Ph
1-1453 cPr 2-Cl-6-Me-Ph
1-1454 cBu 2-Cl-6-Me-Ph
1-1455 cPent 2-Cl-6-Me-Ph
1-1456 cHex 2-Cl-6-Me-Ph
1-1457 cHept 2-Cl-6-Me-Ph
1-1458 oXi 2-Cl-6-Me-Ph
1-1459 oxe 2-Cl-6-Me-Ph
1-1460 0X0 2-Cl-6-Me-Ph
1-1461 oxa 2-Cl-6-Me-Ph
1-1462  dioxo ) 2-C1-6-Me-Ph
1-1463 dioxa 2-Cl-6-Me-Ph
1-1464 dioxe 2-Cl-6-Me-Ph
1-1465 dithio 2-Cl-6-Me-Ph
1-1466 dithia 2-Cl-6-Me-Ph
1-1467 b7 2-Cl-6-Me-Ph
1-1468 32 2-Cl-6-Me-Ph
1-1469 oxathio 2-Cl-6-Me-Ph
1-1470 oxathia 2-Cl-6-Me-Ph
1-1471 ozl 2-Cl-6-Me-Ph
1-1472 ozn 2-Cl-6-Me-Ph
1-1473 tzl 2-Cl-6-Me-Ph
1-1474 tzn 2-Cl-6-Me-Ph
1-1475 3-HM-cPent 2-Cl-6-Me-Ph
1-1476 4-HM-dioxo 2-Cl-6-Me-Ph
1-1477 4-HM-dithio 2-Cl-6-Me-Ph
1-1478 4-HM-oxathio 2-Cl-6-Me-Ph
1-1479 3,4-diHM-cPent 2-Cl-6-Me-Ph
1-1480 4.5-diHM-dioxo 2-Cl-6-Me-Ph
1-1481 4,5-diHM-dithio 2-Cl-6-Me-Ph
1-1482 4,5-diHM-oxathio 2-Cl-6-Me-Ph

[0416]

79



CN 101309900 B

i AR

et
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1-1483
1-1484
1-1485
1-1486
1-1487
1-1488
1-1489
1-1490
1-1491
1-1492
1-1493
1-1494
1-1495
1-1496
1-1497
1-1498
1-1499
1-1500
1-1501
1-1502
1-1503
1-1504
1-1505
1-1506
1-1507
1-1508
1-1509
1-1510
1-1511
1-1512
1-1513
1-1514

3,4-diHE-cPent
4,5-diHE-dioxo
4,5-diHE-dithio
4.5-diHE-oxathio
3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio
3-HP-cPent
4-HP-dioxo
4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio
R3

4

RS

6

K7

I8

9

10

3,4-diCH,;NHAc-cPent
4.5-diCH,;NHAc-dioxo
4,5-diCH;NHAc-dithio
4.5-diCH;NHAc-oxathio

11
12
313
14

80

2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
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[0418]

1-1515
1-1516
1-1517
1-1518
1-1519
1-1520
1-1521
1-1522
1-1523
1-1524
1-1525
1-1526
1-1527
1-1528
1-1529
1-1530
1-1531
1-1532
1-1533
1-1534
1-1535
1-1536
1-1537
1-1538
1-1539
1-1540
1-1541
1-1542
1-1543
1-1544
1-1545
1-1546

4-OH-cHex
5-OH-dioxa
5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia

4 4-diMe-cHex
5,5-diMe-dioxa
5,5-diMe-dithia
5,5-diMe-oxathia
4 4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
K15

K16

R 17

K18
4.4-diCO,Et-cHex
5,5-diCO,Et-dioxa
5,5-diCO;Et-dithia
5,5-diCO,Et-oxathia

81

2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Br-4-F-Ph

2-Br-4-F-Ph

2-Br-4-F-Ph

2-Br-4-F-Ph

2-Br-4-F-Ph

2-Br-4-F-Ph

2-Br-4-F-Ph

2-Br-4-F-Ph



CN 101309900 B

i PA

et

77/249 1T

[0419]

1-1547
1-1548
1-1549
1-1550
1-1551
1-1552
1-1553
1-1554
1-1555
1-1556
1-1557
1-1558
1-1559
1-1560
1-1561
1-1562
1-1563
1-1564
1-1565
1-1566
1-1567
1-1568
1-1569
1-1570
1-1571
1-1572
1-1573
1-1574
1-1575
1-1576
1-1577
1-1578

oxe

0X0

oxa

dioxo

dioxa

dioxe

dithio

dithia

79!

02

oxathio

oxathia

ozl

ozn

tzl

tzn

3-HM-cPent
4-HM-dioxo
4-HM-dithio
4-HM-oxathio
3,4-diHM-cPent
4 5-diHM-dioxo
4,5-diHM-dithio
4,5-diHM-oxathio
3,4-diHE-cPent
4 5-diHE-dioxo
4,5-diHE-dithio
4 5-diHE-oxathio
3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio

82

2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph



CN 101309900 B

in P

78/249 1T

[0420]

1-1579
1-1580
1-1581
1-1582
1-1583
1-1584
1-1585
1-1586
1-1587
1-1588
1-1589
1-1590
1-1591
1-1592
1-1593
1-1594
1-1595
1-1596
1-1597
1-1598
1-1599
1-1600
1-1601
1-1602
1-1603
1-1604
1-1605
1-1606
1-1607
1-1608
1-1609
1-1610

3-HP-cPent
4-HP-dioxo
4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio

3

4

HS

N6

7

b7

9

10
3,4-diCH,NHAc-cPent
4.5-diCH,NHAc-dioxo
4,5-diCH,NHAc-dithio
4,5-diCH,NHA c-oxathio
11

12

13

N 14

4-OH-cHex
5-OH-dioxa
5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia

83

2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph



CN 101309900 B

in P

79/249 1T

[0421]

1-1611
1-1612
1-1613
1-1614
1-1615
1-1616
1-1617
1-1618
1-1619
1-1620
1-1621
1-1622
1-1623
1-1624
1-1625
1-1626
1-1627
1-1628
1-1629
1-1630
1-1631
1-1632
1-1633
1-1634
1-1635
1-1636
1-1637
1-1638
1-1639
1-1640
1-1641
1-1642

4 4-diMe-cHex
5,5-diMe-dioxa
5,5-diMe-dithia
5,5-diMe-oxathia
4 4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
15

K16

K17

18
4.4-diCO,Et-cHex
5,5-diCO,FEt-dioxa
5,5-diCO;Et-dithia

5,5-diCO;Et-oxathia

oxa
dioxo
dioxa
dioxe
dithio
dithia

84

2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph



CN 101309900 B

in P

80/249 11

[0422]

1-1643
1-1644
1-1645
1-1646
1-1647
1-1648
1-1649
1-1650
1-1651
1-1652
1-1653
1-1654
1-1655
1-1656
1-1657
1-1658
1-1659
1-1660
1-1661
1-1662
1-1663
1-1664
1-1665
1-1666
1-1667
1-1668
1-1669
1-1670
1-1671
1-1672
1-1673
1-1674

1

2

oxathio

oxathia

ozl

ozn

tzl

tzn

3-HM-cPent
4-HM-dioxo
4-HM-dithio
4-HM-oxathio
3.,4-diHM-cPent
4,5-diHM-dioxo
4,5-diHM-dithio
4,5-diHM-oxathio
3.4-diHE-cPent
4 5-diHE-dioxo
4.5-diHE-dithio
4.5-diHE-oxathio
3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio
3-HP-cPent
4-HP-dioxo
4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio

85

2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph



CN 101309900 B

in P

81/249 1T

[0423]

1-1675
1-1676
1-1677
1-1678
1-1679
1-1680
1-1681
1-1682
1-1683
1-1684
1-1685
1-1686
1-1687
1-1688
1-1689
1-1690
1-1691
1-1692
1-1693
1-1694
1-1695
1-1696
1-1697
1-1698
1-1699
1-1700
1-1701
1-1702
1-1703
1-1704
1-1705
1-1706

33
4
xS
B2
7
8
9
3% 10

3,4-diCH,NHAc-cPent
4 5-diCH,NHAc-dioxo
4,5-diCH,NHAc-dithio
4,5-diCH,;NHAc-oxathio

*x 11

K12

K13

K 14
4-OH-cHex
5-OH-dioxa
5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia
4 4-diMe-cHex
5,5-diMe-dioxa
5,5-diMe-dithia
5,5-diMe-oxathia
4.,4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia

86

2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph



CN 101309900 B

in P

82/249 11

[0424]

1-1707
1-1708
1-1709
1-1710
1-1711
1-1712
1-1713
1-1714
1-1715
1-1716
1-1717
1-1718
1-1719
1-1720
1-1721
1-1722
1-1723
1-1724
1-1725
1-1726
1-1727
1-1728
1-1729
1-1730
1-1731
1-1732
1-1733
1-1734
1-1735
1-1736
1-1737
1-1738

H 15

716

n 17

718

4. 4-diCO,Et-cHex
5,5-diCO;Et-dioxa
5,5-diCO;Et-dithia
5,5-diCO,Et-oxathia

oxa
dioxo
dioxa
dioxe
dithio
dithia
57|
2
oxathio
oxathia
ozl

ozn

tzl

tzn

87

2-nPent-Ph

2-nPent-Ph

2-nPent-Ph

2-nPent-Ph

2-nPent-Ph

2-nPent-Ph

2-nPent-Ph

2-nPent-Ph

4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph



CN 101309900 B

i PA

et

83/249 11

[0425]

1-1739
1-1740
1-1741
1-1742
1-1743
1-1744
1-1745
1-1746
1-1747
1-1748
1-1749
1-1750
1-1751
1-1752
1-1753
1-1754
1-1755
1-1756
1-1757
1-1758
1-1759
1-1760
1-1761
1-1762
1-1763
1-1764
1-1765
1-1766
1-1767
1-1768
1-1769
1-1770

3-HM-cPent
4-HM-dioxo
4-HM-dithio
4-HM-oxathio
3,4-diHM-cPent
4 5-diHM-dioxo
4.5-diHM-dithio
4.5-diHM-oxathio
3,4-diHE-cPent
4 5-diHE-dioxo
4.5-diHE-dithio
4 5-diHE-oxathio
3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio
3-HP-cPent
4-HP-dioxo
4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio
3

4

B2

6

7

8

9

010

88

4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph



CN 101309900 B

w B P

84/249 11

[0426]

1-1771
1-1772
1-1773
1-1774
1-1775
1-1776
1-1777
1-1778
1-1779
1-1780
1-1781
1-1782
1-1783
1-1784
1-1785
1-1786
1-1787
1-1788
1-1789
1-1790
1-1791
1-1792
1-1793
1-1794
1-1795
1-1796
1-1797
1-1798
1-1799
1-1800
1-1801
1-1802

3,4-diCH;NHAc-cPent
4.5-diCH,NHAc-dioxo
4.5-diCH;NHACc-dithio
4 5-diCH;NHA c-oxathio

K11

K12

K13

X 14

4-OH-cHex
5-OH-dioxa
5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia

4 4-diMe-cHex
5,5-diMe-dioxa
5,5-diMe-dithia
5,5-diMe-oxathia
4 4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
xS

xR 16

17

18

4 ,4-diCO,Et-cHex
5,5-diCO;Et-dioxa
5,5-diCO;Et-dithia
5,5-diCO,Et-oxathia

89

4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph



CN 101309900 B

85/249 11

[0427]

1-1803
1-1804
1-1805
1-1806
1-1807
1-1808
1-1809
1-1810
1-1811
1-1812
1-1813
1-1814
1-1815
1-1816
1-1817
1-1818
1-1819
1-1820
1-1821
1-1822
1-1823
1-1824
1-1825
1-1826
1-1827
1-1828
1-1829
1-1830
1-1831
1-1832
1-1833
1-1834

0X0

oxa

dioxo

dioxa

dioxe

dithio

dithia

7S

K2

oxathio

oxathia

ozl

ozn

tzl

tzn

3-HM-cPent
4-HM-dioxo
4-HM-dithio
4-HM-oxathio
3,4-diHM-cPent
4 5-diHM-dioxo
4,5-diHM-dithio
4,5-diHM-oxathio

90

2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph



CN 101309900 B

in P

86/249 11

[0428]

1-1835
1-1836
1-1837
1-1838
1-1839
1-1840
1-1841
1-1842
1-1843
1-1844
1-1845
1-1846
1-1847
1-1848
1-1849
1-1850
1-1851
1-1852
1-1853
1-1854
1-1855
1-1856
1-1857
1-1858
1-1859
1-1860
1-1861
1-1862
1-1863
1-1864
1-1865
1-1866

3,4-diHE-cPent
4 5-diHE-dioxo
4,5-diHE-dithio
4,5-diHE-oxathio
3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio
3-HP-cPent
4-HP-dioxo
4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio
K3

X4

RS

b7

T

I8

9

310

3,4-diCH;NHAc-cPent
4,5-diCH,NHAc-dioxo
4,5-diCH;NHAcc-dithio
4 5-diCH,NHA c-oxathio

711
12
713
14

91

2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph



CN 101309900 B

in P

87/249 11

[0429]

1-1867
1-1868
1-1869
1-1870
1-1871
1-1872
1-1873
1-1874
1-1875
1-1876
1-1877
1-1878
1-1879
1-1880
1-1881
1-1882
1-1883
1-1884
1-1885
1-1886
1-1887
1-1888
1-1889
1-1890
1-1891
1-1892
1-1893
1-1894
1-1895
1-1896
1-1897
1-1898

4-OH-cHex
5-OH-dioxa
5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia
4 4-diMe-cHex
5,5-diMe-dioxa
5,5-diMe-dithia
5,5-diMe-oxathia
4 4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
K15

K16

K17

718

4 4-diCO;Et-cHex
5,5-diCO;Et-dioxa
5,5-diCO,Et-dithia
5,5-diCO,Et-oxathia

92

2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
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[0430]

1-1899
1-1900
1-1901
1-1902
1-1903
1-1904
1-1905
1-1906
1-1907
1-1908
1-1909
1-1910
1-1911
1-1912
1-1913
1-1914
1-1915
1-1916
1-1917
1-1918
1-1919
1-1920
1-1921
1-1922
1-1923
1-1924
1-1925
1-1926
1-1927
1-1928
1-1929
1-1930

oxe

0X0

oxa

dioxo

dioxa

dioxe

dithio

dithia

1

2

oxathio

oxathia

ozl

ozn

tzl

tzn

3-HM-cPent
4-HM-dioxo
4-HM-dithio
4-HM-oxathio
3.4-diHM-cPent
4 5-diHM-dioxo
4,5-diHM-dithio
4 5-diHM-oxathio
3,4-diHE-cPent
4 5-diHE-dioxo
4.5-diHE-dithio
4 5-diHE-oxathio
3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio

93

4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4.F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
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[0431]

1-1931
1-1932
1-1933
1-1934
1-1935
1-1936
1-1937
1-1938
1-1939
1-1940
1-1941
1-1942
1-1943
1-1944
1-1945
1-1946
1-1947
1-1948
1-1949
1-1950
1-1951
1-1952
1-1953
1-1954
1-1955
1-1956
1-1957
1-1958
1-1959
1-1960
1-1961
1-1962

3-HP-cPent
4-HP-dioxo
4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio

3xr3

4

TS

in6

0T

I8

b7

710
3,4-diCH;NHAc-cPent
4.5-diCH,NHAc-dioxo
4,5-diCH,NHAc-dithio
4,5-diCH,NHA c-oxathio
®11

12

13

14

4-OH-cHex
5-OH-dioxa
5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia

94

4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4.F-2-nOct-Ph
4-F-2-nOct-Ph
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[0432]

1-1963
1-1964
1-1965
1-1966
1-1967
1-1968
1-1969
1-1970
1-1971
1-1972
1-1973
1-1974
1-1975
1-1976
1-1977
1-1978
1-1979
1-1980
1-1981
1-1982
1-1983
1-1984
1-1985
1-1986
1-1987
1-1988
1-1989
1-1990
1-1991
1-1992
1-1993
1-1994

4 4-diMe-cHex
5,5-diMe-dioxa
5,5-diMe-dithia
5,5-diMe-oxathia
4 4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
15

16

®17

718

4 4-diCO,Et-cHex
5,5-diCO,Et-dioxa
5,5-diCO,Et-dithia

0X0
oxa

dioxo
dioxa
dioxe
dithio
dithia
b7 |

95

4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
2-nPr-Ph
2-nPr-Ph
2-nP1-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
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[0433]

1-1995
1-1996
1-1997
1-1998
1-1999
1-2000
1-2001
1—2002
1-2003
1-2004
1-2005
1-2006
1-2007
1-2008
1-2009
1-2010
1-2011
1-2012
1-2013
1-2014
1-2015
1-2016
1-2017
1-2018
1-2019
1-2020
1-2021
1-2022
1-2023
1-2024
1-2025
1-2026

K2

oxathio

oxathia

ozl

ozn

tzl

tzn

3-HM-cPent
4-HM-dioxo
4-HM-dithio
4-HM-oxathio
3,4-diHM-cPent
4.5-diHM-dioxo
4,5-diHM-dithio
4. 5-diHM-oxathio
3.4-diHE-cPent
4.5-diHE-dioxo
4,5-diHE-dithio
4.5-diHE-oxathio
3-HE-cPent
4-HE-dioxo
4-HE-dithio
4-HE-oxathio
3-HP-cPent
4-HP-dioxo
4-HP-dithio
4-HP-oxathio
3-HB-cPent
4-HB-dioxo
4-HB-dithio
4-HB-oxathio
K3

96

2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
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[0434]

1-2027
1-2028
1-2029
1-2030
1-2031
1-2032
1-2033
1-2034
1-2035
1-2036
1-2037
1-2038
1-2039
1-2040
1-2041
1-2042
1-2043
1-2044
1-2045
1-2046
1-2047
1-2048
1-2049
1-2050
1-2051
1-2052
1—2053
1-2054
1-2055
1-2056
1-2057
1-2058

4
35
K6
7
78
9
3® 10

3,4-diCH;NHAc-cPent
4.5-diCH,NHAc-dioxo
4,5-diCH;NHACc-dithio
4 5-diCH,;NHAc-oxathio

il

%12

I 13

14
4-OH-cHex
5-OH-dioxa
5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
5-NHAc-oxathia
4 4-diMe-cHex
5,5-diMe-dioxa
5,5-diMe-dithia
5,5-diMe-oxathia
4.4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
1S5

97

2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
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[0435]

1-2059
1-2060
1-2061
1-2062
1-2063
1-2064
1-2065
1-2066
1-2067
1-2068
1-2069
1-2070
1-2071
1-2072
1-2073
1-2074
1-2075
1-2076
1-2077
1-2078
1-2079
1-2080
1-2081
1-2082
1-2083
1-2084
1-2085
1-2086
1-2087
1-2088
1-2089
1-2090

16

17

K18

4 4-diCO;3Et-cHex
5,5-diCO;Et-dioxa
5,5-diCO;Et-dithia
5,5-diCO,Et-oxathia
O= ,

0X0
oxa
dioxo
dioxa
dioxe
dithio
dithia
1
2
oxathio
oxathia
ozl

ozn

tzl

tzn
3-HM-cPent

98

2-nPr-Ph

2-nPr-Ph

2-nPr-Ph

2-nPr-Ph

2-nPr-Ph

2-nPr-Ph

2-nPr-Ph

4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph



it BA

et

CN 101309900 B 94/249 T
1-2091 4-HM-dioxo 4-F-2-nPr-Ph
1-2092 4-HM-dithio 4-F-2-nPr-Ph
1-2093 4-HM-oxathio 4-F-2-nPr-Ph
1-2094 3,4-diHM-cPent 4-F-2-nPr-Ph
1-2095 4.5-diHM-dioxo 4-F-2-nPr-Ph
1-2096 4 5-diHM-dithio 4-F-2-nPr-Ph
1-2097 4,5-diHM-oxathio 4-F-2-nPr-Ph
1-2098 3,4-diHE-cPent 4-F-2-nPr-Ph
1-2099 4. 5-diHE-dioxo 4-F-2-nPr-Ph
1-2100 4,5-diHE-dithio 4-F-2-nPr-Ph
1-2101 4,5-diHE-oxathio 4-F-2-nPr-Ph
1-2102 3-HE-cPent 4-F-2-nPr-Ph
1-2103 4-HE-dioxo 4-F-2-nPr-Ph
1-2104 4-HE-dithio 4-F-2-nPr-Ph
1-2105 4-HE-oxathio 4-F-2-nPr-Ph
1-2106 3-HP-cPent 4-F-2-nPr-Ph
1-2107 4-HP-dioxo 4-F-2-nPr-Ph
1-2108 4-HP-dithio 4-F-2-nPr-Ph
1-2109 4-HP-oxathio 4-F-2-nPr-Ph
1-2110 3-HB-cPent 4-F-2-nPr-Ph
1-2111 4-HB-dioxo 4-F-2-nPr-Ph
1-2112 4-HB-dithio 4-F-2-nPr-Ph
1-2113 4-HB-oxathio 4-F-2-nPr-Ph
1-2114 3 4-F-2-nPr-Ph
1-2115 x4 4-F-2-nPr-Ph
1-2116 b7 4-F-2-nPr-Ph
1-2117 6 4-F-2-nPr-Ph
1-2118 7 4-F-2-nPr-Ph
1-2119 8 4-F-2-nPr-Ph
1-2120 k7 4-F-2-nPr-Ph
1-2121 10 4-F-2-nPr-Ph
1-2122 3,4-diCH,;NHAc-cPent 4-F-2-nPr-Ph

[0436]

99
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[0437]

1-2123
1-2124
1-2125
1-2126
1-2127
1-2128
1-2129
1-2130
1-2131
1-2132
1-2133
1-2134
1-2135
1-2136
1-2137
1-2138
1-2139
1—2140
1-2141
1-2142
1-2143
1-2144
1-2145
1-2146
1-2147
1-2148
1-2149
1-2150
1-2151
1-2152
1-2153
1-2154

4.5-diCH;NHAc-dioxo
4.5-diCH,;NHACc-dithio
4.5-diCH,NHAc-oxathio

1

12

313

14

4-OH-cHex
5-OH-dioxa
5-OH-dithia
5-OH-oxathia
4-NHAc-cHex
5-NHAc-dioxa
5-NHAc-dithia
S-NHAc-oxathia
4 4-diMe-cHex
5,5-diMe-dioxa
5,5-diMe-dithia
5,5-diMe-oxathia
4. 4-diHM-cHex
5,5-diHM-dioxa
5,5-diHM-dithia
5,5-diHM-oxathia
K15

K16

xR 17

K18

4 4-diCO,Et-cHex
5,5-diCO;Et-dioxa
5,5-diCO,Et-dithia

5,5-diCO;Et-oxathia

I~ 19

100

4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
2-Cl-Ph
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1-2155
1-2156
1-2157
1-2158
1-2159
1-2160
1-2161
1-2162
1-2163
1-2164
1-2165
1-2166
1-2167
1-2168
1-2169
1-2170
1-2171
1-2172
1-2173
1-2174
1-2175
1-2176
1-2177
1-2178
1-2179
1-2180
1-2181
1-2182
1-2183
1-2184
1-2185

1-2186
[0438]

20
21
719
3 20
21
%19
3 20
21
%19
3 20
321
319
3% 20
K21
N 19
20
A 21
19
%20
3821
xR 19
320
321
19
3 20
21
%19
320
3 21
19
3% 20
21

101

2-Cl-Ph
2-Cl-Ph
2-Br-Ph
2-Br-Ph
2-Br-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-6-Me-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2-Cl-4-F-Ph
2,4-diF

2,4-diF

2,4-diF
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
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[0439]

1-2187
1-2188
1-2189
1-2190
1—2191
1-2192
1-2193
1-2194
1-2195
1-2196
1-2197
1-2198
1-2199
1-2200
1-2201
1-2202
1-2203
1-2204
1-2205
1-2206
1-2207
1-2208
1-2209
1-2210
1-2211
1-2212
1-2213
1-2214
1-2215
1-2216
1-2217
1-2218

19
20
21
19
20
K21
* 19
K 20
K21
K19
3K 20
R 21
X 19
X 20
R 21
19
3K 20
iR 21
N 19
20
21
19
320
iR 21
319
3 20
21
19
iR 20
21
dioxo
4-HM-dioxo

102

2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
2-nOct-Ph
2-nOct-Ph
2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
Ph

Ph

Ph

4-F-Ph

4-F-Ph

4-F-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nPr-Ph
2-nP1-Ph
2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
2-F-Ph

2-F-Ph
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[0440]

1-2219
1-2220
1-2221
1-2222
1-2223
1-2224
1-2225
1-2226
1-2227
1-2228
1-2229
1-2230
1-2231
1-2232
1-2233
1-2234
1-2235
1-2236
1-2237
1-2238
1-2239
1-2240
1-2241
1—2242
1-2243
1-2244
1-2245
1-2246
1-2247
1-2248
1-2249
1-2250

4 5-diHM-dioxo
4 5-diHE-dioxo
19

20

21

dioxo
4-HM-dioxo

4. 5-diHM-dioxo
4.5-diHE-dioxo
19

20

21

dioxo
4-HM-dioxo

4 5-diHM-dioxo
4.5-diHE-dioxo
19

%20

21

dioxo
4-HM-dioxo

4 5-diHM-dioxo
4 5-diHE-dioxo
19

R 20

xR 21

dioxo
4-HM-dioxo

4 5-diHM-dioxo
4,5-diHE-dioxo
19

320

103

2-F-Ph
2-F-Ph
2-F-Ph
2-F-Ph
2-F-Ph
2-1-Ph
2-1-Ph
2-1-Ph
2-1-Ph
2-1-Ph
2-1-Ph
2-1-Ph
4-Cl-Ph
4-Cl-Ph
4-Cl-Ph
4-Cl-Ph
4-Cl-Ph
4-Cl-Ph
4-Cl-Ph
2-Me-Ph
2-Me-Ph
2-Me-Ph
2-Me-Ph
2-Me-Ph
2-Me-Ph
2-Me-Ph
2-Et-Ph
2-Et-Ph
2-Et-Ph
2-Et-Ph
2-Et-Ph
2-Et-Ph
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1-2251 721 2-Et-Ph
1-2252 dioxo 2-C=CH-Ph
1-2253 4-HM-dioxo 2-C=CH-Ph
1-2254 4,5-diHM-dioxo 2-C=CH-Ph
1-2255 4,5-diHE-dioxo 2-C=CH-Ph
1-2256 319 2-C=CH-Ph
1-2257 20 2-C=CH-Ph
1-2258 R 21 2-C=CH-Ph
1-2259 dioxo 2-iPr-Ph
1-2260 4-HM-dioxo 2-1Pr-Ph
1-2261 4 5-diHM-dioxo 2-1Pr-Ph
1-2262 4 5-diHE-dioxo 2-1Pr-Ph
1-2263 K19 2-iPr-Ph
1-2264 3K 20 2-iPr-Ph
1-2265 21 2-iPr-Ph
1-2266 dioxo 2-tBu-Ph
1-2267 4-HM-dioxo 2-tBu-Ph
1-2268 4,5-diHM-dioxo 2-tBu-Ph
1-2269 4 5-diHE-dioxo 2-tBu-Ph
1-2270 19 2-tBu-Ph
1-2271 Ik 20 2-tBu-Ph
1-2272 K21 2-tBu-Ph
1-2273 dioxo 2-sBu-Ph
1-2274 4-HM-dioxo 2-sBu-Ph
1-2275 4 5-diHM-dioxo 2-sBu-Ph
1-2276 4,5-diHE-dioxo 2-sBu-Ph
1-2277 *19 2-sBu-Ph
1-2278 xR 20 2-sBu-Ph
1-2279 R 21 2-sBu-Ph
1-2280 dioxo 2-OMe-Ph
1-2281 4-HM-dioxo 2-OMe-Ph
1-2282 4,5-diHM-dioxo 2-OMe-Ph

[0441]

104
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[0442]

1-2283
1-2284
1-2285
1-2286
1-2287
1-2288
1-2289
1-2290
1-2291
1—2292
1-2293
1-2294
1-2295
1-2296
1-2297
1-2298
1-2299
1-2300
1-2301
1-2302
1-2303
1-2304
1-2305
1-2306
1-2307
1-2308
1-2309
1-2310
1-2311
1-2312
1-2313
1-2314

4 5-diHE-dioxo0
19

R 20

IR 21

dioxo
4-HM-dioxo
4.5-diHM-dioxo
4,5-diHE-dioxo
xR 19

3K 20

IR 21

dioxo
4-HM-dioxo

4 5-diHM-dioxo
4,5-diHE-dioxo
K19

iR 20

xR 21

dioxo
4-HM-dioxo
4.5-diHM-dioxo
4.5-diHE-dioxo
%19

IR 20

321

dioxo
4-HM-dioxo
4.5-diHM-dioxo
4,5-diHE-dioxo
719

% 20

21

105

2-OMe-Ph
2-OMe-Ph
2-OMe-Ph
2-OMe-Ph
2-OEt-Ph
2-OEt-Ph
2-OEt-Ph
2-OEt-Ph
2-OEt-Ph
2-OEt-Ph
2-OEt-Ph
2-OCHF,-Ph
2-OCHF,-Ph
2-OCHF;-Ph
2-OCHF,-Ph
2-OCHF,-Ph
2-OCHF,-Ph
2-OCHF,-Ph
2-SMe-Ph
2-SMe-Ph
2-SMe-Ph
2-SMe-Ph
2-SMe-Ph
2-SMe-Ph
2-SMe-Ph
2-Ac-Ph
2-Ac-Ph
2-Ac-Ph
2-Ac-Ph
2-Ac-Ph
2-Ac-Ph
2-Ac-Ph
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[0443]

1-2315
1-2316
1-2317
1-2318
1-2319
1-2320
1-2321
1-2322
1-2323
1-2324
1-2325
1-2326
1-2327
1-2328
1-2329
1-2330
1-2331
1-2332
1-2333
1-2334
1-2335
1-2336
1-2337
1-2338
1-2339
1-2340
1-2341
1-2342
1—2343
1-2344
1-2345
1-2346

dioxo
4-HM-dioxo
4.5-diHM-dioxo
4 5-diHE-dioxo
IR 19

20

T 21

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4 5-diHE-dioxo
19

R 20

21

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4.5-diHE-dioxo
K19

K20

IR 21

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
319

320

21

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4.5-diHE-dioxo

106

2-Bn-Ph

2-Bn-Ph

2-Bn-Ph

2-Bn-Ph

2-Bn-Ph

2-Bn-Ph

2-Bn-Ph

2-Mor-Ph

2-Mor-Ph

2-Mor-Ph

2-Mor-Ph

2-Mor-Ph

2-Mor-Ph

2-Mor-Ph

Flu

Flu

Flu

Flu

Flu

Flu

Flu
2-CH,CH,Pyrd-Ph
2-CH,CH,Pyrd-Ph
2-CH,CH,Pyrd-Ph
2-CH,CH,Pyrd-Ph
2-CH,CH,Pyrd-Ph
2-CH,CH;Pyrd-Ph
2-CH,CH,Pyrd-Ph
2-CH,CH;NHBoc-Ph
2-CH,CH;NHBoc-Ph
2-CH,CH,;NHBoc-Ph
2-CH,CH,;NHBoc-Ph
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1-2347
1-2348
1-2349
1-2350
1-2351
1-2352
1-2353
1-2354
1-2355
1-2356
1-2357
1-2358
1-2359
1-2360
1-2361
1-2362
1-2363
1-2364
1-2365
1-2366
1-2367
1-2368
1-2369
1-2370
1-2371
1-2372
1-2373
1-2374
1-2375
1-2376
1-2377

1-2378
[0444]

xR 19

20

21

dioxo
4-HM-dioxo

4 5-diHM-dioxo
4 5-diHE-dioxo
19

3Kk 20

K21

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
K19

320

321

dioxo
4-HM-dioxo
4.5-diHM-dioxo
4 5-diHE-dioxo
xR 19

320

21

dioxo
4-HM-dioxo
4.5-diHM-dioxo
4,5-diHE-dioxo
19

IR 20

K21

dioxo

107

2-CH2CH2NH:B oc-Ph
2-CH2CH2NHBOC-Ph
2-CH2CH2NHB oc-Ph

2-NH,-Ph
2-NH,-Ph
2-NH,-Ph
2-NH,-Ph
2-NH,-Ph
2-NH;-Ph
2-NH,-Ph
4-F-2-Me-Ph
4.F-2-Me-Ph
4-F-2-Me-Ph
4-F-2-Me-Ph
4-F-2-Me-Ph
4-F-2-Me-Ph
4-F-2-Me-Ph
3-Cl-4-F-Ph
3-Cl-4-F-Ph
3-Cl-4-F-Ph
3-Cl-4-F-Ph
3-Cl-4-F-Ph
3-Cl-4-F-Ph
3-Cl-4-F-Ph
4-F-3-CF;-Ph
4-F-3-CF;-Ph
4-F-3-CF;-Ph
4-F-3-CF3-Ph
4-F-3-CF;-Ph
4-F-3-CF;-Ph
4-F-3-CF;-Ph

4-F-3-OMe-Ph
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1-2379
1-2380
1-2381
1-2382
1-2383
1-2384
1-2385
1-2386
1-2387
1-2388
1-2389
1-2390
1-2391
1-2392
1-2393
1—2394
1-2395
1-2396
1-2397
1-2398
1-2399
1-2400
1-2401
1-2402
1-2403
1-2404
1-2405
1-2406
1-2407
1-2408
1-2409
1-2410

4-HM-dioxo
4.5-diHM-dioxo
4.5-diHE-dioxo
19

320

iR 21

dioxo
4-HM-dioxo
4.5-diHM-dioxo
4,5-diHE-dioxo
319

% 20

21

dioxo
4-HM-dioxo

4 5-diHM-dioxo
4.5-diHE-dioxo
19

XK 20

K21

dioxo
4-HM-dioxo

4 5-diHM-dioxo
4 5-diHE-dioxo
19

K20

21

dioxo
4-HM-dioxo

4 5-diHM-dioxo
4,5-diHE-dioxo
719

108

4-F-3-OMe-Ph
4-F-3-OMe-Ph
4-F-3-OMe-Ph
4-F-3-OMe-Ph
4-F-3-OMe-Ph
4-F-3-OMe-Ph
3,4-diF-Ph
3,4-diF-Ph
3,4-diF-Ph
3,4-diF-Ph
3,4-diF-Ph
3,4-diF-Ph
3,4-diF-Ph
2,4-diOMe-Ph
2,4-diOMe-Ph
2,4-diOMe-Ph
2,4-diOMe-Ph
2,4-diOMe-Ph
2,4-diOMe-Ph
2,4-diOMe-Ph
4-Cl-2-F-Ph
4-Cl-2-F-Ph
4-C1-2-F-Ph
4-Cl1-2-F-Ph
4-Cl-2-F-Ph
4-Cl-2-F-Ph
4-Cl-2-F-Ph
2-Br-4-Cl-Ph
2-Br-4-Cl-Ph
2-Br-4-Cl-Ph
2-Br-4-Cl-Ph
2-Br-4-Cl-Ph
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[0446]

1-2411
1-2412
1-2413
1-2414
1-2415
1-2416
1-2417
1-2418
1-2419
1-2420
1-2421
1-2422
1-2423
1-2424
1-2425
1-2426
1-2427
1-2428
1-2429
1-2430
1-2431
1-2432
1-2433
1-2434
1-2435
1-2436
1-2437
1-2438
1-2439
1-2440
1-2441
1-2442

R 20

21

dioxo
4-HM-dioxo

4 5-diHM-dioxo
4 5-diHE-dioxo
19

320

IR 21

dioxo
4-HM-dioxo
4.5-diHM-dioxo
4 5-diHE-dioxo
319

20

IR 21

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4.5-diHE-dioxo
19

IR 20

21

dioxo
4-HM-dioxo
4.5-diHM-dioxo
4,5-diHE-dioxo
X 19

IR 20

K21

dioxo
4-HM-dioxo

109

2-Br-4-C]-Ph
2-Br-4-C1-Ph
4-Cl-2-Me-Ph
4-Cl-2-Me-Ph
4-Cl-2-Me-Ph
4-Cl1-2-Me-Ph
4-Cl-2-Me-Ph
4-Cl-2-Me-Ph
4-Cl-2-Me-Ph
4-CI-2-CO;Me-Ph
4-Cl-2-CO;Me-Ph
4-Cl1-2-CO;Me-Ph
4-Cl-2-CO;Me-Ph
4-Cl-2-CO,Me-Ph
4-Cl1-2-CO;Me-Ph
4-Cl-2-CO;Me-Ph
3,4-diCl-Ph
3,4-diCl-Ph
3,4-diCI-Ph
3,4-diCl-Ph
3,4-diCI-Ph
3,4-diCl-Ph
3,4-diCl-Ph
2,5-diF-Ph
2,5-diF-Ph
2,5-diF-Ph
2,5-diF-Ph
2,5-diF-Ph
2,5-diF-Ph
2,5-diF-Ph
2,6-diF-Ph
2,6-diF-Ph
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[0447]

1-2443
1-2444
1—2445
1-2446
1-2447
1-2448
1-2449
1-2450
1-2451
1-2452
1-2453
1-2454
1-2455
1-2456
1-2457
1-2458
1-2459
1-2460
1-2461
1-2462
1-2463
1-2464
1-2465
1-2466
1-2467
1-2468
1-2469
1-2470
1-2471
1-2472
1-2473
1-2474

4 5-diHM-dioxo
4. 5-diHE-dioxo
K19

320

21

dioxo
4-HM-dioxo
4.5-diHM-dioxo
4 5-diHE-dioxo
719

K20

21

dioxo
4-HM-dioxo
4.5-diHM-dioxo
4.5-diHE-dioxo
K19

3K 20

R 21

dioxo
4-HM-dioxo

4 5-diHM-dioxo
4 5-diHE-dioxo
X 19

3K 20

3R 21

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4.5-diHE-dioxo
19

3L 20

110

2,6-diF-Ph
2,6-diF-Ph
2,6-diF-Ph
2,6-diF-Ph
2,6-diF-Ph
2-F-4-Me-Ph
2-F-4-Me-Ph
2-F-4-Me-Ph
2-F-4-Me-Ph
2-F-4-Me-Ph
2-F-4-Me-Ph
2-F-4-Me-Ph
2-F-5-Me-Ph
2-F-5-Me-Ph
2-F-5-Me-Ph
2-F-5-Me-Ph
2-F-5-Me-Ph
2-F-5-Me-Ph
2-F-5-Me-Ph
2-F-4-OMe-Ph
2-F-4-OMe-Ph
2-F-4-OMe-Ph
2-F-4-OMe-Ph
2-F-4-OMe-Ph
2-F-4-OMe-Ph
2-F-4-OMe-Ph
5-Cl-2-F-Ph
5-Cl1-2-F-Ph
5-Cl-2-F-Ph
5-Cl-2-F-Ph
5-Cl-2-F-Ph
5-Cl-2-F-Ph
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[0448]

1-2475
1-2476
1-2477
1-2478
1-2479
1-2480
1-2481
1-2482
1-2483
1-2484
1-2485
1-2486
1-2487
1-2488
1-2489
1-2490
1-2491
1-2492
1-2493
1-2494
1-2495
1—2496
1-2497
1-2498
1-2499
1-2500
1-2501
1-2502
1-2503
1-2504
1-2505
1-2506

K21

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4 5-diHE-dioxo
19

3K 20

IR 21

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4 5-diHE-dioxo
19

20

21

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
19

X 20

IR 21

dioxo
4-HM-dioxo

4 5-diHM-dioxo
4,5-diHE-dioxo
19

20

21

dioxo
4-HM-dioxo
4,5-diHM-dioxo

111

5-Cl-2-F-Ph

2,3,4-triF-Ph
2,3,4-triF-Ph
2,3,4-triF-Ph
2,3 4-triF-Ph
2,3,4-triF-Ph
2,3,4-triF-Ph
2,3 4-triF-Ph
2.4,5-triF-Ph
2,4.5-triF-Ph
2.4.5-triF-Ph
2,4.5-triF-Ph
2,4,5-triF-Ph
2.4,5-triF-Ph
2,4,5-triF-Ph
2,4,6-triF-Ph
2,4,6-triF-Ph
2,4,6-triF-Ph
2,4,6-triF-Ph
2.4 6-triF-Ph
2.4.6-triF-Ph
2,4,6-triF-Ph
2,4-diCl-Ph

2,4-diCl-Ph

2,4-diCl1-Ph

2,4-diC1-Ph

2,4-diCl-Ph

2 4-diCl-Ph

2,4-diCl-Ph

4-Br-2-Cl-Ph
4-Br-2-Cl-Ph
4-Br-2-Cl-Ph
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[0449]

1-2507
1-2508
1-2509
1-2510
1-2511
1-2512
1-2513
1-2514
1-2515
1-2516
1-2517
1-2518
1-2519
1-2520
1-2521
1-2522
1-2523
1-2524
1-2525
1-2526
1-2527
1-2528
1-2529
1-2530
1-2531
1-2532
1-2533
1-2534
1-2535
1-2536
1-2537
1-2538

4,5-diHE-dioxo
19

3R 20

K21

dioxo
4-HM-dioxo

4 5-diHM-dioxo
4 5-diHE-dioxo
19

320

321

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4.5-diHE-dioxo
19

20

21

dioxo
4-HM-dioxo
4.5-diHM-dioxo
4 5-diHE-dioxo
K19

IR 20

21

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4 5-diHE-dioxo
19

20

21

112

4-Br-2-Cl-Ph
4-Br-2-Cl-Ph
4-Br-2-Cl-Ph
4-Br-2-Cl-Ph
4-tBu-2-Cl-Ph
4-tBu-2-Cl-Ph
4-tBu-2-Cl-Ph
4-tBu-2-Cl-Ph
4-tBu-2-Cl1-Ph
4-tBu-2-Cl-Ph
4-tBu-2-Cl-Ph
2-Cl-6-F-Ph
2-Cl-6-F-Ph
2-Cl-6-F-Ph
2-Cl-6-F-Ph
2-Cl-6-F-Ph
2-Cl-6-F-Ph
2-Cl-6-F-Ph
2,6-diCl-Ph
2,6-diCl-Ph
2,6-diCl1-Ph
2,6-diCl-Ph
2,6-diCl-Ph
2,6-diCl-Ph
2,6-diCl-Ph
2,3-diCl-Ph
2,3-diCl-Ph
2,3-diCl-Ph
2,3-diCl-Ph
2,3-diCl1-Ph
2,3-diCl-Ph
2,3-diCl-Ph
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[0450]

1-2539
1-2540
1-2541
1-2542
1-2543
1-2544
1-2545
1-2546
1—2547
1-2548
1-2549
1-2550
1-2551
1-2552
1-2553
1-2554
1-2555
1-2556
1-2557
1-2558
1-2559
1-2560
1-2561
1-2562
1-2563
1-2564
1-2565
1-2566
1-2567
1-2568
1-2569
1-2570

dioxo
4-HM-dioxo
4.5-diHM-dioxo
4.5-diHE-dioxo
19

IR 20

K21

dioxo
4-HM-dioxo
4.5-diHM-dioxo
4 5-diHE-dioxo
xR 19

R 20

R 21

dioxo
4-HM-dioxo

4 5-diHM-dioxo
4 5-diHE-dioxo
319

20

7021

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4.5-diHE-dioxo
®19

ik 20

R 21

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo

113

2,5-diCI-Ph
2,5-diCl-Ph
2,5-diCl1-Ph
2,5-diCl-Ph
2,5-diCl-Ph
2,5-diCI-Ph
2,5-diCI-Ph
2-Cl-4,6-diF-Ph
2-Cl-4,6-diF-Ph
2-Cl-4,6-diF-Ph
2-Cl-4,6-diF-Ph
2-Cl-4,6-diF-Ph
2-Cl-4,6-diF-Ph
2-Cl-4,6-diF-Ph
2,6-diCl-4-F-Ph
2,6-diCl-4-F-Ph
2,6-diCl-4-F-Ph
2,6-diCl1-4-F-Ph
2,6-diCl-4-F-Ph
2,6-diCl-4-F-Ph
2,6-diCl-4-F-Ph
2-Br-6-Cl-4-F-Ph
2-Br-6-Cl-4-F-Ph
2-Br-6-Cl-4-F-Ph
2-Br-6-Cl1-4-F-Ph
2-Br-6-Cl-4-F-Ph
2-Br-6-Cl-4-F-Ph
2-Br-6-Cl-4-F-Ph
4-Cl-2-OMe-5-Me-Ph
4-Cl1-2-OMe-5-Me-Ph
4-Cl1-2-OMe-5-Me-Ph
4-Cl-2-OMe-5-Me-Ph
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1-2571
1-2572
1-2573
1-2574
1-2575
1-2576
1-2577
1-2578
1-2579
1-2580
1-2581
1-2582
1-2583
1-2584
1-2585
1-2586
1-2587
1-2588
1-2589
1-2590
1-2591
1-2592
1-2593
1-2594
1-2595
1-2596
1-2597
1-2598
1-2599
1-2600
1-2601

1-2602
[0451]

319

720

21

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diI—[E-dioxo
319

I 20

021

dioxo
4_"HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
K19

20

IR 21

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
319

iR 20

021

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
19

iR 20

21

dioxo

114

4-Cl-2-OMe-5-Me-Ph
4-C1-2-OMe-5-Me-Ph
4-Cl-2-OMe-5-Me-Ph

2,4-diBr-Ph
2,4-diBr-Ph
2,4-diBr-Ph
2,4-diBr-Ph
2,4-diBr-Ph
2,4-diBr-Ph
2,4-diBr-Ph
2,6-diBr-Ph
2,6-diBr-Ph
2,6-diBr-Ph
2,6-diBr-Ph
2,6-diBr-Ph
2,6-diBr-Ph
2,6-diBr-Ph
2-Br-4-iPr-Ph

2-Br-4-iPr-Ph

2-Br-4-iPr-Ph
2-Br-4-iPr-Ph
2-Br-4-iPr-Ph
2-Br-4-iPr-Ph
2-Br-4-iPr-Ph
2-nNon-Ph
2-nNon-Ph
2-nNon-Ph
2-nNon-Ph
2-nNon-Ph
2-nNon-Ph
2-nNon-Ph
4-F-2-nNon-Ph
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[0452]

1-2603
1-2604
1-2605
1-2606
1-2607
1-2608
1-2609
1-2610
1-2611
1-2612
1-2613
1-2614
1-2615
1-2616
1-2617
1-2618
1-2619
1-2620
1-2621
1-2622
1-2623
1-2624
1-2625
1-2626
1-2627
1-2628
1-2629

4-HM-dioxo

4 5-diHM-dioxo
4 5-diHE-dioxo
19

320

R 21

dioxo
4-HM-dioxo
4.5-diHM-dioxo
4 5-diHE-dioxo
19

20

K21

dioxo
4-HM-dioxo
4.5-diHM-dioxo
4.5-diHE-dioxo
19

20

321

dioxo
4-HM-dioxo

4 5-diHM-dioxo
4 5-diHE-dioxo
19

3K 20

21

4-F-2-nNon-Ph
4-F-2-nNon-Ph
4-F-2-nNon-Ph
4-F-2-nNon-Ph
4-F-2-nNon-Ph
4-F-2-nNon-Ph
2-nDec-Ph
2-nDec-Ph
2-nDec-Ph
2-nDec-Ph
2-nDec-Ph
2-nDec-Ph
2-nDec-Ph
4-F-2-nDec-Ph
4-F-2-nDec-Ph
4-F-2-nDec-Ph
4-F-2-nDec-Ph
4-F-2-nDec-Ph
4-F-2-nDec-Ph
4-F-2-nDec-Ph
2-Et-4-F-Ph
2-Et-4-F-Ph
2-Et-4-F-Ph
2-Et-4-F-Ph
2-Et-4-F-Ph
2-Et-4-F-Ph
2-Et-4-F-Ph
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[0453] (% 2)
[0454]
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e X, Y R’

5

2-1 dioxo 2-Cl1-Ph

2-2 4-HM-dioxo 2-Cl-Ph

2-3 4.5-diHM-dioxo 2-Cl-Ph

2-4 4 5-diHE-dioxo 2-Cl-Ph

2-5 dioxo 2-Br-Ph

2-6 4-HM-dioxo 2-Br-Ph

2-7 4 5-diHM-dioxo 2-Br-Ph

2-8 4 5-diHE-dioxo 2-Br-Ph

2-9 dioxo 2-Cl-6-Me-Ph
2-10 4-HM-dioxo 2-Cl-6-Me-Ph
2-11 4 5-diHM-dioxo 2-Cl-6-Me-Ph
2-12 4 5-diHE-dioxo 2-Cl-6-Me-Ph
2-13 dioxo 2-Cl1-4-F-Ph
2-14 4-HM-dioxo 2-Cl-4-F-Ph
2-15 4,5-diHM-dioxo 2-Cl-4-F-Ph
2-16 4,5-diHE-dioxo 2-Cl1-4-F-Ph
2-17 dioxo 2,4-diF

2-18 4-HM-dioxo 2,4-diF

2-19 4,5-diHM-dioxo 2,4-diF

2-20 4,5-diHE-dioxo 2,4-diF

2-21 dioxo 2-Br-4-F-Ph
2-22 4-HM-dioxo 2-Br-4-F-Ph

[0455]
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2-23
2-24
2-25
2-26
2-27
2-28
2-29
2-30
2-31
2-32
2-33
2-34
2-35
2-36
2-37
2-38
2-39
2-40
2-41
2-42
2-43
2-44
2-45
2-46
2-47
2-48
2-49
2-50
2-51
2-52
2-53

2-54
[0456]

4,5-diHM-dioxo
4, 5-diHE-dioxo
dioxo
4-HM-dioxo

4 5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo

4 5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo

4 5-diHM-dioxo
4 5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo

4 5-diHM-dioxo
4 5-diHE-dioxo
dioxo
4-HM-dioxo

4 5-diHM-dioxo
4.5-diHE-dioxo
dioxo
4-HM-dioxo

4 5-diHM-dioxo
4 5-diHE-dioxo
dioxo
4-HM-dioxo
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2-Br-4-F-Ph
2-Br-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
4-F-2-nHex-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
4-F-2-nHept-Ph
2-nOct-Ph
2-nOct-Ph
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[0457]

2-55
2-56
2-57
2-58
2-59
2-60
2-61
2-62
2-63
2-64
2-65
2-66
2-67
2-68
2-69
2-70
2-71
2-72
2-73
2-74
2-75
2-76
2-77
2-78
2-79
2-80
2-81
2-82
2-83
2-84

4.5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo
4.5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo
4.5-diHM-dioxo
4.5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4.5-diHE-dioxo
dioxo
4-HM-dioxo

4 5-diHM-dioxo
4 5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4 5-diHE-dioxo
dioxo
4-HM-dioxo
4.5-diHM-dioxo
4 5-diHE-dioxo
dioxo
4-HM-dioxo

4 5-diHM-dioxo
4. 5-diHE-dioxo

2-nOct-Ph
2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
Ph

Ph

Ph

Ph

4-F-Ph

4-F-Ph

4-F-Ph

4-F-Ph
2-C1-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nBu-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
4-F-2-nPr-Ph
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[0458]
[0459]

[0460]

i BB

7Y 9

LA C—OR2

oy H

5 R
(% 3)

1444 X, Y R? R’
g
3-1 dioxo Me 2-Cl1-Ph
3-2 4-HM-dioxo Me 2-CI-Ph
3-3 4,5-diHM-dioxo Me 2-Cl-Ph
3-4 4,5-diHE-dioxo Me 2-Cl-Ph
3-5 dioxo nPr 2-Cl-Ph
3-6 4-HM-dioxo nPr 2-Cl-Ph
3-7 4,5-diHM-dioxo nPr 2-Cli-Ph
3-8 4,5-diHE-dioxo nPr 2-Cl-Ph
3-9 dioxo nBu 2-Cl1-Ph
3-10 4-HM-dioxo nBu 2-Cl-Ph
3-11 4 5-diHM-dioxo nBu 2-Cl-Ph
3-12 4,5-diHE-dioxo nBu 2-Cl-Ph
3-13 dioxo iPr 2-Cl-Ph
3-14 4-HM-dioxo 1Pr 2-Cl-Ph
3-15 4,5-diHM-dioxo 1Pr 2-CI-Ph
3-16 4,5-diHE-dioxo 1Pr 2-Cl-Ph
3-17 dioxo tBu 2-Cl-Ph
3-18 4-HM-dioxo tBu 2-Cl-Ph
3-19 4,5-diHM-dioxo tBu 2-Cl-Ph
3-20 4,5-diHE-dioxo tBu 2-Cl-Ph
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3-21 dioxo CH;0Ac 2-Cl-Ph
3-22 4-HM-dioxo CH,0Ac 2-Cl-Ph
3-23 4. 5-diHM-dioxo CH,0Ac 2-CI-Ph
3-24 4,5-diHE-dioxo CH,0Ac 2-ClI-Ph
3-25 dioxo Me 2-Br-Ph
3-26 4-HM-dioxo Me 2-Br-Ph
3-27 4 5-diHM-dioxo Me 2-Br-Ph
3-28 4.5-diHE-dioxo Me 2-Br-Ph
3-29 dioxo nPr 2-Br-Ph
3-30 4-HM-dioxo nPr 2-Br-Ph
3-31 4.5-diHM-dioxo nPr 2-Br-Ph
3-32 4,5-diHE-dioxo nPr 2-Br-Ph
3-33 dioxo nBu 2-Br-Ph
3-34 4-HM-dioxo nBu 2-Br-Ph
3-35 4 5-diHM-dioxo nBu 2-Br-Ph
3-36 4 5-diHE-dioxo nBu 2-Br-Ph
3-37 dioxo iPr 2-Br-Ph
3-38 4-HM-dioxo iPr 2-Br-Ph
3-39 4.5-diHM-dioxo iPr 2-Br-Ph
3-40 4 5-diHE-dioxo iPr 2-Br-Ph
3-41 dioxo tBu 2-Br-Ph
3-42 4-HM-dioxo tBu 2-Br-Ph
3-43 4,5-diHM-dioxo tBu 2-Br-Ph
3-44 4 5-diHE-dioxo tBu 2-Br-Ph
3-45 dioxo CH,0Ac 2-Br-Ph
3-46 4-HM-dioxo CH,0Ac 2-Br-Ph
3-47 4.5-diHM-dioxo CH,0Ac 2-Br-Ph
3-48 4 5-diHE-dioxo CH;OAc 2-Br-Ph
3-49 dioxo Me 2-Cl-6-Me-Ph
3-50 4-HM-dioxo Me 2-Cl-6-Me-Ph
3-51 4.5-diHM-dioxo Me 2-Cl-6-Me-Ph
3-52 4 5-diHE-dioxo Me 2-Cl-6-Me-Ph

[0461]
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3-53 dioxo nPr 2-Cl-6-Me-Ph
3-54 4-HM-dioxo nPr 2-Cl-6-Me-Ph
3-55 4.5-diHM-dioxo nPr 2-Cl-6-Me-Ph
3-56 4.5-diHE-dioxo nPr 2-Cl-6-Me-Ph
3-57 dioxo nBu 2-Cl-6-Me-Ph
3-58 4-HM-dioxo nBu 2-Cl-6-Me-Ph
3-59 4 5-diHM-dioxo nBu 2-Cl-6-Me-Ph
3-60 4.5-diHE-dioxo nBu 2-Cl-6-Me-Ph
3-61 dioxo iPr 2-Cl-6-Me-Ph
3-62 4-HM-dioxo iPr 2-Cl-6-Me-Ph
3-63 4 5-diHM-dioxo 1Pr 2-Cl-6-Me-Ph
3-64 4 5-diHE-dioxo iPr 2-Cl-6-Me-Ph
3-65 dioxo tBu 2-Cl-6-Me-Ph
3-66 4-HM-dioxo tBu 2-Cl-6-Me-Ph
3-67 4,5-diHM-dioxo tBu 2-Cl-6-Me-Ph
3-68 4 5-diHE-dioxo tBu 2-Cl-6-Me-Ph
3-69 dioxo CH,0Ac 2-Cl-6-Me-Ph
3-70 4-HM-dioxo CH,0Ac 2-Cl-6-Me-Ph
3-71 4,5-diHM-dioxo CH,0Ac 2-Cl-6-Me-Ph
3-72 4,5-diHE-dioxo CH,0Ac 2-Cl-6-Me-Ph
3-73 dioxo Me 2-Cl-4-F-Ph
3-74 4-HM-dioxo Me 2-Cl-4-F-Ph
3-75 4 S-diHM-dioxo Me 2-Cl-4-F-Ph
3-76 4,5-diHE-dioxo Me 2-Cl-4-F-Ph
3-77 dioxo nPr 2-Cl-4-F-Ph
3-78 4-HM-dioxo nPr 2-Cl-4-F-Ph
3-79 4.5-diHM-dioxo nPr 2-Cl-4-F-Ph
3-80 4 5-diHE-dioxo nPr 2-Cl-4-F-Ph
3-81 dioxo nBu 2-Cl-4-F-Ph
3-82 4-HM-dioxo nBu 2-Cl-4-F-Ph
3-83 4.5-diHM-dioxo nBu 2-Cl-4-F-Ph
3-84 4.5-diHE-dioxo nBu 2-Cl-4-F-Ph

[0462]
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3-85 dioxo iPr 2-Cl-4-F-Ph
3-86 4-HM-dioxo iPr 2-Cl-4-F-Ph
3-87 4.5-diHM-dioxo iPr 2-Cl1-4-F-Ph
3-88 4,5-diHE-dioxo iPr 2-Cl-4-F-Ph
3-89 dioxo tBu 2-Cl-4-F-Ph
3-90 4-HM-dioxo tBu 2-Cl-4-F-Ph
3-91 4 5-diHM-dioxo tBu 2-Cl-4-F-Ph
3-92 4,5-diHE-dioxo tBu 2-Cl-4-F-Ph
3-93 dioxo CH,0Ac¢ 2-Cl-4-F-Ph
3-94 4-HM-dioxo CH,0Ac 2-Cl-4-F-Ph
3-95 4 5-diHM-dioxo CH,0Ac 2-Cl-4-F-Ph
3-96 4,5-diHE-dioxo CH,0Ac 2-Cl-4-F-Ph
3-97 dioxo Me 2.,4-diF-Ph
3-98 4-HM-dioxo Me 2,4-diF-Ph
3-99 4. 5-diHM-dioxo Me 2,4-diF-Ph
3-100 4 5-diHE-dioxo Me 2.,4-diF-Ph
3-101 dioxo nPr 2,4-diF-Ph
3-102 4-HM-dioxo nPr 2,4-diF-Ph
3-103 4,5-diHM-dioxo nPr 2,4-diF-Ph
3-104 4,5-diHE-dioxo nPr 2,4-diF-Ph
3-105 dioxo nBu 2.4-diF-Ph
3-106 4-HM-dioxo nBu 2,4-diF-Ph
3-107 4.5-diHM-dioxo nBu 2,4-diF-Ph
3-108 4.5-diHE-dioxo nBu 2,4-diF-Ph
3-109 dioxo 1Pr 2,4-diF-Ph
3-110 4-HM-dioxo iPr 2,4-diF-Ph
3-111 4. 5-diHM-dioxo iPr 2,4-diF-Ph
3-112 4,5-diHE-dioxo iPr 2,4-diF-Ph
3-113 dioxo tBu 2,4-diF-Ph
3-114 4-HM-dioxo tBu 2,4-diF-Ph
3-115 4,5-diHM-dioxo tBu 2,4-diF-Ph
3-116 4,5-diHE-dioxo tBu 2,4-diF-Ph

[0463]
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[0464]

3-117
3-118
3-119
3-120
3-121
3-122
3-123
3-124
3-125
3-126
3-127
3-128
3-129
3-130
3-131
3-132
3-133
3-134
3-135
3-136
3-137
3-138
3-139
3-140
3-141
3-142
3-143
3-144
3-145
3-146
3-147
3-148

dioxo
4-HM-dioxo
4.5-diHM-dioxo
4.5-diHE-dioxo
dioxo
4-HM-dioxo

4, 5-diHM-dioxo
4 5-diHE-dioxo
dioxo
4-HM-dioxo

4 5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo

4. 5-diHM-dioxo
4 5-diHE-dioxo
dioxo
4-HM-dioxo

4 5-diHM-dioxo
4. 5-diHE-dioxo
dioxo
4-HM-dioxo

4 5-diHM-dioxo
4 S-diHE-dioxo
dioxo
4-HM-dioxo
4.5-diHM-dioxo
4, 5-diHE-dioxo
dioxo
4-HM-dioxo

4. 5-diHM-dioxo
4,5-diHE-dioxo

2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2,4-diF-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-Br-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
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[0465]

3-149
3-150
3-151
3-152
3-153
3-154
3-155
3-156
3-157
3-158
3-159
3-160
3-161
3-162
3-163
3-164
3-165
3-166
3-167
3-168
3-169
3-170
3-171
3-172
3-173
3-174
3-175
3-176
3-177
3-178
3-179
3-180

dioxo
4-HM-dioxo

4 5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo

4 5-diHM-dioxo
4, 5-diHE-dioxo
dioxo
4-HM-dioxo
4.5-diHM-dioxo
4 5-diHE-dioxo
dioxo
4-HM-dioxo
4.5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo
4.5-diHM-dioxo
4 5-diHE-dioxo
dioxo
4-HM-dioxo

4. 5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4.5-diHE-dioxo
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nPr
nPr
nPr
nPr
nBu
nBu

2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nBu-4-F-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
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[0466]

3-181
3-182
3-183
3-184
3-185
3-186
3-187
3-188
3-189
3-190
3-191
3-192
3-193
3-194
3-195
3-196
3-197
3-198
3-199
3-200
3-201
3-202
3-203
3-204
3-205
3-206
3-207
3-208
3-209
3-210
3-211
3-212

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4, 5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4.5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo
4.5-diHM-dioxo
4.5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
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1Pr

iPr

iPr

1Pr

tBu

tBu

tBu

tBu
CH,0Ac
CH,0Ac
CH,0Ac
CH,0Ac
Me

Me

Me

nBu
iPr
iPr
iPr
iPr
tBu
tBu
tBu
tBu

2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
4-F-2-nPent-Ph
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3-213 dioxo CH,0Ac 4-F-2-nPent-Ph
3-214 4-HM-dioxo CH,0Ac  4-F-2-nPent-Ph
3-215 4,5-diHM-dioxo CH,OAc 4-F-2-nPent-Ph
3-216 4,5-diHE-dioxo CH,0OAc 4-F-2-nPent-Ph
3-217 dioxo Me 2-nHex-Ph
3-218 4-HM-dioxo Me 2-nHex-Ph
3-219 4,5-diHM-dioxo Me 2-nHex-Ph
3-220 4,5-diHE-dioxo Me 2-nHex-Ph
3-221 dioxo nPr 2-nHex-Ph
3-222 4-HM-dioxo nPr 2-nHex-Ph
3-223 4 5-diHM-dioxo nPr 2-nHex-Ph
3-224 4. 5-diHE-dioxo nPr 2-nHex-Ph
3-225 dioxo nBu 2-nHex-Ph
3-226 4-HM-dioxo nBu 2-nHex-Ph
3-227 4.5-diHM-dioxo nBu 2-nHex-Ph
3-228 4.5-diHE-dioxo nBu 2-nHex-Ph
3-229 dioxo 1Pr 2-nHex-Ph
3-230 4-HM-dioxo 1Pr 2-nHex-Ph
3-231 4.5-diHM-dioxo 1Pr 2-nHex-Ph
3-232 4,5-diHE-dioxo 1Pr 2-nHex-Ph
3-233 dioxo tBu 2-nHex-Ph
3-234 4-HM-dioxo tBu 2-nHex-Ph
3-235 4,5-diHM-dioxo tBu 2-nHex-Ph
3-236 4 5-diHE-dioxo tBu 2-nHex-Ph
3-237 dioxo CH;0Ac 2-nHex-Ph
3-238 4-HM-dioxo CH,0Ac 2-nHex-Ph
3-239 4 5-diHM-dioxo CH;0Ac¢ 2-nHex-Ph
3-240 4. 5-diHE-dioxo CH,0OAc 2-nHex-Ph
3-241 dioxo Me 4-F-nHex-Ph
3-242 4-HM-dioxo Me 4-F-nHex-Ph
3-243 4 5-diHM-dioxo Me 4-F-nHex-Ph
3-244 4.5-diHE-dioxo Me 4-F-nHex-Ph

[0467]
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3-245 dioxo nPr 4-F-nHex-Ph
3-246 4-HM-dioxo nPr 4-F-nHex-Ph
3-247 4.5-diHM-dioxo nPr 4-F-nHex-Ph
3-248 4 S-diHE-dioxo nPr 4-F-nHex-Ph
3-249 dioxo nBu 4-F-nHex-Ph
3-250 4-HM-dioxo nBu 4-F-nHex-Ph
3-251 4,5-diHM-dioxo nBu 4-F-nHex-Ph
3-252 4 5-diHE-dioxo nBu 4-F-nHex-Ph
3-253 dioxo 1Pr 4-F-nHex-Ph
3-254 4-HM-dioxo iPr 4-F-nHex-Ph
3.255 4,5-diHM-dioxo iPr 4-F-nHex-Ph
3-256 4.5-diHE-dioxo iPr 4-F-nHex-Ph
3-257 dioxo tBu 4-F-nHex-Ph
3-258 4-HM-dioxo tBu 4-F-nHex-Ph
3-259 4,5-diHM-dioxo tBu 4-F-nHex-Ph
3.260 4.5-diHE-dioxo tBu 4-F-nHex-Ph
3-261 dioxo CH;0Ac 4-F-nHex-Ph
3-262 4-HM-dioxo CH,0Ac 4-F-nHex-Ph
3-263 4,5-diHM-dioxo CH;0Ac  4-F-nHex-Ph
3-264 4,5-diHE-dioxo CH,0Ac 4-F-nHex-Ph
3-265 dioxo Me 2-nHept-Ph
3-266 4-HM-dioxo Me 2-nHept-Ph
3-267 4.5-diHM-dioxo Me 2-nHept-Ph
3-268 4,5-diHE-dioxo Me 2-nHept-Ph
3-269 dioxo nPr 2-nHept-Ph
3-270 4-HM-dioxo nPr 2-nHept-Ph
3-271 4,5-diHM-dioxo nPr 2-nHept-Ph
3.272 4.5-diHE-dioxo nPr 2-nHept-Ph
3-273 dioxo nBu 2-nHept-Ph
3-274 4-HM-dioxo nBu 2-nHept-Ph
3-275 4,5-diHM-dioxo nBu 2-nHept-Ph
3-276 4,5-diHE-dioxo nBu 2-nHept-Ph
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3-277 dioxo iPr 2-nHept-Ph
3-278 4-HM-dioxo 1Pr 2-nHept-Ph
3-279 4,5-diHM-dioxo 1Pr 2-nHept-Ph
3-280 4,5-diHE-dioxo iPr 2-nHept-Ph
3-281 dioxo tBu 2-nHept-Ph
3-282 4-HM-dioxo tBu 2-nHept-Ph
3-283 4. 5-diHM-dioxo tBu 2-nHept-Ph
3-284 4,5-diHE-dioxo tBu 2-nHept-Ph
3-285 dioxo CH;0Ac 2-nHept-Ph
3-286 4-HM-dioxo CH,0Ac 2-nHept-Ph
3-287 4,5-dilIM-dioxo CH,0Ac  2-nHept-Ph
3-288 4,5-diHE-dioxo CH,O0Ac 2-nHept-Ph
3-289 dioxo Me 4-F-2-nHept-Ph
3-290 4-HM-dioxo Me 4-F-2-nHept-Ph
3-291 4,5-diHM-dioxo Me 4-F-2-nHept-Ph
3-292 4,5-diHE-dioxo Me 4-F-2-nHept-Ph
3-293 dioxo nPr 4-F-2-nHept-Ph
3-294 4-HM-dioxo nPr 4-F-2-nHept-Ph
3-295 4,5-diHM-dioxo nPr 4-F-2-nHept-Ph
3-296 4,5-diHE-dioxo nPr 4-F-2-nHept-Ph
3-297 dioxo nBu 4-F-2-nHept-Ph
3-298 4-HM-dioxo nBu 4-F-2-nHept-Ph
3-299 4,5-diHM-dioxo nBu 4-F-2-nHept-Ph
3-300 4,5-diHE-dioxo nBu 4-F-2-nHept-Ph
3-301 dioxo iPr 4-F-2-nHept-Ph
3-302 4-HM-dioxo iPr 4-F-2-nHept-Ph
3-303 4,5-diHM-dioxo iPr 4-F-2-nHept-Ph
3-304 4,5-diHE-dioxo iPr 4-F-2-nHept-Ph
3-305 dioxo tBu 4-F-2-nHept-Ph
3-306 4-HM-dioxo tBu 4-F-2-nHept-Ph
3-307 4,5-diHM-dioxo tBu 4-F-2-nHept-Ph
3-308 4,5-diHE-dioxo tBu 4-F-2-nHept-Ph
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3-309 dioxo CH;0Ac 4-F-2-nHept-Ph
3-310 4-HM-dioxo CH,0Ac 4-F-2-nHept-Ph
3-311 4,5-diHM-dioxo CH;OAc 4-F-2-nHept-Ph
3-312 4,5-diHE-dioxo CH,0Ac 4-F-2-nHept-Ph
3-313 dioxo Me 2-nOct-Ph
3-314 4-HM-dioxo Me 2-nOct-Ph
3-315 4.5-diHM-dioxo Me 2-nOct-Ph
3-316 4 5-diHE-dioxo Me 2-nOct-Ph
3-317 dioxo nPr 2-nOct-Ph
3-318 4-HM-dioxo nPr 2-nOct-Ph
3-319 4.5-diHM-dioxo nPr 2-nOct-Ph
3-320 4.5-diHE-dioxo nPr 2-nOct-Ph
3-321 dioxo nBu 2-nOct-Ph
3-322 4-HM-dioxo nBu 2-nOct-Ph
3-323 4.5-diHM-dioxo nBu 2-nOct-Ph
3-324 4 5-diHE-dioxo nBu 2-nOct-Ph
3-325 dioxo 1Pr 2-nOct-Ph
3-326 4-HM-dioxo 1Pr 2-nOct-Ph
3-327 4. 5-diHM-dioxo 1Pr 2-nOct-Ph
3-328 4. 5-diHE-dioxo iPr 2-nOct-Ph
3-329 dioxo tBu 2-nOct-Ph
3-330 4-HM-dioxo tBu 2-nOct-Ph
3-331 4.5-diHM-dioxo tBu 2-nOct-Ph
3-332 4,5-diHE-dioxo tBu 2-nOct-Ph
3-333 dioxo CH;0Ac  2-nOct-Ph
3-334 4-HM-dioxo CH,0Ac 2-nOct-Ph
3-335 4.5-diHM-dioxo CH,;0Ac 2-nOct-Ph
3-336 4.5-diHE-dioxo CH,0Ac 2-nOct-Ph
3-337 dioxo Me 4-F-2-nOct-Ph
3-338 4-HM-dioxo Me 4-F-2-nOct-Ph
3-339 4 5-diHM-dioxo Me 4-F-2-nOct-Ph
3-340 4.5-diHE-dioxo Me 4-F-2-nOct-Ph
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[0471]

3-341
3-342
3-343
3-344
3-345
3-346
3-347
3-348
3-349
3-350
3-351
3-352
3-353
3-354
3-355
3-356
3-357
3-358
3-359
3-360
3-361
3-362
3-363
3-364
3-365
3-366
3-367
3-368
3-369
3-370
3-371
3-372

dioxo
4-HM-dioxo
4,5-diHM-dioxo
4 5-diHE-dioxo
dioxo
4-HM-dioxo
4.5-diHM-dioxo
4 5-diHE-dioxo
dioxo
4-HM-dioxo

4 5-diHM-dioxo
4. 5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4. 5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo

4 5-diHM-dioxo
4. 5-diHE-dioxo
dioxo
4-HM-dioxo

4 .5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
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1Pr
iPr
iPr
1Pr
tBu
tBu
tBu
tBu
CH,0Ac
CH,0Ac
CH,0Ac
CH,0Ac

4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
4-F-2-nOct-Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
Ph
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3-373 dioxo 1Pr Ph
3-374 4-HM-dioxo iPr Ph
3-375 4,5-diHM-dioxo iPr Ph
3-376 4,5-diHE-dioxo iPr Ph
3-377 dioxo tBu Ph
3-378 4-HM-dioxo tBu Ph
3-379 4 5-diHM-dioxo tBu Ph
3-380 4,5-diHE-dioxo tBu Ph
3-381 dioxo CH,OAc¢ Ph
3-382 4-HM-dioxo CH,0Ac Ph
3-383 4.5-diHM-dioxo CH,0Ac Ph
3-384 4 5-diHE-dioxo CH,OAc¢ Ph
3-385 dioxo Me 4-F-Ph
3-386 4-HM-dioxo Me 4-F-Ph
3-387 4,5-diHM-dioxo Me 4-F-Ph
3-388 4 5-diHE-dioxo Me 4-F-Ph
3-389 dioxo nPr 4-F-Ph
3-390 4-HM-dioxo nPr 4-F-Ph
3-391 4 5-diHM-dioxo nPr 4-F-Ph
3-392 4,5-diHE-dioxo nPr 4-F-Ph
3-393 dioxo nBu 4-F-Ph
3-394 4-HM-dioxo nBu 4-F-Ph
3-395 4,5-diHM-dioxo nBu 4-F-Ph
3-396 4. 5-diHE-dioxo nBu 4-F-Ph
3-397 dioxo iPr 4-F-Ph
3-398 4-HM-dioxo iPr 4-F-Ph
3-399 4.5-diHM-dioxo iPr 4-F-Ph
3-400 4,5-diHE-dioxo iPr 4-F-Ph
3-401 dioxo tBu 4-F-Ph
3-402 4-HM-dioxo tBu 4-F-Ph
3-403 4,5-diHM-dioxo tBu 4-F-Ph
3-404 4 5-diHE-dioxo tBu 4-F-Ph
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3-405
3-406
3-407
3-408
3-409
3-410
3-411
3-412
3-413
3-414
3-415
3-416
3-417
3-418
3-419
3-420
3-421
3-422
3-423
3-424
3-425
3-426
3-427
3-428
3-429
3-430
3-431
3-432
3-433
3-434
3-435

3-436
[0473]

dioxo
4-HM-dioxo
4.5-diHM-dioxo
4.5-diHE-dioxo
dioxo
4-HM-dioxo

4 5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo

4 5-diHM-dioxo
4.5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4.5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4,5-diHE-dioxo
dioxo
4-HM-dioxo
4,5-diHM-dioxo
4.5-diHE-dioxo
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CH,0Ac
CH,0Ac
CH;0Ac
CHzOAC
Me
Me
Me

4-F-Ph
4-F-Ph
4-F-Ph
4-F-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph

2-Cl-4-Me-Ph

2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-Cl-4-Me-Ph
2-nBu-Ph

2-nBu-Ph

2-nBu-Ph

2-nBu-Ph
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3-437 dioxo nPr 2-nBu-Ph
3-438 4-HM-dioxo nPr 2-nBu-Ph
3-439 4 S-diHM-dioxo nPr 2-nBu-Ph
3-440 4,5-diHE-dioxo nPr 2-nBu-Ph
3-441 dioxo nBu 2-nBu-Ph
3-442 4-HM-dioxo nBu 2-nBu-Ph
3-443 4,5-diHM-dioxo nBu 2-nBu-Ph
3-444 4,5-diHE-dioxo nBu 2-nBu-Ph
3-445 dioxo iPr 2-nBu-Ph
3-446 4-HM-dioxo iPr 2-nBu-Ph
3-447 4,5-diHM-dioxo iPr 2-nBu-Ph
3-448 4,5-diHE-dioxo iPr 2-nBu-Ph
3-449 dioxo tBu 2-nBu-Ph
3-450 4-HM-dioxo tBu 2-nBu-Ph
3-451 4,5-diHM-dioxo tBu 2-nBu-Ph
3-452 4 5-diHE-dioxo tBu 2-nBu-Ph
3-453 dioxo CH,0Ac 2-nBu-Ph
3-454 4-HM-dioxo CH,0Ac 2-nBu-Ph
3-455 4,5-diHM-dioxo CH,0OAc 2-nBu-Ph
3-456 4,5-diHE-dioxo CH,0Ac 2-nBu-Ph
3-457 dioxo Me 2-nPr-Ph
3-458 4-HM-dioxo Me 2-nPr-Ph
3-459 4 S-diHM-dioxo Me 2-nPr-Ph
3-460 4 5-diHE-dioxo Me 2-nPr-Ph
3-461 dioxo nPr 2-nPr-Ph
3-462 4-HM-dioxo nPr 2-nPr-Ph
3-463 4,5-diHM-dioxo nPr 2-nPr-Ph
3-464 4.5-diHE-dioxo nPr 2-nPr-Ph
3-465 dioxo nBu 2-nPr-Ph
3-466 4-HM-dioxo nBu 2-nPr-Ph
3-467 4.5-diHM-dioxo nBu 2-nPr-Ph
3-468 4. 5-diHE-dioxo nBu 2-nPr-Ph
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3-469 dioxo iPr 2-nPr-Ph
3-470 4-HM-dioxo 1Pr 2-nPr-Ph
3-471 4,5-diHM-dioxo iPr 2-nPr-Ph
3-472 4,5-diHE-dioxo iPr 2-nPr-Ph
3-473 dioxo tBu 2-nPr-Ph
3-474 4-HM-dioxo tBu 2-nPr-Ph
3-475 4,5-diHM-dioxo tBu 2-nPr-Ph
3-476 4 5-diHE-dioxo tBu 2-nPr-Ph
3-477 dioxo CH,0Ac 2-nPr-Ph
3-478 4-HM-dioxo CH,0Ac 2-nPr-Ph
3-479 4,5-diHM-dioxo CH,0Ac 2-nPr-Ph
3-480 4.5-diHE-dioxo CH,0Ac 2-nPr-Ph
3-481 dioxo Me 4-F-2-nPr-Ph
3-482 4-HM-dioxo Me 4-F-2-nPr-Ph
3-483 4 5-diHM-dioxo Me 4-F-2-nPr-Ph
3-484 4.5-diHE-dioxo Me 4-F-2-nPr-Ph
3-485 dioxo nPr 4-F-2-nPr-Ph
3-486 4-HM-dioxo nPr 4-F-2-nPr-Ph
3-487 4.5-diHM-dioxo nPr 4-F-2-nPr-Ph
3-488 4,5-diHE-dioxo nPr 4-F-2-nPr-Ph
3-489 dioxo nBu 4-F-2-nPr-Ph
3-490 4-HM-dioxo nBu 4-F-2-nPr-Ph
3-491 4 5-diHM-dioxo nBu 4-F-2-nPr-Ph
3-492 4.5-diHE-dioxo nBu 4-F-2-nPr-Ph
3-493 dioxo iPr 4-F-2-nPr-Ph
3-494 4-HM-dioxo iPr 4-F-2-nPr-Ph
3-495 4.5-diHM-dioxo iPr 4-F-2-nPr-Ph
3-496 4. 5-diHE-dioxo iPr 4-F-2-nPr-Ph
3-497 dioxo tBu 4-F-2-nPr-Ph
3-498 4-HM-dioxo tBu 4-F-2-nPr-Ph
3-499 4,5-diHM-dioxo tBu 4-F-2-nPr-Ph
3-500 4,5-diHE-dioxo tBu 4-F-2-nPr-Ph
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3-501 dioxo CH,0Ac 4-F-2-nPr-Ph
3-502 4-HM-dioxo CH,0Ac 4-F-2-nPr-Ph
3-503 4,5-diHM-dioxo CH,0Ac 4-F-2-nPr-Ph
3-504 4,5-diHE-dioxo CH,0Ac 4-F-2-nPr-Ph

[0476] A HATE A (D WAL G, FE W IRERIA &Y, Gl SR %50 -
1-12,1-13,1-19, 1-20, 1-26, 1-28, 1-30, 1-32, 1-34, 1-36, 1 -38, 1-40, 1-42, 1-44, 1-46,
1-48,1-50, 1-54, 1-58,1-60, 1-62, 1-66, 1-68,1-70, 1-72, 1-74,1-78, 1-80, 1 -82, 1-86,
1-100,1-101,1-107,1-108,1-114,1-116,1-118,1-120, 1-122,1-124, 1-126, 1-128,
1-130,1-132,1-134,1-136,1-138, 1-142, 1-146, 1-148, 1-150, 1-154, 1-156, 1-158,
1-160,1-162,1-166,1-168,1-170,1-174,1-188, 1-189, 1-195, 1-196, 1-202, 1-204,
1-206,1-208,1-210,1-212,1-214,1-216, 1-218, 1-220, 1-222, 1-224, 1-226, 1-230,
1-234,1-236,1-238,1-242,1-244, 1-246, 1-248, 1-250, 1-254, 1-256, 1 -258, 1-262,
1-276,1-277,1-283,1-284,1-290, 1-292, 1-294, 1-296, 1-298, 1-300, 1-302, 1-304,
1-306,1-308,1-310,1-312,1-314,1-318,1-322, 1-324, 1-326, 1-330, 1-332, 1-334,
1-336,1-338,1-342, 1-344, 1-346, 1-350, 1-353, 1-355, 1-360 ~ 1-369,1-371,1-372,
1-378,1-380,1-382,1-384, 1-386, 1-388, 1-390, 1-392, 1-394, 1-396, 1-398, 1-400,
1-402,1-406,1-410,1-412,1-414, 1-418, 1-420, 1-422, 1-424,1-426, 1-430, 1-432,
1-434,1-438,1-452,1-453, 1-459, 1-460, 1-466, 1-468, 1-470, 1-472,1-474, 1-476,
1-478,1-480,1-482,1-484, 1-486, 1-488, 1-490, 1-494, 1-498, 1-500, 1-502, 1 -506,
1-508,1-510,1-512,1-514, 1-518, 1-520, 1-522, 1-526, 1 -540, 1-541, 1-547, 1-548,
1-554, 1-556,1-558, 1-560, 1-562, 1-564, 1-566, 1 -568, 1-570, 1-572, 1-574, 1-576,
1-578,1-582,1-586, 1-588, 1-590, 1-594, 1-596, 1 -598, 1-600, 1-602, 1-604, 1-606,
1-608,1-610,1-614,1-628,1-629, 1-635, 1-636, 1 -642, 1-644, 1-646, 1 -648, 1-650,
1-652,1-654, 1-656, 1-658, 1-660, 1-662, 1 -664, 1 -666, 1 -670, 1-674, 1-676, 1-678,
1-682,1-684,1-686, 1-688, 1-690, 1-694, 1-696, 1-698, 1-702, 1-712 ~ 1-720,1-723,
1-724,1-730,1-732,1-734,1-736, 1-738,1-740,1-742,1-744,1-746,1-748,1-750,
1-752,1-754,1-758,1-762,1-764,1-766,1-770, 1-772,1-774,1-776, 1-778, 1-782,
1-784,1-786,1-790,1-804, 1-805,1-811,1-812, 1-818, 1-820, 1-822, 1-824, 1-826,
1-828,1-830,1-832,1-834,1-836,1-838, 1-840, 1-842, 1-846, 1 -850, 1-852, 1-854,
1-858,1-860, 1-862, 1-864, 1-866, 1-870, 1-872, 1-874, 1-878, 1-888 ~ 1-896,1-899,
1-900,1-906,1-908,1-910,1-912,1-914,1-916, 1-918, 1-920, 1-922, 1-924, 1-926,
1-928,1-930,1-934,1-938, 1-940, 1-942, 1-946, 1-948, 1-950, 1-952, 1 -954, 1-958,
1-960,1-962, 1-966, 1-980, 1-981, 1-987, 1-988, 1-994, 1-996, 1-998, 1-1000, 1-1002,
1-1004, 1-1006, 1-1008, 1-1010, 1-1012,1-1014, 1-1016, 1-1018, 1-1022, 1-1026, 1-1028,
1-1030,1-1034,1-1036, 1-1038, 1-1040, 1-1042, 1-1046, 1-1048, 1-1050, 1-1054, 1-1057,
1-1062,1-1063, 1-1066, 1-1067 ~ 1-1070,1-1074,1-1079, 1-1080, 1-1083, 1-1085 ~
1-1087,1-1091,1-1096, 1-1097, 1-1100,1-1102 ~ 1-1104,1-1108,1-1113,1-1114,
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1-1117,1-1119 ~ 1-1121,1-1125,1-1130,1-1131,1-1134,1-1136 ~ 1-1138,1-1142,
1-1147,1-1148,1-1151,1-1153 ~ 1-1155,1-1159,1-1164,1-1165,1-1168,1-1170 ~
1-1172,1-1176,1-1181,1-1182,1-1185,1-1187 ~ 1-1189,1-1193,1-1198,1-1199,
1-1202,1-1204 ~ 1-1206,1-1210,1-1215,1-1216,1-1219,1-1221 ~ 1-1223,1-1227,
1-1232,1-1233,1-1236, 1-1238 ~ 1-1240, 1-1244,1-1249, 1-1250, 1-1253, 1-1255 ~
1-1257,1-1261,1-1266, 1-1267,1-1270, 1-1272 ~ 1-1274,1-1278,1-1283, 1-1284,
1-1287,1-1289 ~ 1-1291,1-1295,1-1300,1-1301, 1-1304,1-1306 ~ 1-1308,1-1312,
1-1317,1-1318,1-1321, 1-1323 ~ 1-1325,1-1329, 1-1334, 1-1335, 1-1337, 1-1340 ~
1-1342,1-1346,1-1351, 1-1352, 1-1355,1-1357 ~ 1-1359, 1-1374,1-1375,1-1381,
1-1382,1-1388,1-1390, 1-1392, 1-1394, 1-1396, 1-1398, 1-1400, 1-1402, 1-1404, 1-1406,
1-1408,1-1410,1-1412,1-1416, 1-1420, 1-1422, 1-1428, 1-1430, 1-1432, 1-1434, 1-14 36,
1-1440, 1-1442,1-1444, 1-1448, 1-1462, 1-1463, 1-1469, 1-1470, 1-1476, 1-1478, 1-1480,
1-1482,1-1484,1-1486,1-1488, 1-1490, 1-1492, 1-1494, 1-1496, 1-1498, 1-1500, 1-1504,
1-1508,1-1510,1-1516,1-1518,1-1520, 1-1522,1-1524, 1-1528,1-1530,1-1532,
1-1536, 1-1550, 1-1551, 1-1557, 1-1558, 1-1564, 1-1566, 1-1568, 1-1570, 1-1572, 1-1574,
1-1576,1-1578,1-1580, 1-1582, 1-1584, 1-1586, 1-1588, 1-1592, 1-1596, 1-1598, 1-1604,
1-1606,1-1608,1-1610,1-1612,1-1616, 1-1618, 1-1620, 1-1624, 1-1638, 1-1639, 1-1645,
1-1646,1-1652, 1-1654, 1-1656, 1-1658, 1-1660, 1-1662, 1-1664, 1-1666, 1-1668, 1-1670,
1-1672,1-1674,1-1676, 1-1680, 1-1684, 1-1686, 1-1692, 1-1694, 1-1696, 1-1698, 1-1700,
1-1704,1-1706,1-1708,1-1712,1-1726, 1-1727,1-1733, 1-1734, 1-1740, 1-1742, 1-1744,
1-1746,1-1748,1-1750, 1-1752, 1-1754, 1-1756, 1-1758, 1-1760, 1-1762, 1-1764, 1-1768,
1-1772,1-1774,1-1780,1-1782, 1-1784, 1-1786, 1-1788, 1-1792, 1-1794, 1-1796, 1-1800,
1-1814,1-1815, 1-1821, 1-1822, 1-1828, 1-1830, 1-1832, 1-1834, 1-1836, 1-1838, 1 -1840,
1-1842,1-1844,1-1846, 1-1848, 1-1850, 1-1852, 1 -1856, 1-1860, 1-1862, 1-1868, 1-1870,
1-1872,1-1874,1-1876, 1-1880, 1-1882, 1-1884, 1-1888, 1-1902, 1-1903, 1-1909, 1-1910,
1-1916, 1-1918, 1-1920, 1-1922, 1-1924, 1-1926, 1-1928, 1-1930, 1-1932, 1-1934, 1-1936,
1-1938, 1-1940, 1-1944, 1-1948, 1-1950, 1 -1956, 1-1958, 1-1960, 1-1962, 1-1964, 1-1968,
1-1970, 1-1972, 1-1976, 1-1989, 1-1990, 1-1996, 1-1997, 1-2003, 1-2005, 1-2007, 1-2009,
1-2011,1-2013,1-2015, 1-2017, 1-2019, 1-2021, 1-2023, 1-2025, 1-2027, 1-2031, 1-2035,
1-2037,1-2043, 1-2045, 1-2047, 1-2049, 1-2051, 1-2055, 1-2057, 1-2059, 1-2063, 1-2077,
1-2078, 1-2084, 1-2085, 1-2091, 1-2093, 1-2095, 1-2097, 1-2099, 1-2101, 1-2103, 1-2105,
1-2107,1-2109, 1-2111, 1-2113, 1-2115, 1-2119, 1-2123, 1-2125, 1-2131, 1-2133, 1-2135,
1-2137,1-2139,1-2143, 1-2145, 1-2147, 1-2151, 1-2154, 1-2157, 1-2160, 1-2163, 1-2166,
1-2169, 1-2172,1-2175,1-2178, 1-2181, 1-2184, 1-2187, 1-2190, 1-2193, 1-2196, 1-2199,
1-2202,1-2205, 1-2208, 1-2211, 1-2214, 1-2217 ~ 1-2221,1-2224 ~ 1-2228,1-2231 ~
1-2235,1-2238 ~ 1-2242, 1-2245 ~ 1-2249, 1-2252 ~ 1-2256, 1-2259 ~ 1-2263, 1-2266 ~
1-2270,1-2273 ~ 1-2277, 1-2280 ~ 1-2284, 1-2287 ~ 1-2291, 1-2294 ~ 1-2298, 1-2301 ~
1-2305, 1-2308 ~ 1-2312, 1-2315 ~ 1-2319,1-2322 ~ 1-2326,1-2329 ~ 1-2333,
1-2336 ~ 1-2340,1-2343 ~ 1-2347,1-2350 ~ 1-2354,1-2357 ~ 1-2361,1-2364 ~
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1-2368, 1-2371 ~ 1-2375, 1-2378 ~ 1-2382, 1-2385 ~ 1-2389, 1-2392 ~ 1-2396, 1-2399 ~
1-2403, 1-2406 ~ 1-2410, 1-2413 ~ 1-2417, 1-2420 ~ 1-2424, 1-2427 ~ 1-2431, 1-2434 ~
1-2438, 1-2441 ~ 1-2445, 1-2448 ~ 1-2452, 1-2455 ~ 1-2459, 1-2462 ~ 1-2466, 1 -2469 ~
1-2473, 1-2476 ~ 1-2480, 1-2483 ~ 1-2487, 1-2490 ~ 1-2494, 1-2497 ~ 1-2501, 1-2504 ~
1-2508, 1-2511 ~ 1-2515, 1-2518 ~ 1-2522, 1-2525 ~ 1-2529, 1-2532 ~ 1-2536, 1 -2539 ~
1-2543, 1-2546 ~ 1-2550, 1-2553 ~ 1-2557, 1-2560 ~ 1-2564, 1-2567 ~ 1-2571, 1-2574 ~
1-2578, 1-2581 ~ 1-2585, 1-2588 ~ 1-2592, 1-2595 ~ 1-2599, 1-2602 ~ 1-2606, 1-2609 ~
1-2613,1-2616 ~ 1-2620, 1-2623 ~ 1-2627,

[0477] 2-3,2-4,2-7,2-8,2-11,2-12,2-15,2-16,2-19,2-20,2-23,2-24, 2-27, 2-28,
2-31,2-32,2-35, 2-36, 2-39, 2-40, 2-43, 2-44, 2-47, 2-48, 2-51, 2-52, 2-59, 2-60, 2-83,
2-84,

[0478] 3-3,3-4,3-7,3-8,3-11,3-12,3-15,3-16,3-27,3-28,3-31, 3-32, 3-35, 3-36,
3-39, 3-40, 3-51, 3-52, 3-55, 3-56, 3-59, 3-60, 3-63, 3-64, 3-75, 3-76, 3-79, 3-80, 3-83,
3-84, 3-87, 3-88,3-99, 3-100, 3-103, 3-104, 3-107, 3-108,3-111, 3-112,3-123, 3-124,
3-127,3-128,3-131,3-132,3-135, 3-136,3-147, 3-148, 3-151, 3-152, 3-155, 3-156,
3-159,3-160,3-171,3-172,3-175,3-176,3-179, 3-180, 3-183, 3-184, 3-195, 3-196,
3-199,3-200, 3-203, 3-204, 3-207, 3-208, 3-219, 3-220, 3-223,3-224, 3-227, 3-228,
3-231,3-232,3-243, 3-244, 3-247, 3-248, 3-251, 3-252, 3-255, 3-256, 3-267, 3-268,
3-271,3-272,3-275,3-276, 3-279, 3-280, 3-291, 3-292, 3-295, 3-296, 3-299, 3-300,
3-303,3-304, 3-339, 3-340, 3-343, 3-344, 3-347, 3-348, 3-351, 3-352, 3-483, 3-484,
3-487, 3-488, 3-491, 3-492, 3-495, Fll 3-496.

[0479]  SE AR & W o AL & W 9% 5 :1-12,1-26, 1-30, 1-34, 1-38, 1-42, 1-46, 1-58, 1-66,
1-70,1-78, 1-100, 1-114, 1-118, 1-122, 1-126, 1-130, 1-134, 1-146, 1-154, 1-158, 1-166,
1-188,1-202,1-206,1-210, 1-214, 1-218, 1-222, 1-234, 1-242, 1-246, 1-254, 1-276,
1-290, 1-294, 1-298, 1-302, 1-306, 1-310, 1-322, 1-330, 1-334, 1-342, 1-364, 1-378,
1-382, 1-386,1-390,1-394, 1-398, 1-410, 1-418, 1-422, 1-430, 1-452, 1-466, 1 -470,
1-474, 1-478, 1-482, 1-486, 1-498, 1-506, 1-510, 1-518, 1-540, 1-554, 1-558, 1-562,
1-566, 1-570,1-574, 1-586, 1-594, 1-598, 1-604, 1-606, 1-628, 1-642, 1-646, 1-650,
1-654, 1-658, 1-662, 1-674, 1-682, 1-686, 1-694, 1-716, 1-730, 1-734, 1-738, 1-742,
1-746,1-750,1-762,1-770, 1-774,1-782, 1 -804, 1 -818, 1-822, 1-826, 1-830, 1-834,
1-838, 1-850, 1-858, 1-862, 1-870, 1-892, 1-906, 1-910, 1-914, 1-918, 1-922, 1-926,
1-938, 1-946, 1-950, 1-958, 1-980, 1-994, 1-998, 1-1002, 1-1006, 1-1010, 1-1014, 1-1026,
1-1034, 1-1038, 1-1046, 1-1227, 1-1232, 1-1239, 1-1240, 1-1244, 1-1249, 1-1256, 1-1257,
1-1261,1-1266,1-1273, 1-1274, 1-1278, 1-1283, 1-1290, 1-1291, 1-1295, 1-1300, 1-1307,
1-1308, 1-1374, 1-1388, 1-1392, 1-1396, 1-1400, 1-1404, 1-1408, 1-1420, 1-1428, 1-1432,
1-1440, 1-1462, 1-1476, 1-1480, 1-1484, 1-1488, 1-1492, 1-1496, 1-1508, 1-1516, 1-1520,
1-1528, 1-1550, 1-1564, 1-1568, 1-1572, 1-1576, 1-1580, 1-1584, 1-1596, 1-1604, 1-1608,
1-1616, 1-1638, 1-1652, 1-1656, 1-1660, 1-1664, 1-1668, 1-1672, 1-1684, 1-1692, 1-1696,
1-1704,1-1726, 1-1740, 1-1744, 1-1748, 1-1752, 1-1756, 1-1760, 1-1772, 1-1780, 1-1784,
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1-1792,1-1814,1-1828,1-1832, 1-1836, 1-1840, 1-1844, 1-1848, 1-1860, 1-1868, 1-1872,

1-1880,1-1902,1-1916, 1-1920, 1-1924, 1-1928, 1-1932, 1-1936, 1-1948, 1-1956,, 1-1960,

1-1968, 1-1989, 1-2003, 1-2007, 1-2011, 1-2015, 1-2019, 1-2023, 1-2035, 1-2043, 1-2047,

1-2055,1-2077,1-2091, 1-2095, 1-2099, 1-2103, 1-2107, 1-2111, 1-2123,1-2131, 1-2135,

1-2143,1-2219, 1-2220, 1-2226, 1-2227, 1-2233, 1-2234, 1-2240, 1-2241, 1-2247, 1-2248,

1-2254, 1-2255, 1-2261, 1-2262, 1-2268, 1-2269, 1-2275, 1-2276, 1-2282, 1-2283, 1-2289,

1-2290, 1-2296, 1-2297,1-2303, 1-2304, 1-2310, 1-2311, 1-2317, 1-2318, 1-2324, 1-2325,

1-2331, 1-2332, 1-2338, 1-2339, 1-2345, 1-2346, 1-2352, 1-2353, 1-2359, 1-2360, 1-2366,

1-2367,1-2373,1-2374,1-2380, 1-2381, 1-2387, 1-2388, 1-2394, 1-2395, 1-2401, 1-2402,

1-2408, 1-2409, 1-2415, 1-2416, 1-2422, 1-2423, 1-2429, 1-2430, 1-2436,, 1-2437, 1-2443,

1-2444, 1-2450,1-2451, 1-2457,1-2458, 1-2464, 1-2465, 1-2471, 1-2472, 1-2478,

1-2479,1-2485, 1-2486, 1-2492, 1-2493, 1-2499, 1-2500, 1-2506, 1-2507, 1-2513,1-2514,

1-2520,1-2521, 1-2527, 1-2528, 1-2534, 1-2535, 1-2541, 1-2542, 1-2548, 1-2549, 1-2555,

1-2556, 1-2562, 1-2563, 1-2569, 1-2570, 1-2576, 1-2577, 1-2583, 1-2584, 1-2590, 1-2591,

1-2597,1-2598, 1-2604, 1-2605, 1-2611,1-2612, 1-2618, 1-2619, 1-2625, 1-2626,

[o480]  2-3,2-7,2-11,2-15,2-19,2-23,2-27,2-31, 2-35, 2-39, 2-43,2-47, 2-51, 2-59,

2-83,

[o481]  3-7,3-31,3-55,3-79,3-103, 3-127, 3-151, 3-175, 3-199, 3-223, 3-247, 3-271,

3-295, 3-343 Fll 3-487,

[0482]  WE—2B ik -

[0483]  fl7RAL-G )9 ‘5 1-206 :8—[N-(2- SR ) 2l 1-2,3- = (A3 ) -1

4—— ZHRE [4.5] 28 -6- i —T- Eﬁ@&.&@a\

[0484] B 7RAL G W4T 1-210 :8-[N-(2- W R ) &ML ]-2,3- = (1,2- =& &

) -1,4- AR [4.5] %8 —6- 4 T IR LK.

[0485] WAL AW 'S 1-294 :8-[N-(2,4- —HORKEE ) ZMEMER: 1-2,3- — (BRH3) -1,
4- A HE [4.5] %8 —6- 4 —T- FIRLBR.

[0486]  WI/Rib B W45 1-298 :8-[N-(2,4- AR ) LR 1-2,3- = (1,2- =& 4

) -1, 4- TASHE [4.5] 2% 6- 4 -T- FIR L B8

[0487]  Bl/Rib &% 5 1-378 :8-[N-(2- G —4- WA ) &N 1-2-BHFE -1,4- =
AR [4.5] %5 —6- 4% —7- IR LM

[0488]  fl/n4b & W) 4% 5 1-382 :8-[N-(2- &l —4- L KL ) KT 1-2,3- = (B H

) -1,4- ZEGIR [4.5] %8 -6- 44 -T- $Ma%~

[0489]  Bl/Rib &% 5 1-386 :8-[N-(2- G —4- W AR ) &N 1-2,3- = (1,2- =8

L3 ) —1,4- AR [4.5] %% —6-J& —T- TR LI,

[0490]  Hl7RAb & W4 5 1-390 :8-[N-(2- & —4- WAL ) &I 1-2-(1,2- Z R &

) -1,4- TSR [4.5] %8 -6- 45 -T- FIRLBE.

[0491]  BI7RAL G4 'S 1-394 :8-[N-(2- & —4- WRHE ) &R 1-2-(1,2,3- =R&N

) -1,4- ZEGR [4.5] 2% —6- 4 -7 TR L s,

[0492]  Gl7RAL G4 'S 1-398 :8-[N-(2- G —4- WA EE ) it 1-2-(1,2,3,4- 4%
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THE)-1,4- "2 [4.5] 2% -6- 45 -7- B LHE.

[0493] BRI GRS 1-410 :2,3- = ( LBEEFEFEL ) 8- [N-(2- &l ~4- AL ) 2l
PEFE 1-1,4- 548 [4. 5] 2§ —6- 4 —7— TR LR

[0494]  B7RAL G4 T 1-418 :9-[N-(2- &l —4- AL ) AL 1-3- 2 -1,5- =54
FRI2 [5. 5] ¢ —7- 4 —8— FR L Mg

[0495]  HI/RAL-E W4T 1-422 :3- LWEREE -9-[N-(2- &l —4- W% ) Ml 1-1,
5— AR [5.5] +—Ht —T- 45 8- HIRLME.

[0496]  fil R4k & W% 5 1-430 :9-[N-(2- & —4- AR ) A BN R 1-3,3- = (B H
) -1,5- ZAAE [5.5] Tkt -T- 4 8- AR LBE-

[0497]  BI/RALEW4'T 1-646 :8-[N-(2- T 2 —4- HORE ) &BEEE 1-2,3- = (B F
B 1,4~ ZEAE [4.5] 28 645 —T- FIR LBE.

[0498]  fil7Rib &9 5 1-650 :8—[N-(2— T 2 —4- JoRE ) MMt 1-2,3- = (1,2- =
BROE)-1,4- TR ZE [4.5] 2% —6- 15 —T- BB L.

[0499]  Bl/RAL A Wdn's 1-734 :8-[N-(2- CLAEREL ) FUBRMESE 1-2,3- = (B FH) -1,
4- “E MR [4.5] %% -6- & -7 TR LEE.

[0500]  Bl7RALEPgR'T 1-738 :8-[N-(2- CFLIKREL ) AWM 1-2,3- = (1,2- & &
T -1,4- AR [4.5] 2& —6- 45 —T- FIR LBE.

[0501] B RAL S Y4 S 1-822 :8-[N-(4- & —2- CIL I ) GREEEIE 1-2,3- — (B
) -1,4- AR [4.5] 28 —6- 4 —T- FIR LBE.

[0502] BRSPS 1-826 :2,3— — (1,2- " LHE ) -8-[N-(4- 4 —2- CFEIKE ) &
RS 1-1,4- — 48 [4. 5] 2% —6- ¥ —7- IR L[5

[0503]  B7RAbLAE 'S 1-910 :8-[N-(2- PEFEREL ) & malEsE 1-2,3- = (FRHE) -1,
4- AN [4.5] % —6- & -7 TR L.

[0504]  fl7RAL- &4 'T 1-914 :8-[N-(2- P2k R ) &l 1-2,3- = (1,2- =& &
F)-1,4- ZEAE [4.5] 28 -6- 45 -T- FIR LBE.

[0505]  B/RALG W4T 1-998 :8-[N-(4- i —2- PEE R AL ) & BANEAE 1-2,3- = (B
F)-1,4- ZHEAE [4.5] 28 645 —T- FIR LBE.

[0506]  fl/ib&Wen's 1-1002 :2,3- — (1,2- 2 23 ) -8-[N-(4- # —2- BEE L)
FUREEESE 1-1,4- 502 [4. 5] 28 —6- 4% —7- HER L N6

[0507] B /R & Wgm 'S 1-1392 8- [N-(2- SRR ) B 1-2,3- = (BRFE) -1,
4- MR [4.5] % -6- & -7 TR LR,

[0508]  H/RAL-G %5 1-1396 8- [N-(2- W AT ) 2 B 1-2,3- = (1,2- Z R/ &
F)-1,4- ZEAE [4.5] 28 —6- 45 -T- FIR LBE.

[0509] M Ak S 4ns 1-1480 :8-[N- (2- & —6- FIIE 3L ) ZEEE 1-2,3- — (B F
F)-1,4- AR [4.5] 28 —6- 45 —T- FIR LBE.

[0510]  fl/Rib &9 5 1-1484 8- [N-(2- A —6- FILRIL ) At 1-2,3- = (1,2- =
RO ) -1,4- 5 I2 [4.5] %% -6- 4% -7- IR L NE.

[0511] B /RAE W95 1-1568 :8-[N-(2- IR —4- K%k ) 2Bt 1-2,3- = (&
) -1,4- "SR [4.5] 285 —6- I —T- IR LR

Ll
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[0512]  fl7Rtb &% 5 1-1572 :8-[N-(2- ¥R —4- HRAE ) &I 1-2,3- = (1,2- =
ROEE)-1,4- T IE [4.5] 2% —6- 15 —7T- BIR L.

[0513]  fl Rtk &9 'S 1-1656 :2,3— — (FRHHE ) -8-[N-(2- IR dt ) 2 mmtdt 1-1,
4- AN [4.5] %% —6- & -7 TR L.

[0514]  BlRib E4S 1-1660 :2,3- — (1,2- LK) -8-[N-(2- JRFIRKL ) SUhTE
-1, 4- SR [4.5] 28 —6- I —T- IR LR

[0515]  fl7sAb B4R B 1-1744 :8—[N- (4 G —2— [RILZEEL ) SR 1-2,3- — (R H
F)-1,4- ZEAE [4.5] 28 —6- 45 —T- FIR LBE.

[0516] Bl ib &g 1-1748 :2,3- — (1,2- —F2 L ) -8-[N-(4- # —2- EFKE)
FUBRIEEE 1-1,4- 502 [4. 5] 28 —6- 4 —7T- IR L8

[0517] Bl B4 5 1-1920 :8—[N-(4— G —2— FILZEFL ) SMEIEE 1-2,3- — (R H
B -1, 4- ZEAE [4.5] 2& —6- 45 —T- FIR LBE.

[0518]  Bl/RAL &M% 1-1924 :2,3- — (1,2- — 5 45 ) -8-[N-(4- |l —2- FFRK
FUEIEEE 1-1,4- 502 [4.5] 28 —6- 46 —7- FIR L.

[0519]  fl7sAb B4R B 1-2095 :8—[N-(4— G —2— NFLZEEL ) SMEIEE 1-2,3- — (B H
T -1,4- ZEAE [4.5] 28 —6- 45 -T- FIR LBE.

[0520] Bk &44% 5 1-2099 :2,3- — (1,2- —F L3 ) -8-[N-(4- i —2- HHLIREL )
I 1-1,4- 54408 [4. 5] 2% —6- 44 —7T- FIR LBE . FI

[0521]  Bl7RAb &% T 2-15 8- [N-(2- & —4- 4E ) -N- Fdkahalii st 1-2,3- — (3%
3L ) —1,4- 407402 [4.5] 2% —6- 45 —7- R L5

[0522] AU EAM () MAEWRTRIE NATE A ~T51 C B G .

[0523] Ty A AR A& R BRI BT N FRR i i 1 ) 25 2 A (D K & i
[0524]  Jji B ARl A% 1 5 J B B S N FRR i i 1 ) 25 HA @ (D e & 75
[0525]  J5¥k C NAEHI B B S N RS Ml A @ (D) ML &W ik,

[0526]  J5VAA

[0527]

i

)
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LYH ,-YTMS ,-°H ;- YT™S
R ': *, (’ R’ '\‘ ! R'n
! S XH ~XTMS R “XH - XTMS M ,
Oy [t R @ ® ".;{zvmzﬂ’ @ @ Moo CoR
Ox_CO;R?
(Yw_ CO,R? P Be_COR? yE 1 0,
@ HAR 5 #4L @ ERAR 8 B4 ®
SR 2
KAEBA
R, R's (M) R'n 2-SH R'n ,
COR? CO.R? CO,R
5 RO PR G Y 1y
':‘A_\-x Ao FR 20 (A RO B 3 (A HRL TR 4 {A g Un sz
® m ® L BiR (10)
z: HP R
R,
Rl R} RONH-RS cos
cyJ'e | ; 8 | PA m s R
FI 5 LA B TsH R s VAt sogl Haw X o,
BLARA? o (1)
(1) (12)
[0528] VA B
[0529]
R R'n RY,
COR? N COR? N\a-COR2
LY R (n <) (0
’l 0] B N —————- B N\ ———- Meo ’ﬁ\Ra
'\‘AO m 8 R3 &‘w 8 (@) m (S)z R3 -&’% 9 MeO m 82
T : P 4% B
(14) (BLER4*) (15) (16)
.-YH ,-YTMS
{ i $B 10°
&fm;:)t “XH XTMS e
# @) (3)
R', ,
(\\ -
o INEB AN
' 7 N3
\‘.A‘x m 82 R
(1)
[0530] 5VEC
[0531]
R1n R1n
R3-L 2
CO,R? ~COR
" Nog3 ) P
\f“o ™ (S)2 R ¥ 11 \\'_‘\‘x m 82 R
(14) x (1) (I)
[0532]  7F B3R5 A ~ 779 C b, B AVER BOXLOYL R RSVRPV R om T n 2 SUAETA], L %R
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A, 7 RoR R,

[0533]  {ET575 A ~ T3k C IRV, AR IRNVIED G V) HA 2 2k R/ R
SORHAG H bR SN R IR, AR 4 75 2, AT DAl R4 ok AR P X Se SE A . IXFPBEAS B AR
IO Fi 2 [T PR £ 4 6 L R A S AT T 28 A5 A 1 DR AP R BRT, DR ) PR , 48] ]
LLZ “Protective Groupsin Organic Synthesis, 3™ edition, T.W.Greene&P. G. M. Wuts ;
JohnWiley&Sons, Inc. ” Fid 2 15737 5L .

[0534] 2 AL (PR B A8 BRI AR S SR I DR B A FH ik 2k A B AT, ek il BR g , f e
FMEIE . FIR C=C ek Ak ; Bk D7 IEEedt ; 1R C-C, BefalZk el ; Rl i 2= AR
C,—Co eI s FIE R LI 3- 2R IE A- AR FE T 2, o - AR SE, B - AL R
A ORIE I o - ZRAE T R AR e 9- WL ARSE D5 bt s R D5 bt SRR AL % .
[0535]  FRAE PR A8 BRI AR B SR I DR B A FH A 2 A B AT, ek ] BR 2, f ke
AL . OBEAEESE C—C, Bedkfiedt, 28 AL S5 05 SE R IL R 2- M4 AR L AU IR S5 fe U0k
e AL 2.

[0536]  JRAE PR AL B 10 W AR B BE I DR i Ael FH A 8 AT B AT, ek ool B g, f e
IR C -Gy B IR R CHEMRIE A AL SR DT e gk

[0537] AR 7522, AT R 2 X LEPHAT B AR SN IR Tk . AF A BT 38 A SO, X A6 R4
[R5 25 N AT AR B HIL A Ak 28 sl b A R 77 (8, B3R Protective Groups
in Organic Synthesis, 3™ edition,T.W. Greene&P. G. M. Wuts ;John Wiley&Sons, Inc F1ig
BINTTE) o

[0538] < J5¥kA>

[0530]  J5ik A AP ER 1 AEEER T (AL T MY (D 5 e (2) 8idk
HH (2) WK ERACH =R ( RIRidlE TMS) K& (3) |V, Fedil &
RGN &) (4) IR,

[0540] AN BRW] SR A A WG s 3d FH 0l PO R A i A0 S R (AR ) 5 ] m] 4
T. W. Greene, P. G. Wuts, Protective Groups in OrganicSynthesis. Third Edition, 1999,
Chapter 4, pp. 293-368, John Wiley&Sons, Inc Zid &1 /7 i al 3 T2 7ok dt47 .
[0541] bk, HRGGHIAL G (4) W] LU IR 7 (T AZER T ) .

[0542] Tk AR 17 ARSI BRAZAE T, A — PIRNAL S ) (5) k&
(2) BiLEY (3) MY, fl&HRAGTEY) (D) BT, KPEAKK S 2] 1 FER T
VAT H I T VR T

[0543]  J5iE A BIPER 2 bR 1 gOP IR U RERINMHRGEIRLEY 1) BTk e
S R i 2 BB S8 (T) o

[0544] %30 BR W] SR H 30 A LG R 18 A R 2K ve 2 e B, ) 4 BT K B Chemical
Pharmaceutical Bulletin(Chem. Pharm. Bull.)Vol. 29, pp. 3238-3248 (1981) Z&rhid %11
IR T H W T 1R AT

[0545] b4, Mt &9 (1) WAL N7 (7775 A BB ER 27 ) Hil#% .

[0546]  J5vk A FAPIR 27 ALEEMERHI AT AE T, I G4 (6) SR b EENE
Nkl Bl &9 (T) R,

[0547] A BRA] K A T A AL S T A R R 2R SN O, 40 R K B Canadian
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Journal of Chemistry (Can. J. Chem. )Vol. 70, pp. 1406-1426 (1992) &t 2% ) /7 =8 3
TH iR AT

[0548] T3 A [P UR 3 AR TSI IAFAE R, ¥ P IR 2 sB IR 27 h g 21 R4k
G () MmEEAL, f & BA S AR L k& 8) k.

[0549] AR, BT 4K Journal of American Chemical Society (J. Am. Chem. Soc. ),
Vol. 120, pp. 3664-3670 (1998) 55/ id #7528k T H I TE#AT

[0550] L [#)5E LRI« 8 R AL RN A A R R I & & iR A, 49 - R U
- TR R 55 i iR 1 5 B i P AU R & e T O A SR A R e S T I AR 0 5 =R
PR ot it I 4 i AR T 3, £ Joe T T A 5 o AR R o e T O 4 s 2R T P 466 6 PP T PR 4
SEMUT AL AR, AU IR 55 7 IR IR AR I o DIk i AU e ke e IR 48U R A 2k — 3 TP e
FeA IR A 2

(05511 i A )4 1k v 7 I AN BELAG Se B O e — 8 R FE VAR EE 2 W) B BR AT, 8] oy 22, AR
KA RS T EIRIES s R TR & PR . R ke fUR A UK S e
F T OB R A BE DY 8 AR O L T T BESEIE S T
JiE N, N= R A (N, N— R EE T L N— R —2— Ak s Joe T 7 PR SRR BRI, — S5
N2 s BOX SO HI KR G0 Pk kiU, B — A F oo

[0552] X L&A HY B AA) 4n A, B R AN Tl TR B9 AR ke 2 20 <52 i < JB R R #6288 (R PR AN Tk
P SR R S B S < B B PR A R 2R s AL L S A A A R B S A S s Ak
A GRAL B S5 Bl < A 2R S L ER S s AN SR TR ST U] A
PR S < S I h sN- PRSIk = £ 3 = IV B =T R R R N SRR
OB N- I IEURIE | b RE \4— L0 Bt b e | AR LML IE 4 (N, N- R JE2 26 ) mibmg. 2,
6- — CRUT2E)—4— FIENERE WML, N, N- ZH BRI N, N- 452001, 5- AL
I [4.3.0] F -5— 4 (DBN) . 1,4- B 2R [2. 2. 2] 2E4E (DABCO) A 1,8- % Z2 W I
[5.4.0] +—%¢ -7- 4@ (DBU) A MWLAEE, PRk 8 S A S Ba WA, SEA0E A S A0
B RN RN

[0553]  f il FE AR B JEURME G40 ORI AN [R], | BAE —100°C ~ 100°C F HEAT, 1
% -78C~ 50C.,

[0554] S NI RIS 40 S R R < JEURE G4 s AR ) B ASE FH R S5 R Bl S i AN ], 8
N1 orh~ A8 /NI, ALiL 5 43P~ 12 /M.

[0555]  J7¥Z A WP ER 4 AR MR IAEE T AT IR 3 A 2 HA B 2258 L ik
“Y 8) HWEAEY 9) RNKRGIEHEGY (10) KIZE,

[0556] 7 F¥)E A (B Jak 1 DR Ik 7 B T8 A WL A e P om0t o 22 P R4 S B
TR B 2, 19 WAy AR 2 . SRR TR RS AN T IR S e 2, AR AR R | o — X PR
B — Z5 LI (L mE AR | iy PR IR I MR R P IR E S5 D5 SR BRI o UIE TR jl mT 245 FH WS 1) 23
B, AL B .

[0557] s FH i) M 77 R BEANBEAG S BT e — € R FE Vs AR Za P B BT, 491 dn g o
PR AN = RS D5 R 2 s U e s &7 D UK . — S e s SR AN U 28 s AR
JEAS s LMK S N TR DY L R AR LB L T RS ESS
Hae N, N= L AR N, N= PR AR — PP R A S8 A Jo 1~ PR 1)« B L8957 14
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AW AR MR, ERIE N, N- A B

[0558] s FH FIHREA1) 201 Tk IR 0 ol P P o P 5 i < Jes Ak PR R 28 (IR PR L L Bk R 2L
K TR SV B S k< JeB i PR 2 36 28 s S B S AL B S i JB S A 2R 5 AL B R
AR50 5 B AL TR AN SR T ST T T R P I S < R
#hN- PRk = AR L ARG =T AR R TR AR CAE I R AR N- FRIR
WE REEIE L A— L R REntEE | FRJEAEIE L 4— (N, N- T IR S ) mikig.2,6- — (LT 3E) —4-
BEMPEWE BB N, N- I ERZR)E N, N- = SRR 1, 56— Z R 4R [4.3.0] F -5 #&
(DBN) \1,4- A« [2. 2. 2] 2E4E (DABCO) Fll 1,8— %24 XA [5. 4. 0] +—%¢ —7- 4
(DBU) Z5A HUASS, PR IE A8 e J8 S Ak, AR S Ak e S AT

[0559]  Jx Ml FE AR 418 Js kAL & 4 S B3R T AN [R], S B AR =78 °C ~ 100 °C R #EAT, 1A
# -20°C~ 50C.,

[05601 [ IS TRIAR AR S5 et 2 B kA5 40 s A ) sl s D R R R A i AN (] i
N1 3R~ 120 /NIF, 0IE 10 7380~ 72 /NS

[0561] 757k A FIAPIR 5 NAEIE A H# P IR 4 PRI & (10) BIRUBEEE TR
BRI &EAEY (1) KB,

[0562] A7 RN S H A L R A ARt 2 ) T P4 B Tt P4 25 3R 451 G ] A B R
“Protective Groups in Organic Synthesis,3™ edition, T. W. Greene&P. G. M. Wuts ; John
wiley&Sons, Inc. ” 2 id B 7 VB EE T H 7 kAT, DUk vl FH AN s ) Vi A7
15T ORI I T VE AT

[0563] s A )4 1k v 1) S BEANBELAG S B - e — € R FE W S 2 W) o B m ], 48] ey 22, AR
AR R BRI s R TR FUT DY SR . R Sk SRR SR AR AR
KT OWE R E DY A R8T AR IR SR T L T T P B IR 5
CEEIENEE AR IE T B 5 T B RUT B 5 B — & W Hl SR BR Tl A
2— ML O AERESS s WL N, N- 5L AR N, N- 1 2 AWl N- ARG —2-— nibngs
ot 1 7S T IR e — e S R AL 2 s — MR R HRIER T A AR R s B LE SR VRS 4
PIERESS, AL PR L

(05641 A AR B A0 HE ik TR B Tk IR P RVl TR L <5 ok < JB Dk TR 2R 28 s IR TR AN ik PR
AR S B S & B R TR A 2R 25 s T . Al TR0 . LT8R BUT I R Y I 2%
ik <> 8 T 3k sN- PR IR NG bR , = S HR R IR NG =T R R R IR O R I AL
N— I ZEDRIE MEWE \4— Mg BE FEILIE | B JENERE (4 (N, N- T EEZ05E ) MEng . 2,6- — (L
THE ) —4— FIELRE AR, N, N- TR ERRIE N, N- SRR 1, 5- ZEAAUEE [4. 3. 0]
T+ —5- 4 (DBN) . 1,4- —ZZXFF [2. 2. 2] 2F%¢ (DABCO) il 1,8- —H AW [5.4.0] +—
Bt —7- K (DBU) A HUARZE, Db hi<e e ke 262, SEAR IRk R P o

[0565]  Je Al AR 418 Js kAL & 4 s B0 T AN [, S B A =78 °C ~ 100 °C K #EA4T, 1A
% -20°C~ 50C.,

(05661 [ WIS TRIAR AR 5o et B2 S kAL 542« s A7) sl dss D s R R A i AN [ 384
N1 gy~ 24 /NI, ARIE 5 73 B~ 5 /NI

[0567]  J5ik A AR 6 AR D IR 5 AR G4 (11) WS AL M n) o sl e A
kG (12) KB,
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[0568] £ B 40 v K B8 Journal of Organic Chemistry (J. Org. Chem. ), Vol. 16,
pp. 621-625 (1951) FEH LB 77 VEBIE T H R 71K T

[0569] A5 FH F1) 47 1t 5 751 B ANBHLAG S N I g — g 1 RE S A B2 a6 ) o R AT, 491 A 2L A
RN RO G DT TR S s R e &7 DR R — R SR SR AR s T Ol
SN TR DUV L Rk . — AR S — O T R REAERSS s R L OB IE VR 7
PIBEIE TR S T B BT T Sl — 2 s H SR ER SRR 2— AR DL 2 A
N, N- R A N, N- 3 2B e A — R SR A 3 E o1 PR PR 5 - S S5 T
XK LR LR SR T RS IR s F IR STR NTR N =3 SRR RIS 57K 5 BIX 2E5 57 1)
BEY . ERIRIBEFNK TR A H N BE RAK PR A, AL L ERFK VR A %7
B CIEFK TR G35 o

[0570] & MVl FEAR 3 J5URMb & WA e BRI A R, RN AE -78°C ~ 100°C F 14T, 1
¥k —20°C~ 50°C.

[0571] S NI TR)AR A S R B < JEURE G4« e AR ) BRASE FH 3 S5 R Rl i AN ], 18
M1 oreh~ 12 /NI, LI 5 438~ 1 /i

[0572] Ui A WP IR 7 AP IR 6 PR RIKLEY) (12) FEIEHEEHIh A EE T BiAT
N SEEY (13) RNSkiil&E BAER (D Mesy.

[0573] A FH 1) 1t 5 551 R B AN BELRG S W g — e P BE S B2 4t ) S R RT, 49 g 2, 1
A R RE S IR s S P AT WS — R S he S i AR 2R s O
I E PSR . I8k, — A Sl = & Il — TR SRR 5N, N- — I3 A
N, N- Ik St i — PR BE NP AR S R BT 1 PR I ) < LI SEIESR s 1R LB R 1R T i
SRR s BUX LSRR A . UL EESE, SEALIE LR L.

[0574] A F B ALHE < S0 AL BRS040 BN AT TUAL B 55 Bl < JB Ak 4D) sN- R bk, = 2k
W = NEE I =T kg . A FE OB N ORI N- FRIEURIE (IEEIE 4 ML e ZE
WE L PR IS (4— (N, N- PP EEIE ) mbmE 2, 6— — (AUT 3L ) —4— FIELmE (smk. N, N- —
IR N, N- Z O FERE 1,5 Z R [4.3.0] £ -5- & (DBN) . 1,4- —E IR
[2.2.2] 2FkE (DABCO) Fl 1,8- —HIXGA [5. 4. 0] +—%¢ -7 i (DBU) Z= HLAEE, ik
AR, BALIE = L

[0575] & il FE AR B JEURME S 9 OV AR T A [, | BNV AE -78°C ~ 100°C 34T, 1
¥k —20°C~ 50°C.

[0576] S NI TRIAR 4 S R B < JEURE G4« s AR ) BRASE FH S S5 R Rl i AN ], 18
M1 areh~ 120 /NI, Pk 10 73 Bh~ 48 /NI

[0577]1 < Jji B>

[0578] Ui B (R0 ER 8 M AENE WS R AEAE /KR 77 A 45 2 3R 48 Bl AL & 4
(14) kHlHitk &9 (15) 1205,

[0579] A BRA] SR A A LA R 28 I B AR G WA S 40 ) T R SR, 437 ] 44 AR
IR T.W. Greene, 0. G. Wuts, Protective Groups inOrganic Synthesis. Third Edition,
1999, Chapter 4, pp. 293-368, John Wiley&Sons, Inc. Z&did 21 /7 ks T H K 77 ik
AT o

[0580] 75 B HIAP IR 9 NAEME G HID VB AFAE T, PR 8 PRIt &) (15) i+
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PR EIAAE Y (16) KPR,

[0581] AP IRW] R AL A WA s 18 A B 5 — RS 4a AL s . (O 37 ) , B il 4K
W _FIR T. W. Greene, 0. G. Wuts, ProtectiveGroups inOrganic Synthesis. Third Edition,
1999, Chapter 4, pp. 293-368, John Wiley&Sons, Inc. ZEH i 1)y e dE T H i sk
AT

[0582]  J7¥ B AR 10 NAETE M FHID IRAFAE T, P IR 8 h 13RI EfL 54 (15) Hik
) (2) BkEY (3) RNkl EAENA (D K&,

[0583] ANV SR 1 [FIFER 7 ik AT .

[0584]  J5i% B 2D BR 107 AAETE WA \ERAFAE T, PR 9 3 3 — F 48 i &
v (16) 51&w (2) BbEY 3) RMvkfls RAEL (1) 1 &EY.

[0585] A/ NVAIAKIG SR 17 RIFER TR EAT

[0586] < J7iZ C>

[0587] Ui C WP ER 11 4777k A PRI R4g Bifk 54 (14) 8007 B 321 R
A (D WA R ISR 70, B SR A T, S R-L(T) /Y, K
il e FHEAR R B A (D &9

[0588]  R* Il L 5 ik SCAHIAL, L (195 AP ) 8 2087 RO IB 8 VR Ry S8 ik 5 & L 1 5%
W1, 5 4 3R - SR VR R R 1 55 xR s T e T I AR T N e I A R SRR
R R TR R IS 5 = 3 P e T I A, 5 P T 9 L e T O A 4 i AR bt SR Tt IoE A 2 5 2R Tt
PHEAEAE Obof PP A PO A S R0 il ik i i S A i 5 O SRR IR 48U o (0 o i1, o DL A At R
o

[0589] {5 FA 1 AR ¥ 351) B ANBELAG S B O e — 5 1 FE Vs i S 2 ) o B R T, 48] a0, 3% 73
A FRS SR PR 2k S T 0 S e 2K B R A O S A 2 5 — IR S TR K L DY Sk g A
TR SRS s Ik AR G R S R R R AR R R MR R R - S
NG s LR FHEFN LR LB SEBEIS s 2R FF 2R AN R S5 05 B I 28 5 e e il B o 55
MR RIS, UL IR W S B AR o~ P AR P 37, SEAIC I DY S e 1A Bl B — PP 2 PP iz o

[0590] {5 FH AU B0 4% < T IR B ok I 90 R ok 1 L 5 < J Ik IR 6. 58S s T R LAt ik TR L
FOTk IR S B S5 0 & B I BR A R 2 s B . BN PR . 0 RUT T R R 8 4
Bok 4 JE B L SN IRk, = 5 & SN ST R R. RNE ORI O &K,
N— FRZEWRAE (ML IE \A— nibg e JEntb e B S IeE - (N, N- RS 5L ) mbme 2,6- = (4
AL ) —4— FIEOHRE (EERRR N, N- T RIRORME N, N- AR NE 1, 5- R IXUA [4.3.0]
T+ -5-45 (DBN) . 1,4- LW [2. 2. 2] 2F4E (DABCO) Fil 1,8— — & Z«XER [5.4.0] +—
ft —7— 1% (DBU) A MUAESS, DUtk 4 J8 ik IR 2625, SHAL e A ik IR

[0591] & N FE AR 38 JSURME G4 & VAR T A [, | BV AE -78°C ~ 150 °C T AT, 1
% -20°C % 100C.,

[0592] S NI TR)AR M S R R < JEURME G40« s AR ) B ASE FH R S5 R Rl i AN ], 38
N1 oreh~ 24 /NI, AGIE 10 738~ 5 /M.

[0593] LIRS [ NG5, KRG (R 77 iR ROV IR G AR BRI &9 o

[0594] 54T, 3 4 A AL N VRS W BiAF AE AN V) I I i pE R R 05, FH SR S BRSE 5 K
ANVRE WA WL A BUS N R K PEE T 70 B & A B SWaHLUE , H Gk R
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AT E, R EIm 3T Btk &4

[0595] 732K H brb &4, RS 7522, W LLR VL ) A= 45 5 FR e sl A ALK
G S A B 15 FH 8 07 325, 0 A 3E 2 AL A A AR AR B - BRI R IR B
R W B AE €8 i v s AF R Sephadex  LH-20 (Pharmacia 2y #) 4 7= ) . Amberlite
XAD-11 (Rohm andHaas 22547 ) Diaion HP-20 ( =3E4k2F AT 407 ) 2 B8R4 BoAT:
T S RO BRI g 3, A S - A i B i 1) 7 3k BRI R B B 5 A A R ) 1 AH L 3
AR (DL RGO s ) B IE BRI RIDE I R 4 50 L 4k .

[0596] VRN AC K B R MR EEME G (1D (2)+ (3) . (B)+ (6)~ (9) . (13) F1 (17)
SR N IR B A R A RN 5 1R 25 ) M il 46

[0597] AR BEAERX (D) KEGWE ] 251 3, X Tl a2 5 1 I A% 40
Wk 40 0 T PN R B 5 5 Pt i mh (R 8l BB N 1R 5 A% 5 B0 i Ak S L 5 S () TNF- @
RN PRI R A2 S S R A N 2, B e i E L AR A 259 R R N EE R T
B N E 5 1% T a4 Mg A S 5 R I & A 4l S pY 2 (2 TNF- a8 RORE N R
B A2 ) AHORI 25 Al I T F / BRIRIT R 2. VIR 25400, ] 4128 Hh il o 24 i o
5 Bl KREAL et PR 2 i I 587 RS T AR B P AN B~ o3 O R BB PR FF RE D971 %8B
SUGRAR B B> B B I 28 A o R A 2R R S R HE R SO, A e L o K
YUIE VR RIR A B R AR 2 B U T R/ BT

[0598] AR EAEAX (1) K4 EWeInT 25 - A H T BB a7 A /
BT SRS A I, 8 0 FL AR B B8 0 2 R 2 IR ) AR R SR S, WTAE A R IR
FEF0) RURL T BT SOl 2R 0 S 22 1 sl VR 8 T IR N 4 24 R T 25 24 LI A 45 24 B
bk A 25 245 B SR R Bl R R S R 48 T 45 24

[0599]  baRHil5RI AT LAS AR Z0as s R A ity vk il es WA (9 any SLBE S 0k
HEDRE S H R L AU R ORERT AR s BOKTE R R R o« TR MRS < R RITE
AT 65 AT e 2= 2 R AE R AT YD BT R A I s R0 6 2 20 2 R LK
WA s FAR UK AR R & B FR R Ak PR « WAk IR B B 2 R IR R Eh AT AE W) s T IR A
B2 R EIR AR Tk IR < R IR IR 26 s T FR 45 2 R IR IR £h S LRI TE . ) I 7
(A G s TR T s O TR TS B TR PR B 2 R B T PR < S 2 1R A s AR AR A S e IRt
W2 S HIE S AR s © R TR IR AN B IR 2t s Hil s 8 B s Z B H/RE DL =&
MR s HAEZEDL RN H M BR BE 2 2R 10 H IR 2L s /KR W RER K A W) R I RE R
M EREMRTED . ) VRER (Bl RN LT 4R R RN PR 4R R LG
Pl R £ S EIRBIE IR RS Y. ) g (A RO N IR AT 4R 2R
PR YR R PR AR NITHR PR AR RN A YE =0T Y P REE
s PR VE R BN AT IR S S s Bl 2 R I e S B A I UE Ry / AT 4R =28 ) FLALTH
(5 anA iz - Bl e 2 R I BORG s SRS B A FL B 2 RIS B A A A s A
STt PR AT SR IR IR 45 <2 8 AT I B8 - 2R T PR 301 5 2R L A b 2 R P s R v 1 ) s SR A
LIt FEIE R4 s L ARUAE T I 1 7 12 P 0 M 07 R I - 2R I A B8 1 3R s k57 ) AR
SEF e PR JETR S NEEZ BRI R R AR PR AR s U T e FIE 28 Sl 2 8
e RFLEL KWy M RIE 2R iR A SR AL AR . ) JFRMGR (e
WHEATH PR BB TR ) B
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[0600] L5 B RN 25 25 77 VAR PRAEIR  4F 8 S5 T AN 7], BEAR RSS2 X AARPEAEIR, #4455 W]
AR TR 0. 01mg/kg (fLI% 0. 10mg/kg) « PR 1000mg/kg (4Li% 100mg/kg) , 1 H 1 &
Bk A Qs EAEL 24 2.

[0601] it 51

[0602]  "TTHT, 471245 S it A5 FHR 364 BV A0 3 150 B A e B, AELAS R BH (9 LT A BR T L
[0603]  SKifs) 1

[0604]  8—[N-(2- & —4- AL ) ZBAIEIE 1-1,4- 542 [4.5] % 64 —7- AR &
s (BRI &Y' 1-364)

[0605]

o COEt
A4
'NO
F

[0606]  (la)8— ZWEEEMREEEE —1,4- 442 [4. 5] %% -T- 4 —7- WL /5

[0607]  7E 200ml fy — H7 2% Wk ik v %5 ## 19. 97g (55. 4mmol) 1) 8— = G 1 %t Tl Wt
A -1,4- T E 4B [4.5] 2 -T- 4 -7T- B % £ BE [Tetrahedron Letter, Vol. 39,
pp. 6139-6142(1998) HEALEY 6 LB L& 1, VKA B T I 9. 50¢ (83. 1mmol)
[RIEAR STRPR, =05 R HERE 91 /NI o 7R RN INAIKAK, H SR ZBEAE L, KBEHHLZ
F KRBT 5, IR IR G o 4 5R FHIEIAE (3l (V ) - Ot - SERCEE= 17 @ 3)
AbPE, 433 7. 15g VAR IR IR S (3R :45% ) .

[0608]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[0609] 4. 20(2H, q, 7THz) , 4. 04-3. 96 (4H, m) , 2. 73-2. 66 (4H, m) , 2. 34 (3H, s) , 1. 87 (2H, t,
J=6Hz),1.28(3H, t, J = THz).

[0610]  (1b)8- %k —1,4- 4 HRIR [4. 5] 5§ -7 M -7- IR LMK

[o611]  7E 145ml [ FEEH R (1la) PIFRIH 7. 14g(24. 9mmol) ) 8- LELFEEMILEEE -1,
4- ZER 8 (4. 5] 58 -T- M —7- PR OME, UKAHE T, I 2. 58g(18. Tmmol) FRIHREREH ,
ARTFVELEE R HEFE 1 /N, IR N R 1/ I IN 3RS, ¥ S Ny R A R M, F 4R &
BEZEH, K BEANLZ , KRB B T8 , DRI 4 o P e v A A (i (1) - e
LIROTE=9 ¢ 1) AFE, 133 5. 63 Rk AR IR G (e :92% ) .

[0612]  'H-NMR yif (400MHz. CDC1,) & ppm :

[0613]  4.32(1H, s),4.21(2H, q,7Hz) ,4.04-3.95(4H, m), 2. 72-2. 67 (2H, m) ,
2.59-2.57(2H, m), 1. 82(2H, t, J = THz),1. 30 (3H, t, J = 7Hz).

[0614]  (1c)8- SUBAEEIE —1,4- — 4498 [4.5] 28 -7 4% -7T- FIRLBE

[0615] FELME -7K (1 @ 1) WVR -G 80ml A1 N S/ 20 43 B il £ 1717 s 1) b R 45 R
o, FEVKABERE T AN (1b) F1 43 21 5. 00g (20. 5mmol) [¥] 8- Zidk —1,4- — 4 IR [4. 5]
& =T- I —7- PR LR CIEHS W 10ml o AHFERELEE R AE RNV P RN 10 38 7R
MR INAIK, F S8 CREFERL. KA NLE, FJCK BB B T4 5, k4 . ki Fl Ak
FERE A T (VA Ok - AR AIE=2 : 1),183 5. 83g KIIC R MkR ik &4 (e
K 192% ) o
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[0616]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[0617]  4.30(2H, q,7Hz) ,4. 05-3. 98 (4H, m), 2. 91-2. 86 (2H, m), 2. 71-2. 69 (2H, m) ,
1.93(2H, t, J = THz),1. 34 (3H, t, ] = THz).

[o618]  (1d)8-[N-(2- 5 —4- WKL ) WAL 1-1,4- 50418 [4.5] %5 —6- 4% -7-
R LB

[0619]  7F 197mg (1. 35mmol) ] 2— & —4— B ANLA 0. 20m1 (1. 42mmol) = ZIEZ) 5ml
LR LR, VKA SR T (1) H 4521 400mg (1. 29mmol) ) 8- FURAREEE -1,4- —
FLRIE [4. 5] 28 -T- 4 —T- FER LBERY 3ml 1R LBV, 30 N HiFE 48 /N o 78 SNl
K, H GIR G KEEANLE, F KRR EE T 5, ORIk 4 . R F iR AT
AR (B Ot - ZIRAEE=3 @ D) 1SRIFE AP H Ok - R (1 1)
[RRA IR, 192 326mg A R IFREL &9 (IE :60% ) .

[0620] A% 117-119°C

[0621]  'H-NMR y&i (400MHz. CDC1,) & ppm :

[0622] 7.67 (1H, dd, ] = 9Hz,5Hz),7. 16 (1H, dd, ] = 8Hz, 3Hz),7.05-6. 98 (2H, m),
6. 83 (1H, s),4. 43-4. 41 (1H, m) , 4. 26-4. 01 (5H, m) , 3. 95-3. 88 (1H, m) , 2. 56—2. 45 (2H, m),
2.24-2. 11 (1H, m) , 1. 88-1. 80 (1H, m), 1. 27 (3H, t, J = THz).

[0623]  SEjifdl 2

[0624] 8- (N- RFLZMmABLIL ) - 1,4 4R [4. 5] %5 —6- 4 -7- FER CBE (Blstb &4

gi'g 1-12)
[0625]
(\ Q CO,Et
s’ \O
O,

[0626]  fKHESZHE] (1d) 1B T5 ik, A 2R AR 2- A —4- W, 19 2058 TR R bl
EY (B3 :81% ).

[0627]  'H-NMR J&if (400MHz. CDC1,) & ppm :

[0628] 7.37-7.31(4H, m),7.21-7.15(1H, m),6.95(1H, s),6.85-6.87 (1H, m),
4. 30-4. 20 (3H, m) , 4. 13-4. 01 (3H, m) , 3. 94-3. 88 (1H, m) , 2. 48-2. 41 (1H, m) , 2. 31 (1H, , td,
J = 14Hz, 3Hz) , 2. 10-2. 00 (1H, m) , 1. 86—1. 80 (1H, m) , 1. 31 (3H, t, J = THz).

[0629]  SZjEfs] 3

[0630]  8-[N-(2- JHREHL) SRR 1-1,4- 522 [4. 5] 28 —6- 4% -7- R Mg (1)

AT 1-540)
o
(O\GCO;Et n-Bu
0

[0631]
O,

[0632]  KMESCHB] (1d) WCENI 5%k, (M 2 TR AU 2- S —4- BOREL B RIEE
PR bR EAL G4 (56 26 R ) .
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[0633]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[0634]  7.55-7.52(1H, m),7.22-7.17(2H, m), 7. 13-7. 08 (1H, m), 6. 85-6. 84 (1H, m) ,
6. 63 (1H, s),4. 47-4. 44 (1H, m) , 4. 25-4. 02 (5H, m) , 3. 95-3. 89 (11, m) , 2. 71-2. 62 (2H, m),
2.54-2. 38 (2H, m) , 2. 19-2. 09 (1H, m) , 1. 86—1. 81 (1H, m) , 1. 62-1. 53 (2H, m) , 1. 45—1. 34 (2H,
m),1.26(3H, t, J = 7THz),0.95(3H, t, J = THz).

[0635]  SLjififé] 4

[0636]  8-[N-(2- CLIEIRIE ) &AAIETL 1-1,4- — 5 R [4. 5] 28 —6- 4% —7- R L Mg (f)

AT 1-716)
o
e COEt
O/‘:j ; n-Hex

[0637]
O,

[0638] &k MR SZitif] (1d) ICZR 7, 1 2- CIEFRMACHE: 2- | —4- HoEN, B3Rk
EHARP RS (82% ) .

[0639]  'H-NMR Ji (400MHz. CDC1.) & ppm :

[0640]  7.55-7.52(1H, m),7.22-7. 17(2H, m), 7. 13-7. 08 (1H, m) , 6. 85—6. 84 (1H, m) ,
6.63(1H, s),4. 47-4. 44 (1H, m) , 4. 25-4. 02 (5H, m) , 3. 95-3. 89 (1H, m) , 2. 70-2. 61 (2H, m) ,
2.54-2. 38 (2H, m) , 2. 19-2. 09 (1H, m) , 1. 86-1. 81 (1H, m) , 1. 64-1. 54 (2H, m) , 1. 41-1. 24 (6H,
m), 1. 26 (3H, t, J = THz),0. 91-0. 85 (3H, m).

[0641]  SEjitifs) 5

[0642]  8-[N-(2- PRIt ) GBI 1-1,4- — 52 [4. 5] 28 —6- 4% -7- R Mg (f)
MAEYH T 1-892)

[0643]

[0644] K HESZHER] (1d) BB 75, [ 2- PEERIARE 2- & —4- ®oRH, SR1%E
IR IFR LAY (8T %R ) .

[0645]  'H-NMR Jii% (400MHz. CDC1,) & ppm :

[0646] 7.55-7.52(1H, m),7.22-7. 17(2H, m) , 7. 13-7. 08 (1H, m) , 6. 85-6. 84 (1H, m) ,
6. 63 (1H, s),4. 47-4. 44 (1H, m) , 4. 25-4. 02 (5H, m) , 3. 95-3. 89 (1H, m) , 2. 69-2. 61 (2H, m) ,
2.54-2. 38 (2H, m) , 2. 19-2. 09 (1H, m) , 1. 86—1. 81 (1H, m) , 1. 64-1. 54 (2H, m) , 1. 42-1. 23 (8H,
m), 1. 26 (3H, t, J = 7Hz),0.88(3H, t, ] = THz).

[0647]  SLJEf5] 6

[0648]  8—[N—(1H- MER& —1- 5E ) ZRATEEE 1-1,4- 42428 [4.5] %% —6- 4% —7T- MR Nk
(BIRWED T 1-1062)

[0649]
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[0650] K HESEHfS] (1d) QBRI JriZ, A TH- ks —1- JERAE 2- & —4- L, 153
R AR IAR AL &) (% :33% ) .

[0651]  ##/4 :115-117°C

[0652]  'H-NMR J 3% (400MHz. CDC1,) 8 ppm :

[0653] 8.05(1H, s),6.99(2H, t, J = 2Hz),6.94(1H, s),6.17(2H, t, J] = 2Hz),
4.55-4. 51 (1H, m),4. 30 (2H, q, J = 7Hz),4. 14-4. 03 (3H, m), 3. 98-3. 89 (1H, m) ,
2.51-2. 44 (1H, m) , 2. 26-2. 05 (2H, m) , 1. 89-1. 83 (1H, m), . 35 (3H, t, J = THz).

[0654]  SLjitifs) 7

[0655]  6-[N-(2- & —4— WAEE ) MBI 1-3- A -1- MO -1- IR CBE (B
G5 1-353)

[0656]

[0657]  FESEJfif 1 H 43 2] 2. 55g (6. 07mmol) 8- [N- (2- S —4- L AHE ) Z BB 1-1,
4- THHRIR [4.5] %% -6- 4 —7- PR LB IN 3h1% - PYEMRE (1 ¢ 1) RIRESHEER
100m1, =5 N HEFE 64 /N o R 2 DU SR, 7EARE Th I SR S BERHT 2B, K¥EA
HUZ, FJG/KB R EE T8 5 IR ik 4 o Bl A (Ll b B (7] Ot - IR IR =
4 11,133 2. 19g O R IR AL EY (JEE 96% ) .

[0658]  J& i :128-130°C

[0659]  'H-NMR J%i# (400MHz. CDC1,) & ppm :

[0660]  7.69 (1H, dd, ] = 9Hz,5Hz),7.20(1H, dd, ] = 8Hz,3Hz),7.09-7. 03 (1H,
m),6.91(2H, s),4.68(1H, dd, J = 5Hz, 2Hz),4. 28-4. 18 (2H, m), 3. 21-3. 09 (1H, m),
2.80-2. 72 (1H, m) , 2. 57-2. 49 (1H, m) , 2. 44-2. 31 (1H, m) , 1. 28 (3H, t, J = THz).

[o661]  SZjfifsl 8

[0662]  9-[N-(2- & —4- B AREE ) ZUBANESE 1-1,5- — 408 [5.5] % -7- 44 8- 1
M Cls (B EY9% 'S 1-365)

[0663]
(\O CO,Et
Cl
Sl
3. O
F

[0664]  fE 2ml AR AR SR 7 P32 100mg (0. 27mmol) 6-[N-(2- 5 —4- FAREE )
FUIAI AL 1-3- IRIE —1- MO —1- FIR L85, IO 0. 04ml (0. 54mmol) A%E 1, 3— —EEA
68mg (0. 27mmo 1) Xf A 2R Ted FRALL WE &, IR BTAL 1 /o K Se v 21 22 =530, I A
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WRIR A WK T LR SRR AKBEANUZE, K BT s 4 o Wi
A AL TR (W7 Okt - B OHE= 2 ¢ 1), BERINE AR el —Hk i, 153
60mg R R Kb &9 (# :51% ) .
[0665]  J%5 ki :120-121°C
[0666]  'H-NMR J1% (400MHz. CDC1,) & ppm :
[0667]  7.65(1H, dd, J = 9Hz,5Hz),7. 36 (1H, s),7. 14 (1H, dd, ] = 8Hz,3Hz),7. 01 (1H,
dd, J = 7Hz,2Hz) ,6. 98 (1H, s) , 4. 45-4. 39 (1H, m), 4. 27-4. 12 (2H, m) , 4. 11-3. 84 (4H, m) ,
2.46-2.06 (4H, m), 1. 92-1. 67 (2H, m) , 1. 28 (3H, t, ] = 7Hz).
[o668]  SZjifsl 9
[0669]  9—[N-(2- 5 —4- AL ) Z MWL ]-3,3- & -1,5- Z4 5% [5.5] +—
ft —T- i —8- PR LG (HlRtb &5 1-426)
[0670]

Me

[0671] A ME SEJE Y 8 1B 7%, ] 2, 2- RS -1, 3- AU A ke -1, 3— T,
RFRNERE MR S (i 64% ) .

[0672]  'H-NMR J¢i (400MHz. CDC1,) 8 ppm :

[0673]  7.64(1H, dd, J = 9Hz,5Hz),7.31(1H, s),7. 13(1H, dd, ] = 8Hz, 3Hz),
7.04-6.94 (2H, m) , 4. 45-4. 39 (1H, m) , 4. 27—4. 12 (2H, m) , 3. 69-3. 46 (4H, m) , 2. 42-2. 11 (4H,
m), 1. 28 (3H, t, J = THz), 1. 03(3H, s),0. 97 (3H, s).

[0674]  SLJitifhl 10

[0675]  8-[N-(2- G —4- AZE ) ZWAlEEE 1-1,4- —mifRIR [4.5] %% —6- 4 -7- PR L
fg (BIRHEYR 'S 1-367)

[0676]

[0677]  7E S oL Iml i sitifs] 7 545 2% 100mg (0. 27mmol) 6—[N- (2— & —4- K
B ) 2Bl 1-3- L -1- O —1- IR LB, VKIe B HE T, A 0. 034m1 (0. 405mmol)
HE —1,2— ZHEEA 0. 025m1 (0. 203mmol) —HALHN = CBEEC &9, IR T HidE 1 /. 76
KRNI IN SR KIS, H Z OB KBEAVLE, KR EET 155, Ji &
Weio 1920 AR — CBERI CReve vk, 193 325mg Ok K KPR &L 59 (76 %61k
) o

[0678] &/ :160-161°C

[0679]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[0680] 7.65(1H, dd, J = 9Hz,5Hz),7. 14(1H, dd, J = 8Hz,3Hz),7.10(1H, s),
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7.04-6.96 (2H, m) ,4. 40 (1H, d, J = 5Hz),4. 25-4. 10 (2H, m), 3. 52-3. 26 (4H, m) ,
2.82-2.72(1H, m) , 2. 58-2. 50 (1H, m) , 2. 33-2. 24 (1H, m), 2. 11-1. 99 (1H, m) , 1. 27 (3H, t, J
= THz).

[o681]  SEjififsl 11

[0682]  9-[N-(2- &l —4- L ARZL ) FURAMERE 1-1,5- —mifCR [5.5] +—%¢ —7- & 8- F
M Ll (Bt &P 4%i'5 1-368)

[0683]

(\S COEt .,
sd
2L
F

[0684] KRR SCHlfa] 10 B 7Tk, AL —1, 3— —huBE U Sbt —1, 2- i, 19 3
TR AL G (T2% 0% ) .

[0685]  'H-NMR i (400MHz. CDC1,) & ppm :

[o686]  7.65(1H, dd, J = 9Hz,5Hz),7.40(1H, s),7. 14(1H, dd, J = 8Hz,3Hz),
7.03-6.96 (1H, m),6. 94 (1H, s),4. 51 (1H, d, J = 5Hz), 4. 24-4. 11 (2H, m) , 3. 17-3. 07 (1H,
m),2.98-2.77(3H, m),2.61-2. 51 (1H, m), 2. 47-2. 38 (1H, m) , 2. 36-2. 27 (1H, m) ,
2.25-2. 13 (1H, m), 2. 12-1. 95 (2H, m) , 1. 27 (3H, t, J = 7Hz).

[0687] Syl 12

[0688]  8—[N-(2— & —A- JELZEEL ) GUIEEL 1-1- 2y —4- WifCI2 [4. 5] %% —6— 47 —7- 1
W Llg (Bl E&Ygi's 1-371)

[0689]

[0690] i MR SZifs] 10 AR 7%, A 2- SR SRR &4kt -1, 2- e, 19 3 B (k)
KEFBAEY) 61%1E )

[0691]  #4% :133-134°C

[0692]  'H-NMR y%i (400MHz. CDC1,) 8 ppm :

[0693]  7.65(1H, dd, J = 9Hz,5Hz),7. 14 (1H, dd, ] = 8Hz,3Hz),7.06(0. 4H, s),
7. 04-6. 96 (2. 6H, m) ,4. 46 (0. 4H, dd, J = 5Hz, 3Hz) , 4. 39-4. 01 (4. 6H, m) , 3. 23-3. 06 (21,
m), 2. 77-2. 51 (1. 6H, m) , 2. 45-2. 36 (0. 4H, m) , 2. 20-2. 00 (2H, m) , 1. 27 (3H, t, J = 7Hz).
[0694]  SLjfH] 13

[0695]  8—[N-(2- & —4— AL ) Z ML 1-1,1,4,4- Y4 AR -1 2 6,4 N 6— —hi fLIR
[4.5] %& —6-J& -7T- PR LEE (Bl &W% 5 1-369)

[0696]
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%2 _co,et o

Sou
O,
F

[0697]  7E STt 2ml AR S 10 TP 13 2K 80mg (0. 18mmo1) 8—[N-(2- & —4- A&
B ) EREEEEE 1-1,4- RS [4. 5] 2§ -6- 4 —7- T2 LR, UKV BEHE N In AR R S04
91mg (1. 08mmol) , 4 /b5 2 RIS Il 239mg (0. 90mmo 1) [H) G 4 K R (65% ), =i T
Bt 5 /Mo TER N IIAIK, F SR CBEAEEL . KBEA HLZ » KR BB T8 )5 » 93k
FERAR . IR IR 2 (B b B () Okt - CRRAEE=1 ¢ 1),133] 42mg A K
KR BNEY (fF 45% )

[0698]  J& & :88-90°C

[0699]  'H-NMR yif (400MHz. CDCl,) & ppm :

[0700] 7.65(1H, dd, ] = 9Hz,5Hz),7. 15(1H, dd, ] = 8Hz, 3Hz),7.06-6. 98 (2H, m),
6.92(1H, s),4.57 (1H, d, J = 5Hz) ,4. 26—4. 16 (2H, m) , 3. 79-3. 60 (4H, m) , 3. 14-2. 98 (1H,
m) , 2. 69-2. 60 (1H, m) , 2.45-2.36 (1H, m), 2. 29-2. 16 (1H, m) , 1. 28 (3H, t, ] = THz).

[0701]  SEjifsl 14

[0702]  6-[N-(2- Gl —4- W AKE ) ZMIEIE 1-1- S48 [2. 5] oF —4- 1 55— IR LB (41
MEEY T 1-360)

[0703]

[0704]  7F Im1 DY SRR T 55 7 S i 5] 7 45 31 1) 50mg (0. 133mmo1) 6 [N-(2- 5 —4- A&
) FIIEIE 1-3- IRIE —1- RO —1- FER AEEAN 0. 01ml (0. 146mmol) ¥R F%E, -78°C
TR 0. 18m1 (0. 279mmol) 1ET A / CREHS M (1. 58M) Jio, S T HEHE 4 /N KA
SRR s NN SE AL ARES I, FH CTR CERA . /KBEANLZ, /KBBR8 T2 5 , Ik
. FoRE R EE IS (R Ok - ZRABE=2 ¢ 1), 153 Tmg Bl
WHIPRE S (IR :14% )

[0705]  'H-NMR Jif (400MHz. CDC1,) & ppm :

[0706] 7.68(1H, dd, ] = 9Hz,5Hz),7. 15(1H, dd, J = 8Hz,3Hz),7.07-6.91 (2H, m),
6.60 (1H, s),4.50(1H, d, J = 4Hz) , 4. 27-4. 06 (2H, m) , 2. 98-2. 92 (1H, m) , 2. 91-2. 88 (1H,
m) , 2. 83-2. 70 (1H, m) , 2. 68-2. 59 (1H, m) , 2. 21-2. 07 (2H, m) , 1. 25 (3H, t, J = 7Hz).

[0707]  SEjEfH] 15

[0708]  (25)-8-[N-(2- S —4— M 55 ) & B WL &5 1-2- 72 0k -1, 4- 5 % R [4. 5]
%% —6- M —7- PR LG (Brtb &S 1-378)

[0709]
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[0710] 7 2ml — %0 o vh ¥ A St 491 7 43 21 1) 100mg (0. 27mmo1) 6-[N- (2 & —4- 9
EE) AR I-3- B E -1- K O -1- T R & 5 A 69mg (0. 35mmol) (R)—2,3- —
FRIL T K R I, vk A BERE AR I 0. 19m1 (1. 05mmol) S5 A 48,3k = AP 35 fe Jog 1
21 1(0.014mmol) — FIIE A e — 6 e A R 6, 7EAH RIS N HaHE 1 /DI o 78 I W
TINIK, F LR CEEAEEL . AKIEENUZ, KW BREET 05, WIS - FRids I k€L
AL (W) Okt - SRRAEE=1 ¢ 1), 133 121mg VBRI (2R) —2- 2 AL
L —8—[N-(2- & —4- IEHL ) SUEEERE 1-1,4- 4 iR [4.5] & —6- & —7- FIR LBk
(g% :81% ).

[0711]  $FE¥ 121mg (0. 22mmol) ZAL EWEEHE T 2ml T — PUSMeng (1 @ 1) RG]
o, UK SR T M 0. 5ml (0. 50mmo1) IN A A /KBS, fEAH RINEFE T HikE 30 70 8h. 1E
R IIANIK, FHCTR SBEZI . IKBEANZ, TG AKRBREE T 5, k4 . Hids H
AR P (W) Tk - ZBRZEE=1 © 1),133] 41lmg T8 TEIIbR S Y (IR -
41% )

[0712]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[0713]  7.64(1H, dd, ] = 9Hz,5Hz),7. 14 (1H, dd, ] = 8Hz,3Hz),7. 06-6. 97 (2H, m),
6. 89 (0. 25H, s),6.86 (0. 25H, s),6.80 (0. 25H, s),6. 78(0. 25H, s),4. 43-4. 31 (1. 75H,
m) , 4. 26—4. 02 (3. 25H, m) , 3. 95-3. 87 (0. 75H, m) , 3. 85-3. 77 (1H, m) , 3. 75-3. 69 (0. 25H,
m) , 3. 68-3. 59 (1H, m) , 2. 65-2. 38 (2H, m), 2. 25-2. 11 (1H, m), 2. 11-2. 05 (0. 25H, m) ,
2.03-1.97(0. 25H, m) , 1. 94-1. 81 (1. 5H, m) , 1. 26 (3H, t, J = 7Hz).

[0714]  sEjfs] 16

[0715]  (2R)-8-[N-(2- & —4- J R KL ) BB 1-2- B P & —1,4- 5 24 R [4. 5]
%% —6- i —T- PR LR (Bt &9 1-378)

[071 6]
HO
}O COEt
Sf
3. CL
F

[0717]  (16a)6-[N-(2—- & —4- AR ) RN 1-3,3- —HEE -1-Hkh -1- FlRC
fig

[0718]  7E 120m1 % Pt S 5] 7 49 21 6. 1g (16. 2mmol) 6 [N-(2— & —4- L ARFE ) &
TAEEIL 13- 3R3L —1- RO —1- IR 488, UK 2 MR 4. 1g (16. 2mmo1) %] FF 2Tk
FRIEEIE S50 8. 86m1 (81. Ommo1) — FARIE A b, 7E =9 F B — 1 AE RN H I IK, H
LR CBEREEL . KVEANZ , TR BREE T 5, Uik 4 o Wk F A s ab 3 (¥
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) OkE - SEROEE= 2 1), 133 6. 0g BB RIIREILEY (I3 :88% ) .

[0719]  ## A% :97-98°C

[0720]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[0721]  7.65(1H, dd, J] = 9Hz,5Hz),7. 14(1H, dd, J = 8Hz,3Hz),7. 07-6. 97 (3H, m),
4.41(1H, d, J = 4Hz),4.28-4. 12(2H, m), 3. 29 (3H, s),3. 23 (3H, s),2.47-2. 38 (1H, m),
2.31-2.21 (1H, m) , 2. 18-2. 06 (1H, m) , 2. 01-1. 93 (1H, m) , 1. 28 (3H, t, ] = THz).

[0722]  (16b) (2R) -8—[N-(2—- 50 —4- W ARIE ) 2NN ] -2- FR L -1, 4- 4% [4. 5]
%% —6- 1 —7- P E LR

[0723]  7F Tml R LM (16a) TAFEIN 6-[IN-(2- & —4- BRI ) 2B 1-3,
3- “HEIE -1-FF O —1- TR L1 342mg (0. 81mmol) F1 206mg (1. 05mmol) (S) -2, 3— K HH
FRIEE, KA HEEE R AR 0. 56m1 (3. 15mmol) TR 48 3k = Akl 7 1 1 (0. 041mmol) =
AR AR A e 2 — 9 R e e IR R ZEAH FIRELRE S e 1 /NN o 72 NV I K, H SR L1
o KBEANUZE, /KB BT 5 W 4 o i e JRAE (B b B (1) < Ot
LR LEE=1 1), 133 410mg LEMIRE (2S) —2- RPEEIEFE -8-[N-(2- & 4-
ZRH) RIS 1-1,4- T SZ [4.5] 2% 64 -T- IR AWE (CE 91% ) .

[0724]  FZEH 410mg (0. 74mmol) ZALGW)WEAR T 10ml Pl - PUSMemg (1 @ 1) MIRE
s A 3ml (3. Ommo 1) IN S AL BN/K I, S T BEFE 16 2080 o 76 R M I IK, H 1R
CERAEE . KPEANLZE, FJK R BT 5, ki o Wil A A (i b3 () -
Oht - SROKE=1 © 1),133 293mg JoE bR L&) (W3 :88% ) .

[0725]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[0726] 7.64(1H, dd, J = 9Hz,5Hz),7. 14(1H, dd, ] = 8Hz,3Hz),7.04-6. 95 (2H, m) ,
6. 89 (0. 42H, s),6. 86 (0. 02H, s),6.80 (0. 02H, s),6. 78(0. 42H, s),4. 43—-4. 31 (1. 5H,
m) , 4. 26-4. 02 (2. 5H, m), 3. 96-3. 89 (1H, m) , 3. 83-3. 77 (0. 5H, m) , 3. 75-3. 69 (0. 5H,
m),3.68-3.59(1H, m),2.65-2. 41 (2H, m), 2. 25-2. 10 (1H, m), 1. 93-1. 82 (1H, m),
1. 77-1. 67 (0. 5H, br. s) , 1. 58 (0. 5H, br. s) , 1. 26 (3H, t, ] = THz).

[0727]  sEjEfsl] 17

[0728] (2R, 3R)—8-[N-(2—- & —4- AKE ) 2L 1-2,3- = (FRHEE) -1, 4- —5 45
[4.5] %% —6- & -7T- PR LEE (Bl &9 'S 1-382)

[0729]
HO
HO
\m} Q « _COE ol
S/

[0730] AR ARSI (16b) ICZLI 775, AT 1, 4- — -0- R B -D- JfE A (S) -2,
3- KPIRER, 1520 TR IR EY) (3 :44% ) o

[0731]1 <7 >

[0732]  (17a) (2R, 3R)-2,3- — (2% AL 40 AE 72 ) -8 [N-(2- S —4— S A58 ) 2 ot 15t
I ]-1,4- AR [4.5] 2% —6- 4 —T- IR LBK
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[0733] 7 2ml ZJiFHHiRE S 18 13 2I[#) 1. 46g (3. 08mmol) 1,4- — -0- 2K I EEE -2,
3= -0- = IERELEAE -D- JRME R, UKV HHE T A 0. 04m1 (0. 24mmol) = AT AL A A
ik = 3 T b e Eh A SE 9] (16a) 432 1. 00g (2. 37mmol) 6-[N-(2— G —4— A% )
ML 1-3,3- R -1- O —1- TR LR dml SREEW . TEAHFRELEE T sk
L /NIy o PR IR AR SN, et A AR il A0 38 (50 : bt - SR BE=2 & 1), 133
1. 50g VI AR R IbREL G (R :92% ) .

[0734]  'H-NMR J&if (400MHz. CDC1,) & ppm :

[0735] 8. 10-8.04 (4H,m),7.68-7.57 (3H,m),7. 49-7. 44 (4H,m) , 7. 16 (1H, dt, ] = 8. OHz,
2.6Hz) ,7.05-7. 00 (2H, m) , 6. 87 (1H, d, ] = 14. 0Hz) , 4. 66-4. 07 (9H, m) , 2. 63-2. 44 (2H, m) ,
2.25-2.19(1H, m),1.94(1H, t, J = 15.2Hz), 1. 19 (3H, t, ] = 7. 0Hz).

[0736]  (17b) (2R, 3R) —8—[N-(2—- & —4- AT ) ZBMEEE 1-2,3- = (FRHFE)-1,4- =
AR [4.5] % -6- 4 —T- TR LM

[0737] ¥ (17a) & 13 3| ) 1.50g(2. 18mmol) (2R,3R)—2,3— —— ( 2K ¥ Wt & &
) -8-[N-(2- & —4- HOEHL ) EUREHER: 1-1,4- 522 [4. 5] 2% —6- i -7- PR L%
T 10ml FEEE - DOSURIR (4 @ 1) BOVRAVR, UKYAPERE T DN 10ml (10. Ommo1) IN S5 ALEN
TR, AEAHFRELRE S HiHE 15 738 72 RV IIAIK, F S8 CEEAEEL KBEAHLZ, H
AR IR G, SRR An . FRis A A (B AL B (V) Okt - SRS EE=1 © 1),
733 900mg HE S E IR B G (i :86% ) .

[0738]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[0739]  7.69-7.64(1H, m),7. 16 (1H, dd, J = 8Hz, 3Hz) , 7. 05-6. 99 (2H, m) ,

[0740]  6.91-6.90(0. 5H, m), 6. 85-6. 84 (0. 5H, m) , 4. 43-4. 41 (1H, m) , 4. 27-4. 09 (3. 5H,
m),4.05-4.01 (0. 5H, m),3.93-3. 81 (2H, m), 3. 75-3. 69 (2H, m) , 2. 59-2. 45 (2H, m),
2. 23-1.50 (4H, m) , 1. 29-1. 24 (3H, m).

[0741]  Sjfs] 18

[0742]  (2S,3S)-8-[N-(2—- & —4- WAKE ) ZMELAEE 1-2,3- = (FRHEE) -1, 4- 545
[4.5] %% —6- 4@ —-7T- FERLHE (BIRtb&EW9 'S 1-382)

[0743]

[0744]  AKFRSZHEAG] (16b) ICZLI V5 AT 1,4- = -0- KB -L- 7R (S) -2,
3- RPIRER, 1520 E TR KA AL G (34% U )

[0745] <AL

[0746]  fKHESZHAS) 17 CARTTE) W8I, (T 2754 19 4321 1,4- — -0- 2K
WEdk -2, 3- = -0 =R PREREIE —L- SRR U 1,4- — -0- 28 WIBEE -2,3- — -0- =
REEPRERT L —D- IpBEEE, 1920 TR A &) (3 :73% ) o

[0747]  'H-NMR J%i (400MHz. CDC1,) & ppm :
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[0748] 7.69-7.64(1H, m),7.16(1H, dd, J = 8Hz, 3Hz),7.05-6.99 (2H, m),
6.91-6.90 (0. 5H, m),6.85-6. 84 (0. 5H, m), 4. 43-4. 41 (1H, m) , 4. 27-4. 09 (3. 5H,
m) , 4. 05-4. 01 (0. 5H, m) , 3. 93-3. 81 (2H, m) , 3. 75-3. 69 (2H, m) , 2. 59-2. 45 (2H, m) ,
2.23-1. 50 (4H, m) , 1. 29-1. 24 (3H, m) .

[0749]  Sijfs] 19

[0750]  8—[N-(2- & —4- U RZE ) 2 WAMESE 1- WV -2, 3- = (B3 ) -1, 4- 444
[4.5] %% 64 —7T- R LI (Bl L& 5 1-382)

[0751]
HO
HCK_;;>-
(0]
CO.Et cl

[0752] 7F 4ml — & B & W M L g # (16a) b H B W
200mg (0. 47mmo1) 6—[N- (2— & —4- # I ) ZUBMEEE 1-3, 3- — &2 -1- O -1- TR
LEEMZ 2] 1 4321 290mg (0. 61mmol) 1,4- — -0- AR PFWEIL -2,3- — -0- AL
Y E — INTHBE - ARBERE, UK PR R 0N 41 1(0. 024mmo1) = A 35 A A o 5 = 9L PR e it iR
o AEAHFNRE T HERE 1/ 7R R TIIAK, FH EBR LBE A B /KBEANLZE, H K
PR IR o Bl FHRE IR AT L AL 3 (3550 - Okt © RS BE=2 © 1), 133
171mg JoE TEI NI IE -2, 3— — [ (R EREE ) 3L 1-8-[N-(2- &l —4- Rk ) 2 hinit
B 1-1,4- AR [4.5] 58 -6- M -T- TR OB (WO :53% ),

[0753] %5, # 170mg (0. 25mmol) 1AL WA T 10ml (1) R — PUSmeng (1 @ 1 RA
S UKV BEFE TS N 3ml (3. Ommo1) IN SN ZK BV, ZEAH RINELRE T it 15 738 fEX
MM, FH TR CREAEEL . KIEANLZ, F ORI BRI a , R ik 4 . il H ik
A (W OO0 - ARABE=1 © 3), 153 105mg LE B HIFREML &9 (% .
89% ) .

[0754]  'H-NMR J&if (400MHz. CDC1,) & ppm :

[0755]  7.64(1H, dd, J = 9Hz,5Hz),7. 15(1H, dd, J] = 8Hz,3Hz),7.04-6. 95 (2H, m) ,
6.93(0. 4H, s),6.72(0. 6H, s),4.49-4. 33 (2. 4H, m) , 4. 32—4. 26 (0. 6H, m) , 4. 25—4. 07 (2H,
m) , 3. 93-3. 70 (4H, m) , 2. 69-2. 58 (0. 4H, m) , 2. 58—2. 35 (3. 6H, m) , 2. 24-2. 09 (1H, m) ,
1.99-1. 91 (0. 6H, m) , 1. 90-1. 83 (0. 4H, m) , 1. 27 (3H, t, J = THz).

[0756]  SEjifs) 20

[0757]  (2R)—8-[N-(2- & —4- adk ) Mt 1-2- (IR -1,2- R &3 ) -1,4- =5
FIR [4.5] 28 —6- 4 —7T- FIR LR (HIRLEY9 'S 1-390)

[0758]
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[0750] 7E 12ml — & B %t P ¥ fi# 300mg (0. 7T1mmol) SE jil f4] (16a) H 15 2| 1
6-[N-(2- 5 4-F K I ) AR 1-3,3- —FHE-1-K M -1- F R & M
436mg (1. 42mmo1) [ (4R,5R) -2, 2- —FFk —4,5- — [ ( = PR R ) &3 ] 74 [1. 3]
AR, UK BERE I 26 1 1(0. 142mmol) = AL A A R Ak = g TR e R 2, IR N
FE 90 /NI o 7E SN IR I N LRI R S K R T SR R A B KSR A ALZ , F oK
PR BT IR o Bt FHIE A (i b 28 (30 - Ot - IR TE=4 & 1), 153
90mg JiE LI (2R) —8-[N-(2— & —4- Ak ) 2 BAlEsE 1-2- ((4R) -2, 2- I3 [1. 3]di
FINIRE ~4- 3 ) 1,4~ 5498 [4.5] 28 —6- 4% —7T- IR &LBs (IR :24% ) .

[0760] %, 7 85mg (0. 163mmol) XA TN 4ml L1 -7K (1 1 1) KRG, /L%
BT 5NV I AR R BR = B /K P A G G BR GBE A ZKBEA L
2, FJC/K B BB T )5 PR Ak 4 o TRl A Gk b 2R (3 A SR L8 ) » 15 31
46mg JGE B IIARENEY) (W EE :59% )

[0761]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[0762]  7.69-7.64(1H, m),7. 19-7. 15(1H, m), 7. 06-6. 98 (2H, m) , 6. 89-6. 80 (1H, m) ,
4.43-4. 41 (1H, m) ,4. 38—4. 08 (4H, m) , 4. 03-3. 95(0. 7H, m), 3. 86 (0. 3H, t, ] = 8Hz),
3. 77-3.63(3H, m), 2. 67-2. 37 (3H, m) , 2. 22-1. 84 (3, m) , 1. 30—1. 25 (3H, m).

[0763]  sEjifs] 21

[0764]  (2R)—8-[N-(2- & —4- JAEE ) ZMELE 1-2-((2R)-1,2,3- =N ) -1,4- =
MR [4.5] % —6- 4 -T- PR LI (Bt &5 1-394)

[0765]
HO
HO OH
"
o COEt
toE
N

[0766]  7F 3ml AifJE T bt i 254 2 th 15211 547mg (1. 07mmol) 1, 3,4, 5, 7- T —0- =
PR L PR R A —D— FADBE L, VKA BEEE RN 131 1(0. 07mmol) = FF 35 AR Ao 22 — 4 PP ek
BR 2R, AR5 IS (16a) H453 21 300mg (0. 71mmol) 6-[N-(2— 5 —4- F AR ) U E
5 1-3,3- ZHEE -1- O -1- TR CBE, [EAHFERELA T BRE 1 /o 75 RN
ONRLFIRS R AN KBS — U PR 2 0. AKBER HLZ, KR BREE T8 )5 , vk ek 4 o
Wt AR AR (i b B (V) AN SR SR ) , 1931 161mg Jo @ TR bR &4 (e
42% ),
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[0767]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[0768]  7.66 (1H, dd, J = 9Hz,5Hz),7.19-7. 15(1H, m), 7. 10-6. 99 (2H, m) , 6. 86 (0. 5H,
s),6.82-6.80 (0. 5H, m),4.42-4. 39 (1H, m) , 4. 28-3. 65 (9H, m) , 3. 20-1. 40 (3H, br),
2.57-2. 43 (2H, m) , 2. 23-2. 09 (1H, m) , 1. 92—1. 82 (1H, m) , 1. 29—1. 25 (3H, m).

[0769]  Sijifs] 22

[0770]  (2R)-8-[N-(2- &l —4- # & 3& ) U Wi Wt A 1-2-((1S, 2R, 3R) -1,2,3,4- WU & T
) -1,4- TSR [4.5] 28 6- 4 —T- IR TR (WG9S 1-398)

[0771]

HO
HOIh
HO OH
l’,
? COEt ,
3. CL
O,
F

[0772]  fF 4ml — & B % o W fF 200mg L ) (16a) 43 B O
(0. 47mmo1) 6—[N-(2- & —4- WAKE ) MWL 1-3,3- ZHEE -1- O -1- FIR LM
F1 434mg (0. 7lmmo1) 1,2, 3,4,5,6- 7N —0- = R LA D H & B, UKy HiedE A
A 0. 12m1 (0. 47Tmmo1) A48 FE = B BE AT 4 1 1 (0. 024mmol) = FP 3L A o o = 9 P 6%
WARR &k, TR PO — o 7 SN I AN R B S 7K ¥ v T G BR SR AL 7K
LEAVZ, KW TR S, R 4 o R AR (B b 2 (i)« ke -
BE=10 : 1), 133 130mg Jo & MbRab &4 (W3 51% ).
[0778]  'H-NMR 31 (400MHz. CDC1,) 6 ppm :
[0774] 7.62(1H, dd, ] = 9Hz,5Hz),7.22-7.12(2H, m),7.04-6.96 (1H, m),
6.88-6.84 (0. 2H, m) ,6.80-6.77 (0. 4H, m) ,6. 76 (0. 4H, s),4.41-4. 31 (1H, m),
4. 25-4. 03 (4H, m) , 3. 98-3. 63 (6H, m) , 2. 54-2. 41 (2H, m) , 2. 22-2. 08 (1H, m) , 1. 92—1. 81 (1H,
m), 1. 26 (3H, t, ] = 7Hz).
[0775]  SEjfifs) 23
[0776] (2R, 3R)-8-[N-(2—- & —4- Ak ) Z izt 1-2,3- = (AR -1,2- —FR &%) -1,
4- ZE MR [4.5] % -6-J4 —T- PRI (Blrib &9 5 1-386)
[0777]

HO

HOI:.
HO

v~ oY
3, CL

O,
F

[0778] KIS 19 1B T35, S5 61 3 PR RIR 1,6- — -0- ZKFBLEE -2, 3,4,
5= VY -0- =S REpedk D- H g IEAUF 1, 4- = -0- ZRHBEEE -2, 3- = -0- =L FTRE
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Fidk — WIHBE - JReERE, 1393 A Em RS EEY (e :11% ) .

[0779]  ## R :55-56°C

[0780]  'H-NMR i (400MHz. CDC1,) & ppm :

[0781]  7.65(1H, dd, J = 9Hz,5Hz),7.20-7. 13(2H, m),7. 06=7. 00 (1H, m) , 6. 80 (0. 5H,
s),6.78(0.5H, s),4.38(1H, d, ] = 5Hz),4. 26-4. 00 (5H, m) , 3. 98-3. 88 (1. 5H, m) ,
3.87-3.65(5.5H, m), 2. 78-2. 56 (2H, m) , 2. 55-2. 40 (2H, m) , 2. 23-2. 09 (1H, m) ,
1.92-1.80 (1H, m), 1. 26 (3H, t, J = 7Hz).

[0782]  Sijiifs] 24

[0783]  O-[N-(2- G 4- | A ) W B 13- & -1,5- Z 5/ 24 [5.5] + —
ft —T- ¥ —8- MR LG (BRtb &5 1-418)

[0784]
HO
\I\/\o COEt
AL A
0L
F

[0785]  KHRSLHiA] 19 & 7%, W 255 4 PR 2IK) 2- = PR PR AR -1- =
Rk R fee e A 0k TR Ok 2 FE B WIbE —1- IR SRR 1,4- — -0- ZRAIMESE —-2,3- — -0- =
PRI PRERTIE — WIHBE — ARBERE, 19 202 TR AR L&) (3 :17% ) 6

[0786]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[0787]  7.69-7.64 (1H, m),7.52-7.51 (0. 5H, m), 7. 18-7. 15 (1H, m), 7. 08-6. 99 (2. 5H,
m), 4. 45-4.42 (1H, m), 4. 31-4. 05 (4H, m) , 3. 88-3.74 (2H, m),3.72-3.63 (1H, m),
2.78-2.52(1H, br), 2. 48-1. 97 (4H, m) , 1. 31-1. 26 (3H, m).

[0788]  SiZjitifhl 25

[0789]  12-[N-(2- G0 —4- WK% ) 2 A WL 2L 1-2,4,8,56- P4 % — 0% [5.2.5. 2] /5
Ft —10- 4 —11- FIR CHE (Bl &P 95 1-434)

[0790]

|/O
Ci
3, Q
O,

F

[0791]  7F 2m] S L %% 100mg (0. 266mmol) SZjfs] 7 Hh1F 21K 6-[N-(2- & —4-
ARFL) FEWEI 1-3- 2L —1- MO8 —1- FIR LA 156mg (0. 532mmo1) 5,5- — [( =H
SRR ) A ] AR [1.3] 8L, -78°C RN 101 1(0. 053mmol) = FIE: AR 5t
=R TR IR £, fEARRR T T e 30 3 BhfE, SR R 2 AN . 8 SO DA A
W IR ZV MK BB — TR KBEAHUR , BGRB8 T ), el k4 o Wi
PR AE ISR () O%E © LIRABE= 2 1), WS BRI RRE— 0 H 7 N BEpE i, 19
2| 49mg O AR KIPREL S (B :52% ) .

[0792]  #5A :156-157°C
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[0793]  'H-NMR J i (400MHz. CDC1,) & ppm :

[0794]  7.66 (1H, dd, ] = 9Hz,5Hz),7. 17(1H, dd, J = 8Hz, 3Hz),7.05-6. 98 (2H, m),
4.83(1H, d, ] = 6Hz),4.78(1H, d, ] = 6Hz),4.44-4. 42 (1H, m), 4. 29-4. 14 (2H, m),
3. 87-3.70(8H, m) , 2. 44-2. 38 (1H, m) , 2. 32-2. 24 (1H, m) , 2. 18-2. 08 (2H, m) , 1. 28 (3H, t, J
= THz).

[0795]  SLjitfs] 26

[0796]  3- L WEZAKE —9-[N-(2- &l —4- R 5L ) 2 mamEE 1-1,5- — 4 %8 [6.5] +—
ft —7- i —8- IR LG (BIntb &M 's 1-422)

[0797]

AcHN
\(\O COEt ,
AL

[0798]  7F 20ml — & B %t P ¥ fi# 500mg (1. 19mmol) SE JifE ] (16a) H 15 2| 1
6-[N-(2- & 4-F ) AW 1-3,3- “FHRE-I-K OB -1- 7 & B
F1 205mg (1. 54mmo 1) N-(2- 32 2 —1- 72 H 5 £ 2 ) & Bk &, ok ¥ 8 #F F Kk A
0. 84m1 (4. 74mmo1) SFTA4RIE = I EEAERE AT 43 1 1 (0. 24mmol) = AP 36 FRRk o 5 — 40 PP 6 ik
PR &L, TEAR RINEE FHEFE 30 20 Bh, B AE Z 0 HiRE 66 /AN o 78 SO P i N LR R &
WK AP AR KEAIZE, KRR TS, k4. kil IR
FEEEA T (WEH AR OHE © FlE= 39 © 1),153] 288mg BT IIAEEALA Y (W%
50% ) o

[0799]  'H-NMR i#¢i#% (400MHz . CDC1,) 6 ppm :

[0800] 7.66 (1H, dd, J = 9Hz,5Hz),7.62-7.60 (0. 5H, m),7. 17 (1H, dd, J = 8Hz,
3Hz) ,7.05-6. 99 (2H, m) , 6. 93-6. 91 (0. 5H, m) ,6. 35(1H, br.d, J = 8Hz),4. 46-4. 42 (1H,
m), 4. 35-4. 11 (4H, m) , 4. 03-3. 95 (1H, m) , 3. 82-3. 70 (2H, m) , 2. 60-2. 55 (0. 5H, m) ,
2.48-2.01(3H, m) , 2. 06 (3H, s), 1. 95-1.90 (0. 5H, m) , 1. 30 (3H, t, J = THz).

[0801]  sjifs] 27

[0802]  9-[N-(2- & —4- AL ) FMEWEE 1-3,3- = (FBFE)-1,5- 4 ME [5.5]
Tkt -7 # 8- IR LHE (FlIREYIn 'S 1-430)

[0803]

[0804] 7E 10ml — & A %t " % f## 500mg (1. 19mmol) 55 JE %1 (16a) * 13 2| 11
6-[IN-(2- & —4- &) "B ]-3,3- T HHRE-1-FKOHm-1- 78 & KM
1. 0g (2. 38mmol) 1,3— — [( = MEPRELAE ) 858 1-2,2- = [( =W EE PR AL ) 505 ]
IR, UKV DEFE TN 101 1(0. 06mmol) = AL AR e 2 — 9 AR et I 28, 7EAH [RIIR
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FERBEFE 2 /N o 2E SO A INNIK s F LR CBEZEEL . IKVEE N, F B KRR EE T 185 ,
TG o Hledt FHRE IR AT L AL 3 (S AN SR SR ) , 15 31 510mg JisE bR &
Y (K :87% ) .
[0805]  'H-NMR y&i% (400MHz. CDC1,) 8 ppm :
[0806]  7.66(1H, dd, J = 9Hz,5Hz),7.28 (11, s),7. 17 (1H, dd, J = 8Hz, 3Hz),7. 11 (1H,
s),7.07-6.98 (1H, m), 4. 42 (11, d, J = 4Hz), 4. 30-4. 10 (2H, m) , 3. 92-3. 68 (8H, m) ,
2.54-2. 36 (3H, m) , 2. 34-2. 23 (1H, m) , 2. 21-2. 07 (2H, m) , 1. 28 (3H, t, J = THz).
[0807]  Sijiifs] 28
[0808]  9-[N-(2- G —4- AL ) FBAEESL ]-1,5- 4 A48 [5.5] +—%t -7- 4 -3, 3,
8- =R =l (FlrtbEWei's 1-438)
[0809]

EtO,C

Etozc’f\ T COE
20
F

[og10] (KM SLHE] 27 WHI 7%, (L ZEH) 5 h1g R 2,2- — [( =ZFEP LA )
AL ] PEEN R RV 1,3- = [( =FEEPRER L) A0k 1-2,2- = [( =FEEPRE
Pidk ) Ak ] RIS R0 R Ay (3R 42% ) .
[0811]  'H-NMR Ji (400MHz. CDC1,) & ppm :
[0812]  7.65(1H, dd, J = 9Hz,5Hz),7.23-7. 21 (1H, m), 7. 16 (1H, dd, ] = 8Hz, 3Hz),
7.04-6.99 (1H, m),6. 97 (1H, s),4. 43-4. 36 (31, m) , 4. 31-4. 13 (8H, m), 2. 44-2. 37 (11, m),
2.33-2. 25 (1H, m) , 2. 19-2. 06 (2H, m) , 1. 283 (3H, t, J = 7Hz), 1. 280 (6H, t, J = THz).
[0813]  Sijitifsl 29
[0814]  6-[N-(2- G —4- W AAZE ) ZUBEMESS | 08 [2. 5] =F ~4- 4% -5 FIRLBE (BInibf
W9w'5 1-355)
[0815]

[og16]  (29a) 3-[1-(2- L& IRIL LI ) MNIE ] NIR LM

[0817]  £E 30ml — A A4 0 24. 5ml (24. 5mmol) [ 1. OM — Z5E%E / Chersl, SR 5 1E
KA SR T M 1. 89ml (24. 5mmol) — IR LRI — A FHEHE 10ml o 7EAHFERE N HiHE &
MR 20 43805, I 1.97ml (24. 5mmol) Ml FRGE 1K) 10ml — 50 F L H W FF B FE 20 438D,
FA 1. 40g (6. 13mmol) 4— V. FEBEkE —FHIEE — ZFg (J. A. C. S. 107, 13,3981-3997 (1985)
LAY ) 1 10m] S R . I MR SN 6 /INBT IS S 7E SR I AN UK
K R LI KVEANUZ, FJKM R EET8J5 , R4 o Wi A A (i Ak
HOOHH Okt D CRCEE=5 ¢ 1),133] 1. 48g R OMPRIIFF S (E :99% ) .

[0818]  'H-NMR Ji (400MHz. CDC1,) & ppm :
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[0819]  4.10(2H,q, ] = 7Hz),3. 37-2. 31 (4H,m), 1. 60-1. 53 (4H,m) , 1. 25 (6H, t, ] = THz) ,
0.31(4H, s).

[0820]  (29b) 6- F2FEMR [2. 5] % -5- 4% —5- HIR LMK

[0821]  fF 60ml PUZIHKIR S sflE (29a) F143 211 1. 46g (6. 03mmol) 3-[1-(2- LHIKEEL
) N ] NIR CWEAN 1. 35g (12. Immol) AT B, il FHiFE 1 /it UK HIR N
W IN IN ERER A S R R T, IF HH 4R SRR B . /KVEAWLE , /KM IREET 185,
TR o Hedl IR AR L AL I (SR A SR SR ) , 1531 1. 05g B iR AR AL
E (IR :89% ) .

[0822]  'H-NMR ¥&if (400MHz. CDC1,) & ppm :

[0823] 12.23(0.7H, s),4.26-4.09 (2H, m), 3.50(0. 3H, dd, J = 10Hz,6Hz),
2.57-2.42(0. TH, m),2. 36 (2H, t, J = 6Hz),2. 03-1.94(0. 3H, m), 1. 66—1. 52 (1H, m),
1. 48 (2H, t, ] = 6Hz), 1. 28 (3H, ] = 7Hz) , 0. 60-0. 30 (4H, m).

[0824]  (29¢) 6- — 5 FLEHAWEAE LR [2. 5] =F —5- 4 -5 IR LB

[0825]  7F 30ml — S LE ¥ f# 1. 05g (5. 35mmol) [¥] (29b) 1 RIK) 6- FRILER [2. 5]
¥ —5- i —5- MR L BE, -8 CHIHE MK XK M A 0.99ml (5. 89mmol) — ¢ PN F& £ FE Jig il
1. 40m1 (8. 03mmo1) — 38 A LEHAERIT « AEAHFIVRIE NP N 3 /Mt G, THER EilR. #
SIS\ F AR BR SV K I G R G AR JKBEAWLE , /KB IREE T 18 )5,
TG o Bt FHRE IR AT (L AL 3 (S50 AN SR SR ) , 1531 1. 56g PREHIR AR 2L
E (IR :89% ) .

[0826]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[0827]  4.26(2H, q, J = 7Hz),2.57-2. 46 (21, m), 2. 35-2. 29 (2H, m) , 1. 60-1. 53 (2H, m) ,
1.32(3H, t, J = THz) , 0. 49-0. 40 (4H, m).

[0828]  (29d)6- FiFLdZ [2.5] 2 —5- 4 —-5- TR L Mg

[0820] K MRS (1a) I ELI /7725, AFH (29¢) SRR 6— — 5 el S50 [2. 5]
3 -5 4% -5 R LMEAUS 8- = e b et -1, 4- —5vi8 [4. 5] %5 -T- 44 -7- PR
LG, 13BN AR K 6- SEREM IR [2.5] oF —5- 1 -5 IR &M (% :58% ) .
[0830] % A&, 4 700mg (2. 75mmol) i% b & W) ¥ fE T 14ml & B, K% B+ F A
2. 75ml (11mmo1) AN SUALE / ZWERE s, S0 N HiHE 4 /DI o I8 IR A8 RN, Tl FH AR
FEEIEA TR (VAR :OFE - ZBRAEE= 10 1), 753 300mg ¥ GOl RS 54 (Ul
#51% ).

[0831]  'H-NMR J&if (400MHz. CDCl,) & ppm :

[0832] 4.19(2M, q, ] = 7Hz),4.12(1H, s),2.57(2H, t, J = 6Hz),2.22-2. 18 (2H, m),
1.46 (2H, t, ] = 6Hz), 1. 29 (3H, t, J] = 7Hz),0. 40-0. 33 (4H, m).

[0833]  (29e) 6- (AUMENESE ) 48 [2.5] =F —5- 4 —5- IR LI

[0834]  7F 651mg (4. 23mmol) PU/K AR EN P A Tml £, MAGRE Y 2 50°C, A
300mg (1. 41mmo1) (29d) 13RI 6- FHILIR [2. 5] 2 —5- 45 —5- IR L BRI 3ml LR »
AHFENREE R HiEE 2 /NI, 76T 80°CHEFE 3 /NN o g [ NIRVA F1 22 R Rk 4 . (RIS
M Sml WEARBER BN AN 2 /NI o R SOV PR IRV E A SR R IR G . AR
AR I 18 CREZEEL . KBEANUZ , F KB ER BT, Dl s ik i o A3 A Ak Ji
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FEEIEAL P (HF) : ObE - SERCEE=5 ¢ 1,133 195mg KR MPRIIREL &) (B -
50% ) o

[0835]  'H-NMR 1% (400MHz. CDC1,) & ppm :

[0836]  4.28(2H,q, ] = THz),2. 77-2. 69 (2H,m) , 2. 43-2. 38 (2H,m) , 1. 62 (2H, t, ] = 6Hz) ,
1.33(3H, t, ] = THz),0. 52-0. 46 (4H, m).

[0837]  (29f) 6-[N-(2- & —4- JAHEE ) ZMANLE ] 88 [2.5] =F —4- /& —-5- FIR LM
[0838] Ak f S 451] (1d) 12 &1 7 v, A (29¢) 45 I 6- (AT EL KL ) B8 [2. 5]
SF —h—f —5— PR CEEACHEE 8— SURRMERE —1,4— U [4.5] 2% —7- 4 —7- PR Mg, 15
AR EY (K :17% ) .

[0839]  J& A4 :125-126°C

[0840]  'H-NMR y%i (400MHz. CDC1,) & ppm :

[0841]  7.69(IH, dd, J = 9Hz,5Hz),7. 13(1H, dd, J = 8Hz,3Hz),7.03-6. 96 (2H, m) ,
6. 58 (1H, s),4.53(1H, d, J = 5Hz) ,4. 20—-4. 04 (2H, m) , 2. 62-2. 50 (2H, m) , 1. 98-1. 85 (1H,
m), 1. 23(3H, t, ] = 7Hz), 1. 22-1. 13(1H, m), 1. 09-0. 99 (2H, m) , 0. 93-0. 80 (2H, m).

[0842] St 30

[0843]  8-[N-(2- 5 ~4- WAL ) ZEBLE 1-1- %R [4. 5] %8 -6- 44 —7- R L M5 (fiK
PR AEXT IR e A . (Rl AT B i i ) (Rt &% 5 1-362)

[0844]
CO,Et
a0
F

[0845]  (30a) 7-(1,3- —MEkz —2- 3L )—5-[2-(1,3- —MEke —2- 3L ) 2% ] Bkt -1,5- —
it

[0846]  #430mg (5mmol) v — T EEVAAA T 10m1 PUSUENE, vkA P T 22ml (11mmol)
[1)°0. 5M (1, 3— &Kt —2- FL L3 ) JRAER / PUSRIGH, 50 C R i 3 /M. FH KA 4
SR > NN RS AC KSR IE ] CTR LR, /KUEENUZ , TS /KI IR T )5
IR TG . TRt R AR GIE LT (AR LR AR © LFE= 10 ¢ 1),153] 880mg (It
AR AR S Y (WZE :55% ) .

[0847]  'H-NMR ¥&if (400MHz. CDCl,) & ppm :

[0848]  4.51(2H,t, ] = 5Hz),4. 08 (4H, dd, J = 10Hz,4Hz) ,3. 79-3. 70 (4H,m),3. 61 (2H,
t, ] = 6Hz),2.13-2. 00 (2H, m) , 1. 68-1. 56 (12H, m) , 1. 55-1. 49 (2H, m) , 1. 37-1. 29 (2H, m) .
[0849]  (30b)2-(2-{2-[2-(1,3- M —2- %) 2K ] PUEmeng —2- 5} 23 )-1,3- =
W&kt

[0850] 4 2.60g(8. 17mmol) [ (30a) TR R 7- (1, 3— W& —2- ) -5-[2-(1,3- —
ke —2- 5L ) 3L ] BEkE —1,5— FEEMAE T 45ml BEERE, VKA TEEE RN 1. 64g (8. 58mmol)
X PR 2R B U 1oml MERE B, EAH [FRELRE R HERE L /N JF 7R 3R T fE e 3 /i 78
MR IR, F 18 CREFEEL . KPR NLE, F KO BT, il . vl Hi ek
FERE b T (VA Ok - ZRAlE=1 : 1),183 1. 31g IR ISR &4 (K
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K :53% ) o

[0851]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[0852] 4.50(2H, t, J = 5Hz),4.09(2H, dd, J = 11Hz,5Hz),3. 83-3. 68 (6H, m),
2.15-1.99 (2H, m) , 1. 92-1. 82 (2H, m) , 1. 73-1. 48 (12H, m) , 1. 38—1. 29 (2H, m).

[0853]  (30c)3-[2-(2- LA I L HL ) VUEERE —2- 25 ] INIR &l

[0854] 1. 31g(43.6mmol) [ (30b) H1F 21 2- (2-{2-[2-(1,3- =&kt 2- 3% ) L3 ]
DU R —2- 55 ) £58) —1, 3- BREE MR T 16ml A EH, VKA HiEE T A 16. 3ml (43. 6mmol)
IR, B SR 3 /N FHUKYA R N, SR S U N S I B 1 O o E RN
NI FHCTR SR KVEANLZ, GBI IR TG, iR k4 . R v fid T 15ml
LBE, U\ 0. 76m1 (10. 5mmol) MERiBES . 7EZMR FHEFE— 0. IR IRAE i VR, 5% Ak
WEFEEIEALEE (T Okt - CRATE= 1 ¢ 1),153)] 610mg HEMIRIIR S & (K
K 51% ).

[0855]  'H-NMR yif (400MHz. CDCl,) & ppm :

[0856] 4.13(4H, q, J = THz),3. 78 (2H, t, J = THz),2. 37-2. 31 (4H, m), 1. 95-1. 87 (2H,
m),1.86-1.79(4H, m), 1. 71 (2H, t, J = THz), 1. 26 (6H, t, ] = THz).

[0857]  (30d) 8- BiJE —1- A8 [4. 5] 284 —7- HIR L1

[0858]  #4 610mg (2. 24mmol) ] (30c) ™ 73 F (1) 3-[2-(2— & % e 2E £ F) WY & "k
IR —2- 25 ] AR S BB fi# T 18m1 DYSERAR , hi A\ 503mg (4. 48mmo1) AU T EEEH, InFA[li 1 /s
I o FHUKAESRONVIBUE NN IN EREAT S NN BR T, JFH SR S Bs % . /KIEANLZE,
TR BT 5, IR o PRI FHRE R AT (a2 (S0 . bt © CREFR=2 © 1),
1331 340mg G EMPREIPS B G (e :67% ) o

[0859]  'H-NMR i (400MHz. CDC1,) & ppm :

[0860]  12.24 (1H, s),4.26-4.12(2H, m),3.96-3.79 (2H, m), 2. 63-2. 47 (1H, m) ,
2.43-2.12(3H, m) , 2. 05—1. 86 (2H, m) , 1. 86—1. 60 (4H, m) , 1. 30 (3H, t, J = 7Hz).

[0861]  (30e) 8— —H LML —1- 4% [4. 5] 28 -7T- /& -7- HIR LI

[0862] UK V& it ¢ N, 7E T2mg 1) 55 % S 4k 85 (1. 65mmol) /3ml fY — & B ¢ o n A
340mg (1. 50mmo1) f¥] (29d) 3 EIM 8- Fk —1- AR [4. 5] 285t —7- FIR LR 4ml —
FP L CEAHRNR AL N HERE L/ B, Y E RN 22 —78°C, i 0. 28m1 (1. 65mmo1)
= PR IRET . TEAHRNEEE S IRRA 1/, ARG R 2 = 72 RN I AUK
KRN, HORR CERABUR G . KBEANUZE, FC KM RS T8 55, JE ik 46 . Bk
B RAE OB B () A SR LR ) , 15 31 480mg V28 (LR AR &AL &4 (i -
89% ) o

[0863]  'H-NMR yif (400MHz. CDCl,) & ppm :

[0864]  4.26(2H, q, ] = THz),3.92-3.81 (21, m), 2. 74-2. 63 (1H, m), 2. 62-2. 48 (21, m) ,
2. 45-2. 34 (1H, m) , 2. 04-1. 68 (6H, m) , 1. 32(3H, t, ] = THz).

[0865]  (30f) 8- LWhilE —1- A48 [4. 5] %8 —7T- & —7- HIR LM

[oge6] AR ARSLItM (1a) BT, A (30e) RN 8— =5t I belif h A It —1- %
HRUR [4.5] %5 T4 —7- PR PR 8- = W e o It 40 2 -1, 4 500K [4. 5]
%% =T- ¥ —7- PR LW, /335 Aok KA AL &4 (e :32% ) o
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[0867]  'H-NMR Ji (400MHz. CDCl,) & ppm :

[0868]  4.18(2H, q, ] = THz),3.91-3.83 (21, m), 2. 65-2. 60 (1H, m), 2. 60-2. 51 (21, m),
2.40-2.35(1H, m), 2. 32(2. 6H, s),2. 29 (0. 4H, s),2.00-1.93(2H, m), 1. 87-1. 67 (4H, m),
1. 28 (3H, t, J = THz).

[0869]  (30g) 8- fidE —1- 4 4%E [4. 5] %8 —7T- & —7- IR L5

[0870] 4 120mg (0. 42mmol) [ (30f) ™ 73 2| 1Yy 8- & Bk B 2 —1- 4 4% 48 [4. 5]
& =T i —T- PR LB MET 3ml ZBE, N Iml (4mmol) [¥) 4N 54k &/ IEEEIHRI, =
W PERE 4 /NI o IBHS MR i S AR IR v e B AR i A (VSR s Ot © LR G TE=
3 1 1), 133 100mg ¥R B AR AR EAEY) (98% UL )

[0871]  'H-NMR J&if (400MHz. CDC1,) & ppm :

[0872]  4.24-4.16 (2H, m),4. 12(1H, s),3.91-3.80(2H, m), 2. 84-2. 71 (1H, m),
2.52-2.34(3H, m),2.01-1. 90 (2H, m) , 1. 82-1. 58 (4H, m) , 1. 23 (3H, t, J] = 7Hz).

[0873]  (30h) 8- FIHELEE —1- A IWE [4. 5] 28 -T- 4 —7- F IR LBk

[0874]  #4 100mg (0. 41lmmol) [ (30f) 43 EIM 8- AL —1- SR [4. 5] % -T- 44 -7-
M CBE R T 4ml ZERAUKENR G (L1 L K=1 . 1) UKV HHE T A6 RN RN
A5 Bh. FERPNIEH IMANUKK, H CBR CBE AR . FZKBE A HUZE IF H Gk B B Bl 115
Ja s BT IR GG . Rl A (s b B (i) Okt - SRS lE=3 1 1,153 108mg
R R bR S (3 :85% ) .

[0875]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[0876]  4.28(2H,q,] = THz),3.88(2H,t, ] = THz),2. 92-2. 81 (1H,m) , 2. 77-2. 66 (1H,m) ,
1. 58 (2H, m) , 2. 06—1. 89 (3H, m) , 1. 80 (2H, t, 7Hz) , 1. 77-1. 67 (1H, m) , 1. 34 (3H, t, ] = THz).
[0877]  (301)8—[N-(2- G —4— JAKE ) ZRAMEIL ]-1- S %R [4. 5] %5 —6- 14 -7- PR L
P (ARARPEAEXT B S fa A . (A P A X B e ) 4 )

[0878]  7F 57mg (0. 39mmo1) 2— % —4— & ZENEAN 0. 05m1 (0. 39mmol) = ZFEEME Iml 28 Z
B VKV PR R0 (29h) TS 2 108mg (0. 35mmol) 8— FUMIEAL —1- 4 A% [4. 5]
AR Jcﬁ% ~T- PR LG 2ml LR LWEAS W, AR 2 I — I TERMNEH IMAK, H &
B CPEZEEL . KYEANLZ, FJGKIR R B85, Dk R 4 o A4 5 v P ek Jis 25 €0 1% b 3
I :akfﬁ D LROTE=3 1 1), 153 12mg {RAR M AERT i S A 1 ok R AR AL 54
1 20mg (R i M E AT B A AT 8 T AR AL S (M3 8%, 14% ) o

[0879] (AR PR Wi S A 1 )

[0880] JA A :112-114°C

[0881]  'H-NMR yif (400MHz. CDCl,) & ppm :

[0882]  7.65(1H, dd, ] = 9Hz,5Hz),7. 14 (1H, dd, ] = 8Hz,3Hz),7.04-6.97 (1H, m),
6.95(1H, s),6.90 (1H, s),4.45(1H, dd, J = 6Hz,2Hz) ,4. 22-4. 10 (2H, m) , 3. 96-3. 88 (1H,
m),3.86-3. 79 (1H, m), 2. 41-2. 33 (1H, m), 2. 29-2. 18 (1H, m), 2. 13-2. 01 (4H, m),
1.94-1.79 (2H, m), 1. 25 (3H, t, ] = 7Hz).

[0883]  ( /Ryl PEAEXT W A4 14 )

[0884]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[0885]  7.66(1H, dd, ] = 9Hz,5Hz),7. 13(1H, dd, J = 8Hz, 3Hz),7.04-6. 96 (2H, m) ,
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6.95(1H, s),4.36 (1H, d, J = 5Hz) ,4. 22-4. 10 (2H, m) , 4. 03-3. 96 (1H, m) , 3. 93-3. 85 (1H,
m) , 2. 56-2. 48 (1H, m) , 2. 40-2. 29 (1H, m) , 2. 06—1. 63 (6H, m) , 1. 26 (3H, t, J = THz).

[o886]  SLjfsl] 31

[0887]  6-[N-(1H- MM —1- 2% ) ZEAMESRE 1-1- MOl —1- FRR OB (Bntb &S

1-1057)
[0888]
CO,Et
CA
s” N
3 L)

[0889]  7F 1.0g(12. 18mmol) 1H- MM —1-FLJZHN 1. 8ml (13. 40mmol) — ZFE% I 60ml LR
LW A, KA HERE TN 3. 6g (12. 18mmol) 2—- SUEAIEFE —1- R 4G —1- FER AHE (HA
ERHE (AFF) %i'5 2000-178246 Ui UL P Id B &4 ) 1 12ml L8 SRR, 722
BB BRI IAK, LR OB 7J<¢5Eﬁm}:‘ H AR B BT )

IR . TRt FHRERAE ISR EE (3 Obt - SIRAEE=3 ¢ 1), DR RNBESE
BAFEIR 4, 1931 1. 9¢ A M R EY) (3 :52% ) o

[0890] JA A :85-86°C

[0891]  'H-NMR ¥ (400MHz. CDC1,) & ppm :

[0892] 8. 15(1H, s),7.44-7.42(1H, m),7.02(2H, t, ] = 2Hz),6.17(2H, t, ] =
2Hz) , 4. 57-4. 56 (1H, m) ,4. 29(2H, q, ] = 7Hz),2.52-2.46 (2H, m),2. 32-2. 23 (1H, m) ,
1.93-1.66 (3H, m), 1. 34 (3H, t, J = 7Hz).

[0893]  SLJfsl 32

[0894]  6-[N-(2- AL —1H- nibig —1- F% ) 2kt 1-1- MOk -1- FIRSBR (Blosies

M5 1-1176)
@COzEt

[0895]

[0896] K HESHM 31 1 ZW vk, AFH 2- Eﬁ% —1H- nipig —1- JEf AR LH- nibng —1- 5%
i, 15 3] M RKRIFE &Y (Il :32% ) .

[0897]  J& A4 :100-101°C

[0898]  'H-NMR ¥if (400MHz. CDC1,) & ppm :

[0899] 7.95(1H, s),7.43-7.39(1H, m),7.03-6. 99 (1H, m),6. 07 (1H, t, J = 4Hz),
5.88-5. 84 (1H, m), 4. 60-4.55(1H, m),4. 26 (2H, q, J] = THz),2.56-2.43(2H, m),
2.34-2. 20 (1H, m) , 2. 29 (3H, s) , 1. 95-1. 66 (3H, m) , 1. 33 (3H, t, J = 7Hz).

[0900]  ( SEjifsl 33)

[0901]  6-[N-(2- £Z& —1H- mmg —1- &) ZIEWIE 1-1- MO -1- FIROlE (Bt s
M5 1-1193)

[0902]
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CO,Et

[:::[: H Et

&0
[0903] (KRS 31 B ik, A 2- £ —1H- b —1- FRfe AU 1H- nibig —1- 2
iz, 152 A O R bR 54 (IR :51% ) »
[0904]  J45 i :7T7-78°C
[0905]  'H-NMR Jf%i% (400MHz. CDCL,) 8 ppm :
[0906] 7.97(1H, s),7.46-7.41(1H, m),7.04-7.01(1H, m),6. 13(1H, t, ] = 4Hz),
5.92-5.87(1H, m),4.62-4.57(1H, m),4.28(2H, q, J] = 7Hz),2.79-2. 64 (2H, m),
2.58-2.42(2H, m), 2. 35-2. 21 (1H, m) , 1. 95-1.65(3H, m), 1. 33(3H, t, J = 7Hz) , 1. 24 (3H,
t, ] = 8Hz).

[0907]  SEjEfs 34
[0908]  6-[N-(2- A% —1H- niLng —1- 25 ) &R 1-1- O -1- FEROE (Flnth &

Wi 1-1210)
CO,Et
SU Ky

[0909]
2 =~

[0910] (KB SEHEM] 31 Q&I Tv%, A 2—- AR —1H- nbng —1- ZRf AU TH- nibmg —1- 2
1, 13 3 F R Kb Ei &9 (e :31% ) .

[0911]  J& /& :66-68°C

[0912]  'H-NMR 3 (400MHz. CDC1,) 6 ppm :

[0913] 7.97(1H, s),7.46-7.41(1H, m),7.04-7.01 (11, m),6. 12(1H, t, J] = 3Hz),
5.92-5.87 (1H, m), 4. 62-4.57 (1H, m),4. 27 (2H, q, J = THz),2.73-2.62(2H, m),
2.57-2.43 (2H,m) , 2. 34-2. 21 (1H, m) , 1. 95-1. 63 (5H, m) , 1. 33 (3H, t, J = 7Hz), 0. 99 (3H, t,
J = THz).

[0914]  SLiifs] 35

[0915]  6-[N-(2- T 2% —1H-mkig —1- 2% ) S J-1- MO8 -1- FIRCHBE (B fes
WS 1-1227)

[0916]

[0917]  ARFRSZHAG) 31 i i, A 2— T8 —1H- nibig —1- JE A8 1H-nibng —1- %%
1, 15 2 A KR a1 &) (I :26% ) .

[0918]  J& 4 :49-50°C

[0919]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[0920] 7.94(1H, s),7.43-7.39(1H, m),7.01-6.98(1H, m),6. 11-6.08 (1H, m),
5.89-5.85(1H, m),4.60-4.55(1H, m),4. 26 (2H, q, J = 7Hz),2.71-2.65(2H, m),
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2.56-2. 43 (2H, m) , 2. 33-2. 20 (1H, m) , 1. 94-1. 57 (5H, m) , 1. 45-1. 35 (2H, m), 1. 32(3H, t, J
= THz),0.93(3H, t, ] = 7Hz).

[0921]  SLJsfs] 36

[0922]  6-[N-(2- Ji2& —1H- MERg —1- 2% ) ZIAEERE 1-1- MOl —1- FIRCBE (Bt
M5 1-1244)

[0923]

CO,Et

C[ n n-Pent

5

[0924] K& SZHEAT] 31 K 5%, AF 2256 6 43201 2- [k —1H- b —1- FLfAR
B - meig —1- JLi%, 19 2 B R Rt &9 (I3 :33% ) .
[0925]  J4 & :60-61°C
[0926]  'H-NMR Ji (400MHz. CDC1.) & ppm :
[0927]  7.96 (1H, s),7.46-7.41(1H, m),7.04-7.00(1H, m),6. 12(1H, t, ] = 3Hz),
5.92-5.86 (1H, m) , 4. 62-4.56 (1H, m) ,4. 28 (2H, q, ] = 7Hz),2.72-2. 65 (2H, m),
2.57-2. 44 (2H, m) , 2. 34-2. 21 (1H, m) , 1. 95-1. 59 (5H, m) , 1. 42-1. 29 (4H, m), 1. 34 (3H, t, J
= THz),0. 89 (3H, t, ] = 7Hz).
[0928]  SLjsfsl] 37
[0929]  6-[N-(2- L& —1H- mikbig —1- 3% ) Zahailihds 1-1- MOk -1- FIRSER (BIonfes

W5 1-1261)
CO,Et
@: H n-Hex
S,N.b

[0930]
2 =

[0931]  ARIESEHER] 31 BT, L2250 7 rP 1R 2R 2- &L - 1H- iEng —1- ZEfiz AR
B 1H- e —1- FEf, A3 BB PR AR AL &) (R :46% ) .

[0932]  'H-NMR Ji% (400MHz. CDC1.,) 6 ppm :

[0933] 7.93(1H, s),7.43-7.39(1H, m),7.01-6.98(1H, m),6.12-6. 08 (1H, m),
5.89-5.85(1H, m),4.60-4.55(1H, m),4. 27 (2H, q, J] =’ Hz),2.71-2. 64 (2H, m),
2.56-2. 43 (2H, m) , 2. 33-2. 21 (1H, m), 1. 91-1. 58 (5H, m) , 1. 42-1. 27 (6H, m) , 1. 33 (3H, t, J
= THz),0. 88 (3H, t, ] = THz).

[0934]  SLZjififA 38

[0935]  6-[N-(2- P —1H- mkig —1- 58 ) 2AMailedE 1-1- 3 Ol -1- PR ABE (Flntk s

Yigw 5 1-1278)
CO,Et
(j H n-Hept
o)

[0936]
2 =

[0037] MRS 31 LB 5k, AEHI 25101 8 1R R 2- Pk —1H- mErg —1- ZEf%AX
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B IH- meeg —1- Jei%, [ 2R iR br itk 549 (I3 13% ) .

[0938]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[0939] 7.97 (1H, s),7.46-7.41(1H, m),7.04-7.01(1H, m),6. 11 (1H, t, J = 3Hz),
5.96-5.86 (1H, m),4.62-4.56 (1H, m) , 4. 28 (2H, q, J] = 7Hz),2.72-2.62(2H, m),
2. 58-2. 43 (2H, m) , 2. 35-2. 21 (1H, m), 1. 94-1. 59 (5H, m) , 1. 41-1. 22 (8H, m) , 1. 33 (3H, t, J
= THz),0.88 (3H, t, ] = THz).

[0940]  Sjifs] 39

[0941]  6-[N-(2— ¢ —1H-MERg —1- 2% ) ZIEEERE J-1- MO8 -1- FIRCHBE (B fes

W95 1-1295)
CO,Et
SUNe

[0942]
2

[0943] (K SZHEMF] 31 LB T72%, A 2% 6] 8 PRI 2- 2558 —1H- it 1% —1- FEfi
O L1H- b —1- JE, 13 20 PR PR &4k 59 (IR :18% ) .

[0944]  'H-NMR 31 (400MHz. CDC1.) & ppm :

[0945]  7.96 (1H, s),7.46-7.41(1H, m),7.04-7.00(1H, m),6. 11 (1H, t, J] = 4Hz),
5.91-5.86 (1H, m),4.61-4.57 (1H, m) ,4. 28 (2H, q, J = 7Hz),2. 71-2. 64 (2H, m) ,
2.57-2. 44 (2H, m) , 2. 34-2. 20 (1H, m) , 1. 95-1. 58 (5H, m) , 1. 42-1. 19 (10H, m) , 1. 33 (3H, t, J
= THz) ,0. 88 (3H, t, J] = THz).

[0946]  SLjif) 40

[0047]  6-[N-(2- PR ZE —1H- HiEmg —1- 2% ) Zlliedt 1-1- 3O -1- TR SR (Fl7stk

EWdnT 1-1312)
CO,Et
CLx
S °N
0O, \\

[0948]

[0940] K FR S 31 2 1 77 v2:, A FH 2754 10 43 211) 2—- BRIV E —1H- npig —1- 2%
HEAE 1H- nibig —1- JRfi, 15 2500 B RAR L &9 (I3 42% ) o

[0950] % A :95-96°C

[0951]  'H-NMR 3% (400MHz. CDC1,) 6 ppm :

[0952] 7.87(1H, s),7.41-7.37(1H, m),6.98-6.95(1H, m),6.05-6.02 (1H, m),
5.69-5.66 (1H, m),4.66-4.61 (1H, m),4. 25(2H, q, ] = 7Hz),2.60-2.43(2H, m),
2.34-2.20(1H, m),2.05-1.87(2H, m), 1. 82-1.68(2H, m),1. 31 (3H, t, J = T7Hz),
0. 94-0. 82 (2H, m) , 0. 73-0. 65 (1H, m) , 0. 59-0. 51 (1H, m).

[0953]  SEjsifs] 41

[0954]  6—[N-(2- Z<J% —1H- nibig —1- 3% ) 2ahalids 1-1- MOk -1- FIRSER (BIonfes
Y95 1-1329)

[0955]
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CO,Et
5, 0
[0956] A& HESEHEf] 31 &) ik, Al 2- ZR5E —1H- nbm —1- Rl AU 1H- nikbigg —1- 2
Jiie, 13BN A R A LG (% :21% ) o
[0957]  J& /5 :160-161°C
[0958]  'H-NMR yi (400MHz. CDC1,) 8 ppm :
[0959]  7.99(1H, s),7.57(2H, d, J = 8Hz),7.39(2H, t, ] = 8Hz),7.33-7.27(2H, m),
7.14-7. 11 (1H, m),6. 32-6. 28 (1H, m) ,6. 25 (1H, t, J = 4Hz),4.22(2H, q, ] = 7Hz),
4. 18-4. 14 (1H, m) , 2. 44-2. 32 (1H, m) , 2. 24-2. 07 (2H, m) , 1. 91-1. 75 (1H, m) , 1. 67-1. 51 (1H,
m),1.40-1. 29 (1H, m), 1. 28 (3H, t, ] = THz).
[0960]  SLjfH] 42
[0961]  6-[N-(2,5- —FIJ& —1H- nibig —1- 3% ) 2Rttt 1-1- MO -1- AR &R (FlR

&P s 1-1346)
CO,Et
CCH

[0962]
2 O

Me
[0963] A M S it 91 31 i 8 1 U5 %, A 2,5— — A3k —1H- nibng —1- 2 A0 1H- nit
e —1- FEI%, 19 3 B AR R bR & (IR :29% ) .
[0964]  J5 & :96-97°C
[0965]  'H-NMR i (400MHz. CDC1,) & ppm :
[0966]  7.88(1H,s),7.40-7.35(1H,m),5. 75 (2H, s) , 4. 58—4. 52 (1H, m) , 4. 24 (2H, q, THz) ,
2.69-2. 61 (1H, m), 2. 53-2. 42 (1H, m) , 2. 33-2. 19 (1H, m) , 2. 26 (6H, s),2.02-1. 91 (1H, m),
1.86-1.73(2H, m), 1. 30 (3H, t, J = 7Hz).
[0967]  sEjifsl] 43
[0968]  6-[N-(2— 5 —1H-MLms —1- 3% ) ZBEAELEE 1-1- MO -1- FIRR Sl (FlR fh

Yigw'5 1-1091)
CO,Et
OCH, ¢
S’N‘N N\
0, |

[0969]

[0970]  # 150mg (0. 503mmol) 5K i 4 31 H1 14 2 ¥y 6-[N- (1H- Mt ug —1- 2 ) 24 fisk ik
B I-1-M O -1- TR OB AR T 3ml DY SR, VKA BRI 70mg (0. 528mmol) [
N- S BEHAWE W ik, 7R 200 T B — . fER N A, H 218 CBEAEEL. KBEA L
J2 s KGR BR BT P ik 4 o iR R s v 2 i b 3 (A7) - Ot © SR LI
=2 1 1) JFiE— D A BEVE ST B B[ 1, 15 2 50mg E R R AR AL G (e
30% ).
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[0971] &5 :60-61°C

[0972]  'H-NMR ¥if (400MHz . CDC1,) 6 ppm :

[0973] 7.91(1H,s),7.43-7.37(1H,m),7. 04 (1H,dd, J = 4Hz, 2Hz) ,6. 14 (1H, t, ] = 4Hz) ,
6. 10 (1H, dd, J = 4Hz, 2Hz) ,4. 65-4. 61 (1H, m) ,4. 26 (2H, q, J = 7Hz),2. 61-2. 44 (2H, m) ,
2.33-2. 21 (1H, m) , 2. 05-1.90 (1H, m) , 1. 83-1. 71 (2H, m) , 1. 30 (3H, t, J = THz).

[0974]  Sijifs] 44

[0975]  6-[N-(2- ¥ —1H- MM —1- 55 ) ZAmaftdt 1-1- 3O —1- PR OB (Bt &9

5 1-1108)
CO,Et
CLR,&

[0976]
2 =

[0977] A HE S M 43 1CZR I 5 v, A8 A N- BAR BRI BE D f& A8 N- &R BRI e i, 15
A EM RN EY (R 50% ).

[0978]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[0979]  7.85(lH, s),7.42-7.38(1H, m),7.15(1H, dd, J = 4Hz,2Hz),6.22-6. 17 (2H,
m) , 4. 67-4. 62 (1H, m), 4. 25(2H, q, J = T7Hz),2.60-2. 44 (2H, m), 2. 33-2. 20 (1H, m) ,
2.05-1.92(1H, m) , 1. 83-1. 70 (2H, m), 1. 30 (3H, t, ] = 7Hz).

[o980]  SLjitifhl 45

[0981]  6-[N-(2,5- 5 —1H- Htmg —1-J& ) et 1-1- B O -1- TR SR (Fl7fk
GEGT 1-1142)

[0982]

CO,Et

SU W
S’N‘N N\
0, o
Cl

[0983] ik MRSt 9] 42 1 211 75 v, AHAT TS5 i fe) 31 W AS 20 6—[N- (1H- mbmg —1- J% )
AT FE 1-1- 3RO —1- AR S BEE T 2. 1 2481 N- SURHEIAGE Y %, 15 20 25 6 ik
bRt &4 (W :25% )

[0984]  J& A4 :144-145C

[0985]  'H-NMR yif (400MHz. CDC1,) & ppm :

[0986] 8.08(IH, s),7.39-7.33(1H, m),6.07 (2H, s),4. 89-4. 83 (1H, m), 4. 24 (2H, g,
J = THz),2.67-2.58(1H, m),2.52-2. 42 (1H, m), 2. 31-2. 19 (1H, m), 2. 03—1. 88 (1H, m) ,
1.87-1.72(2H, m) , 1. 29 (3H, t, J = THz).

[0987]  SEjifs] 46

[0988]  6-[N-(2,5- ¥ —1H- HEmg —1-J% ) Zmedt 1-1- O -1- PR CEE (Fl7fk
G5 1-1159)

[0989]
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CO,Et
CE H Br
2 O
Br
[0990] 4RSI Jiti 9] 44 A8 T3 v, AHN TSt 31 Hh 43 21 ¥ 6—[N- (1H- nibms —1- 2 )
SRR 1-1- SR O —1- R S WEAEH 2. 1 24811 N- BACHEFAEE W i, 15 31 A 6k K 1K)
PR G (fE 3% ) o
[0991]  J& /5 :123-124°C
[0992]  'H-NMR y%i (400MHz. CDC1,) 8 ppm :
[0993]  8.05(1H, s),7.40-7.35(1H, m),6.24 (2H, s),5.02-4. 95 (1H, m) , 4. 25(2H, q,
J = THz),2.69-2.60(1H, m),2.53-2. 42 (1H, m), 2. 33-2. 19 (1H, m), 2. 02-1. 90 (1H, m) ,
1.87-1.72(2H, m), 1. 29 (3H, t, ] = 7Hz).
[0994] St 47
[0995]  8-[N-(2- &l —4- AL ) ZURABER |-1,4- 548 [4. 5] %% —6- 4 —7- IR
Tl (B G DSS 3-89)
[0996]

o]

. ﬁcoﬁt By,

2 )
F

[0097]  (47a) 8-[N-(2- G —4- ® 2RIk ) ZUAMEAE 1-1,4- 4 %IR [4. 5] %8 -6 44 —7- 1

L3

[0998] 1.8g(4. 29mmol) SEJMH] 1 H 152 8- [N-(2- & —4- JARTL ) ZRRMEEE 1-1,

4— ZHIR [4. 5] %% -6- I —T- TR LBREEMA T 60ml (17K — DYEIMEmE (1 & 1) %, hn

A 900mg (21. 45mmo1) ZAALEE, 50°CHiHE 7 /NI o FHUKA IR VR, FHIN SRR L 16 9 IR

Y, I TR SR IKBEANLZ, FCKI IR BT 5, Rk 4q . T SRt b ikif, 15

2 1. 43g WO RIS G (I3 :85% ) .

[0999]  'H-NMR J&if (400MHz. CDC1,) & ppm :

[1000] 7.68(lH, dd, J = 9Hz,5Hz),7.16 (1H, dd, ] = 8Hz,3Hz),7.04-6. 93 (3H,

m),4.36(1H, d, J = 5Hz),4. 16-4.02(3H, m),3.97-3. 88 (1H, m), 2. 57-2. 45 (3H, m) ,

2.25-2. 13 (1H, m) , 1. 90-1. 82 (1H, m).

[1001]  (47b) 8—[N-(2—- & —4- F2-Ik ) ZBRMEIE 1-1,4- 5 4iR [4. 5] 28 -6 44 —7-

R AT HiE

[1002]  # 100mg (0. 26mmol) 1] (47a) IS 8-[N-(2- & —4- F ALK ) &I 1-1,

4— ZEHRIR [4.5] 28 —6— M —7- RS T 2ml A M Iml (1N, N- Z FRIE R G —

BUT GG, 100°CHiFE 3 /DI o A HR VI 2 i G, K SR SR E . /KA L

2, KRBT T, WURIRYR . ks IR (il b B (A7) - e - BT

=1 : 50),733 52mg I E R IIARENEY) (HEE 45% ) .

[1003]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[1004] 7.64(1H, dd, ] = 9Hz,5Hz),7. 15(1H, dd, J = 8Hz, 3Hz),7.05-6. 98 (2H, m) ,

175



CN 101309900 B OB B 171/249 T

6. 71 (1H, s),4. 42-4. 38 (1H, m) , 4. 13-4. 01 (3H, m) , 3. 95-3. 88 (1H, m) , 2. 51-2. 40 (2H, m) ,
2.21-2.10 (1H, m), 1. 86-1. 79 (1H, m) , 1. 46 (9H, s).

[1005] KM S5 (47b) B 512, A5 K IR AH R 1 4 i 280 N, N- — AR S AR I i
TRUT FEGERE LA S 48 ~ 51 LA .

[1006]  sEjifsl 48

[1007]  8-[N-(2- G —4- W AE ) ZMIAE 1-1,4- Z 5 4R [4.5] 2% -6- 4 -7- A
s (BB YRS 3-73)

[1008]

o
500

F

[1000] Hk AR (I :50% )

[1010]  'H-NMR 3% (400MHz. CDC1,) & ppm :

[1011] 7.67(1H, dd, ] = 9Hz,5Hz),7. 16 (1H, dd, J = 8Hz,3Hz),7. 06-6. 99 (1H, m),

6.98 (1H, s),6.84(1H, s),4.43-4. 38 (1H, m) , 4. 15-3. 99 (3H, m) , 3. 95-3. 88 (1H, m) ,

3.73(3H, s), 2. 56-2. 43 (2H, m) , 2. 24-2. 12 (1H, m) , 1. 88—1. 79 (1H, m).

[1012]  SEjtifs) 49

[1013]  8-[N-(2- & —4- #AZE ) 2 halidt 1-1,4- 548 [4.5] %5 -6- 14 —7- RN

s (B EW% 5 3-77)
O
(O\ ’@CO':-&P&
Aol
F

[1014]
[1015]  HELEEYR (K :18% )
[1016]  'H-NMR J&if (400MHz. CDC1,) & ppm :
[1017]1  7.67(1H, dd, J = 9Hz,5Hz),7. 16 (1H, dd, ] = 8Hz, 3Hz),7.05-6. 97 (2H, m) ,
6. 81 (1H, s),4.42(1H, d, J = 5Hz) ,4. 16-3.99 (5H, m) , 3. 95-3. 88 (1H, m) , 2. 55—2. 44 (2H,
m),2.24-2. 11 (1H, m) , 1. 88-1. 81 (1H, m), 1. 71-1. 60 (2H, m) , 0. 94 (3H, t, J = THz).
[1018]  SEjfsl 50
[1019]  8-[N-(2- &l —4- H A ) ZBABERE |-1,4- —5 48 [4.5] %5 —6- 44 -7- FEE T
s (Bt &% 5 3-81)
[1020]
o)

CO,-n-B
A A
Sl
29!

F
[1021] B AR (B3 26% )
[1022]  'H-NMR 33 (400MHz. CDC1,) & ppm :
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[1023]  7.66(1H, dd, J = 9Hz,5Hz),7. 16 (1H, dd, ] = 8Hz, 3Hz), 7. 05-6. 96 (2H, m) ,
6. 80 (1H, s),4.42(1H, d, J = 5Hz), 4. 20-4. 00 (5H, m) , 3. 95-3. 87 (1H, m) , 2. 55—2. 44 (2H,
m), 2. 24-2. 11 (1H, m) , 1. 88-1. 80 (1H, m) , 1. 66—1. 57 (2H, m) , 1. 43-1. 32 (2H, m) , 0. 93 (3H, t,
J = THz).
[1024]  sCjfifs] 51
[1025]  8-[N-(2- G —4- AL ) ZRaMESL 1-1,4- 5048 [4.5] 28 —6- & —7- IR
e (BG4S 3-85)
[1026]

o]

s ,C[wﬁ'“:’m

A0
F

[1027] Ak R (e 21%)

[1028]  'H-NMR Ji (400MHz. CDC1.) & ppm :

[1029] 7.66(1H, dd, ] = 9Hz,5Hz),7. 16 (1H, dd, J = 8Hz,3Hz),7. 06-6. 98 (2H, m),

6. 78 (1H, s),5. 11-4. 99 (1H, m) ,4. 42 (1H, d, J = 5Hz) ,4. 15-3. 99 (3H, m) , 3. 95-3. 88 (1H,

m) ,2.55-2. 43 (2H, m), 2. 24-2. 11 (1H, m), 1. 99-1. 79 (1H, m), 1. 26 (3H, d, ] = 2Hz),

1. 24 (3H, d, J = 2Hz).

[1030]  (SEjifs) 52)

[1031]  8-[N-(2- & —4- WAL ) ZMEIE 1-1,4- 548 [4.5] % -6- 4 -7T- IR L

FAEEAEE (HIREY 'S 3-93)

[1032]
0
cO,CH c
f{j cragh
a0l
F

[1033]  # 1g (2. 55mmol) SLiifh] 47a Hh 45 ) 8- [N-(2- & —-4- WKL ) AL 1-1,
4- IR [4.5] & —6- 0 —T- FERIEMET 20ml Z1E, KN 0. 50ml (5. 10mmol) ¥R Z.
1% AR . 499mg (1. 53mmol) ik FRHE A 47 1mg (1. 28mmol) DY T FEMUALIZ, =38 T HHE 1 /NIt
PER N NN 0. IN 2RI H LR A BEAEEL . KIEAVLUE , H EKB R BT 5, Rk
i o HRIE FIRERCAE g AL (B0 P4 - =49 © 1),733 833mg Jo & bRl
Ew (I :70% ) .
[1034]  'H-NMR 3% (400MHz. CDC1,) 6 ppm :
[1035]1 7.67(1H, dd, J = 9Hz,5Hz),7. 18(1H, dd, J = 8Hz,3Hz),7.08-7. 02 (1H, m),
7.01(1H, s),6.92(1H, s),5. 80 (2H, s),4. 41 (1H, dd, J = 6Hz,2Hz) ,4. 15-4. 01 (3, m),
3.94-3. 88 (1H, m), 2. 48 (1H, td, J = 14Hz,4Hz), 2. 44-2. 37 (1H, m), 2. 22-2. 14 (1H, m),
2.12(3H, s), 1. 85-1. 79 (1H, m).
[1036]  fKHESEHM] (1d) QBT V2%, A8 R EAH N R 2R IR AV 2- & —4- R UL &
RS 53 ~ 121 LS4 .
[1037]  SEjifs] 53
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[1038]  8-[N-(2- JiA3E ) SBAIEIE 1-1,4- 4048 [4. 5] %8 —6- 4% -7- FIRLNE (M
AMEEYHT 1-2217)
[1039]

co,ez
[1040] PR (e :61% )

[1041]  'H-NMR 3% (400MHz. CDC1.,) 6 ppm :

[1042]  7.67-7.62(1H,m),7. 17-7.09 (3H,m) ,6. 96 (1H,d, ] = 3Hz) ,6. 83 (1H, t, ] = 1Hz),
4. 43-4. 40 (1H, m) , 4. 24-4. 01 (5H, m) , 3. 95-3. 89 (1H, m) , 2. 55-2. 41 (2H, m) , 2. 21-2. 10 (1H,
m), 1. 89-1.81 (1H, m), 1. 27 (3H, t, J = THz).

[1043]  SEjiifs) 54

[1044]  8-[N-(2- GKEE ) RUBAEEIL 1-1,4- 5 v [4.5] 2 —6- 44 -7- FERLER (#I
MG ST 1-188)

[1045]

[1046]  EARE A (WF :69% )

[1047]  HF55 :157-160°C

[1048]  'H-NMR 3% (400MHz. CDC1,) & ppm :

[1049] 7.70(1H, dd, J = 8Hz,1Hz),7.39(1H, dd, J = 8Hz,2Hz),7.31-7. 26 (1H,
m),7.10-7.05(2H, m),6. 83 (1H, t, ] = 1Hz),4. 49-4. 46 (1H, m), 4. 24-4. 02 (5H, m) ,
3.95-3. 89 (1H, m) , 2. 60-2. 48 (2H, m) , 2. 24-2. 13 (1H, m), 1. 88—1.81 (1H, m),, 1. 24 (3H, t, J
= THz).

[1050]  sEjfsl 55

[1051]  8-[N-(2- VRAREE ) SUAMEE: 1-1,4- 5% [4.5] % —6- 4 -7- FERLME (1
MUAE DS S 1-1374)
[1052]
o
(O\/C[COﬁEt B
3,

[1053] R (W :59% )

[1054]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[1055] 7.70(1H, dd, J = 8Hz,1Hz),7.55(1H, dd, J = 8Hz,2Hz), 7. 36-7. 30 (1H,
m),7.04-6.98 (2H, m),6.83(1H, t, J] = 1Hz),4.50-4.47 (1H, m), 4. 23-4. 01 (5H, m) ,
3.95-3. 88 (1H, m) , 2. 62-2. 49 (2H, m) , 2. 24-2. 13 (1H, m) , 1. 88-1. 81 (1H, m), 1. 24 (3H, t, J
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= THz).

[1056]  SLjifs] 56

[1057]  8—[N-(2- MHZEZL ) ZUAREEIL 1-1,4- 58 [4.5] 28 —6-J& -7- FIR LM (1
AT 1-2224)

[1058]

coza
[1059]  JisEfE (ULE :53% )
[1060]  'H-NMR J&if (400MHz. CDC1,) & ppm :
[10611 7.79(1H, dd, ] = 8Hz, 1Hz),7.67(1H, dd, ] = 8Hz, 1Hz),7.38-7. 33 (1H,
m) ,6. 88-6. 82 (3H, m) ,4. 49 (1H, d, J = 5Hz),4. 24-4. 01(5H, m), 3. 95-3. 88 (11, m),
2.63-2.49 (2H, m) , 2. 24-2. 13 (1H, m) , 1. 88-1. 81 (11, m) , 1. 24 (3H, t, ] = 7Hz).
[1062]  SEjtifhl] 57
[1063]  8—[N-(4- H AL ) MAWEES 1-1,4- "4 %08 [4.5] 28 —6-J& —7- AR LBE (44
LAY S 1-100)
[1064]

[1065] kAR (W :87%)

[1066] 4755 :141-146°C

[1067]  'H-NMR 3% (400MHz. CDC1,) & ppm :

[1068]  7.38-7.33(2H, m),7.07-7.01 (3, m),6. 87 (1H, t, J = 1Hz),4. 30-4. 21 (3H, m),
4.14-4.01 (3H, m), 3. 95-3. 89 (1H, m) , 2. 45-2. 38 (1H, m), 2. 27 (1H, td, J = 14Hz, 3Hz),
2.09-1. 99 (1H, m) , 1. 87-1. 80 (1H, m) , 1. 33 (3H, t, ] = THz).

[1069]  Sjfs) 58

[1070]  8—[N-(4- RUKI ) ZMAWEES 1-1,4- "4 %08 [4.5] 28 —6-Jf —7- AR LBE (44
NMEE SRS 1-2231)
[1071]

[1072] Ak R (3 81%)

[1073]  J& A4 :153-156C

[1074]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[1075]  7.31(4H,s),7.03(1H,s),6.87 (1H, t, ] = 1Hz) , 4. 29-4. 19 (3H,m) , 4. 14-4. 02 (3H,
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m) , 3. 95-3. 89 (1H, m) , 2. 47-2. 40 (1H, m) , 2. 27 (1H, td, J = 14Hz, 3Hz) , 2. 10-2. 00 (1H, m) ,
1.88-1.81 (1H, m), 1. 32(3H, t, J = THz).

[1076]  SEjfs] 59

[1077]  8-[N-(2- FIREZERL ) SRR 1-1,4- 52 [4. 5] 2% —6- 4% —7- MR L 1E ()
AT 1-2238)

[1078]

[1079] Ak R (e :75%)
[1080] A/ :101-104°C
[1081]  'H-NMR 31 (400MHz. CDC1.) & ppm :
[1082] 7.56-7.53(1H, m),7.23-7. 18 (2H, m),7. 11-7. 06 (1H, m) ,6. 85 (1H, t, | =
1Hz) ,6.62(1H, s),4.44 (1H, dd, ] = 6Hz,2Hz),4. 25-4. 01 (5H, m) , 3. 95-3. 89 (11,
m) , 2. 55-2. 48 (1H, m), 2. 42 (1H, td, J = 14Hz,4Hz),2. 34 (3H, s),2. 19-2. 09 (1H, m) ,
1.88-1. 81 (1H, m), 1. 26 (3H, t, J = 7Hz).
[1083]  SLjsfs] 60
[1084]  8-[N-(2- ZREZHE ) ML 1-1,4- — 5 242 [4. 5] 2% —6- 4% —7- MR L [E (4
MEEYR T 1-2245)
[1085]

o)

{; ’@:COﬁEt £t
s @

[1086] HEHMAK (BEK :66% )

[1087] J& A :83-87°C

[1088]  'H-NMR Jif (500MHz. CDC1,) & ppm :

[1089] 7.54(1H, dd, ] = 8Hz,1Hz),7.25-7. 19(2H, m),7. 14 (1H, td, ] = 7Hz, 1Hz),

6.85(1H, s),6.63(1H, s),4.47 (1H, dd, | = 6Hz, 2Hz) , 4. 25-4. 02 (5H, m) , 2. 75-2. 66 (2H,

m), 2. 54-2. 48 (1H, m) , 2. 43 (1H, td, ] = 14Hz,4Hz), 2. 19-2. 11 (1H, m) , 1. 87-1. 81 (1H, m),

1. 28-1. 23 (6H, m).

[1090]  sLjfs] 61

[1091]  8—[N-(2- NFLZEIE ) GIAMESE 1-1,4- 4242 [4. 5] 2% —6- 1% -7- MR 2 lE (1)

AT 1-1989)

[1092]



CN 101309900 B w BB B 176/249 7T
[1003]  JHPRY) (B3% UL )

[1094]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[1095]  7.55-7.52(1H, m),7.23-7. 18 (2H, m), 7. 14-7. 09 (1H, m),6. 85 (11, t, J = 1Hz),
6. 64 (1H, s),4. 48-4. 44 (1H, m) , 4. 24-4. 02 (5H, m) , 3. 95-3. 89 (1H, m) , 2. 67-2. 62 (2H, m),
2.54-2. 39 (2H, m) , 2. 20-2. 10 (1H, m) , 1. 87-1. 81 (1H, m) , 1. 69-1. 58 (2H, m) , 1. 26 (3H, t, J
= THz),0.99 (31, t, ] = THz).

[1096] St 62

[1097]  8—[N-(2- ZHedt 26k ) GMAMEE 1-1,4— 4 Z8 [4.5] %% —6- 4% —7- PR L HE

(B G 1-2252)
$ COEl
A
S’N

[1098]
0,

[1090]  JHPIRYY (i :19% )

[1100]  'H-NMR 31 (400MHz. CDC1.) & ppm :

[1101]  7.66 (1H, dd, J = 8Hz, 1Hz) , 7. 47 (1H, dd, J = 8Hz, 2Hz),7. 37 (1H, td, ] = 8Hz,
2Hz) ,7. 21 (1H, s),7.07 (1H, td, J = 8Hz, 1Hz),6.82(1H, t, J = 1Hz),4. 52-4. 49 (1H, m),
4. 22-4.01 (5H, m), 3. 95-3. 88 (1H, m), 3. 49 (1H, s), 2. 65-2. 50 (2H, m) , 2. 24-2. 13 (1H, m) ,
1.88-1.81 (1H, m), 1. 22(3H, t, J = THz).

[1102]  Sgjtifs) 63

[1103] 8- [N-(2-iso NFEAREL ) ZUBRIEAE 1-1, 4- —4 %4 [4. 5] %5 —6- ¥4 —7- IR LM
(BIRWED IS 1-2259)

[1104]

[1105]  yRAREMAK (W :65% )

[1106]  J& s :115-118°C

[1107]  'H-NMR 3% (500MHz. CDC1,) 6 ppm :

[1108]  7.53-7.49 (1H, m), 7. 34-7. 30 (1H, m), 7. 23-7. 17 (2H, m), 6. 86 (1H, s),6. 69 (1H,
s),4.47(1H, dd, J = 6Hz, 2Hz) ,4. 27-4. 02 (5H, m) , 3. 95-3. 89 (1H, m) , 3. 33-3. 24 (1H, m) ,
2.53-2.47(1H, m), 2. 42 (1H, td, J = 14Hz,3Hz),2. 18-2. 10 (1H, m), 1. 86-1. 81 (1H, m),
1.29-1. 21 (9H, m).

[1109]  SEjifsl 64

[1110]  8-[N-(2- FUT FAEL ) GEEEEE 1-1,4- 52 [4.5] % -6- 4 -7- FER L5
(Bl &4 5 1-2266)

[1111]
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[1112] Bk R (I :53% )

[11138] 4 :117-120°C

[1114]  'H-NMR 3% (400MHz. CDC1,) 8 ppm :

[1115]  7.45(1H, dd, J = 8Hz, 1Hz),7.38(1H, dd, J = 8Hz,2Hz),7.23(1H, td, J =
8Hz, 2Hz) , 7. 12-7. 07 (1H, m),6. 86 (1H, t, J = 1Hz),6.64 (1H, s),4. 64-4. 61 (1H, m) ,
4. 24-4. 03 (5H, m) , 3. 97-3. 90 (1H, m) , 2. 65-2. 53 (2H, m) , 2. 28-2. 18 (1H, m) , 1. 90—1. 83 (1H,
m), 1.45(9H, s), 1. 23 (3H, t, ] = THz).

[1116]  SCjfs] 65

[1117]  8—[N-(2— AP T L2E3E ) GRAWEEE 1-1,4- 4 Z02 [4.5] %% —6- 4% —7- MR LNk

(Blrtb 'S 1-2273)
o)
gﬁco;Eéec-Bu
50
[1119] PR (T1% %)

[1118]

[1120]  'H-NMR 33 (400MHz. CDC1,) & ppm :

[1121]  7.54-7.49 (1H, m),7. 29-7. 16 (3H, m) ,6. 86 (1H, dt, J] = 5Hz, 1Hz),6.68(1H, d,
J = 10Hz),4.47-4. 44 (11, m) , 4. 27-4. 02 (5H, m) , 3. 95-3. 89 (11, m) , 3. 12-2. 95 (1H, m),
2.53-2.35(2H, m) , 2. 19-2. 07 (1H, m) , 1. 86—1. 80 (1H, m) , 1. 70-1. 55 (2H, m) , 1. 31—1. 19 (6H,
m) , 0. 91-0. 80 (3H, m).

[1122]  SZjiEf5) 66
[1123]  8-[N-(2- FI4RILIRIL ) ZMEREIE 1-1,4- 472 [4.5] 28 —6- 44 —T- PR LBs

(B E SRS 1-2280)
0
(C)\’C[CO'_Z'E OMe
0

[1124]
0,

[1125] Ak R (3 .70%)

[1126]  'H-NMR 3% (400MHz. CDC1,) 6 ppm :

[1127]  7.57(1H, dd, ] = 8Hz,2Hz),7.11-7.05(2H, m), 6. 96 (1H, td, ] = 8Hz, 1Hz),
6.89 (1H, dd, J = 8Hz, 1Hz) ,6. 79 (1H, t, J = 1Hz),4. 44 (1H, d, J = 4Hz) ,4. 21-4. 00 (5H,
m) , 3. 94-3. 84 (4H, m) , 2. 58 (1H, td, J = 14Hz,4Hz) , 2. 50-2. 43 (1H, m) , 2. 18-2. 08 (1H, m),
1.84-1.77(1H, m), 1. 23 (3H, t, ] = THz).

[1128]  SKjtifs) 67
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[1129]  8-[N-(2- L5 FEAE ) EREHiIE 1-1,4- 442 [4.5] 2% —6- 4% -7- R L5

(Bl &g s 1-2287)
[1130]

[1131] Ak R (e 60% )
[1132]  J& /5 :129-134°C
[1133]  'H-NMR J&if (400MHz. CDC1,) & ppm :
[1134]  7.58(1H, dd, J = 8Hz,2Hz),7. 12(1H, s),7. 06 (1H, td, J = 8Hz, 2Hz) ,6. 95 (1H,
td, J = 8Hz,2Hz),6. 87 (1H, dd, J = 8Hz, 1Hz),6. 79 (1H, t, J = 1Hz) ,4. 45-4. 42 (1H, m),
4. 20-4. 00 (7TH, m) , 3. 94-3. 87 (1H, m) , 2. 57 (1H, td, J] = 14Hz,4Hz),2.50-2. 44 (1H, m),
2.18-2. 08 (1H, m) , 1. 85-1. 78 (1H, m), 1. 45(3H, t, J = 7Hz), 1. 23(3H, t, ] = THz).
[1135] Syt 68
[1136]  8-[N-(2- o PHEEEIREL ) ABANLE: 1-1,4- AR [4.5] 25 646 —7- TR
Ll (Bl EWeg s 1-2294)
[1137]

o)

OﬁCOZEt OCHF,
N
5 wfj
[1138]  Ek R (% :48% )

[1139]  J%5 5 :85-88°C

[1140]  'H-NMR 3% (400MHz. CDC1,) & ppm :

[1141]  7.69(1H, dd, J = 8Hz,2Hz),7. 25-7. 08 (4H, m), 6. 84 (1H, s),6.57 (1H, dd, | =
74Hz,73Hz) , 4. 44-4. 41 (1H, m) , 4. 21-4. 02 (5H, m) , 3. 95-3. 89 (1H, m) , 2. 57-2. 44 (2H, m),
2.21-2.10 (1H, m) » 1. 90-1. 82 (1H, m) , 1. 26 (3H, t, J = THz).

[1142]  SCjEfs] 69

[1143]  8-[N-(2- FEEMIREAE AR ) B 1-1,4- T4 4908 [4.5] %8 —6- 4% -7- IR

Ll (BRGNS 5 1-2301)
o
o*@(coza SMe
2

[1144]

[1145]  FERKAR (& :56% )

[1146] &4 :93-95C

[1147]  'H-NMR y%i¥% (400MHz. CDC1,) & ppm :

[1148] 7.70(1H, s),7.63(1H, dd, J] = 8Hz, 1Hz),7.51(1H, dd, J = 8Hz, 2Hz),
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7.33-7. 28 (1H,m), 7. 08 (1H, td, ] = 8Hz, 1Hz) , 6. 82 (1H,q, ] = 1Hz) , 4. 50 (1H,d, ] = 4Hz),
4. 21-4. 01 (5H, m) , 3. 95-3. 88 (1H, m) , 2. 65-2. 50 (2H, m) , 2. 38 (3H, s), 2. 23-2. 12 (1H, m) ,
1.88-1.81 (1H, m), 1. 25-1. 21 (3H, m).

[1149]  SLjEfs) 70

[1150]  8—[N-(2- ZWEREREL ) EhEIEdE 1-1,4- 4842 [4.5] 28 —6- 4% -7- R L8
(B E DS 1-2308)

[1151]

[1152]  pRY (e :25% )

[1153]  'H-NMR 33 (400MHz. CDC1.) & ppm :

[1154]  11.46(1H, s),7.91(1H, dd, J = 8Hz, 1Hz),7.85(1H, dd, ] = 8Hz, lHz),
7.59-7.54(1H, m),7.15-7. 10 (1H, m),6. 80 (1H, t, J = 1Hz),4.50-4.47 (11, m),
4. 16-4. 00 (5H, m) , 3. 94-3. 88 (1, m) , 2. 68-2. 59 (4H, m) , 2. 56-2. 49 (1H, m) , 2. 20-2. 09 (1H,
m), 1. 87-1.80 (1H, m), 1. 25 (3H, t, J] = 7THz).

[1185]  SEjfs) 71

[1156]  8—[N-(2- FHEIRIL ) ERAIEEL 1-1,4- 522 [4. 5] 28 —6- 4% -7- R Mg ()
AT 1-2315)

[1157]

[1158]  HHEH R (B 73% )

[1159] & £i :127-129°C

[1160]  'H-NMR %% (500MHz. CDC1,) & ppm :

[1161]  7.58(1H, dd, J = 8Hz, 1Hz),7.32-7. 13(8H, m),6.80 (1H, s),6.50(1H, s),
4.36 (11, dd, J = 6Hz, 2Hz) , 4. 23-4. 00 (7TH, m) , 3. 93-3. 87 (1H, m) , 2. 36 (1H, td, J = 14Hz,
4Hz) , 2. 19-2. 13 (1H, m) , 2. 03-1. 94 (1H, m) , 1. 76-1. 70 (11, m) , 1. 26 (3H, t, J = 7Hz).
[1162]  SEjEfs 72

[1163]  8—{N-[2- (Mdbk -4 3 ) ZREE ] QURAIELAL ) -1, 4- 520K [4. 5] %% -6- 46 —7-
MLl (BRI E WSS 1-2322)

[1164]

o cocl)
(o:{:j:%;n \(5
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[1165] MR (K :71%)

[1166] &/ :118-121°C

[1167]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[1168] 8.10(1H, s),7.58(1H, dd, J = 8Hz,2Hz),7.23(1H, dd, J = 8Hz,2Hz),
7.20-7.15(1H, m),7.07 (1H, td, J = 8Hz,2Hz),6.82(1H, t,1Hz),4. 47-4. 44 (1H, m) ,
4. 15-4. 00 (5H, m) , 3. 95-3. 85 (5H, m) , 2. 92-2. 83 (4H, m) , 2. 59-2. 50 (2H, m) , 2. 24-2. 12 (1H,
m), 1. 90-1. 82 (1H, m), 1. 23 (3H, t, J] = THz).

[1169]  Sijfs] 73

[1170]  8-[N-(9H- %y —1- & ) S BEMEIE 1-1,4- 5 2412 [4. 5] % —6— 1% —7- L L 15

(B E SRS 1-2329)
[1171]
(\ © CO,Et
O’Kj: H .O
N
%

[1172]  EAREHR AR (IF :60% )

[1173] &/ :156-160°C

[1174]  'H-NMR ¥ (500MHz. CDC1,) & ppm :

[1175]  7.78(1H,d, ] = 7Hz),7.62(1H, d, J = 8Hz),7.58 (1H,d, J = THz),7.54(1H, d, J
= 8Hz),7.42-7.37(2H,m) , 7. 34 (1H, td, ] = THz, 1Hz) ,6. 92 (1H, s) , 6. 86 (1H, s) , 4. 45 (1H,
dd, J = 6Hz,2Hz) , 4. 22—-4. 00 (5H, m) , 3. 96 (2H, s), 3. 94-3. 89 (1H, m) , 2. 56-2. 50 (1H, m) ,
2.37(1H, td, J = 14Hz, 3Hz) , 2. 17-2. 08 (1H, m) , 1. 88—1. 82 (1H, m), 1. 26 (3H, t, J = 7Hz).
[1176]  Sijifs] 74

[1177]1  8-(N-{2-[2-(mbmg —4- 55 ) & 56 ] 238 ) 20 W Wt 55 ) -1, 4- — S 44 18 [4. 5]
%% —6- I —7- PR Ol (Bt &S 1-2336)

[1178]
A L
S, e

O

[1179] Bk AR (I :26% )

[1180] & :77-80°C

[1181]1  'H-NMR 3% (500MHz. CDC1,) 6 ppm :

[1182] 8.50-8.47(2H, m),7.54-7.52(1H, m), 7. 26-7. 22(1H, m),7. 19-7. 13 (4H, m),
6.89(1H, t, J] = 1Hz),6.80(1H, s),4.43(1H, dd, ] = 6Hz,3Hz),4. 25-4. 18 (2H, m),
4.14-4. 03 (3H, m) , 3. 96-3. 90 (1H, m) , 3. 15-3. 00 (2H, m) , 2. 99-2. 89 (2H, m) , 2. 54-2. 48 (1H,
m), 2. 33(1H, td, J = 14Hz,3Hz),2.17-2. 09 (1H, m), 1. 88-1.82(1H, m),1.29(3H, t, J =
THz).

[1183]  SKjtifsl] 75

[1184]  8-(N-{2-[2- (U T USRI 2 AL ) &0 ] 2R3 ) 2 mlidt ) -1, 4- 454908 [4. 5]
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[1185]
O
éi@coﬁa NHBoc
S'N

[1186] /B (ULE :65% )

[1187]  'H-NMR J&if (500MHz. CDC1,) & ppm :

[1188] 8.00(1H, s),7.62(1H, d, ] = 8Hz),7.24(1H, td, ] = 8Hz,2Hz),7. 17 (1H,
d, ] = THz),7.10(1H, t, J = 7Hz),6.83(1H, s),4.90 (1H, brs),4.46 (1H, d, | =
5Hz) , 4. 23-4. 01 (5H, m) , 3. 94-3. 88 (1H, m),3. 27 (2H, q, J = T7Hz),2.96-2. 83 (2H, m),
2.59-2.52(2H, m), 2. 18-2. 09 (1H, m) , 1. 83-1. 78 (1H, m) , 1. 48-1. 41 (9H, m) , 1. 27 (3H, t, J
= THz).

[1189]  sLjfs] 76

[1190]  8-[N-(2-ZILIEEL ) FMAMEREE 1-1,4- 442 [4. 5] 2% —6— 1% —7- MR L5 (1

A SRS 1-2350)
(o]
0
[1192] PRy (K :13% )

[1191]

[1193]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[1194] 7.39(1H, dd, J = 8Hz,2Hz),7.11-7.06(1H, m),6.89 (11, t, J = 1Hz),
6. 79-6. 73 (2H, m) , 4. 46 (1H, dd, J = 6Hz, 3Hz) , 4. 31-3. 86 (3H, m) , 4. 28 (2H, q, ] = 7Hz),
4. 11-4. 02 (3H, m) , 3. 95-3. 89 (1H, m) , 2. 48-2. 41 (1H, m), 2. 24 (1H, td, J = 14Hz, 3Hz),
2.13-2. 03 (1H, m) , 1. 86-1. 79 (1H, m), 1. 32 (3H, t, J = THz).

[1195]  Sjfs] 77

[1196]  8—[N-(2,4- & EIE ) GMAWEEE 1-1,4- 4 Z2 [4.5] %% —6- 4% —7- PR L HE
(Bt &4 s 1-276)

[1197]

[1198] Hk AR (W :74%)

[1199] & A& :128-131°C

[1200]  'H-NMR 3% (400MHz. CDC1,) & ppm :

[1201]  7.64-7.57 (11, m),6. 97 (1H, brs),6.93-6. 86 (2H, m) ,6. 84 (1H, t, ] = 1Hz),
4.36 (10, dd, J = 6Hz, 2Hz) , 4. 28-4. 02 (5H, m) , 3. 95-3. 90 (1H, m) , 2. 53-2. 46 (1H, m),

186



CN 101309900 B OB B 182,249 T

2.40 (1H, td, J = 14Hz,4Hz) , 2. 21-2. 10 (1H, m) , 1. 88-1. 81 (1H, m) , 1. 29 (3H, t, ] = THz).
[1202]  SEjtifsl) 78

[1203]  8-[N-(2- ¥R —4- FARFE ) ZUBAEETL 1-1,4- 47412 [4.5] 28 —6- 14 -7- FIR &
s (FIRbEY 95 1-1550)

[1204]

[1205]  ykigEamAR (W 48% )

[1206]  J& /5 :106-111°C

[1207]  'H-NMR J&i (400MHz. CDC1,) & ppm :

[1208] 7.68(1H, dd, ] = 9Hz,5Hz),7. 32(1H, dd, ] = 8Hz, 3Hz),7.10-7. 04 (1H, m),
6. 94 (1H, s),6.82(1H, t, J = 1Hz),4. 46—4. 43 (1H, m) , 4. 26—4. 01 (5H, m) , 3. 95-3. 89 (1H,
m) , 2. 57-2. 47 (2H, m) , 2. 24-2-13 (1H, m) , 1. 87-1. 81 (1H, m), 1. 26 (3H, t, ] = 7Hz).

[1200]  Scjitifsl] 79

[1210]  8-[N-(4- % —2- FEERIE ) MR 1-1,4- 408 [4.5] 2% —6-44 -7- F &
LHE (Bt &4 s 1-2357)

[1211]

[1212]  HEmR (% 79%)

[1213]  J& /4 :103-105C

[1214]  'H-NMR J&i (400MHz. CDC1,) & ppm :

[1215]  7.49 (1H, dd, ] = 9Hz,5Hz),6.96-6. 85 (3H, m) ,6. 64 (1H, brs),4. 39 (1H, dd, J
= 6Hz, 3Hz) , 4. 27-4. 18 (2H, m) , 4. 14-4. 02 (3H, m) , 3. 96-3. 89 (1H, m) , 2. 52-2. 45 (1H, m),
2.40-2. 31 (4H, m) , 2. 18-2. 08 (1H, m) , 1. 87-1. 80 (1H, m), 1. 29 (3H, t, J = 7Hz).

[1216]  SZjfs) 80

[1217]  8-[N-(3- &l ~4- FUAREL ) SURAmEES 1-1,4- 4498 [4.5] %% 6- 4 -7T- FIR L

Mg (BIRAEYR'S 1-2364)
Q CO,Et
Sou
N cl

[1218]

[1219] AR EMAR (WHK :81% )

[1220]  J& /4 :111-118°C

[1221]  'H-NMR 3% (400MHz. CDC1,) & ppm :
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[1222]  7.47(1H, dd, J = 6Hz,3Hz),7.29-7. 25 (1H, m), 7. 15-7. 09 (2H, m) , 6. 88 (1H,
s),4.28(2H, q, J = THz),4.21-4. 18 (1H, m),4. 14-4. 02 (3H, m) , 3. 96-3. 89 (1H, m) ,
2.49-2. 41 (1H, m), 2. 25 (1H, td, J = 14Hz,3Hz),2. 12-2. 01 (1H, m), 1. 89-1. 82 (1H, m),
1. 34 (31, t, ] = THz).

[1223]  SEjitifs] 81

[1224]  8—[N-(4— i —3- =9 A ARAL ) ZllibAk 1-1,4- — 50008 [4. 5] 26— 44 -7-
ROl (BRI G 'S 1-2371)

[1225]

[1226] HEk R (e .78% )

[1227]  J& /5 :109-111°C

[1228]  'H-NMR %% (400MHz. CDC1,) & ppm :

[1229]  7.64-7.57(2H, m),7.27-7. 17 (2H, m) ,6. 89 (1H, s),4. 28 (2H, q, ] = T7Hz),
4.19-4. 16 (1H, m) , 4. 14-4. 03 (3H, m) , 3. 96-3. 89 (1H, m) , 2. 49-2. 42 (1H, m) , 2. 26 (1H, td, J
= 14Hz, 3Hz) , 2. 13-2. 03 (1H, m) , 1. 89-1. 83 (1H, m), 1. 34 (3H, t, ] = 7Hz).

[1230]  sgjitifs) 82

[1231]  8-[N-(4- 9 —3— FIAEE RS ) 2 Malidt 1-1,4- 4R [4.5] %% —6- 44 -7- /1
R OME (IR G 's 1-2378)

[1232]

[1233]  JHPIRYD (W3R :72% )

[1234]  'H-NMR J%i% (400MHz. CDC1,) 8 ppm :

[1235]  7.09(1H, dd, J = 7Hz,2Hz),7.03(1H, dd, J = 11Hz,9Hz),6.96 (1H, brs),
6. 88-6. 83 (2H, m) , 4. 30-4. 23 (3H, m) , 4. 14-4. 02 (3H, m) , 3. 95-3. 89 (4H, m) , 2. 46-2. 38 (11,
m), 2. 27 (1H, td, ] = 14Hz, 3Hz), 2. 10-2. 00 (1H, m), 1. 88-1. 81 (1H, m), 1. 33(3H, t, ] =
THz) .

[1236]  SEjfs) 83

[1237]  8-[N-(3,4- HARE ) SUEEEEE 1-1,4- 522 [4.5] % -6- 4 -7- TER L5
(Bt &4 5 1-2385)

[1238]
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[1230] VAR AR (E :94% )

[1240]  J45 5 :118-121°C

[1241]  'H-NMR 3% (400MHz. CDC1,) & ppm :

[1242]  7.33-7.26(1H, m),7. 18-7. 06 (3H, m),6. 89 (1H, s),4.28(2H, q, ] = THz),
4.19(1H, dd, J = 5Hz,3Hz),4. 14-4. 02 (3H, m), 3. 96-3. 89 (1H, m) , 2. 48-2. 41 (1H, m),
2.25(1H, td, J = 14Hz, 3Hz),2. 11-2. 01 (1H, m) , 1. 89-1. 82 (1H, m), 1. 34 (3H, t, ] = 7Hz).
[1243]  SKjtifh) 84

[1244]  8-[N-(2,4- " FISIEZEL ) GRAEEAE 1-1,4- 42 [4.5] 2% —6- 4% -7- IR
Ll (BREDg S 1-2392)

[1245]
(@]
CO,Et
f{j g e
3, CL

O,

OMe

[1246] HEMAR (K 49% )

[1247] A& :118-121°C

[1248]  'H-NMR ¥ (400MHz. CDC1,) & ppm :

[1249]  7.47-7.45(1H, m),6.78(2H, d, J = 9.8Hz),6.50-6. 47 (2H, m) ,4. 38 (1H, d,
J = 4.7Hz),4.21-3.80 (12H, m), 2. 54 (1H, dt, ] = 14.2Hz,7.2Hz),2. 45-2. 38 (1H, m) ,
2. 14-2. 08 (1H, m) , 1. 81-1. 76 (1H, m), 1. 25(3H, t, ] = 7. OHz).

[1250]  sLjsifs) 85

[1251]  8-[N-(2- T —4- JAEE ) RIS 1-1,4- 4R [4. 5] 2§ —6- 46 —7- TR
LI (BRI G4 S 1-628)

[1252]

[1253]  FRELHRY (U3 :82% )

[1254]  'H-NMR J&i (400MHz. CDC1,) & ppm :

[1255] 7.49 (1H, dd, J = 9Hz,5Hz),6.94 (1H, dd, J = 10Hz, 3Hz),6. 92-6. 86 (2H,
m) ,6.60 (1H, s),4.41 (1H, dd, ] = 6Hz,2Hz),4. 28-4. 18 (2H, m) , 4. 14-4. 02 (3H, m) ,
3.96-3. 89 (1H, m), 2. 75-2. 63 (2H, m) , 2. 52-2. 45 (1H, m), 2. 37 (1H, dt, J] = 14Hz,3Hz),
2.18-2. 08 (1H, m), 1. 87-1. 80 (1H, m) , 1. 63-1. 52 (2H, m) , 1. 44-1. 35(2H, m) , 1. 29 (3H, t, J
= THz) ,0. 95 (3H, t, ] = 8Hz).

[1256]  SLjiifs) 86

[1257]  8-[N-(4— 96 —2— JRFEFREE ) ZBAILEE 1-1,4- — 508 [4.5] 2% —6- 4@ —7- TR
LlE (BRGNS 1-1726)

[1258]
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[1250]  FREHRY (B :78% )

[1260]  'H-NMR J%ii% (400MHz. CDC1,) & ppm :

[1261] 7.49 (1H, dd, J = 9Hz,5Hz),6.94 (1H, dd, J = 10Hz, 3Hz),6. 92-6. 85 (2H,
m),6.61 (1H, s),4.40 (1H, dd, ] = 6Hz,2Hz),4. 27-4. 18 (2H, m) , 4. 14-4. 02 (3H, m) ,
3.95-3.90 (1H, m),2. 76-2. 61 (2H, m) , 2. 52-2. 45 (1H, m) , 2. 37 (1H, dt, ] = 14Hz,3Hz),
2.18-2. 09 (1H, m), 1. 87-1. 81 (1H, m), 1. 65-1. 52 (2H, m) , 1. 39-1. 32 (4H, m) , 1. 30 (3H, t, J
= THz) ,0. 90 (3H, t, ] = THz).

[1262]  SEjfs)] 87

[1263]  8—[N-(4- Rl —2—- CLFEARHE ) ZUEMEE: 1-1,4- 509 [4.5] % —6- 45 -7- TR

LBE (Bl &Y 'S 1-804)
(0]
g,[j:cozﬂ n-Hex
QL

[1264]
O;

[1265] MR Y (U 58% )

[1266]  'H-NMR 31 (400MHz. CDC1,) & ppm :

[1267]  7.49(1H, dd, J = 9Hz,5Hz) ,6. 96-6. 85 (3H, m),6. 61 (1H, s),4.40(1H, dd, J =
6Hz, 2Hz) , 4. 28-4. 18 (2H, m) , 4. 14—4. 02 (3H, m) , 3. 95-3. 89 (1H, m) , 2. 76-2. 61 (2H, m),
2.52-2.45(1H, m),2. 37 (1H, td, J] = 14Hz, 3Hz),2. 18-2. 08 (1H, m), 1. 87-1. 81 (1H, m),
1.63-1.52(2H, m) , 1. 42-1. 25 (9H, m) , 0. 91-0. 85 (3H, m).

[1268]  Sijifsi] 88

[1269]  8—[N-(4- %5 —2- BedkaRdt ) 2 MaliE 1-1,4- 4R [4.5] 28 6- 44 -7- IR
Ll (RG4S 1-980)

[1270]

[1271] B OpRY) (e :85% )

[1272]  'H-NMR 3% (400MHz. CDC1,) 6 ppm :

[1273]  7.49(1H,dd, J = 9Hz, 5Hz) , 6. 96-6. 87 (3H,m) , 6. 63 (1H, s) , 4. 41 (1H, dd, ] = 6Hz,
2Hz) , 4. 27-4. 19 (2H, m) , 4. 14-3. 91 (4H, m) , 2. 76-2. 62 (2H, m) , 2. 52-2. 46 (1H, m) , 2. 37 (1H,
dt, J = 14Hz,3Hz),2. 18-2. 09 (1H, m), 1. 84 (1H, dt, J = 13Hz,4Hz), 1. 62-1. 55 (2H, m),
1. 40-1.24(11H, m) ,0. 88 (3H, t, J = THz).

[1274]  SEZjitEfs) 89
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[1275]  8-[N-(4- R —2- FFERIEL ) RIS 1-1,4- 549 [4.5] 2% -6 4% -7- TR
LHE (BRSPS 1-1902)
[1276]

[1277] R EHERY) (R :72% )

[1278]  'H-NMR J&if (400MHz. CDC1,) & ppm :

[1279]1  7.49(1H, dd, ] = 9Hz,5Hz),6. 96-6. 87 (3H, m) ,6. 62 (1H, s),4. 40 (1H, dd, ] =
6Hz, 2Hz) , 4. 27-4. 19 (2H, m) , 4. 15-3. 90 (4H, m) , 2. 74-2. 62 (2H, m) , 2. 52-2. 46 (1H, m),
2.37(1H, dt, J = 14Hz,3Hz),2. 18-2. 10 (1H, m), 1. 86-1. 81 (1H, m), 1. 63-1. 53 (2H, m) ,
1. 40-1. 24 (13H, m) ,0. 88 (3H, t, J = THz).

[1280]  SLjitifsl 90

[1281]  8-[N-(4- 8l —2- EFHIRHE ) GUBAIES: 1-1,4- —500R [4. 5] 2% —6- 44 -7- TR
LlE (Bt &9 1-2602)

[1282]

[1283]  yRFECMPIRY (W :82% )
[1284]  'H-NMR 3% (500MHz. CDC1,) & ppm :
[1285]  7.49(1H, dd, J = 9Hz,5Hz),6.94(1H, dd, J = 9Hz, 3Hz), 6. 92-6. 85 (2H,
m),6.62(1H, s),4.40(1H, dd, J = 6Hz,2Hz),4. 28-4. 17 (2H, m) , 4. 15-4. 03 (3H, m) ,
3.95-3.90 (1H, m), 2. 75-2. 62 (2H, m) , 2. 52-2. 45 (1H, m), 2. 37 (1H, td, J = 14Hz, 3Hz),
2.18-2. 09 (1H, m), 1. 86—1. 81 (1H, m) , 1. 63—1. 53 (2H, m) , 1. 39—1. 22 (15H, m) , 0. 88 (3H, t, J
= THz).
[1286]  SEjfifs) 91
[1287]  8-[N-(2- 284 —4- ®AHE ) UL 1-1,4- 4R [4. 5] %% —6- 4@ —7- TR
LlE (Bt &9 5 1-2616)
[1288]

(@)

OJC(“’;E*".D%

O,

[1280]  WEEEMPIRY) (WA :83% )

[1290]  'H-NMR 33 (500MHz. CDC1,) & ppm :

[1291]  7.49(1H, dd, J = 9Hz,5Hz),6.94(1H, dd, ] = 9Hz, 3Hz),6. 92-6. 85 (2H,

m),6.62(1H, s),4.40(1H, dd, J = 5Hz, 3Hz) ,4. 28-4. 17 (2H, m) , 4. 15-4. 03 (3H, m) ,
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3.95-3.90 (1H, m) , 2. 75-2. 62 (2H, m) , 2. 51-2. 45 (1H, m),2. 37 (1H, td, ] = 14Hz, 3Hz),
2.18-2.09 (1H, m), 1. 86-1.81 (1H, m), 1. 63-1. 53 (2H, m) , 1. 39-1. 22 (17H, m) , 0. 88 (3H, t, J
= THz).

[1202]  Sijsifsi] 92

[1203]  8-[N-(4- & —2- U RZE ) ZUBAMESL 11,4~ 4R [4.5] 2 -6- 4 -7- IR L
s (BRI EY 95 1-2399)

[1294]

o COzEt F
20
'”W@
Cl

[1205] HEMAR (B 65% )

[1296]  J& /5 :130-133°C

[1297]  'H-NMR J&i (400MHz. CDC1,) & ppm :

[1298] 7.62-7.56 (1H, m),7. 18-7. 11 (2H, m) ,7. 02(1H, s),6.84(lH, t, ] = 1Hz),
4.37(1H, dd, J = 6Hz,2Hz),4. 25-4. 02 (5H, m), 3. 96-3. 89 (1H, m) , 2. 55-2. 48 (1H, m) ,
2.42(1H, td, J = 14Hz,4Hz),2. 21-2. 11 (1H, m), 1. 88-1. 82 (1H, m) , 1. 29 (3H, t, ] = 7Hz).
[1200]  SLjitifsl 93

[1300]  8-[N-(2- {R —4- &A% ) 2B 1-1,4- 4 %R [4.5] %8 6- M -7- FIR &
Bs (Bl E Y95 1-2406)

[1301]
o
(o\ coﬁet 5
Sf
)

cl
[1302]  VREREEHAR (E :51% )
[1303]  J& /4 :100-110°C
[1304]  'H-NMR Jif (400MHz. CDC1,) & ppm :
[1305] 7.64(1H, d, ] = 9Hz),7.56 (1H, d, J = 3Hz),7.31(1H, dd, ] = 9Hz,3Hz),
7.02(1H, s),6.83(1H, t, J = 1Hz),4.47-4. 43(1H, m) , 4. 23-4. 02 (5H, m) , 3. 95-3. 89 (1H,
m), 2. 58-2. 48 (2H, m) , 2. 24-2. 14 (1H, m) , 1. 89-1. 82 (1H, m) , 1. 26 (3H, t, ] = THz).
[1306]  SEjifs] 94
[1307]  8-[N-(4- G —2- FFELIREL ) ZUmEst 1-1,4- — 5442 [4.5] 2 —6- 44 —7- IR
Ll (Bl s 1-2413)
[1308]

o)

CO,Et
A
0,
(o]

[1309] HHEMAR (WHK :74% )
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[1310] 5 A1 :123-126°C

[1311]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[1312]  7.49(1H, d, J = 9Hz),4. 21-4. 15(2H, m),6.86 (1H, t, J = 1Hz),6.65(1H, s),
4.38(1H, dd, J = 6Hz,3Hz),4. 24-4. 15(2H, m), 4. 14-4. 02 (3H, m), 3. 96-3. 89 (1H, m) ,
2.54-2. 47 (1H, m) , 2. 41-2. 32 (4H, m) , 2. 19-2. 09 (1H, m) , 1. 88-1. 82 (1H, m) , 1. 29 (3H, t, J
= THz).

[1313]  SKjtifs) 95

[1314]  8-[N-(4- Gl —2- FEIRAREL) FANEAL 1-1,4- —5 4508 [4.5] 28 -6- 44 -7-
% Cls (Bt EY 9% 1-2420)

[1315]

(o]
[1316] HEMmAK (B 46% )

[1317] A& :131-134°C

[1318]  'H-NMR J%if (400MHz. CDC1,) & ppm :

[1319]  10.48(1H,s),8.00(1H,d, J = 3Hz),7. 79 (1H,d, ] = 9Hz), 7. 50 (1H, dd, ] = 9Hz,
3Hz),6.80 (1H, t, ] = 1Hz),4. 47 (1H, dd, ] = 6Hz, 2Hz) , 4. 14-4. 01 (5H,m) , 3. 95-3. 88 (4H,
m) , 2. 66-2. 50 (2H, m) , 2. 22-2. 11 (1H, m) , 1. 88-1. 81 (1H, m), 1. 25(3H, t, ] = 7Hz).

[1320]  sLjsifsl] 96

[1321]  8-[N-(3,4- —&UIL ) GMAEEEE 1-1,4- "5 Z08 [4.5] %% —6- 4% -T- TR LHE

(BRGNS 1-2427)
(\ ? CO,Et
L Ko
S
[1323] HEMAKR (KFK :66% )

[1322]
N
8 L
ci
[1324]  #5A5 :163-164°C

[1325]  'H-NMR 33 (400MHz. CDC1,) & ppm :

[1326]  7.49(1H,d, ] = 2Hz),7. 41 (1H,d, J = 9Hz) , 7. 23 (1H, dd, ] = 9Hz, 3Hz) , 7. 16 (1H,
s),6.88(1H, t, J = 1Hz),4.27(2H, q, J = THz),4. 21 (1H, q, J = 3Hz),4. 14-4. 02 (3H,
m) , 3. 96-3. 88 (1H, m) , 2. 50-2. 43 (1H, m) , 2. 27 (1H, td, J = 14Hz, 3Hz) , 2. 13-2. 03 (1H, m) ,
1.89-1.82(1H, m), 1. 33(3H, t, J = THz).

[1327]  SEjitifs) 97

[1328]  8-[N-(2,5- " H KAL) GMEMEIE 1-1,4- SR [4.5] 2 —6- 45 -7- FlR L Mg
(Bt &9 S 1-2434)

[1329]
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G _cog .
S’
O,

F

[1330]  VREFEHAR (e :61% )

[1331]  J& /4 :125-128°C

[1332]  'H-NMR 3% (500MHz. CDC1,) 6 ppm :

[1333]  7.45-7.41(1H, m),7.09-7. 00 (2H, m), 6. 86 (1H, s),6. 80-6. 74 (1H, m) ,4. 41 (1H,
dd, J = 6Hz, 2Hz) , 4. 26-4. 02 (5H, m) , 3. 95-3. 90 (1H, m) , 2. 58-2. 52 (1H, m) , 2. 44 (1H, td, J
= 14Hz, 3Hz) , 2. 23-2. 14 (1H, m) , 1. 89-1. 84 (1H, m) , 1. 28 (3H, t, J = THz).

[1334]  Sjifs) 98

[1335]  8-[N-(2,6- 4 AHt ) GUEEEEE 1-1,4- 522 [4.5] % -6- 4 -7- TR L5
(BIREY T 1-2441)

[1336]

[1337] Ak R (e :56% )

[1338]  H i :129-131°C

[1339]  'H-NMR 31 (500MHz. CDC1,) & ppm :

[1340]  7.25-7.18(1H, m),7.01-6. 95 (2H, m), 6. 89-6. 87 (2H, m) , 4. 64 (1H, dd, J = 5Hz,
2Hz) , 4. 31-4. 21 (2H, m) , 4. 15-4. 03 (3H, m) , 3. 96-3. 91 (1H, m) , 2. 63-2. 57 (1H, m) , 2. 36 (1H,
td, J = 14Hz,3Hz) , 2. 26-2. 17 (1H, m) , 1. 87-1. 82 (1H, m), 1. 29 (3H, t, ] = THz).

[1341]  SEjtidfsl 99

[1342]  8-[N-(2- %l —4- PRI ) MR 1-1,4- 24 04IR [4.5] 28 —6-44 -7- F &
Ll (BRI G YRS 1-2448)

[1343]

[1344] kR (e 69% )
[1345] 551 :136-138°C
[1346]  'H-NMR J 3% (500MHz. CDC1,) & ppm :
[1347]  7.49(1H, t, J = 9Hz),6.95-6.92(2H, m),6.86 (1H, d, J] = 2Hz),6.83(1H, s),
4. 40-4. 37 (1H, m) , 4. 26-4. 15 (2H, m) , 4. 13-4. 01 (3H, m) , 3. 94-3. 89 (1H, m) , 2. 51-2. 40 (2H,
m), 2. 32(3H, s),2. 18-2. 09 (1H, m) , 1. 86—1. 81 (1H, m) , 1. 27 (3H, t, ] = THz).
[1348]  SCjfs) 100
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[1349]  8-[N-(2- 5 —5— AR ) ZMAMESE 1-1,4- 548 [4. 5] % —6- 44 —7- FIR

LME (BIRtEY9% 'S 1-2455)
[1350]
o]
CO,Et
o
ScN
0,

Me

[1351]  JHPIRYD (i3 :63% )
[1352]  'H-NMR J&if (500MHz. CDC1,) & ppm :
[1353]  7.43(1H, dd, ] = 8Hz,2Hz),6.98(1H, dd, J] = 10Hz,8Hz),6.91-6. 87 (2H, m),
6.83(1H, t, J = 1Hz),4.42(1H, dd, J = 6Hz, 2Hz) , 4. 26—4. 02 (5H, m) , 3. 95-3. 89 (1H, m),
2.54-2. 42 (2H, m) , 2. 20-2. 12 (1H, m) , 1. 87—1. 82 (1H, m) , 1. 27 (3H, t, J = THz).
[1354]  SLjitifs) 101
[1355]  8—[N-(2- Rl —4- FAEE RS ) R MAmEdE 1-1,4- 4 %R [4.5] %% 6-J4 -7- /F
B Ll (Bt G09S 1-2462)
[1356]

0]

5 @coﬁa .
20
O,
OMe

[1357]  kAREM AR (W :57% )
[1358]  ##¥5 :167-169°C
[1359]  'H-NMR y&i% (400MHz. CDC1,) 8 ppm :
[1360]  7.50(1H, t, J = 9Hz),6.82(1H, t, J = 1Hz),6. 79 (1H, brs),6. 71-6. 67 (2H, m) ,
4. 38-4. 35 (1H, m) , 4. 28-4. 19 (2H, m) , 4. 14-4. 01 (3H, m) , 3. 95-3. 88 (1H, m) , 3. 79 (3H, s),
2.49-2. 36 (2H, m) , 2. 18-2. 08 (1H, m) , 1. 86—1. 79 (1H, m) , 1. 29 (3H, t, ] = THz).
[1361]  SCjtfs] 102
[1362]  8-[N-(5— & —2- W AKZE ) GRAEEIE 1-1,4- 4792 [4.5] 2% —6- 1% -7T- IR L
s (BIRiLEY9 5 1-2469)

[1363]
o

COEt .
S’

Ci
[1364] HEM AR (P :55% )
[1365]  HFss :88-90°C
[1366]  'H-NMR y%i% (500MHz. CDC1,) 8 ppm :
[1367]  7.68-7.65(1H, m),7.07-7. 01 (3H, m),6. 86 (1H, s),4. 40 (1H, dd, J = 6Hz, 2Hz),
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4. 27-4.15(2H, m) , 4. 14-4. 03 (3H, m) , 3. 96-3. 90 (1H, m) , 2. 58-2. 52 (1H, m) , 2. 43 (1H, td, J
= 14Hz, 3Hz) , 2. 23-2. 15 (1H, m) , 1. 89-1. 84 (1H, m) , 1. 29 (3H, t, J = 7THz).

[1368]  SZjifsl 103

[1369]  8-[N-(2,3,4- =JRA%E ) ZUMAlNEEE 1-1,4- —4 (598 [4.5] %% 6- 44 -7- PR L
g (Bl S Y9 5 1-2476)

[1370]

[1371]  HEmR (R :71%)

[1372]  J& A5 :149-152°C

[1373]  'H-NMR J&i (400MHz. CDC1,) & ppm :

[1374]  7.41-7.34(1H, m),7. 14(1H, brs),7.02-6. 93 (1H, m),6.85(1H, t, J] = 1Hz),
4.36 (11, dd, J = 6Hz,2Hz),4. 28-4. 20 (2H, m) , 4. 14-4. 02 (3H, m) , 3. 96-3. 90 (1H, m) ,
2.55-2. 46 (1H, m) , 2. 38 (1H, td, ] = 14Hz,4Hz),2.22-2. 12(1H, m), 1. 89-1. 82 (1H, m),
1.31(3H, t, J] = THz).

[1375]  SCjtEfe] 104

[1376]  8-[N-(2,4,5— = AEE ) ZREBER: ]-1,4- 5% [4.5] 2% -6- /% —-7- FIRC
lis (Bl &Y% 's 1-2483)

[1377]

[1378] Ak R (3 72%)

[1379]  J& /4 :104-107°C

[1380]  'H-NMR Jif (400MHz. CDC1,) & ppm :

[1381]  7.60-7.52(1H,m),7.05-6.97 (2H,m) ,6. 86 (1H, t, ] = 1Hz) ,4. 35(1H, dd, ] = 6Hz,
2Hz) , 4. 28-4. 19 (2H, m) , 4. 15—4. 02 (3H, m) , 3. 96-3. 90 (1H, m) , 2. 56—2. 49 (1H, m) , 2. 38 (1H,
td, J = 14Hz,4Hz) , 2. 23-2. 12 (1H, m) , 1. 90-1. 83 (1H, m) , 1. 30 (3H, t, J = THz).

[1382]  SCjfs] 105

[1383]  8-[N-(2,4, 6~ —FAHE) A 1-1,4- “H R [4.5] X -6-16 -7- T &
s (FlIoREY9 5 1-2490)

[1384]
9 COEt _
3, IEL
0O,
F F
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[1385] Hk R (e 61%)

[1386]  ## i :131-133°C

[1387]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[1388]  6.91(1H,s),6.88(1H,t, ] = 1Hz),6.80-6. 72 (2H,m) , 4. 55 (1H, dd, ] = 6Hz, 3Hz) ,
4.31-4. 23 (2H, m) , 4. 14-4. 03 (3H, m) , 3. 96-3. 90 (1H, m) , 2. 62-2. 55 (1H, m) , 2. 32 (1H, td, J
= 14Hz, 3Hz) , 2. 25-2. 15 (1H, m) , 1. 88—1. 81 (1H, m), 1. 31 (3H, t, J = 7Hz).

[1389]  Sijsfs] 106

[1390]  8-[N-(2,4- &AL ) MAIEE 1-1,4- "5 4408 [4.5] 28 —6- 44 -T- FIR LBE
(BIREY T 1-2497)

[1391]

(\ ? COEt .,
AP
(o]

[1392] kAR AR (WF :67% )

[1393] &/ :109-111°C

[1394]  'H-NMR % (400MHz. CDC1,) & ppm :

[1395] 7.65(1H, d, J = 9Hz),7.41(1H, d, J = 2Hz),7.28-7.24(1H, m),7. 07 (1H, s),
6. 83 (1H, s),4. 46-4. 42 (1H, m) , 4. 24-4. 02 (5H, m) , 3. 98-3. 89 (1H, m) , 2. 56-2. 46 (2H, m) ,
2.24-2.13(1H, m), 1. 89-1. 82 (1H, m) , 1. 26 (3H, t, J = 7Hz).

[1396]  SCjtifs) 107

[1397]  8-[N-(4- ¥R —2- GUREE ) ZREMESE 1-1,4- 548 [4.5] 2% -6- /4 -7- FIRC
fs (BIRHAEYI 'S 1-2504)

[1398]

[1399] Hk R (e :74% )

[1400]  J& /5 :102-107°C

[1401]  'H-NMR 3% (500MHz. CDC1,) 6 ppm :

[1402] 7.59(1H, d, ] = 9Hz),7.55(1H, d, ] = 2Hz),7.40(1H, dd, ] = 9Hz, 2Hz),
7.08 (1H, s),6. 83 (1H, s),4.44 (1H, d, J = 5Hz),4. 23-4. 02 (5H, m) , 3. 95-3. 89 (1H, m) ,
2.55-2. 47 (2H, m) , 2. 23-2. 14 (1H, m) , 1. 89-1. 83 (1H, m) , 1. 26 (3H, t, ] = THz).

[1403]  SEjfs) 108

[1404]  8-[N-(2- 5§ —4- FEERIEL ) B 1-1,4- 5092 [4.5] % 645 -7- TR
Ll (Bt &S 1-452)

[1405]
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[1406]  VREFEEHAR (HCE :69% )

[1407] %555 :130-135°C

[1408]  'H-NMR y%i (400MHz. CDC1,) § ppm :

[1400] 7.57(1H, d, J] = 9Hz),7.20(1H, d, ] = 2Hz),7.10-7.06 (1H, m),6.97 (1H, s),
6.81(1H, d, ] = 1Hz),4.44(1H, d, ] = 5Hz),4. 25-4. 00 (5H, m) , 3. 95-3. 87 (1H, m) ,
2.59-2.45(2H, m), 2. 31 (3H, s),2.22-2. 10 (1H, m), 1. 87-1. 79 (1H, m), 1. 25 (3H, t, J =
THz) .

[1410]  SEZjfs) 109

[1411]  8-[N-(4- T 2 —2- JUREE ) ZMaltdE 1-1,4- "SR [4.5] %8 —6-J& —7-
% Cls (Bt EY9%'s 1-2511)

[1412]
" acosr N
t-Bu

[1413] B (e :49% )

[1414]  'H-NMR 33 (400MHz. CDC1,) 6 ppm :

[1415]  7.61(1H, d, J = 9Hz),7.38(1H, d, J = 2Hz),7.29(1H, dd, ] = 9Hz, 2Hz),
7.00(1H, s),6.82(1H, s),4.46 (1H, d, J = 4Hz),4.23-4.01 (5H, m), 3. 95-3. 88 (1H, m),
2.59-2. 47 (2H, m) , 2. 23-2. 12 (1H, m) , 1. 87—1. 80 (1H, m) , 1. 29 (9H, s) , 1. 25-1. 21 (3H, m).
[1416]  SEJtf5) 110

[1417]  8-[N-(2- G —6- G AZE ) ZUMAlEAE 1-1,4- %508 [4.5] %% 6- 44 -7- PR L
fs (BIRHEYS 'S 1-2518)

[1418]
@« _CO,E o
2. J@
O,
F

[1419]  JEsEf®B (U :62% )

[1420]  'H-NMR 3% (400MHz. CDC1,) 6 ppm :

[1421]1  7.27-7.24(1H, m),7.21-7.15(1H, m),7.12-7.06 (1H, m),6. 98 (1H, s),

6. 86 (1H, s),4. 77-4. 74 (1H, m) , 4. 30-4. 21 (2H, m) , 4. 15-4. 03 (3H, m) , 3. 96-3. 90 (1H, m),

2.67-2.60 (1H, m), 2. 38 (1H, td, J] = 14Hz,3Hz),2.28-2. 17 (1H, m), 1. 88-1. 81 (1H, m),

1.29(3H, t, ] = THz).

[1422]  Sjfidsl) 111

[1423]  8-[N-(2,6- —GUKIL ) GRAIMEIE 1-1,4- 42 [4.5] 28 -6- 1 -T- IR LM
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(Bl & Y95 1-2525)
[1424]

[1425] e (W :24% )

[1426]  'H-NMR J&if (500MHz. CDC1,) & ppm :

[1427]  7.39(1H, s),7.38(1H, s),7.27(1H, s),7.17(1H, t, ] = 8Hz),6.87(lH, s),
4. 88 (1H, dd, J = 5Hz, 3Hz) ,4. 29 (2H, q, J = THz) , 4. 15-4. 03 (3H, m) , 3. 96-3. 91 (1H, m),
2.68-2.62(1H, m),2. 31 (1H, td, J = 14Hz,3Hz),2.26-2. 18 (1H, m), 1. 88-1. 82 (1H, m),
1.31(3H, t, ] = THz).

[1428]  SCjfe] 112

[1429]  8-[N-(2- &l —6- PRI ) MR 1-1,4- Z58 408 [4.5] % —6- 44 —-7- FIR
Ll (BRI T 1-1462)

[1430]
? CO,Et cl
A
S’N
Me

[1431]  JEsE® (W :55% )

[1432]  'H-NMR 33 (400MHz. CDC1,) 6 ppm :

[1433]  7.29-7.23(1H, m),7.20-7.09 (3H, m),6. 84 (1H, t, J = 1Hz),4.80-4. 77 (1H, m),
4. 30-4. 20 (2H, m) , 4. 13—4. 00 (3H, m) , 3. 95-3. 89 (1H, m) , 2. 58-2. 46 (4H, m) , 2. 33 (1H, td, J
= 14Hz, 3Hz) , 2. 25-2. 14 (1H, m) , 1. 85-1. 78 (1H, m) , 1. 28 (3H, t, | = THz).

[1434]  SCjfe) 113

[1435]  8-[N-(2,3- —&UKIL ) G 1-1,4- MR [4.5] %8 —-6- 1% -7- IR LI
(Bt &4 s 1-2532)

[1436]

[1437]  JsEf® (UE :70% )

[1438]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[1439] 7.66-7.61(1H, m),7.26-7.19 (3H, m),6. 83 (1H, s),4.46 (1H, d, ] = 5Hz),

4.22-4.01 (5H, m) , 3. 95-3. 89 (1H, m) , 2. 57-2. 48 (2H, m) , 2. 25-2. 14 (1H, m) , 1. 89—1. 82 (1H,

m), 1. 25(3H, t, ] = 7Hz).

[1440]  SZjafs] 114

[1441]  8-[N-(2,5- —GUZRIL ) FMATEEE 1-1,4- 42 [4.5] %% —6- 4% -T- RNk
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(Bt &5 1-2539)
[1442]

[1443]  HEMAK (KK :78% )

[1444]  J& & :120-124°C

[1445]  'H-NMR 3% (500MHz. CDC1,) 6 ppm :

[1446] 7.72(1H,d, J = 2Hz),7.31(1H,d, J = 9Hz),7. 11 (1H, s),7. 05(1H, dd, ] = 9Hz,
2Hz) ,6. 86 (1H, s),4. 46 (1H, dd, ] = 6Hz, 2Hz) ,4. 25-4. 03 (5H, m) , 3. 95-3. 90 (1H, m) ,
2.58-2. 48 (2H, m), 2. 26-2. 17 (1H, m) , 1. 90-1. 84 (1H, m) , 1. 26 (3H, t, ] = 7Hz).

[1447]  SZjEH] 115

[1448]  8-[N-(2- & —4,6- —F AL ) ZEEEEE 1-1,4- & 292 [4.5] % —6- 4% —-7- /1

MR LBE (Pl &g 'S 1-2546)
[1449]

[1450] R4 (AR :29% )

[1451]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[1452]  7.07-7.03(1H, m),6. 99 (1H, s),6.91-6. 83 (2H, m), 4. 67 (1H, dd, J = 5Hz, 3Hz),
4.31-4. 23 (2H, m) , 4. 14-4. 03 (3H, m) , 3. 97-3. 90 (1H, m) , 2. 65-2. 57 (1H, m) , 2. 34 (1H, td, J
= 14Hz, 3Hz) , 2. 27-2. 17 (1H, m) , 1. 88-1. 81 (1H, m), 1. 31 (3H, t, J = 7Hz).

[1453]  Sjfs) 116

[1454]  8—[N-(2,6- & —4- L 2FE ) @AM 1-1,4- "5 %28 [4.5] 28 644 —7- HH
M ClE (Bt &Y 9% 1-2553)

[1455]

cl F
[1456] L (B :39% )
[1457]1  'H-NMR 33 (400MHz. CDCL,) 8 ppm :
[1458] 7.22(1H, s),7.17(2H, d, J = 7Hz),6.88(1H, t, ] = 1Hz),4. 84-4.81 (1H,
m),4.29 (2H, q, ] = 7Hz),4. 14-4.03(3H, m),3.97-3. 90 (1H, m), 2. 67-2. 60 (1H, m) ,
2.34-2.17(2H, m), 1. 88-1. 81 (1H, m) , 1. 33 (3H, t, J = THz).
[1450]  SEjifs) 117
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[1460]  8—[N-(2- VR —6- G —4— HoREE ) Z AN 1-1,4- 45492 [4.5] 28 6-4% -7T- FF
M Z0E (Rt EY9 5 1-2560)
[1461]

[1462]  JETE (L :46% )

[1463]  'H-NMR 3% (400MHz. CDC1,) 6 ppm :

[1464]  7.35(1H,dd, J = 7.5Hz,2. 8Hz),7. 24-7. 21 (2H, m) , 7. 24 (1H, s) ,4. 90 (1H, d, ] =
5.1Hz) ,4.30(2H, q, J = 7. 2Hz) , 4. 14-3. 92 (4H, m) , 2. 67-2. 62 (1H, m) , 2. 33-2. 18 (2H, m),
1.88-1.84(1H, m), 1. 33 (3H, t, J = 6. 6Hz).

[1465]  SCjfifs) 118

[1466]  8-[N-(4- G —2— W 40 5E —5- A1 2k 40 0k ) 2 M B 4 1-1,4- — 50 4 1R [4. 5]
%% —6- M —7- PRLKE (Bl GY9 T 1-2567)

[1467]
o
e CO,Et
O,C( 5 OMe
5N

0,
Cl
Me

[1468] Hky AR (e :54% )

[1469]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[1470]  7.43(1H, s),6.96 (1H, s),6. 87 (1H, s),6.78(1H, t, J = 1Hz),4. 41 (1H, dd, ] =
6Hz, 2Hz) , 4. 20-4. 00 (5H, m) , 3. 94-3. 88 (1H, m) , 3. 85 (3H, s) , 2. 58-2. 43 (2H, m) , 2. 31 (3H,
s),2.20-2. 08 (1H, m) , 1. 85-1. 78 (1H, m) , 1. 25 (3H, t, ] = THz).

[1471]  SZjfe) 119

[1472]  8-[N-(2,4- —WRZFEE) GREEEREE 1-1,4- —5F 292 [4.5] % —6- 4 —7- PR LS

(BIREY T 1-2574)
[1473]
o]
<;:t:::I:CCEEt Br
20!
Br
[1474] R (e :56% )
[1475]  'H-NMR Ji (500MHz. CDC1,) & ppm :
[1476] 7.70(1H,d,J = 2Hz),7.59 (1H,d, ] = 9Hz) , 7. 44 (1H,dd, ] = 9Hz, 2Hz) , 7. 02 (1H,
s),6.83(1H, s),4.47-4. 44 (1H, m) , 4. 23-4. 02 (5H, m) , 3. 95-3. 90 (1H, m) , 2. 57-2. 49 (2H,
m) ,2.23-2. 15(1H, m) , 1. 88-1. 83 (1H, m) , 1. 26 (3H, t, J = THz).

[1477]1  SEZjitEfs) 120
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[1478]  8-[N-(2,6- —¥RAHEL ) ZUBEBEEE 1-1,4- 50K [4.5] % -6- 4 -7- TR LIS
(Bl tb 5o S 1-2581)
[1479]

[1480] o/t (WK :41%)

[1481]  'H-NMR J&if (500MHz. CDC1,) & ppm :

[1482]  7.61(2H, d, ] = 8Hz),7.26(1H, brs),7.02(1H, t, J] = 8Hz),6.88(1H, s),
5.02-5. 00 (1H, m), 4. 29 (2H, q, J = T7Hz),4.15-3.91 (4H, m), 2. 70-2. 64 (1H, m) ,
2.33-2.19 (2H, m), 1. 87-1. 83 (1H, m) , 1. 32 (3H, t, J = 7Hz).

[1483]  scjifsl 121

[1484]  8-[N-(2- R —4-iso NZEZIL) 2Bk 1 -1, 4- “50%0R [4. 5] %6 644 -7-
ROl (Bl te &% 5 1-2588)

[1485]

[1486] Hk AR (e :51%)

[1487]  J45 50 :130-134°C

[1488]  'H-NMR Ji% (500MHz. CDC1,) & ppm :

[1489]  7.60(1H,d,J = 8Hz),7.40(1H,d, ] = 2Hz),7. 18 (1H,dd, ] = 8Hz, 2Hz) , 6. 94 (1H,
s),6.82(1H, s),4.48-4. 46 (1H, m) , 4.24-4.01 (5H, m) , 3. 94-3. 88 (1H, m) , 2. 89-2. 83 (1H,
m) , 2. 60-2. 47 (2H, m) , 2. 22-2. 13 (1H, m) , 1. 86—1. 81 (1H, m) , 1. 25—1. 21 (9H, m).

[1490]  SCjtifs] 122

[1491]  8-[N-(2- &l —4- H AL ) ZRABESL 11,4~ 4R [4.5] %% -6- 4 —-7- FIRC
s (AR PEAL AW, S — ) o (Rt AL &9, 55 =AM ) (BIoR k& 4% 5 1-364)

[1492]
G acost o
F

[1493] A4 SEjtafsl] 1 43 B 8—[N-(2- & —4- AL ) ZMalidt 1-1,4- — %2418 [4.5]
%% —6— Jfi —7- PR LW H S0 AH (L (A :CHIRALPAK AD-H, R~ : 4% 2em K 25¢m, %
) ORE - 2- AR ) ALBE, SRS BRI AL PR OGS R AR, 43 A B B R R AR AL &
W CBE—A0g) FEiEAe &4 (AN o 78 R4 T H HPLC 3 A 45 2 1) P Aot 2
SR, 5 ARG AR 5370 > 99% ee.
[1494]  HPLC &4t
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[1495]  4F :CHIRALPAK AD-H(Daicel Chemical Industries,

[1496] Ltd. A2 ZE 0. 46em. K 25¢m)

[1497]  JRzhAH Ok : 2-AEE=1 © 1

[1498]  Jfik :1.Oml/min

[1499] 1R .40°C

[1500]  #& il :254nm (UV)

[1501]  fREEESTR] ARBMEA A (BE—0g) 6.1 %8h

[1502] R AL A (5 AN ) 110, 5 4r8h

[1503] (KPR ED), ZH—10E )

[1504]  #5/5 :116-117°C

[1505]  'H-NMR J%i (400MHz. CDC1.) & ppm :

[1506] 7.68(1H,dd,J = 9. 2Hz,5. 3Hz),7. 17 (1H,dd, J = 7. 8Hz, 2. THz) , 7.05-7.00 (2H,
m),6.83(1H, s),4.43(1H, d, J] = 5.4Hz),4.26-3. 90 (6H, m), 2. 55-2. 47 (2H, m),
4.15-2.47(1H, m) ,4. 02-2. 13(1H, m), 1. 27 (3H, t, J = 7. 0Hz).

[1507]1  ( mtlePEALAY, 3 — A0 )

[1508]  #4 :116-117°C

[1509]  'H-NMR J%i (400MHz. CDC1.) & ppm :

[1510] 7.68(1H,dd, J = 9. 0Hz,5.5Hz),7. 17 (1H, dd, J = 8. 0Hz, 2. 9Hz) , 7. 06—7. 00 (2H,
m),6.84(1H, s),4.43(1H, d, J] = 5.4Hz),4.26-3. 90 (6H, m),2.55-2.47 (2H, m),
1.13-2.23(1H, m) , 1. 87-1. 83 (1H, m) , 1. 27 (3H, t, ] = 6. 6Hz).

[1511]  SEjtifs) 123

[1512]  9-[N-(2- & —4- JAZE ) Sl 1-1,4- 4598 [4.5] %% -7- 44 8- IR C
[l

[1513]

[1514]  (123a) - = FLemiEiE AL -1, 4- “5E W2 [4.5] 28 -7- 4% -8- AR L Hg
[1515]  KHESZHfs] (30e) KTk, A 7- BdE -1, 4- 5408 [4. 5] %55t -8- HIR
CHE [ LR HiES 'S US2004/259914A1 AR LAY 292¢ B A 1 AU 8- Fi
B -1 MR [4. 5] ZE6E -7- FIR AME, 1331 B O Kbtk 59 (I3 96% ) .
[1516]  'H-NMR J&i (400MHz. CDC1,) & ppm :
[1517]  4.28(2H, q, J = 7Hz),4. 04-3. 96 (4H, m) , 2. 65-2. 61 (4H, m), 1. 82—1. 78 (2H, m) ,
1.32(3H, t, ] = THz).
[1518]  (123b) 7- ZWEFEmIRETE —1,4- 58 [4.5] 28 -T- /& -8- MR L5
[1519]  fKHESLTt] (1a) & 7732, (A (123a) W43 2 7- =50 P b B 2L -1,
4= ZHHRIR [4. 5] %5 —T- 1 —8— MR L MRAUR 8- =3 ek hael At —1, 4- 4 %1% [4. 5]
%% =T- ¥ —T- WL LB, 1323 PR IFr &tk 549 (R :83% ) .
[1520]  'H-NMR J%i (400MHz. CDC1,) & ppm :
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[1521]1 4. 21 (2H, q, THz) , 4. 04-3. 96 (4H, m) , 2. 72-2. 65 (4H, m) , 2. 32 (3H, s), 1. 85 (2H, t,

J=THz),1.29(3H, t, ] = THz).

[1522]  (123c) &3k 7- gk —1,4- 407402 [4.5] 2% -7- I -8—- MR L BR

[1523] & i S 491 (1b) 1 28 1% 7 3%, A8 A (123b) v 43 21 (1) 7— & Bk 2 mit e 2 -1,

4- AR [4.5] %5 -T- 6 8- MR O MRARE 8- S WIS 4 -1, 4- 5 4% 18 [4. 5]

& =T ¥ —T- PR LW, 13 2R O R IGbREL &9 (I :85% ) .

[1524]  'H-NMR J&i (400MHz. CDC1,) & ppm :

[1525] 4.22(2H, q,7Hz),4.20(1H, s),4.02-3.95(4H, m), 2. 69-2. 66 (21, m),

2.61-2.56 (2H, m) , 1. 82-1. 78 (2H, m) , 1. 30 (3H, t, J = THz).

[1526]  (123d) 7- GUHAEESE -1, 4- 42428 [4.5] %% -7- 1% -8—- PR LIS

[1527]  AREESZHEG] (1) W25, A (123¢) AR 7- 3755 -1, 4- 5 448 [4. 5]

5% =T— I —8— FIR LM 8- 31 % —1,4- 5448 [4. 5] 28 -7T- 1% -7- FIR LG, 1531C

R Y (IR :62% ) .

[1528]  'H-NMR J& i (400MHz. CDC1,) & ppm :

[1529] 4. 31(2H, g, 7Hz),4. 09-4. 00 (4H, m) ,2. 82-2. 73 (4H, m) , 1. 86 (2H, t, ] = THz),

1.35(3H, t, J = THz).

[1530]  (123e)9-[N-(2- 5 —4- AL ) 2 ML 1-1,4- 448 [4. 5] % -7T- 44 8-

R B

[1531]  AKIESCHER] (1d) idgm ik, M (123d) 3R 7- SIS -1, 4- 5 448
[4.5] %% -T-J& -8- L LEAE 8- AMWEIL —1,4- 448 [4.5] % -T- 45 -7T- IR L
5, 133 O Kb &) (I :61% ) .

[1532]  J4 A1 :120-122°C

[1533]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[1534]  7.81(1H, s),7.66(1H, dd, J = 9Hz,5Hz) ,7. 14-7. 10 (2H, m) , 6. 98-6. 92 (1H, m) ,

4. 71-4. 67 (1H, m) , 4. 22-3. 96 (6H, m) , 2. 75-2. 56 (3H, m) , 2. 08-2. 02 (1H, m), 1. 24 (3H, t, J

= THz).

[1535]  SEZjtafs] 124

[1536] £k 2- YR & 5L -8-[N-(2- J —4- AR FE ) 2l Mk 2k 1-1,4- 4% 1R [4. 5]

2% —6— I —T— TR 5
[1537]
R:
(o]
o CO’:Et cl
L
F

[1538]  AKHEESZHE®] (17a) WM AT 1-98 -2,3- = [( =PRI ) 85 ]
ARACHES 1,4- — —0- ZEFFMERE -2, 3- — —0- = FIE PRI -D- B, B3 A E e E

kst &9 (e :100% )
[1539]  'H-NMR 33 (400MHz. CDC1,) & ppm :
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[1540]  7.67(1H,dd, ] = 9.2 1 5.3Hz),7. 17 (1H, dd, J = 7.8 Fl 2. 8Hz) , 7. 05-6. 99 (2H,
m),6.86-6.77 (1H, m), 4. 53-3. 84 (6H, m),3.53-3. 31 (2H, m) , 2. 66-2. 41 (2H, m) ,
2.24-2.12(1H, m), 1. 89-1. 86 (1H, m) , 1. 28-1. 24 (3H, m).

[1541]1  Sjfs] 125

[1542]  (2S)-8-[N-(2- &l —4- AL ) Z MWL L J2- A RAEE 2L —1,4- — 4 4%
[4.5] %% —6- 4 —7- TR LR

[1543]

(\ ? COEt
AL

O
F

[1544]  AKHESZHER] (17a) 1B T7%, A 2% 6] 20 H43RIK) (S)-3,4- — [( =MHEH
etk ) 2k ] TIRAEE 1,4- = -0- FPBEEE -2, 3- - -0- =P EERRELEEE -D- J5
B, 2R R & (e 96% ) .

[1545]  'H-NMR 33 (400MHz. CDC1,) & ppm :

[1546]  7.67 (1H,dd, J = 9. 0Hz,5. 4Hz),7. 16 (11, dd, J = 7. 9Hz, 2. 8Hz) , 7. 05-6. 98 (2H,
m),6.88-6. 76 (1H, m),4. 63-4. 58 (11, m) , 4. 47-4. 41 (1H, m) , 4. 32-4. 10 (3H, m) ,
3. 84-3. 59 (4H, m) , 2. 85-2. 39 (4H, m) , 2. 21-2. 16 (1H, m) , 1. 89-1. 80 (1H, m) , 1. 29-1. 24 (3H,
m).

[1547]  SKjitifh) 126

[1548]  3-[N-(2- 5 —4- WATE ) ZMaAE 1-7, 12- 5 AR [5. 6] + bt -1- 4 —2-
i Ll (Bt &4 5 1-366)

[1549]

[1550] ¥4 34mg (0. 61mmol) 1,4 T — FZ ¥ i T dml — S0 H ¢, UK & B # T 4K X i
A 0. 32ml (1. 83mmol) S 74 48 3k = A JE 7k . 200mg (0. 47mmo1) [¥] 55 i 45 (16a) T 153 3|
[ 6-[N-(2- & 4- M AER) A BEHEE 1-3,3- " HRERE-I-HCHE-1- TRl M
41 1(0.024mmo1) = FF L FFAERE S — 90 P e R IR 36, 76 AH RIS N HERE 2 /i o 76 IR NI
HOINRLRI R BR S A /K W T SR CBE AN K BEA WLZ , KB BREE T8 5 , Jek R i
Gio HRIEHRERALCIEATE (EF) Okt - ZRABE=3 © 1), B ERIME A S —
PR, 193] 6mg AR R EAEY (i :3% ) .

[1551]  #4 :142-144°C

[1552]  'H-NMR J% i (400MHz. CDC1,) & ppm :

[1553] 7.68(1H, dd, J = 9Hz,5Hz),7. 16 (1H, dd, ] = 8Hz,3Hz),7.04 (1H, s),
7.03-6. 98 (2H, m) , 4. 44-4. 40 (1H, m) , 4. 27-4. 11 (2H, m) , 3. 91-3. 62 (4H, m) , 2. 46-2. 38 (1H,
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m),2.31-2. 21 (1H, m), 2. 17-1. 94 (2H, m) , 1. 71-1. 58 (4H, m) , 1. 27 (3H, t, J = THz).

[1554]  SCjtfe) 127

[1555] & & 4-[N-(2- & —4- %0 45 56 ) 2 fed Bt 5 1-3a’,47,67,6a” — PU & 42 [ 3
O —2- M 1,27 BRI [3.4-d] [1. 3] A3 0m 1-3- IR Ol (BIRi &9 T
1-402)

[1556]

[1557]  ARIQSEHER] 21 BRI 7775, S50 21 PRI 1, 4- K -2,3- — -0- =
FEPREBEIE - I IE - ARBEREACHES 1,3, 4,5, 7- F —0— = W P fr st —D- Bl i, 153 1
O RIS (% 56% ) .

[1558]  J45 i :227-228°C

[1559]  'H-NMR %3 (400MHz. CDC1,+CD,0D) 8 ppm :

[1560]  7.61(1H, dd, J = 9Hz,5Hz),7. 17(1H, dd, ] = 8Hz,3Hz),7.07-6. 97 (1H, m),
6.91(1H, s),4.93(1H, dd, J = 6Hz,4Hz),4. 81 (1H, dd, J = 6Hz,4Hz),4.39(1H, d, J =
5Hz) , 4. 26—4. 05 (3H, m), 4. 01 (1H, d, J = 11Hz),3.51-3. 41 (2H, m), 2. 54-2. 34 (2H, m) ,
2.20-2.07 (1H, m) , 1. 90-1. 79 (1H, m) , 1. 25 (3H, t, J = THz).

[1561]  SZjifs) 128

[1562]  8-[N-(2- @ —4- 2 Ik ) 2 MW 1-2,2,3,3- WU 3L -1, 4- (4% 0% [4. 5]
%% —6- I —T- PR LI

[1563]
Me Me
Me 9 _CO,Et o
oL i
S’
F

[1564]  KHRSLEME] (17a) Q&M 735, A H 2,3- ZH 3 -2,3- = [( = APt )
FE ] TR 1,4- = -0- FEPELE -2,3- = -0- = PR PR -D- JRbERE, B3k
R RS Y (3 :10% ) .

[1565]  'H-NMR 3% (400MHz. CDC1,) 6 ppm :

[1566] 7.66 (1H, dd, J = 8. 8Hz,5. 6Hz) ,7. 16 (1H, dd, ] = 7. 8Hz, 2. THz) , 7. 04-7. 03 (1H,
m),6.89 (1H, s),4.37(1H, d, ] = 4.0Hz),4. 25-4. 10 (2H, m),2.51-2. 43 (2H, m) ,
2.24-2.14 (11, m) , 1. 94-1. 89 (1H, m) , 1. 31-1. 23 (15H, m).

[1567]  SEjfs) 129

[1568]  8—[N-(2—- G —4— B A Fk ) 2 fd WEAE 1-2,2,3- = & 2 -1,4- 5 4R 0% [4. 5]
%% —6- 1 —7- R LM

[1569]
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Et Et
o
CO,Et
Et o’@( 2l
'
O,
F

[1570]  MKHESZHEfS] (17a) iZ ik AEH S %10 22 3301 3- 445 -3,4- Z [(=HF
PRI ) A ] OV 1,4- = -0- ZRRIELE -2,3- = -0- R -D- 5
BRI, 15 3] 3 Ek R PG (e :88% ) .

[1571] A& :124-126°C

[1572]1  'H-NMR 33 (400MHz. CDC1,) 8 ppm

[1573]1  7.69-7.66 (1H, m),7. 17-7. 15(1H, m), 7. 04-7. 00 (2H, m) , 6. 88-6. 69 (1H, m) ,
4. 40-4. 39 (1H, m) , 4. 28-4. 10 (2H, m) , 3. 90-3. 68 (1H, m) , 2. 54-2. 31 (2H, m) , 2. 25—-2. 12 (1H,
m), 1. 85-1. 37 (7H, m) , 1. 29-1. 24 (3H, m) , 1. 08—0. 84 (9H, m).

[1574]  SCjEfE) 130

[1575]  (3R)—8—[N-(2—- &l —4- WA ) Sl 1-2, 2, 3- =K% -1, 4- 5 %R [4. 5]
%% —6- 1 —7- R LM

[1576]

[1577]  AKHESEHE] (17a) 8 7, A 226 23 331K R)-1,2- = [( =FREH
TR ) AL 11, 1,2- =R A 1,4- = -0- ZEPEREE -2,3- — -0- = AL ARkLE
55 -D- SRR, 13 R R AR AR LAY (IR :30% ) .

[1578]  'H-NMR Ji (400MHz. CDC1.) & ppm :

[1579]  7.22-6.91 (20H, m),5.99-5. 76 (1H, m) , 4. 54-4. 32 (1H, m) , 4. 34-4. 08 (2H, m) ,
2.87-1.97 (4H, m), 1. 36—1. 14 (3H, m).

[1580]  Sijifsl 131

[1581] (2R, 3R)—8-[N-(2—- A% ) Zmidt 1-2,3- = (FRPHE ) -1,4- Z5 %1% [4. 5]
%% —6— i —T- PR LG (BRtb &5 1-206)

[1582]
HO
HO,
\m} A COE ol

0,

[1583] K M Sz ) 7. (16a) A1 17 (AR 5 v ) D 01 7 46, 4 52 i 1) 54 15 3
) 8-[IN-(2- & ZE 3L ) A BEMEIL 1-1,4- — S %2 [4.5] 2 615 -T- P O BE X B
8—[N-(2- & —4- I ) GEAMESRL 1-1,4- 42908 (4. 5] 2% —6— 44 —7- FIR 48, 53¢
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ETE IR EY) (fE :31% ) .

[1584]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[1585] 7.71-7.67(1H, m),7.41-7.38(1H, m),7.32-7.26 (1H, m), 7. 14-7. 06 (2H,
m),6.90(0.5H, t, J] = 1Hz),6.84(0.5H, t, J = 1Hz),4.47(1H, dd, J = 6Hz,2Hz),
4.26-4.07(3.5H, m),4.05-4. 00 (0. 5H, m), 3. 94-3. 80 (2H, m) , 3. 77-3. 67 (2H, m) ,
2.64-2. 47 (2H, m) , 2. 27-1. 87 (4H, m) , 1. 27-1. 22 (3H, m)..

[1586]  SKjififsl 132

[1587] (2R, 3R)—8—[N-(2— RA&HE ) ZimEdt 1-2,3- = (FRHHE ) -1,4- Z5 %% [4. 5]
%% -6 —7- PR CWE (Bt &% s 1-1392)

[1588]
HO
Ho\m} D A COsE B

o H

AO:S,N@

0,

[1589] K R =L jtifs) 7. (16a) F1 17 CFARTT %) W B 75 i, A FHSE Tt 41 55 453 31|
[ 8-[N-(2- VR JE ) H B WL 1-1,4- R 2408 [4.5] 2 644 -7- F IR & FR A&
8—[N-(2—- G —4- BAR: ) FHEBEEL 1-1,4- — 4 Z8 [4.5] 2% —6- 4 —7- PR L Bs, 15318
ETE IR G (R :28% ) .

[1590]  'H-NMR J%i (500MHz. CDC1,) & ppm :

[1591]  7.71-7.67(1H, m),7.56 (1H, d, J = 8Hz),7. 35-7. 31 (1H, m), 7. 07-6. 98 (2H, m) ,
6.90(0.5H,s),6.84(0.5H, s) , 4. 48 (1H,d, J = 5Hz) , 4. 25—4. 08 (3. 5H,m) , 4. 06—4. 01 (0. 5H,
m) ,3.94-3. 80 (2H, m), 3. 76-3. 68 (2H, m) , 2. 65-2. 48 (2H, m), 2. 23—1. 87 (4H, m) ,
1.27-1. 22 (3H, m).

[1502]  Sijifs) 133

[1593] (2R, 3R)-2,3- = (FRFEE ) -8-[N-(2- MHIRIE ) ZURAESE 1-1,4- —4 iR [4. 5]
%% -6 I —T- PR O (B &S 1-2226)

[1594]
HO
HO
\...} @ _COE
Soud
20
0,

[1595] 4K M SE {9 7. (16a) F1 17 (A T7E) Wl &) J7 ¥4, A8 H 8 it 441 56 45 2|
() 8—[N-(2- M 5 3 ) G ME IR L 1-1,4- S 40028 [4.5] 28 64 -7- F R Z A0 B
8—[N-(2- &l —4- | ARIL ) FEMESE 1-1,4- — 4442 [4. 5] 2% —6- I —7- IR L8, B3I
SETEHIbR G (U :26% ) o

[1596]  'H-NMR J%i (500MHz. CDC1,) & ppm :

[1597]  7.80(1H, d, J = 8Hz),7.68-7.63 (11, m),7.38-7. 33 (1H, m), 6. 90-6. 83 (3H,
m) , 4. 50-4. 46 (1H, m) , 4. 27-4. 09 (3. 5H, m) , 4. 06—4. 02 (0. 5H, m) , 3. 94-3. 80 (2H, m) ,
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3.77-3. 68 (2H, m) , 3. 53 (1H, brs) , 2. 66-2. 56 (1H, m) , 2. 55-2. 49 (1H, m) , 2. 24-2. 14 (1H, m) ,
2.00-1. 85 (2H, m) , 1. 27-1. 23 (3H, m).

[1598]  SCjitifs) 134

[1599] (2R, 3R)-8-[N-(2- A A IL ) 2 i WEdt 1-2,3- = (R ) -1,4- A4 1IR
[4.5] %% —6- & —7- FIR LI (BIRLEW T 1-734)

[1600]
HO
HO
\...:2\ P COuE
by
05

0,

[1601] 4 HE Sl 491 7. (16a) 117 (AR 715 ) 30 8 77 v, A8 FH SE 9] 4 15 3
(1) 8—[N-(2- CIE KL ) S WEWEIE 1-1,4- — 44908 [4.5] %% —6- 14 —7- P L e
8—[N-(2— G —4- A EE ) FREMERE 1-1,4- T4 Z92 [4.5] %% -6 4 —7- PR BE, 531
RS Y (3 :28% ) .

[1602]  'H-NMR 31 (400MHz. CDC1,) & ppm :

[1603]  7.54-7.50 (1H, m),7.23-7. 17 (2H, m), 7. 15-7. 09 (1H, m) , 6. 94-6. 91 (0. 5H, m) ,
6. 88-6. 85 (0. 5H, m) , 6. 70 (0. 5H, s),6.65(0. 5H, s),4. 48-4. 43 (1H, m) , 4. 28-4. 08 (3. 5H,
m) , 4. 06—4. 00 (0. 5H, m), 3. 93-3. 80 (2H, m) , 3. 76-3. 68 (2H, m), 2. 70-2. 61 (2H, m),
2.55-2. 41 (2H, m) , 2. 21-2. 07 (1H, m) , 1. 96-1. 75 (3H, m) , 1. 64-1. 52 (2H, m) , 1. 42-1. 23 (9H,
m), 0. 91-0. 85 (3H, m).

[1604]  SLjtifs) 135

[1605] (2R, 3R)—8-[N-(2- BRI K4 ) A B MEAL 1-2,3- — (G2 3L ) -1,4- IR
[4.5] %% -6- 4% —7- FIR LG (BIRLEYYR'5 1-910)

[1606]
HO
HO
\mc-?\o CO,Et Hept
b
e

0,

[1607] 4K H& SZ it 5] 7. (16a) F1 17 (AR 7% ) d 80/ J7 ¥4, i S8l 1) 5 45 2
(1) 8—[N-(2- BEdd 26 5L ) S WAmEIE 1-1,4- 44908 [4.5]) %% —6- 1% —7- P L BE 0B
8—[N-(2- G —4- T AFEE ) FREMERE 1-1,4- 4 Z92 [4.5] %% -6 4 —7- PR BE, 531
RS Y (3R :33% ) .
[1608]  'H-NMR Ji% (400MHz. CDC1,) 6 ppm :
[1609]  754-750 (1H, m),7.23-7. 18 (2H, m), 7. 14-7. 09 (1H, m), 6.94-6.91 (0. 5H, m),
6. 88-6. 85 (0. 5H, m) , 6. 70 (0. 5H, s),6. 65 (0. 5H, s),4. 47-4. 43 (1H, m) , 4. 28-4. 08 (3. 5H,
m) ,4.06-4.00(0.5H, m),3.93-3.80(2H, m),3.76-3. 68 (2H, m), 2. 70-2. 61 (2H,
m),2.54-2. 41 (2H, m), 2. 20-2. 08 (1H, m), 1. 96-1. 74 (3H, m), 1. 64-1. 53 (2H, m) ,
1.41-1. 22 (11H, m) ,0. 88 (3H, t, J = THz).
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[1610]  SZjfEfs] 136

[1611] (2R, 3R) —8—[N-(2— G —4— FIZEAHL ) ZmaleAE 1-2,3- = (ML) -1, 4- 4%
W2 [4.5] 2% —6- 4 —-7- FRR LIS (Wb &W9m's 1-470)

[1612]

Me
[1613] KM SZHfe) 7. (16a) 117 (R ARTT¥E ) &R Ty v, A8 A S 4 108 H 43 21 1)
8—[N-(2— &1 —4— R FE ) FREEIE 1-1,4- W2 [4.5] 2% —6- 45 —7- B OHACEF
8—[N-(2- &l —4- FAHL ) FMAMERE 1-1,4- — 4242 [4. 5] 2% —6— 47 —7- PR LG, 236
E IR G (fE :50% ) .
[1614]  'H-NMR J&i (400MHz. CDCl,) & ppm :
[1615]  7.56 (1H,dd, J = 8Hz,2Hz),7.23-7. 21 (1H,m), 7. 11-7. 07 (1H,m) , 7. 01 (1H, brs) ,
6.90(0. 5H, t, ] = 1Hz) , 6. 84-6. 82(0. 5H,m) , 4. 44 (1H, dd, ] = 6Hz, 2Hz) , 4. 27-4. 08 (3. 5H,
m) , 4. 05—4. 00 (0. 5H, m) , 3. 93-3. 80 (2H, m) , 3. 77-3. 68 (2H, m) , 2. 63-2. 44 (2H, m) , 2. 31 (3H,
s),2.22-1.62(4H, m), 1. 29-1. 23 (3H, m).
[1616]  SKjifs)] 137
[1617]1 (2R, 3R)-8-[N-(2,4- 5% ) ZMHELE 1-2,3- = (R ) -1,4- 4 %R
[4.5] %& -6 4 -7T- FIRLHE (BIonibG 'S 1-2499)

[1618]
HO
HO
\m}o

[1619] 4K M SZE o) 7. (16a) A1 17 (AR5 i) W B U7 v, A% I SE 44 106 15 2
() 8—[N-(2,4- "5 ZEH ) EREEEEE 1-1,4- 42412 [4.5] %8 —6- % —-7T- MR L BfUE
8—[N-(2- & —4- I ) FHEWEAE 1-1,4- 42402 [4. 5] %% —6- 7 —7- TR L8, 236
E TR EY (R :22% ) .

[1620]  'H-NMR J&if (400MHz. CDC1,) & ppm :

[16211  7.64(1H, dd, J = 9Hz,2Hz),7. 41 (1H, d, J = 2Hz),7. 28-7. 25 (1H, m), 7. 07 (1H,
brs),6.91(0.5H, t, J] = 1Hz),6.85(0.5H, t, J] = 1Hz),4.43(1H, dd, ] = 6Hz,2Hz),
4. 26-4. 09 (3. 5H, m) ,4. 07-4. 02 (0. 5H, m) , 3. 94-3. 81 (2H, m) , 3. 77-3. 68 (2H, m) ,
2.60-2. 47 (2H, m) , 2. 24-1. 85 (4H, m) , 1. 29-1. 24 (3H, m).

[1622]  SLjifs] 138

[1623] (2R, 3R)-8-[N-(2- J] —4- S ) Z MWL 1-2,3- = (R FE) -1, 4- 5 SR
[4.5] 3§ —6- & -7T- PR LER (Blb &9 5 1-2408)
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[1624]

cl

[1625] AR SCife) 7. (16a) A1 17 (A7) Q2 J7 v, Af H SEHE 1 93 h 15 21
8—[N-(2- R —4- E K ) FEELEE 1-1,4- — 5 2418 [4.5] 2% -6- 4 -7- B L BEICH
8—[N-(2- & —4- | IRIL ) FEEEEE 1-1,4- — 4242 [4. 5] 2% —6- 4% -7- PR L8, 238
TR A G (R :10% ) o

[1626]  'H-NMR y&if (500MHz. CDC1,) & ppm :

[1627]  7.64(1H, dd, J = 9Hz,3Hz),7.57 (1H, d, J = 2Hz),7. 31 (1H, dd, J = 9Hz, 2Hz) ,
7. 01 (1H, brs),6.91(0.5H, s),6.85(0.5H, s),4.45(1H, d, ] = 4Hz),4. 26-4. 10 (3. 5H,
m) , 4. 06-4. 02 (0. 5H, m),3.94-3.82(2H, m),3. 77-3. 69 (2H, m), 2. 61-2. 48 (2H, m) ,
2.24-2.15(1H, m) , 2. 02-1. 85 (3H, m) , 1. 29-1. 24 (3H, m).

[1628]  SLjififsl 139

[1629] (2R, 3R)-8-[N-(2- S -6 FEEAEL ) &Mt 1-2,3- = (FRF&EE ) -1,4- &A%
2 [4.5] %% -6- & —-7- IR LER (Bl &9 5 1-1480)

[1630]

[1631] KM SR 7. (16a) 117 (AR ) W8 J v, A8 A S 112 43 211
8—[N-(2— &1 —6— IR ) EBEMiIE 1-1,4- 4742 [4. 5] 2% —6- 45 —7- R L HIUE
8—[N-(2- & —4— AL ) FMAMERE 1-1,4- — 4242 [4. 5] 2% —6— 4% —7—- PR L8, 238
E T HIRR A G (fE :45% ) o

[1632]  'H-NMR ¥&if (500MHz. CDC1,) & ppm :

[1633] 7.28(1H, dd, J = 8Hz,1Hz),7.23-7.07(3H, m),6.93-6.91(0.5H, m),
6. 86-6. 85 (0. 5H, m) , 4. 80—-4. 76 (1H, m) , 4. 30-4. 17 (3H, m) , 4. 11-4. 07 (0. 54, m) ,
4.04-4.00 (0. 5H, m),3.92-3. 81 (2H, m), 3. 75-3. 69 (2H, m) , 2. 59-2. 48 (3H, m) ,
2.42-2.33(1H, m), 2. 26-2. 15(1H, m), 2. 07 (1H, brs), 1. 94-1. 85 (1H, m), L. 63 (1H, brs),
1.29-1. 24 (3H, m).

[1634]  SCjEfH] 140

[1635] (2R, 3R)—8-[N-(3- & —4- W3 ) &Mkt 1-2,3- = (a3 ) -1, 4- 4 vz
[4.5] 2& —6-J& —7T- IR LEE (BIRLEDS 'S 1-2366)

[1636]
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N
5L
F

[1637] RIS 7. (16a) Al 17 CEAXTTIE ) B T7 ik, 4 1 L] 80 H 15 21 (1
8—[N-(3- &0 —4- KL ) EMEMESE 1-1,4- 402 [4.5] % —6- 1 —7- PR 0B
8—[N-(2- & —4- S ETL ) ZUAMESE 1-1, 4- —4(Z92 [4. 5] %% —6- 1% —7- IR LME, 1331
ETEbRE G (IR :47% )

[1638]  'H-NMR J&if (400MHz. CDC1,) & ppm :

[1639]  7.47(1H,dd, J = 6Hz,3Hz), 7. 29-7. 25 (1H,m) , 7. 17-7. 06 (2H, m) , 6. 97 (0. 5H, t, J
= 1Hz) , 6. 93-6. 92 (0. 5H,m) , 4. 33-4. 09 (4. 5H,m) , 4. 06—4. 02 (0. 5H,m) , 3. 94-3. 82 (2H,m) ,
3.77-3. 68 (2H, m) , 2. 48-2. 40 (1H, m) , 2. 34-2. 24 (1H, m) , 2. 12-2. 01 (2H, m) , 1. 97-1. 89 (2H,
m), 1. 35 (3H, t, ] = THz).

[1640]  SEZjfiifs] 141

[1641] (2R, 3R)—8-[N-(2- 5 —4,6— 3 AL ) 2lili2t 1-2,3- = R ) -1,4- =45
Z2 [4.5] 28 —6- 45 —T- FIRLBs (HInib & Ygm's 1-2548)

[1642]
HO
HO
\'":2\0 CO,Et cl
LR
F

[1643]  ARKHESEHf] 7. (16a) 117 CRARTT V) 8K 7532, 8 F S 9] 115 45 31 i)
8-[N-(2- 5 —4,6- I ) GMAEEEE 1-1,4- 502 [4. 5] 28 —6- 4% —7- R ZHEAC
B 8-[N-(2- & —4- AR ) EUREEERE 1-1,4- 408 [4.5] & —6- 4% -T- HIR L Hg, 153
B E TR G (HeEE :35% ) »

[1644]  'H-NMR y%i# (500MHz. CDC1,) 8 ppm :

[1645] 7.07-6.85(4H, m),4.67(1H, dd, J = 10Hz,6Hz),4.32-4. 19 (3H, m),
4.14-4. 02 (1H, m) , 3. 93-3. 82 (2H, m) , 3. 76-3. 70 (2H, m) , 2. 66-2. 55 (1H, m) , 2. 43-2. 34 (1H,
m), 2. 28-2. 17 (1H, m) , 2. 06—1. 88 (3H, m) , 1. 33-1. 29 (3H, m).

[1646]  Sjlifs] 142

[1647] (2R, 3R)-8-[N-(2,6- & —4- oK% ) &NEE 1-2,3- — () -1,4- =
FIRIR [4.5] %8 —6- 4 -T- IR CKE (BIRLEWg s 1-2555)

[1648]
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HO
HO,
\m}o CO,Et cl
F

0,
Cl

[1649] (K BEASZHM] 7. (16a) 17T ARV ) 8 77k, A0 A S 44 116 43 21
8—[N-(2,6— & —4- F KL ) AL 1-1,4- —5H IR [4.5] 28 —6- 4 —7T- FIR AR
B 8-[N-(2- & —4- FOREE ) &EEEE 1-1,4- "5 2442 [4.5] 28 —6- 4% -7- HER WG, 15
e bR EY) (W3R :25% ) .

[1650]  'H-NMR Jif (400MHz. CDC1,) & ppm :

[1651]  7.26-7.05(3H, m),6.97-6. 95 (0. 5H, m), 6. 90-6. 89 (0. 5H, m) , 4. 85—4. 80 (1H,
m) , 4. 33-4. 19 (3H, m) , 4. 13-4. 08 (0. 5H, m) , 4. 06—4. 02 (0. 5H, m) , 3. 93-3. 82 (2H, m) ,
3. 76-3.70 (2H, m) , 2. 72-2. 56 (1H, m) , 2. 39-2. 20 (2H, m) , 2. 05—1. 59 (3H, m) , 1. 35—1. 30 (3H,
m).

[1652]  SEjifs] 143

[1653] (2R, 3R)—8-[N-(2- R —6— & —4— A% ) 2lhililt 1-2,3- = (FRFHE)-1,4- =
FMIR [4.5] % —6-J4 -T- PR LK (BRib &5 1-2562)

[1654]
HO
Ho\m} Q COEt
P
Br F

[1655] KISt 7. (16a) F1 17 CFAC T2 ) LB J7 v, A8 FH SE i) 117 45 2011
8—[N-(2-J] -6 & —4— AR ) REEEIL 1-1,4- 5 I8 [4.5] & —6- 4% —7- F IR LME
B 8-[N-(2- & —4- FARFE ) FEAEEIE 1-1,4- —5H 2 [4.5] 25 -6- 44 —7- IR L1,
RN E bR ST (IR :29% ) .
[1656]  'H-NMR J&if (500MHz. CDC1,) & ppm :
[1657] 7.36-7.31(1H, m),7.23-7.19(1H, m),7. 16 (1H, brs),6.95 (0.5H, s),
6.90-6. 88 (0. 5H, m) ,4.91-4. 85(1H, m), 4. 33-4. 17(3H, m) ,4. 15-4. 00 (1H, m) ,
3.94-3. 80 (2H, m) , 3. 76-3. 70 (2H, m) , 3. 55 (1H, brs) , 2. 70-2. 57 (1H, m) , 2. 38-2. 16 (2H, m) ,
1.96-1. 87 (2H, m) , 1. 35-1. 30 (3H, m)..
[1658]  Sjfsl] 144
[1659] (2R, 3R)—8-[N-(2,4- g Ik ) ZBAEEEE 1-2,3- — (FRAIE) -1,4- 4 HRIE
[4.5] %& —6-J& -T- PR LEE (BlRib&W9 T 1-294)
[1660]
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HO
HO
N COEt
A
29!
O,
F

[1661] KIS 7. (16a) F1 17 CFARTT i) D20 5 v, A8 sl g) 77 w45 30 (1)
8—[N-(2,4- 5 &) EBEMER 1-1,4- — 4 2408 [4.5] %% —6- 4% —7T- PR TS0
8—[N-(2- & —4- | IRIL ) AW 1-1,4- — 4 Z4i2 [4. 5] 2% —6— 47 —7- IR L8, 2138
E T IR AL G (fE :35% ) o

[1662]  'H-NMR y%i (400MHz. CDC1,) 8 ppm :

[1663] 7.63-7.56 (11, m),7.07 (1H, brs),6.94-6. 85 (3H, m), 4. 38-4. 34 (1H, m),
4.30-4.08(3.5H, m),4.06-4.00(0.5H, m),3.93-3.81(2H, m), 3. 78-3. 68 (2H, m),
2.53-2.40 (2H, m) , 2. 38-1. 87 (4H, m) , 1. 31-1. 27 (3H, m).

[1664]  SCjfH] 145

[1665]  (2S,3S)-8-[N-(2,4- & AR ) BELEE 1-2,3- = (FRHE)-1,4- 4 %8
[4.5] 2& —6-J& —-7T- FIR LG (BIRE %5 1-294)

[1666]

O,

[1667] (K FESLEf] 7. (16a) F1 18 (AR T %) d By Jy vk, A6 FH SE i) 77 w43 211
8—[N-(2,4- "4 K 3L ) U BAMEIL 1-1,4- 402412 [4.5] %% —6- & —7- TR £ B5 L%
8—[N-(2- & —4- | AHE ) SURAIERE 1-1,4- 4 Z92 [4. 5] %% —6— 15 —7- IR ZHE, 531
E TR G (I :58% )

[1668]  'H-NMR Jif (400MHz. CDC1,) & ppm :

[1669] 7.62-7.57 (1H, m),6.93-6.86 (3H, m),4. 37-4. 34 (1H, m) , 4. 29-4. 18 (3H,
m) , 4. 13-4. 09 (0. 5H, m) , 4. 06-4. 01 (0. 5H, m), 3. 94-3. 82 (2H, m) , 3. 76-3. 69 (2H, m) ,
2.53-2. 39 (2H, m) , 2. 21-1. 50 (4H, m) , 1. 32—1. 27 (3H, m)..

[1670]  SLjitifsl 146

[1671] (2R, 3R)—8-[N-(2— ¥R —4- AL ) 2t 1-2,3- = (FRPEE) -1, 4- 545
[4.5] %% —6- & -7T- PR LER (Bl &9 s 1-1568)

[1672]
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[1673]  KEESEHE ] 7. (16a) H1 L7 CFARTT %) BRI 7 32, A8 H St f9) 78 w453 31 (1)
8—[N-(2- ¥R —4- I ) FMIERE 1-1,4- 4 %02 [4.5] % —6- 1% —7T- MR O M0k
8—-[N-(2— G —4- FAEE ) GUEMERE 1-1,4- 4 Z08 [4.5] 2% —6— 4% —7- PR LBE, 15318
E TR G (IR :33% )

[1674]  'H-NMR J%i (500MHz. CDC1,) & ppm :

[1675]  7.69-7.64 (1H, m),7.33(1H, dd, ] = 7Hz,3Hz),7. 10-7. 05 (1H, m), 6. 93 (1H,
brs),6.93(0.5H, s),6.84(0.5H, s),4.44(1H, d, J = 4Hz),4. 27-4. 09 (3. 5H, m),
4. 06-4. 01 (0. 5H, m) , 3. 94-3. 80 (2H, m) , 3. 77-3. 68 (2H, m) , 3. 54 (1H, brs) , 2. 61-2. 46 (2H,
m) , 2. 23-2. 14 (1H, m) , 2. 02-1. 85 (2H, m) , 1. 29-1. 24 (3H, m).

[1676]  Sjfs] 147

[1677]1  (2S,3S)-8-[N-(2- ¥R —4- J A% ) AMEBEE: 1-2,3- = (RFE)-1,4- —&8R.
2 [4. 5] 2% —6- 4 —7- FIR LEG (I n b &5 1-1568)

[1678]

[1679]  KEESEHE ] 7. (16a) H1 18 (CFANTT %) B 7 2, A H SL i 491 78 w45 31 (1)
8—[N-(2- 1R —4- A IE ) FWEERE 1-1,4- 4 v 02 [4.5] & —6- 1% —7- MR M0k
8—[N-(2- &l —4- | AL ) AL 1-1,4- —4 242 [4. 5] 2% —6- 4% -7- PR L HE, 731H
BRI EY (IE :49% ) .

[1680]  'H-NMR J1% (400MHz. CDC1,) & ppm :

[1681]  7.69-7.65(1H,m),7. 33 (1H, dd, ] = 8Hz, 3Hz),7. 10-7. 06 (1H, m) , 6. 99 (1H, brs),
6. 91 (0. 5H, s) , 6. 83(0. 5H, s) , 4. 44 (1H, d, ] = 4Hz) , 4. 24-3. 73(8H,m) , 2. 61-2. 48 (2H, m) ,
2.61-2. 48 (1H, m) , 1. 96-1. 87 (1H, m) , 1. 26 (3H, t, J] = 6Hz).

[1682]  SCjifs] 148

[1683]  (2R,3R)—8-[N-(2- T & —4- AR ) ZUBAMEAE 1-2,3- = (BRI ) -1,4- 5
W2 (4. 5] %% —6- 4G —T- FIRLIE (Pl tb &9 5 1-646)

[1684]
HO
HO
\"l}o C02Et B
O/@ n n-pbu
2
F

[1685] Ak ME St 7. (16a) A 17 CFARTT L) 28 77 325, A8 A S5 85 v 45 31 11
8—[N—(2- T 2 —4- AL ) EmESE 1-1,4- 42902 [4.5] 2% —6- 4% —7T- MR BUE:
8—[N-(2- &l —4- F AL ) AWML 1-1,4- — 4242 [4. 5] 2% —6- 15 -7- IR LB, 15331
LTI E S (BCE :40% ) .
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[1686]  'H-NMR yi (400MHz. CDC1,) 8 ppm :

[1687] 7.51-7.45(1H, m),6.97-6.85(3H, m),6.65(0.5H, s),6.59(0.5H, s),
4.43-4. 36 (1H, m) ,4.29-4. 16 (3H, m) , 4. 13-4. 08 (0. 5H, m),4.07-4.01(0.5H, m),
3.95-3. 80 (2H, m) , 3. 77-3. 68 (2H, m) , 2. 78-2. 62 (2H, m) , 2. 53-2. 35 (2H, m) , 2. 19-1. 84 (4H,
m), 1. 65-1. 49 (2H, m) , 1. 44-1. 35 (2H, m) , 1. 33-1. 27 (31, m) , 0. 95 (3H, t, ] = THz).

[1688]  SKjifs] 149

[1689]  (2S,3S)—8-[N-(2- T 2& —4- J R0 ) ZUAmEEE 1-2,3- = (FRFFE ) -1,4- —&8
2 [4.5] %% —6- & —7T- FIRLEE (B &Y9m 5 1-646)

[1690]

[1691] AR SCEf5) 7. (16a) F 18 (A TT %) I8 77 2, A8 I SE it %] 85 v 15 21 1)
8—[N-(2— T2 —4- WA ) FBEEEEE 1-1,4- — 48 [4. 5] 2% —6- 4% —7- PR BEICH
8—[N-(2- & —4- WKL) SUREEERE 1-1,4- — 4292 [4.5] 2% —6- 1% —7- PRE L B8, 1933k
ARSI Y (I :14% ) .

[1692]  'H-NMR i (400MHz. CDC1,) & ppm :

[1693] 7.50-7.44(1H, m),6.98-6.86 (3H, m),6.73(0.4H, s),6.68(0.6H, s),
4.43-4. 37 (1H, m) , 4. 26-4. 16 (3H, m), 4. 11-4. 07 (0. 4H, m) , 4. 05-3. 99 (0. 6H, m),
3.90-3.80 (2H, m) , 3. 78-3. 68 (2H, m) , 2. 77-2. 62 (2H, m) , 2. 53-2. 23 (3H, m) , 2. 20-2. 07 (2H,
m), 1. 96-1. 86 (1H, m) , 1. 63-1. 53 (2H, m) , 1. 44-1. 34 (2H, m) , 1. 32-1. 26 (3H, m) , 0. 95 (3H, t,
J = THz).

[1694]  SLjsifs] 150

[1695] (2R, 3R)—8—[N-(4- i —2— [RIEEAREE ) GEMER: 1-2,3- = (FRH&EE ) -1,4- 54
2 [4. 5] 2% —6- i —7- FIR LEG (I nib &' 1-1744)

[1696]
HO
HO
\m} O _CO,EL oont
Ol@( ; n-Pen
20!

O,
F

[1697] AR SCHEfE 7. (16a) F 17 (BACTT %) Q8 77 25, A8 I SE it %1 86 v 15 21 1)
8—[N-(4— i —2— A ) EREEIE 1-1,4- W2 [4.5] 2% —6- 45 —7- IR O F(URF
8—[N-(2- 5 —4- W AR ) SUREEERE 1-1,4- — 4292 [4.5] 2% —6- 1% -7- PRGBS, 1933k
LT TR E Y (R :33% ) .

[1698]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[1699] 7.50-7.43(1H, m),6.97-6.85(3H, m),6.67(0.5H, s),6.61(0.5H, s),
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4.42-4.37(1H, m), 4. 30-4. 17 (3H, m) , 4. 12-4. 08 (0. 5H, m) , 4. 05-4. 01 (0. 5H, m) ,
3.93-3.82(2H, m) , 3. 76-3. 68 (2H, m) , 2. 77-2. 61 (2H, m) , 2. 53-2. 35 (2H, m) , 2. 19-1. 80 (4H,
m) , 1. 66-1. 50 (2H, m) , 1. 40—1. 22 (7H, m) , 0. 95-0. 87 (3H, m)..

[1700]  SEjifs] 151

[1701]  (2S,3S) —8-[N-(4- 95l —2— LRI ) GUmEdE 1-2,3- = (R 3 ) -1,4- Z5
2 [4.5] %% —6-J& —7- FIRLEE (BIRib W95 1-1744)

[1702]
Ho\g
HO
o]
;(O\’KEECOZE}\-Pent
N
S/
O;

F
[1703] KB SEHE ] 7. (16a) F1 18 (CFANTT i) DM J7 2, A8 SL 51 86 o 43 21 (1)
8—[N-(4— i —2— MFEFRL ) S 1-1,4- I8 [4.5] 28 —6- 4 —T- HIROBEUE
8—[N-(2- 5 —4- W AEIL ) SAMESL 1-1, 4- 442 [4. 5] %% —6— % —7- MR L IE, 13 31V%
LT TR RIS (R :30% ) .

[1704]  'H-NMR 33 (400MHz. CDC1,) & ppm :

[1705]  7.50-7.42(1H, m),6.97-6.84 (3H, m),6.77(0.5H, s),6.72(0.5H, s),
4.42-4.36 (1H, m) , 4. 30-4. 14 (3H, m) , 4. 12-4. 05 (0. 5H, m) , 4. 04-3. 98 (0. 5H, m) ,
3.91-3.77(2H, m),3.76-3.67(2H, m), 2.76-2.59(2H, m),2.53-2.20 (4H, m),
2. 20-2. 06 (1H, m) , 1. 97-1. 84 (1H, m) , 1. 66—1. 52 (2H, m) , 1. 41-1. 22 (7H, m) , 0. 95-0. 88 (3H,
m).

[1706]  SEjtifsl] 152

[1707] (2R, 3R) —8—[N-(4- # —2—- LRI ) 2l ilEdE 1-2,3- — (FRMEE) -1, 4- 4%
2 [4.5] %% —6- & —7T- FERLWE (Bl EW9m's 1-822)

[1708]
HO
HO
\m} ? CO,Et
O":\:( b n-Hex
20!

0.
F

[1709] AR SEHEfE) 7. (16a) F1 17 (A7) I8 J7 25, A8 T SE i 1 87 rh 15 21 1)
8—[N-(4— Ji —2- R ) EREEIE 1-1,4- W2 [4.5] 2% —6- 45 —7- IR OFIUEF
8—[N-(2- &l —4- F AL ) IR 1-1,4- — 4242 [4. 5] 2% —6- 47 —7- MR L8, 238
SETERIbREA A (R 54% ) o

[1710]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[1711]  7.50-7.45(1H, m) ,6.96-6. 86 (3H, m),6.67 (0. 5H, s),6.61(0.5H, s),
4.41-4.37(1H, m),4.30-4. 16 (3H, m) , 4. 13-4. 08(0. 5H, m), 4. 06-4. 01 (0. 5H, m),
3.93-3. 81 (2H, m), 3. 76-3. 69 (2H, m) , 2. 76-2. 61 (2H, m) , 2. 52-2. 36 (2H, m) , 2. 20—1. 50 (6H,
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m), 1. 41-1. 26 (9H, m) , 0. 91-0. 86 (3H, m).

[1712]  SCjtEfe) 153

[1713]  (2S,3S)-8-[N-(4- 95l —2—- CEEARIL ) GUmEAE -2, 3- = (R F 3 ) -1,4- —5
02 [4.5] %8 -6- & —7- FIRCER (BIRLEYon'S 1-822)

[1714]

HO—
HO 7
0
;(O]C[cozan_mx
N
sl
0.

[1715] AR S fe) 7. (16a) FT 18 (A7) I8 J7 v, A8 I SE it 41 87 vh 15 21 1)
8—[N-(4- F —2— CHEZFEIL ) FESEEEE 1-1,4- — 48 [4. 5] 2% —6- 4 —7- FIRZBRICH
8—[N-(2- &l —4- F AL ) FHEEEEL 1-1,4- — 4242 [4. 5] 2% —6- 47 -7- IR L8, 238
ETERIbREA A (IR 54% ) o

[1716]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[1717]  7.50-7. 44 (1H, m), 6. 96—6. 86 (3H, m) , 6. 70-6. 67 (0. 5H, m) , 6. 64-6. 61 (0. 5H,
m) , 4. 41-4. 37 (11, m) , 4. 29-4. 15 (3H, m) , 4. 12-4. 07 (0. 5H, m) , 4. 05-4. 00 (0. 5H, m) ,
3.93-3.80 (2H, m) , 3. 76-3. 68 (2H, m) , 2. 76-2. 61 (2H, m) , 2. 52-2. 35 (2H, m) , 2. 31-1. 51 (6H,
m) , 1. 40—1. 26 (9H, m) , 0. 91-0. 86 (3H, m).

[1718]  SEjifh) 154

[1719] (2R, 3R)—8—[N-(4- i —2— PEIEAIL ) st 1-2,3- = (2L ) -1,4- &A%
2 [4.5] %% —6- & -7- PR LB (BlIRib &Y 95 1-998)

[1720]
HO
HO
\"'}O COzEt H
0,1:::1: i -Hept

[1721]1 RIS e 9] 7. (16a) AT 17 (A7) Q20 77 25, A8 SE it %1 88 v 15 21 11
8—[N-(4- F —2— BEdLZEIL ) ZURSEEEE 1-1,4- 48 [4. 5] 2% —6- 4 —7- FIR ZBRICH
8—[N-(2- & —4- F AL ) FHEEEEL 1-1,4- — 4242 [4. 5] 2% —6- 4% —7- MR LG, 238
ETE IR EY) (R :41% ) .

[1722]  'H-NMR J&i (400MHz. CDC1,) & ppm :

[1723]1  7.49 (1H,m),6.96-6. 87 (3H, m) , 6. 68 (0. 5H, s) , 6. 61 (0. 5H, s) , 4. 41-4. 40 (1H, m) ,
4. 30-3. 71 (8H, m) , 2. 72-2. 65 (2H, m) , 2. 48-2. 39 (2H, m) , 2. 14-2. 10 (2H, m) , 1. 95—1. 87 (2H,
m), 1. 37-1. 22 (11H, m), 0. 88 (3H, t, ] = 7Hz).

[1724]  SCJEfH) 155

[1725]  (2S,3S)-8-[N-(4- R —2— BEdkoR 3t ) alfmihdt 1-2,3- = (A3 ) -1,4- 4
FU2 [4.5] %5 —6- 4 —T- FIRLEE (BIRib B9 'S 1-998)
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[1726]
HC)~2
HO  ;
0
N
S‘
O;

F
[1727]1 KIS HEfE) 7. (16a) AT 18 (A7 ¥ ) I 2 J7 25, A St 41 88 wh 15 21 11
8—[N-(4— J —2— PR ) EEMIE 1-1,4- 742 [4. 5] 2% —6- 45 —7- R L HICE
8—[N-(2- &l —4- AL ) AW 1-1,4- — 4212 [4. 5] 2% —6- 4% -7- PR LG, 12314
B ETERAR LAY (I :70% ) .

[1728]  'H-NMR ¥&if (400MHz. CDC1,) & ppm :

[1720] 7.50,7.48(1H, m),6.97-6.88(3H, m),6.70(0.5H, s),6.70(0.5H, s),
4. 41-4. 39 (1H, m) , 4. 28-3. 71 (8, m) , 2. 75-2. 63 (2H, m) , 2. 51-2. 37 (2H, m) , 2. 19-2. 10 (2H,
m), 1. 95-1. 88 (2H, m), 1. 35-1. 23 (11H, m),0. 88 (3H, t, | = THz).

[1730]  SCjf5] 156

[1731] (2R, 3R)—8-[N-(4— i —2— I AHE ) Sl 1-2,3- = (R H&E ) -1,4- &8¢
B2 [4.5] %% -6- 4 -T- FIR LS (B EWdw's 1-1920)

[1732]
HO

0 0
YT CO,Et Ot
S’N‘][:E:l\

H

0,
F

[1733] KIS 7. (16a) 117 CFARTT I8 ) 200 7 v, A8 s i 49 89 wh 45 31 (1)
8—[N-(4- Ji —2—- ¥ FEIEIL ) EREHERE 1-1,4- 48 [4. 5] 2% —6- 4% -7- PR L BEICH
8—[N-(2- & —4- AT ) FEEEEE 1-1,4- — 4242 [4. 5] 2% —6- 45 —7—- PR L8, 2318
ETEHRIRR G (R :47% ) o

[1734]  'H-NMR J&i (400MHz. CDC1®) & ppm :

[1735] 7.51-7.47(1H, m),6.97-6.88(3H, m),6.71(0.5H, s),6.64(0.5H, s),
4.41-4.39(1H, m), 4. 28-3.72(8H, m),2.76-2.62(2H, m),2.51-2.37(2H, m),
2.18-1.89 (4H, m) , 1. 37-1. 27 (13H, m) , 0. 88 (3H, t, J = THz).

[1736]  SEjfs) 157

[1737]  (2S,3S)—8-[N-(4- 5 —2— F 2L 2R 0L ) 2l imEdt 1-2,3- = (R ) -1,4- —5 2%
2 [4.5] %% -6- & -7- PR LER (Bl &% 95 1-1920)

[1738]
HO—,
HO  }
0
\—(C:’C(COZE“' ot
H
sV
0,
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[1730]  fKEESEHE ] 7. (16a) H1 18 (CRFAXNTT %) DB 7 2%, A8 H L i 51 89 453 21 (1)
8—[N-(4- g —2— FFFEIEIL ) EEEEEE 1-1,4- 428 [4. 5] 2% —6— 4% —7- PR L BEICH
8-[N-(2- & —4- AR ) AR 1-1,4- 4 Z8 [4.5] 2% —6- 4% —7- PR L HE, 15318
E TR G (IR :51% )

[1740]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[1741]  7.49(1H, dd, J = 9Hz,5Hz),6.97-6. 88 (3H, m) ,6. 69 (0. 5H, s),6.63 (0. 5H, s),
4. 41-4. 39 (1H, m) , 4. 31-3. 70 (8H, m) , 2. 72-2. 66 (2H, m) , 2. 52-2. 37 (2H, m) , 2. 19-1. 88 (4H,
m), 1. 37-1. 27 (13H, m) , 0. 88 (3H, t, ] = THz).

[1742]  SEjifh) 158

[1743] (2R, 3R) -8~ [N-(4- 9 —2— THEAEE ) Bl 1-2,3- — (3L ) -1, 4- 50k
2 [4.5] %% -6- & —7- PR LER (Bl &Y s 1-2604)

[1744]

HO

HO o
\Hlu COzEt N
O»[t[ b -Non
£ 0L

O,
F

[1745] AR SEHE(E) 7. (16a) F 17 (A7) Q8 77 325, A8 T SE 1 90 h 15 21 1)
8—[N-(4— 45 —2—- FHIEEL ) EREWEIL 1-1,4- 492 [4. 5] & —6- 4 —7- IR OFefCRF
8-[N-(2- & —4- TR ) FEELIE 1-1,4- — 52418 [4.5] % —6- 4% —7- PR LB, 153
TE TR RIS AT (B :48% ) o AMAMAE IR HPLC 45040 T W] 43 B9 A PO A% e i
o

[1746] HPLC 4%

[1747]1  #F :CHIRALPAK AD-H(Daicel Chemical Industries,

[1748] Ltd. 45~

[1749] W £ 0. 46¢m, K 25cm)

[1750]1  JiBAH :CFc . 2- AEE=7 © 3

[1751]  Fow rate :1.0ml/min

[1752]  ELAZ :40°C

[1753] £ :254nm (UV)

[1754]  fREEIN TR ARBMEAL G (B0 ) 4. 43 J38h

[1755] R E (BB AN ) 4. 73 43

[1756]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[1757]  7.50-7.45(1H, m),6.97-6.86 (31, m),6.66(0.5H, s),6.60(0.5H, s),
4.42-4.37(1H, m),4.28-4. 18 (3H, m), 4. 13-4. 08(0. 5H, m), 4. 06-4. 01 (0. 5H, m),
3.95-3. 81 (2H, m) , 3. 76-3. 69 (2H, m) , 2. 77-2. 61 (2H, m) , 2. 53-2. 35 (2H, m) , 2. 19-1. 99 (2H,
m), 1. 96-1. 86 (2H, m) , 1. 64-1. 52 (2H, m) , 1. 40-1. 18 (15H, m) , 0. 91-0. 85 (3H, m).

[1758]  SEjifs) 159

(17501 (25,3S) -8~[N-(4- 9 —2— THLAREE ) Gl 1-2,3- — (A3 ) -1, 4- Z50k
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W2 [4. 5] %% —6- I -7- FIR LK (I &Wg S 1-2604)

[1760]
HO—,
HO
o}
\—(; ,-O:CO':Etn-Non
N
sf
0,

F
[1761] KIS fe) 7. (16a) FT 18 (A7) I8 J7 25, A8 SEHE %1 90 mh 15 211
8—[N-(4- 4 —2- TFHARFEL ) FMEEE 1-1,4- 48542 [4.5] 28 —6- 44 —7- FIR O M0
8—[N-(2- & —4- FOREL ) & MAMEEL 1-1,4- —H IR [4.5] 2% —6- 45 —7- FIR LM, 153
TETE IR A (I :54% ) o AAAWAE T IR HPLC 2514 T 0] 73 B A RO 25 R i
.
[1762]  HPLC &A%
[1763]  #} :CHIRALPAK AD-H(Daicel Chemical Industries,
[1764] Ltd. 4=~
[1765] WZ: 0. 46¢cm, K 25¢m)
[1766]  JizhAH Okt : 2- NEE=4 | 1
[1767]  Jii# :1.0ml/min
[1768]  JE& :40°C
[1769] ¥ :254nm (UV)
[1770]  fREEITR] ARBRPEAE Y (CB—D ) 6.7 738h
[1771] ERTEAE Y (5 AN ) 100 1 738
[1772]  'H-NMR 33 (400MHz. CDC1,) 6 ppm :
[1773]  7.50-7.45(1H, m) ,6.97-6. 86 (3H, m) ,6. 71 (0. 5H, s),6.65(0.5H, s),
4.42-4.37(1H, m) ,4.30-4. 16 (3H, m), 4. 13-4. 08(0. 5H, m), 4. 05-4. 00 (0. 5H, m) ,
3.93-3.80(2H, m) , 3. 77-3. 69 (2H, m) , 2. 76-2. 61 (2H, m) , 2. 52-2. 01 (5H, m) , 1. 95—1. 86 (1H,
m),1.64-1.52(2H, m), 1. 41-1. 22 (15H, m) ,0. 88 (3H, t, J = 7Hz).
[1774]  SKjtifh) 160
[1775] (2R, 3R) -8~ [N-(2- %43 ~4- JUTE ) AMiMER: 1-2,3- = (BAEE) -1, 4- 5%
2 [4.5] %% —6- & -7T- PR LER (Bl &Y 's 1-2618)

[1776]
HO
HO,
\m} QA COE

[1777] MBS 7. (16a) 1 17 (AR T v ) 08/ 77 vk, A ] s 1 91 *H 15 2 i1
8—[N-(2— Z&HE —4- AR ) EIAMERE 1-1,4- 4 298 (4. 5] 2& -6 14 -7 R LU
8—[N-(2- &l ~4— JAHL ) SREREIL 1-1,4- —4 W2 [4.5] %% —6- 4% —7- HR L7, 153
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TE TR RIFREAL AP (WFE :35% ) o AAL-GPAE NIk HPLC 4544 T ] 43 B9 A I RO A S
(N8

[1778]  HPLC &/

[1779]  #F :CHIRALPAK AD-H(Daicel Chemicallndustries,

[1780] Ltd. A=

[1781] WZE 0. 46¢em, K 25¢m)

[1782]  UizhAH Okt @ 2-WEE=7 © 3

[1783]  Jii# :1.0ml/min

[1784] iR :40°C

[1785] Al :254nm (UV)

[1786]  fREARSTH] ARRMEALAEY) (FE—IE) 4. 30 4r%8h

[1787] mE LAY (BB AN ) (4. 55 414

[1788]  'H-NMR y%i (400MHz. CDC1,) & ppm :

[1789] 7.51-7.45(1H, m),6.97-6.86 (3H, m),6.67(0.5H, s),6.61(0.5H, s),
4.42-4. 36 (1H, m) ,4. 30-4. 17 (3H, m) , 4. 13-4. 08 (0. 5H, m) , 4. 06-4. 01 (0. 5H, m) ,
3.94-3.80 (2H, m) , 3. 76—3. 69 (2H, m) , 2. 76-2. 61 (2H, m) , 2. 53-2. 35 (2H, m) , 2. 19-2. 00 (2H,
m), 1. 99-1. 86 (2H, m) , 1. 65-1. 51 (2H, m) , 1. 40-1. 18 (17H, m) , 0. 91-0. 85 (3H, m).

[1790]  SEjifsl 161

[1791]  (2S,38) —8-[N-(2— 283k —4- HpIL) ZUmEdt 1-2,3- = ORIk ) -1,4- 5%
2 [4. 5] %% -6- 4 —7- IR LG (B R b &4 1-2618)

[1792]
HO--::‘
HO  }
0]
%ﬁcozEtn-Dec
N
S’
0,

[1793] KM SEfe) 7. (16a) F1 18 (A7) I8 J7 v, Ad H SEHE 1 91 h 15 21
8—[N-(2—- Z8FE —4- FORIL ) FMAMERL 1-1,4- "5 W2 [4.5] 28 —6- & —7- FIR O M0
8—[N-(2- 5 —4— AR ) EREIER: 1-1,4- 422 [4.5] 2% —6— 1% —T- MR LB, 153
TETERIFREAL A (R :56% ) o AWAWIAE T IB HPLC 404 T 0] 73 B A RO 25 R i
(N

[1794]  HPLC 414

[1795]  #F :CHIRALPAK AD-H(Daicel Chemical Industries,

[1796] Ltd. A=

[1797] W 0. 46¢em. K 25¢m)

[1798]  VizhAH Okt : 2-NEE=4 © 1

[1799]  Vfii# :1.0ml/min

[1800] V& /& :40°C

[1801] A5l :254nm (UV)
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[1802]  fREAISTH] AXBRMEAAY (ZB—0g) 6.4 738h

[1803] RS (5 AN ) (9.1 4B

[1804]  'H-NMR J%i (500MHz. CDC1,) & ppm :

[1805] 7.50-7.45(1H, m),6.97-6.87(3H, m),6.70(0.5H, s),6.64(0.5H, s),
4.42-4.38 (11, m),4.30-4.17 (3H, m), 4. 12-4. 08 (0. 5H, m), 4. 05-4. 01 (0. 51, m),
3.93-3. 81 (2H, m) , 3. 78-3. 69 (2H, m) , 2. 76-2. 62 (2H, m) , 2. 52-2. 37 (2H, m) , 2. 33-2. 09 (2H,
m), 2. 06—1. 87 (2H, m) , 1. 63—1. 52 (2H, m) , 1. 40-1. 22 (17H, m) , 0. 88 (3H, t, ] = THz).

[1806]  Sijsfs] 162

[1807] (2R, 3R)—8-[N-(2- & —4- W AHL ) & a2t 1-2,3- = (FRH I )-1,4- 4%
2 [4.5] %% —6- & —7- PR LS (KARMEALE Y, 5B — AN ) - CRR LG, 28 =AM )

(Bl &M% 5 1-382)
HO
HO }
\Iln.

[1808]

[1809] ¥ {si FH St 17 FRPAEEIfY (2R, 3R) -8-[N-(2—- & —4— A3 ) &I 1-2,3- —
(GRIL) -1, 4- 5018 [4. 5] 2% -6- 44 —7- MR LR, = 0R A% (AF :CHIRALPAK
AD-H, R~F : V42 2em. K 25em, 35  CF¢ © 2- TAIE ) AbEE, S4B fnaliih i Fh 6 22 R K,
Gy AR B A O E R A G (R — g ) AR EY) (RN ) o R IR
AT A HPLC 23 A3 BN B PR RO G2 S da 1, 5 R eGR4 FE 730 > 99% ee

[1810]  HPLC 244

[1811]  #F :CHIRALPAK AD-H(Daicel Chemical Industries,

[1812] Ltd. A=

[1813] W£ 0. 46¢em. K 25¢m)

[1814]  VAizhtH Okt : 2- NEE=4 © 1

[1815]  ¥iii# :1.0ml/min

[1816]1 & /& :40°C

(18171 ¥yl :254nm (UV)

[1818]  fREAIN TR ACKMEALSY) (ZB— U ) :12.0 538D

[1819] ER IS (B ANE ) 16,5 4

[1820]  (AKARPEALAHD, S — AU )

[1821]  JEJ&JE [a ],+86.7(c = 2.0, MeOH)

[1822]  'H-NMR y%i (400MHz. CDC1,) & ppm :

[1823] 7.67(1H, dd, J = 9Hz,5Hz),7.17(1H, dd, J] = 8Hz,3Hz),7.07-6. 98 (2H, m),
6.91(1H, s),4. 42 (1H, dd, J = 6Hz, 2Hz) , 4. 28-4. 08 (4H, m) , 3. 91 (1H, dd, J = 12Hz,4Hz) ,
3.84(1H, dd, J = 12Hz,4HZ),3.77-3. 68 (2H, m) , 2. 60-2. 43 (2H, m), 2. 26-2. 11 (1H, m),
1.99-1.87(1H, m) , 1. 58 (2H, bs) , 1. 27 (3H, t, J = 7Hz).
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[1824]  (mtlePEALAYD, B A0 )

[1825]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[1826] 7.66(1H, dd, J = 9Hz,5Hz),7. 17(1H, dd, J = 8Hz,3Hz),7.07-6. 98 (2H, m),
6. 84 (1H, s),4.42(1H, d, J = 5Hz) , 4. 28-4. 08 (3H, m) , 4. 07—4. 01 (1H, m) , 3. 93-3. 82 (2H,
m) ,3. 77-3. 68 (2H, m) , 2. 61-2. 46 (2H, m) , 2. 24-2. 11 (1H, m), 1. 95-1. 87 (11, m), 1. 57 (2H,
bs), 1.27(3H, t, J = 7Hz).

[1827]  Sijfs] 163

[1828]  (2S,3S)-8-[N-(2- & —4- W AHL ) & a2t 1-2,3- = (FRH 3 )-1,4- 4
2 [4.5] %% —6- & —7- PR LS (CARMEALEY, 5B — N8 ) - Rt A&, 28 =AM )
(Bt &4 s 1-382)

[1829]

[1830]  KF st {5 18 HH 73 B () (2S,3S) -8-[N-(2- & —4- W A5 ) & BEEE % 1-2,3- =
(FRHEE)-1,4- 2 [4. 5] 28 —6-Jf —7- IR L0, HE B0 AH G (FF :CHIRALPAK
AD-H, RF : W42 2em K 25em, W51 < b8 © 2- IR ) A3, Sk 73 BE AL PR Ao 2 e f A4
Gy AR B A O E ARG (R — g ) FERMEEY) (RN o £ R IR
A1 H HPLC 23 B3 BN PR O G 7 e i A4, 85 e TR 2 4R 3 0l > 99% eeo

[1831]  HPLC %44

[1832]  #F :CHIRALPAK AD-H(Daicel Chemical Industries,

[1833] Ltd. 4=

[1834] W4 0. 46cm. K 25cm)

[1835]  JilzhAH Okt @ 2- NEE=4 © 1

[1836]  JAii# :1.0ml/min

[1837] & & :40°C

[1838] £l :254nm (UV)

[1839]  fREAN TR AXKMEALAY) (B0 ) (11,4 538D

[1840] RS (BB AN ) (27, 4 438

[1841]  (AKERPEALAHD, S — 0 )

[1842]  'H-NMR J&if (400MHz. CDCl,) & ppm :

[1843]  7.66 (1H, dd, J = 9Hz,5Hz),7. 17(1H, dd, J = 8Hz,3Hz),7.06-7. 00 (1H, m),
6.98 (1H, s),6.84(1H, s),4.42(1H, d, ] = 5Hz),4.27-4.09 (3H, m),4. 07—4. 00 (1H, m) ,
3.93-3.83(2H, m) , 3. 76-3. 68 (2H, m) , 2. 60-2. 47 (2H, m) , 2. 24-2. 12 (1H, m) , 1. 95—1. 60 (3H,
m),1.27(3H, t, ] = THz).

[1844] (M PEALEY), 56 —A0g)

[1845]  'H-NMR J%i (400MHz. CDC1,) & ppm :
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[1846] 7.67(1H, dd, ] = 9Hz,5Hz),7.17(1H, dd, J = 8Hz,3Hz),7.06-6. 99 (2H,
m),6.90 (1H, s),4.44-4. 41 (1H, m) , 4. 27-4. 09 (4H, m) , 3. 91 (1H, dd, J = 12Hz,4Hz),
3.84(1H, dd, ] = 12Hz,4HZ),3.77-3. 68 (2H, m) , 2. 60-2. 45 (2H, m) , 2. 24-2. 12 (1H, m) ,
2.00-1.65 (3H, m), 1. 27 (3H, t, ] = THz).

[1847]  Sijifs] 164

[1848] (2R, 3R)-8-[N-(2,4- AL ) U MEMEHL 1-2,3- = (FRFH ) -1,4- 5 AR
[4.5] 2% —6- 45 —7- PR LWg (RARPEIL A, SB— ) (R &, 55 AN ) (f
TMCEWSR S 1-294)

[1849]

[1850] ¥ Siitife] 144 TP A3 201 (2R, 3R) —8—[N-(2,4- oA ) & EEEE 1-2,3- =
(FRAEE)-1,4- 2 [4.5] %8 —6- 1 —7- PR LM, S S0RAHEE (F1 :CHIRALPAK
AD-H, RF s W42 2em K 25¢em, W7 « bt ¢ 2- TR ) AbFE, SR 73 B A4k P Mo 2 S 1
5y AT B E TR BRI AL &8 (B — M) FEiR &4 38 AN ) o 75 TR 4AT
'~ HH HPLC 73 #4532 BT PR A6 2 e d A, 25 REBAT TG A= 4l B 43 ) > 99% ees

[1851]1  HPLC &A%

[1852]  #F :CHIRALPAK AD-H(Daicel Chemical Industries,

[1853] Ltd. 4=

[1854] W4 0. 46¢cm. K 25¢m)

[1855]  JiizhAH :Cipe @ 2- NEE=4 © 1

[1856]  Vfiii# :1.0ml/min

[1857] iR :40°C

[1858] Al :254nm (UV)

[1850]  REAMS[R] AXEMEAAY) (ZB— 0 ) :13.7 J38h

[1860] RIS (BB =AM ) (15,9 438

[1861]  (fARMEALED), 56— 0g )

[1862]  'H-NMR y&if (500MHz. CDCl,) & ppm :

[1863] 7.62-7.57(1H, m),6.93-6.87(3H, m),4.36 (11, q, ] = 3Hz),4. 28-4. 18 (3H,
m) , 4. 15-4. 09 (1H, m), 3. 91 (1H, dd, J = 12Hz,4Hz),3.84 (lH, dd, ] = 12Hz,4Hz),
3.75-3. 70 (2H, m) , 2. 51-2. 40 (2H, m) , 2. 20-2. 12 (1H, m) , 1. 96-1. 90 (1H, m) , 1. 61 (2H, brs) ,
1.29(3H, t, ] = THz).

[1864]  ( mitkMEALEY), 56 A0 )

[1865]  'H-NMR yif (500MHz. CDC1,) & ppm :

[1866] 7.62-7.57(1H, m),6.97 (1H, brs),6.93-6.86 (3H, m), 4. 37-4. 35 (1H, m),
4.29-4. 17 (3H, m) , 4. 06—4. 02 (1H, m) , 3. 91-3. 84 (2H, m) , 3. 76-3. 69 (2H, m) , 2. 53-2. 41 (2H,
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m), 2. 20-2. 11 (1H, m) , 2. 05 (1H, brs) , 1. 94-1. 88 (2H, m) , 1. 29 (3H, t, ] = THz).

[1867]  SLjfifs] 165

[1868]  (2S,3S)-8-[N-(2,4- —H A% ) 2 MEAE 1-2,3- = (WA ) -1,4- MR
[4.5] %% —6- 4% —7T- PR LM (RARMEA A, 56— ) « CRIR LG4, 55 =AM ) (41
MUEYR T 1-294)

[1869]

[1870] s 145 AN (28, 3S) -8-[N-(2, 4~ A ) &BEHHE 1-2,3- — (&
) —1,4- 5 4408 [4.5] %% —6- 45 —7- F IR L WG, FH s 20 AH 3 (4F :CHIRALPAK
AD-H, RF s W42 2em K 25¢em, W51 Ot © 2- TR ) AbTE, SRk B A ZiAb P Mo 2 S 1
Gy AT B E TR R AL &4 (38— ) FEiR &4 (38 =AM ) o 75 TR 4 AT
T HPLC 43 M3 2RO e il A, 85 e ARG A AT 73 70 > 99% eeo

[1871]1  HPLC %14

[1872]  #F :CHIRALPAK AD-H(Daicel Chemical Industries,

[1873] Ltd. 45~

[1874] WZ 0. 46cm. K 25cm)

[1875]  ViahAH : Okt - 2-AEE=7 . 3

[1876] i :1. Oml/min

[1877] 1R .40°C

[1878] 45l :254nm (UV)

[1879]  fREAMSTE] ARMRMEAAEY (FE—AIE) 6.9 /35p

[1880] mR A (58 AN ) <10, 7 438D

[1881]  (fARMEALED), FE—1 04 )

[1882]  'H-NMR ¥if (500MHz. CDC1,) & ppm :

[1883]  7.62-7.57 (11, m),6.93-6. 86 (3H, m) ,4. 36 (11, d, J = 4Hz),4. 29-4. 18 (31, m) ,
4. 06-4. 01 (1H, m) , 3. 91-3. 84 (2H, m) , 3. 75-3. 70 (2H, m) , 2. 52-2. 42 (2H, m) , 2. 19-1. 50 (4H,
m), 1. 29 (3H, t, ] = THz).

[1884]  (mtlMEALEY), o6 A 0g )

[1885]  'H-NMR yif (500MHz. CDCl,) & ppm :

[1886]  7.62-7.57 (1H, m),6.93-6. 87 (3H, m) , 4. 36 (1H, dd, J = 6Hz, 3Hz) , 4. 29-4. 18 (3H,
m) ,4. 13-4. 09 (1H, m), 3. 91 (1H, dd, J = 12Hz,4Hz), 3. 84 (1H, dd, J = 12Hz,4Hz),
3. 75-3.70 (2H, m) , 2. 51-2. 40 (2H, m) , 2. 20—1. 50 (4H, m) , 1. 29 (3H, t, ] = THz).

[1887]  SLjifs] 166

[1888]  (2R,3R)—8-[N-(2- ¥} —4- W AHL ) a2t 1-2,3- = (A I )-1,4- 4%
B2 [4. 5] %% —6- 4 —7- IR WS (RARIEAL G, 55— ) . CRtk AL &9, 28 =g )
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(Bl &Y% 5 1-1568)
HO
Ho\m}o

[1889]

CO,Et

S!

3, 0
F.'

[1890] 4 SEjtifs) 146 H43 B (2R, 3R) —8—[N-(2—- ¥R —4- AR FE ) &l 1-2,3- =
(FRHEE) -1,4- 58 [4. 5] 25 —6-J& —7- WIR LR, S 0RAH S (4 :CHIRALPAK
AD-H, RF s W42 2em KK 26em, W51 « T © 2- AR ) L3, S 73 B Al alifb iy Mo 2% a1k,
a3 AT B E TR BRI AL &4 (28— ) IR AL &4 (38 =AM ) o 7R Rk 41
'~ FH HPLC 43 #r 13 2P RO LA e fa i, 45 e TG AR 4R 73 51 > 99% ees

[1891]  HPLC £&A1F

[1892] £} :CHIRALPAK AD-H(Daicel Chemical Industries,

[1893] Ltd. A=

[1894] W 0. 46cm. K 25¢m)

[1895]  ViizhAH : ikt : 2-NEE=17 © 3

[1896]  Vfii# :1.0ml/min

[1897]  J& /& :40°C

[1898]  #uiM :254nm (UV)

[1899]  fREAITH] AXMRYEMAY (ZB—1Ug) 6.8 8h

[1900] EAR AL G (5 AN ) <8, 8 4B

[1901]  (ARERPEALAED, S — 10 )

[1902]  'H-NMR 31 (400MHz. CDC1,) 6 ppm :

[1903]  7.68(1H, dd, ] = 9. 2Hz,5. 2Hz) , 7. 34 (1H, dd, ] = 7. 6Hz, 2. 9Hz) , 7. 11-7. 06 (1H,
m),6.91(1H, s),4.44(1H, dd, ] = 5. 8Hz, 2. 0Hz) , 4. 28-4. 10 (4H, m) , 3. 93-3. 70 (4H, m) ,
2.60-2. 47 (2H, m) , 2. 24-2. 14 (1H, m) , 1. 97-1. 92 (1H, m) , 1. 27 (3H, t, ] = 7. OHz).

[1904]  ( mtlePEALEY), 56 A 0g )

[1905]  'H-NMR y%i# (400MHz. CDC1,) 8 ppm :

[1906]  7.67(1H,dd, ] = 9. 2Hz,5. 3Hz) , 7. 34 (1H, dd, ] = 7. 6Hz, 2. 9Hz) , 7. 11-7. 06 (1H,
m),6.85(1H, s),4.44(1H, d, ] = 5.0Hz),4.27-4.02 (4H, m),3.92-3. 84 (2H, m),
3. 76-3. 70 (2H, m) , 2. 61-2. 48 (2H, m) , 2. 23-2. 15 (1H, m) , 1. 92-1. 88 (1H, m) , 1. 27 (3H, t, J
= 7.2Hz).

[1907]  SEjfs) 167

[1908]  (2S,3S)—8-[N-(2- ¥R —4- 2RIk ) 2 MiltdE 1-2,3- = (R ) -1,4- —5
B2 [4. 5] %% —6- 1 —7- FIR WS (MR G, 55— )  CRtk AL &9, 28 =g )
(Bl &4 5 1-1568)

[1909]
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[1910] g SEHEf) 147 43 211 (28, 3S) —8-[N-(2- ¥R —4- FRHE ) WL 1-2,3- —
(FRHHE)-1,4- 52 [4. 5] 28 —6- 4 —7- R LB, A B0RAH G (#F :CHIRALPAK
AD-H, RJ s W42 2em KK 26em, W55 « CE © 2- TR ) L3R, Sl 73 B Rl alifb iy pos 2% a1k,
gy AT B E TR BRI AL &4 (28— )RR IR &4 (38 =AM ) o 7R Nk 41
™ FH HPLC 43 #r 13 BB PARO G e i, 45 e TR AR 4R 73 5 > 99% ees

[1911]  HPLC &A1

[1912]  #F :CHIRALPAK AD-H(Daicel Chemical Industries,

[1913] Ltd. 47~

[1914] W4 0. 46¢cm, K 25¢m)

[1915]  VizhAH : Okt © 2-NEE=7 © 3

[1916]  Jii# :1.O0ml/min

[1917]  ¥&/F :40°C

[1918] &l :254nm (UV)

[1919]  fREAISTH] AXBRPENAY (B—0g) 6.7 78h

[1920] ER A (R ANE ) 1132 43

[19211  (AKERPEALA DD, B — 10 )

[1922]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[1923]  7.67(1H, dd, J] = 9Hz,5Hz),7.33(1H, dd, ] = 8Hz,3Hz),7. 10-7. 06 (1H, m),
6. 84 (1H, s),4.44(1H, d, ] = 5Hz) ,4. 24-3. 70 (8H, m) , 2. 61-2. 48 (2H, m) , 2. 24-1. 87 (2H,
m), 1. 26 (3H, t, J] = THz).

[1924]  (mtlePEALEY), 56 —AN0g )

[1925]  'H-NMR J&if (400MHz. CDC1,) & ppm :

[1926] 7.67(1H, dd, J = 9Hz,5Hz),7.33(1H, dd, ] = 8Hz,3Hz),7. 10-7. 05 (1H, m),
6.91 (1H, s),4. 44 (1H, d, J = 6Hz) ,4. 27-3. 69 (8H, m) , 2. 59-2. 48 (2H, m) , 2. 23-1. 91 (2H,
m), 1. 26 (3H, t, ] = 7THz).

[1927]  SEjifs) 168

[1928] (2R, 3R)—8-[N-(2- T 2k —4- 3L ) ZBMEAE 1-2,3- = ORI )-1,4- —5 %
B2 [4. 5] %% —6- 1 —7T- IR WS (KR MHALEY, 55— ) - (Rt AL &9, 58 =g )
(Bl &4 5 1-646)

[1929]
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HO
HO
\n-} ? COEt o
Sou L

[1930] RSt 148 FR{F 31 (2R, 3R) —8—[N-(2- T & —4- FUAIL ) 2N 1-2,3- —
(FRHEE ) -1,4- 58 [4. 5] %% —6- 44 —7- WIR L1, M0 AH (1% (4% :CHIRALPAK
AD-H, KT s W42 2em KK 26em, W55  OFE ¢ 2- AIE ) Ab3E, Sk 3 B A alidb iy pols 2% A 1,
a3 AT BNR AL AT E TR AR AL &4 (B — i) FE ks Rk &9 (=4
W) o 75 T IRSAT T F HPLC 73 #7745 2 B P Fols 2 e da 1, 25 BEE TR G A4 AL 43 ) > 99 %
(SISRY

[1931]  HPLC &A%

[1932] 4} :CHIRALPAK AD-H(Daicel Chemical Industries,

[1933] Ltd. 4=

[1934] WZ 0. 46¢cm, K 25¢m)

[1935]  VizhAH Okt @ 2-NEE=T7 © 3

[1936] ik :1.0ml/min

[1937] V& /F :40°C

[1938] £l :254nm (UV)

[1939]  fREAINTH] ARBMEAAY (ZB— ) 5. 02 538

[1940] R G (5 AN ) 15, 24 3

(19411  (AKERPEALAEDD, B — 108 )

[1942]  'H-NMR y&%i¥% (400MHz. CDC1,) 8 ppm :

[1943] 7.49(1H, dd, J = 9Hz,5Hz),6.98-6. 93 (2H, m),6. 90 (1H, dt, J = 8Hz, 3Hz),
6.67 (1H, s),4. 40 (1H, dd, J = 6Hz, 3Hz) , 4. 29-4. 19 (3H, m) , 4. 13-4. 08 (1H, m) , 3. 92 (1H,
dd, J] = 12Hz,4Hz), 3. 85(1H, dd, 12Hz,4Hz) , 3. 76-3. 69 (2H, m) , 2. 78-2. 62 (2H, m) ,
2.53-2.35(20, m), 2. 19-1. 80 (4H, m) , 1. 65-1. 49 (2H, m) , 1. 44-1. 34 (2H, m), 1. 31 (3H, t, J
= THz),0.95(3H, t, J = THz).

[1944]  (EtRMEALGH, 58 A0 )

[1945]  'H-NMR Ji% (400MHz. CDC1,) & ppm :

[1946] 7.48(1H, dd, J = 9Hz,5Hz),6.95(1H, dd, J = 9Hz, 3Hz, ),6.93-6. 86 (2H, m) ,
6.62(1H, s),4. 41 (1H, d, J = 4Hz) , 4. 28-4. 17 (3H, m) , 4. 05-4. 01 (1H, m), 3. 91-3. 83 (2H,
m),3.77-3.69(2H, m),2. 77-2.62(2H, m), 2. 53-2. 35(2H, m), 2. 18-1. 76 (4H, m),
1.65-1.50(2H, m) , 1. 44-1. 35(2H, m) , 1. 30 (3H, t, J = 7Hz),0.95(3H, t, ] = 7Hz).

[1947] S5 169

[1948]  (2S,3S)-8-[N-(2- T 2% —4- JiAH: ) &Mt 1-2,3- = (P& ) -1,4- 5 A%
B2 [4. 5] %% —6- M —7- HIR WS (RRMEALEY, 55— ) - CRtk AL &9, 28 =g )
(Bl &4 5 1-646)

[1949]
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CO,Et
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S’N
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[1950] K Sijtafs] 149 HH1F R (2S,3S) -8-[N-(2- T3 —4- R ) &k 3 1-2,3-—
(FRHEE ) -1,4- 58 [4. 5] %% —6- 44 —7- WIR L1, M0 AH (1% (4% :CHIRALPAK
AD-H, KT s W42 2em KK 26em, W55  OFE ¢ 2- AIE ) Ab3E, Sk 3 B A alidb iy pols 2% A 1,
a3 AT 2 A AR R AR AL &) (3 —Ng ) RRLL L e B sk e &9 (B4
W) o 75 T IRSAT T F HPLC 73 #7745 2 B P Fols 2 e da 1, 25 BEE TR G A4 AL 43 ) > 99 %
€Co

[1951]  HPLC 4%ft:

[1952]  #F :CHIRALPAK AD-H(Daicel Chemical Industries,

[1953] Ltd. A=

[1954] WZ 0. 46¢cm, K 25¢m)

[1955]  AahAH : Ot © 2-ANEE=7 . 3

[1956]  VAii# :1.O0ml/min

[1957] iR :40°C

[1958] A&l :254nm (UV)

[1950]  fREAWSTA] AR AEY) (FFE—AIg) 5. 08 43%8h

[1960] ER A (5 ANg ) 15, 58 3

(19611  (ARERPEALAD, 3 — 108 )

[1962]  'H-NMR ¥ (400MHz. CDCL,) 8 ppm :

[1963]  7.47(1H, dd, J = 9Hz,5Hz),6.95(1H, dd, J = 9Hz,3Hz, ),6.93-6. 86 (2H, m),
6.61(1H, s),4.41(1H, d, J = 4Hz) , 4. 26-4. 16 (3H, m) ,4. 05-3. 99 (1H, m) , 3. 90-3. 80 (2H,
m) , 3. 78-3. 68 (2H, m), 2. 77-2. 62 (2H, m) , 2. 53-2. 39 (2H, m) , 2. 33-2. 05 (2H, m) ,
1.96-1.86 (1H, m) , 1. 80-1. 65 (1H, m) , 1. 63—1. 52 (2H, m) , 1. 44-1. 35 (2H, m) , 1. 29 (3H, t, J
= THz),0. 95 (3H, t, ] = THz).

[1964]  ( mflPEALAYD, 3 A0 )

[1965]  'H-NMR P (400MHz. CDCL,) 8 ppm

[1966] 7.48(1H, dd, ] = 9Hz,5Hz),6.99-6. 86 (3H, m) ,6. 70 (1H, s),4. 40 (1H, dd, ] =
6Hz,3Hz) , 4. 29-4. 17 (3H, m) ,4. 13-4. 07 (1H, m), 3. 90 (1H, dd, J = 12Hz,4Hz), 3. 84 (1H,
dd, 12Hz,4Hz) , 3. 76-3. 69 (2H, m) , 2. 77-2. 62 (2H, m) , 2. 53-2. 23 (3H, m) , 2. 20-2. 00 (2H, m) ,
1.96-1.86 (1H,m) , 1. 63-1. 52 (2H, m) , 1. 44-1. 34 (2H, m) , 1. 30 (3H, t, ] = 7Hz) ,0. 95 (3H, t,
J = THz).

[1967]  SEjfs) 170

[1968] (2R, 3R)—8—[N-(4— 9§ —2— JRFEAEL ) 2l 1-2,3- = (FRFHE ) -1,4- 5 A%
B2 [4. 5] %% —6- 4 —7- HIR WS (RIRMAL &Y, 55— ) - CRtk AL &9, 28 =g )
(BIRE DS 1-1744)
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[1969]

[1970] ¥t 150 HHAF RN (2R, 3R) —8—[N-(4- i —2— [ZEZREE ) MR 1-2,3- —
(FRHEE ) -1,4- 58 [4. 5] %% —6- 44 —7- WIR L1, M Z0BAH (3% (4% :CHIRALPAK
AD-H, KT s W42 2em KK 25em, W55  OFE & 2- AIE ) Ab3E, Sk 73 B A 4liAb iy piols 2% e 1,
a3 AT BNRAL AT E TR AR AL &4 (B — i) ik Rk &9 (=4
U ) o 75 T IRSAT T H HPLC 73 #7745 2 B PR Ao 2 e fa i, 25 BEE TR G- 4l AL 43 ) > 99 %
SISAY

[1971]  HPLC 4&A1F

[1972] 4} :CHIRALPAK AD-H(Daicel Chemical Industries,

[1973] Ltd. A=

[1974] WZ: 0. 46¢cm, K 25¢m)

[1975]  JizhAH Okt @ 2- NEE=T7 © 3

[1976]  Jfii# :1.0ml/min

[19771  JEJF :40°C

[1978] M :254nm (UV)

[1979]  fREAINTE] ARBRMEALGY (CZB— U ) 4. 83 738

[1980] ERTEAE Y (5 AN ) 5,01 3B

[1981]  (AKERPEALAED, B3 — 10 )

[1982]  'H-NMR y&i% (400MHz. CDC1,) 8 ppm :

[1983] 7.48(1H, dd, J = 9Hz,5Hz),6.97-6. 92 (2H, m),6. 90 (1H, dt, J] = 8Hz,3Hz),
6.66 (1H, s),4. 40 (1H, dd, J = 6Hz,3Hz), 4.28-4.18(3H, m),4. 14-4. 07 (1H, m) , 3. 92 (1H,
dd, J = 12Hz,4Hz),3.85(1H, dd, 12Hz,4Hz),3,76-3. 69 (2H, m), 2. 76-2. 61 (2H, m),
2.50-2. 3520, m) , 2. 19-2. 08 (1H, m) , 1. 97-1. 87 (1H, m) , 1. 81-1. 49 (4H, m) , 1. 40-1. 32 (4H,
m),1.30(3H, t, J = 7Hz),0.90(3H, t, ] = THz).

[1984]  (EitMEALGH, 58 408 )

[1985]  'H-NMR Ji% (400MHz. CDCl,) & ppm :

[1986] 7.48(1H, dd, J = 9Hz,5Hz),6.95(1H, dd, J] = 9Hz, 3Hz),6. 93-6. 86 (2H, m) ,
6.60(1H, s),4.41(1H, d, J = 5Hz) ,4. 29-4. 17 (3H, m) , 4. 07-4. 01 (1H, m) , 3. 93-3. 84 (2H,
m),3.76-3.69(2H, m),2. 76-2. 61 (2H, m), 2. 54-2. 36 (2H, m) ,2. 19-2. 07 (1H, m),
2.06-1.70(3H,m), 1. 66-1. 50 (2H, m) , 1. 40—-1. 32 (4H,m) , 1. 30 (3H, t, J = 7Hz) ,0. 90 (3H, t,
J = THz).

[1987]  SEjiifs)] 171

[1988]  (2S,3S)-8-[N-(4- i —2— JRFEAIL ) 2l 1-2,3- = (R HHE ) -1,4- &A%
B2 [4. 5] %% —6- 4 —7- FIRCEE (RIRMEALEY, 55— ) CRtk AL &9, 28 =g )
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(Bl G gS 1-1744)

[1989]
HO—
HO 7
o)
e
sN
O,

[1990]  ¥sziafs] 151 TSR (2S,3S) -8—[N- (4- Ji —2— JRILZEIE ) FmAmESE 1-2,3- —
(FRHEE ) -1,4- 58 [4. 5] %% —6- 44 —7- WIR LB, M AH (1% (4% :CHIRALPAK
AD-H, KT s W42 2em K 25em, W55 Ot ¢ 2- AR ) Ab3E, SRk 3 B A AliAb iy Mol 2% e 1,
a3 AT B A AR R KRR ML &) (3 —Ng ) RRLLETLE TR mik e &9 (=4
U ) o 75 T IRSAT T F HPLC 73 #7745 2 BIPR Ao 2 e fa i, 25 BEE TR G A4l AL 43 ) > 99 %
€Co

[1991]  HPLC &4

[1992]  #F :CHIRALPAK AD-H(Daicel Chemical Industries,

[1993] Ltd. 45~

[1994] W 0. 46cm. K- 25¢m)

[1995]  iahAH : Okt - 2-ANEE=7 © 3

[1996]  Jfii# :1.0ml/min

[1997] & J& :40°C

[1998] A5l :254nm (UV)

[1999]  FREFESTH] ARAREAL G (BE—AM0E ) 4. 90 435

[2000] ER AL G (5 AN ) <6, 18 3

[2001]  (AARPEALED), 56— 0g )

[2002]  'H-NMR i (400MHz. CDC1,) & ppm :

[2003] 7.48(1H, dd, ] = 9Hz,5Hz),6.97-6.85(3H, m),6. 59 (1H, s),4.40(1H, d, J
= 5Hz),4.29-4. 17 (3H, m) ,4. 06-4. 00 (1H, m), 3. 91-3. 83 (2H, m) , 3. 76-3. 69 (2H, m) ,
2.76-2.59 (2H, m) , 2. 53-2. 36 (2H, m) , 2. 20-2. 06 (1H, m) , 1. 94-1. 85 (1H, m) , 1. 80—1. 50 (4H,
m), 1. 41-1. 22 (7H, m) ,0. 91 (3H, t, ] = THz).

[2004] (bl PEALA YD, 3 — A0 )

[2005]  'H-NMR %3 (400MHz. CDCL,) 8 ppm

[2006]  7.47(1H, dd, ] = 9Hz,5Hz),6.97-6. 92 (2H, m), 6. 89 (1H, dt, ] = 8Hz,3Hz),
6. 73 (1H, s),4. 40 (1H, dd, J = 6Hz, 3Hz) , 4. 28-4. 17 (3H, m) , 4. 12-4. 05 (1H, m) , 3. 89 (1H,
dd, J = 12Hz,4Hz),3. 82 (1H, dd, 12Hz,4Hz) , 3. 76-3. 69 (2H, m) , 2. 76-2. 61 (2H, m) ,
2.51-2.35(2H, m), 2. 26-2. 01 (2H, m) , 1. 97-1. 68 (2H, m) , 1. 66-1. 54 (2H, m) , 1. 41-1. 31 (4H,
m), 1. 29(3H, t, J = THz),0.90(3H, t, ] = 7Hz).

[2007]  SEjifs) 172

[2008] (2R, 3R)—8-[N-(4- 3l —2—- CAEZRIL) ZlmEdt 1-2,3- — (RMEE)-1,4- 5%
B2 [4. 5] %% —6- 4 —7- HIR MR (RIRMHALEY, 55— ) CRtk AL &9, 28 =g )
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(B E Mg 1-822)
[2009]

[2010] st 152 HRAF RN (2R, 3R) —8—[N-(4- i —2- C2EZREE ) AMMERE 1-2,3- =
(FRFSE)-1,4- 52 [4. 5] 2§ —6- Hi —7- HIR L0, H =oM% (F :CHIRALPAK
AD-H, KT s W42 2em K 25em, W51 CbE & 2- NIE) Ab3E, SRk 7 B A4k iy piols 2% e 1,
Gy AT B E TR BRI AL &8 (38— ) FImiR &4 (3R =AM ) o 75 TR 4 A
T~ HPLC 43 #r 13 2 P RO G e f 4, g5 e AT A 4T 73 0 > 99% ee

[2011]  HPLC 4&A1F

[2012] 4} :CHIRALPAK AD-H(Daicel Chemical Industries,

[2013] Ltd. 4=

[2014] WZE 0. 46¢ems K 25¢m)

[2015]  JiBhAH Okt @ 2- NEE=9 © 1

[2016]  Jfii# :1.Oml/min

[2017] &5 :40°C

[2018]  #iM :254nm (UV)

[2019]  PREAINTE] ARBRMEAGY (CZB— U ) <25, 2 538

[2020] EAR AL G (5 AN ) <29, 3 3

[2021]  (ARERPEAE DD, S — 106 )

[2022]  'H-NMR yi% (400MHz. CDC1,) 8 ppm :

[2023]  7.48(1H, dd, J = 9Hz,5Hz),6.97-6. 87 (3H, m), 6. 66 (1H, s),4. 41-4. 37 (1H, m),
4.29-4.19 (3H, m) , 4. 13-4. 09 (1H, m) , 3. 95-3. 88 (1H, m) , 3. 87-3. 81 (1H, m) , 3. 77-3. 69 (2H,
m),2.77-2.62(2H, m),2.51-2. 36 (2H, m),2. 19-2. 09 (2H, m), 1. 95-1. 89 (2H, m),
1.63-1.52(2H, m), 1. 40-1. 28 (9H, m) , 0. 91-0. 86 (3H, m).

[2024]  ( mEtlPEALED), 56 A 0g)

[2025]  'H-NMR J&if (400MHz. CDC1,) & ppm :

[2026]  7.47(1H, dd, J = 9Hz,5Hz) ,6. 96-6. 86 (3H, m) , 6. 63 (11, s),4.42-4. 39 (1H, m),
4. 30-4. 16 (3H, m) , 4. 06—4. 01 (1H, m) , 3. 91-3. 83 (2H, m) , 3. 77-3. 69 (2H, m) , 2. 76-2. 61 (2H,
m),2.53-2.37(2H, m), 2. 18-2. 08 (2H, m) , 2. 03-1. 98 (1H, m), 1. 93-1. 86 (1H, m),
1.63-1.52(2H, m), 1. 41-1. 26 (9H, m) , 0. 91-0. 86 (3H, m).

[2027]  SEjfs) 173

[2028]  (25,35) -8-[N- (4= 9 —2— CALAREE ) ZRRES: 1-2,3- = (3L ) -1, 4- Z50%
B2 [4. 5] %% —6- M —7- HIR WS (KR MHALEY, 55— )« CRtk AL &9, 28 =g )
(Bt &4 5 1-822)

[2029]
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[2030] K Sijitifs] 153 HHARFEIK (28, 3S) —8-[N-(4- 9l —2— CIEAAE ) ZMalist 1-2,3- —
(FRHEE ) -1,4- 58 [4. 5] %% —6- 44 —7- WIR L1, FH M AH (1% (4% :CHIRALPAK
AD-H, KT s W42 2em KK 26em, W55 CFE ¢ 2- AIE ) Ab3E, Sk 7 B A 4liAb iy piols 2% A 1,
AR RN TR A AL G4 (B — Mg ) FImiil Ak &9 (BB =AM ) o 75 k44
N HPLC 43 #4132 PR G2 et 4, g5 R e ARG A 4T 73 50 > 99% ee

[2031] HPLC &4

[2032]  #F :CHIRALPAK AD-H(Daicel Chemical Industries,

[2033] Ltd. 4=

[2034] WZE 0. 46¢cm. K 25¢m)

[2035]  ViBhAH Cht @ 2- NEE=4 © 1

[2036] i :1.0ml/min

[2037] V&JE :40°C

[2038] £l :254nm (UV)

[2039]  REAISTH] AXBRPEAAY (B—0) 7.6 78h

[2040] EAR AL S (5 AN ) (10,6 3P

[2041]  (AKERPEALAE DD, B — 40 )

[2042]  'H-NMR y%i¥% (500MHz. CDC1,) 8 ppm :

[2043]  7.48(1H, dd, ] = 9Hz,5Hz),6.95(1H, dd, J = 9Hz, 3Hz),6. 92-6. 87 (2H, m) ,
6.61(1H, s),4.40(1H, d, J = 4Hz) , 4. 29-4. 17 (3H, m) , 4. 06-4. 02 (1H, m) , 3. 91-3. 84 (2H,
m) , 3. 76-3. 70 (2H, m) , 2. 75-2. 62 (2H, m) , 2. 52-2. 46 (11, m) , 2. 42 (1H, td, J] = 14Hz, 3Hz) ,
2.17-2.09 (1H, m), 2. 05(1H, dd, J = 8Hz,5Hz),1.96-1. 87 (2H, m), 1. 64-1. 53 (2H, m) ,
1. 40-1. 27 (91, m) , 0. 91-0. 87 (3H, m).

[2044]  ( mEtlPEALED), 56 AN 0E )

[2045]  'H-NMR 3% (500MHz. CDC1,) 6 ppm :

[2046] 7.48(1H, dd, J = 9Hz,5Hz), 6. 96-6. 93 (2H, m),6. 90 (1H, td, J = 8Hz,3Hz),
6.67 (1H, m) ,4. 39 (1H, dd, J = 6Hz,4Hz) , 4. 30-4. 19 (3H, m) , 4. 13-4. 09 (1H, m) , 3. 91 (1H,
dt, J = 12Hz,4Hz),3.84(1H, dt, J = 12Hz,4Hz), 3. 76-3. 69 (2H, m) , 2. 76-2. 63 (2H, m) ,
2.50-2. 44 (1H, m) , 2. 40 (1H, td, J = 13Hz,3Hz),2.18-2. 10 (2H, m), 1. 95-1. 89 (2H, m) ,
1.63-1.53(2H, m), 1. 40-1. 28 (9H, m) , 0. 91-0. 87 (3H, m).

[2047]  SEjiife) 174

[2048] (2R, 3R) —8—[N—(4— 98l —2— PEFEAHAL ) 2 malhAE 1-2,3- = (AL ) -1, 4- 4%
B2 [4. 5] %% —6- M —7T- FIR WS (RIRMEALEY, 55— ) CRtk AL &9, 28 =g )
(Bl &4 5 1-998)

[2049]
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[2050] RSt 154 HH{F R (2R, 3R) —8-[N-(4- 8l —2- PRI ) &MmEsE 1-2,3- —
(FRHSE) -1, 4- 52 [4. 5] 2§ —6- 4 —7- MR LW, Fm 20 A (43 (4 :CHIRALPAK
AD-H, R~ : A% 2em K 25em, B3] T B & 2- AR ) ARTE, >k 4 B A4k P Rl 2 57 44
4, 43 AT B A e AR AL G4 (B — M) FImiR e &4 (BB =AM ) o 7EF
AT H HPLC 73 #7432 I MG 2% b A8, &5 BEEATIRDLAAifE 53 70 > 99% ee.

[2051]  HPLC A1

[2052]  #F :CHIRALPAK AD-H(Daicel Chemical Industries,

[2053] Ltd. A=

[2054] W4 0. 46¢cm, K 25¢m)

[2055]  VBhAH : Okt - 2- NEE=9 @ 1

[2056]  JAii# :1.O0ml/min

[2057] iR :40°C

[2058] A&l :254nm (UV)

[2059]  REAINTE] ARBRMEALGY (ZB— U ) :23.9 538

[2060] ER A (5 AN ) 127, 4 3

[2061]  (AKERPEALADD, B3 — 40 )

[2062]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[2063]  7.48(1H, dd, J = 8Hz,5Hz),6.96-6. 88 (3H, m) ,6. 67 (1H, s),4. 40-4. 38 (1H, m),
4. 27-3.69 (8H, m) , 2. 72-2. 62 (2H, m) , 2. 49-1. 89 (6H, m) , 1. 34-1. 25 (1 1H, m) , 0. 88 (3H, t, J
= THz).

[2064]  ( mfPEALAYD, 35 A0 )

[2065]  'H-NMR Jif (400MHz. CDC1,) & ppm :

[2066] 7.47(1H, dd, J = 9Hz,5Hz),6.96-6. 87 (3H, m),6. 64 (1H, brs) ,4. 40 (1H, d,
J = 4Hz),4.29-3. 71 (8H, m),2. 75-2. 61 (2H, m) , 2. 51-2. 37 (2H, m) , 2. 17-1. 86 (4H, m) ,
1.42-1. 22 (11H, m) ,0. 88 (3H, t, J = THz).

[2067]  SEjfs) 175

[2068]  (2S,3S)-8-[N-(4- 5 —2- PEFEAEE ) S ML 1-2,3- = (&) -1,4- &A%
B2 [4. 5] %% —6- 1 —7- IR WS (KR MHALEY, 55— ) . (Rt AL &9, 58 =g )
(Bl &4 5 1-998)

[2069]
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O,

F
[2070] WSt 155 4RI (25, 3S) -8-[N-(4- 5 —2- PEAERAL ) &t 1-2,3- =
(FRHEE)-1,4- 58 [4. 5] %% —6- 44 —7- WIR L1, =i AH (1% (4% :CHIRALPAK
AD-H, KT s W42 2em K 26em, W55 CFE © 2- TAIE ) Ab3E, Sk 3 B A 4lidb iy piols 2% a1,
34 B A KRR &Y R —M i) A E B mkEEy =4
W) o 75 FRAAFE T F HPLC 23 AT 43 B I M MO A= e 1, 25 BEE TGS AL 43 ) > 99 %
€Co
[2071]  HPLC &4
[2072]  #F :CHIRALPAK AD-H(Daicel Chemical Industries,
[2073] Ltd. 4=
[2074] WZ: 0. 46¢cm. K 25¢m)
[2075]  JiBhAH Okt @ 2-NEE=T7 © 3
[2076]  Jfii# :1.0ml/min
[2077]  V&JF :40°C
[2078] Al :254nm (UV)
[2079]  fREAITR] ARBRPEAAY (CB— ) 4.8 78h
[2080] R G (5 AN ) 16,3 4B
[2081]  (AKERPEALADD, S — 408 )
[2082]  'H-NMR yi% (400MHz. CDC1,) 8 ppm :
[2083] 7.48(1H, dd, J = 9Hz,5Hz),6.97-6. 88 (3H, m),6. 64 (1H, s),4.41(1H, d, J
= 4Hz),4.27-3.72(8H, m), 2. 75-2. 62 (2H, m) , 2. 51-2. 38 (2H, m) , 2. 18-1. 38 (4H, m),
1.38-1.28(11H, m),0. 88 (3H, t, J = 7Hz).
[2084]  ( mitMEAL G, 58 — A0 )
[2085]  'H-NMR Ji% (400MHz. CDCl,) & ppm :
[2086] 7.49 (1H, dd, J = 9Hz,5Hz) ,6. 97-6. 88 (31, m),6. 69 (1H, s),4.41-4. 39 (1H, m),
4.29-3.71(8H, m),2. 77-2. 62 (2H, m) , 2.49-1.90(6H, m), 1. 38-1. 29 (11H, m),0. 89 (3H, t,
J = THz).
[2087]  SEjtifh) 176
[2088] (2R, 3R)—8-[N-(4- Jj —2— “FFEAEE ) Sl 1-2,3- = (R F&EE ) -1,4- &84
B2 [4. 5] %% —6- M —7- IR WS (KR MHALEW, 55— ) . (Rt AL &9, 55 =g )
(Bt &4 5 1-1920)
[2089]
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HO
HO
\m}o COzEt Oct
3, O

O
F

[2090] K¢ Sijtifs] 156 HHAF R (2R, 3R) —8—[N-(4- 96l —2— FFEE ) ZMalist 1-2,3- —
(FRHEE)-1,4- 58 [4. 5] %% —6- 44 —7- WIR L1, FH =i AH (1% (4% :CHIRALPAK
AD-H, RF s W42 2em K 25em, W55 CFE & 2- AR ) Ab3E, Sk B A 4liAb iy piols 2% a1,
Gy A B A I e AR LAY N0 ) R L&Y (RN o fE R iR
A% H HPLC 43 BT A3 2 MY RlOG A2 e il A4, &5 e ARG AR 4 E 73 70 > 99% eeo

[2091]  HPLC 414

[2092]  #F :CHIRALPAK AD-H(Daicel Chemical Industries,

[2093] Ltd. 4=

[2094] WZ: 0. 46¢em. K 25¢m)

[2095]  ViBhAH Okt @ 2- NEE=9 © 1

[2096] i :1.0ml/min

[2097] V&JF :40°C

[2098] £l :254nm (UV)

[2099]  REAINTH] ARBRMEALGY (ZB— U ) 22,9 538

[2100] EAR AL G (5 AN ) (25,8 73

[2101]  (AKERPEALE Y, B — 0 )

[2102]  'H-NMR y%i¥% (400MHz. CDC1,) 8 ppm :

[2103] 7.48(1H, dd, J = 9Hz,5Hz) ,6. 96-6. 88 (3H, m) ,6. 68 (1H, s),6.68-4. 40 (1H, m),
4. 28-3.70(8H, m) , 4. 28-3. 70 (2H, m) , 2. 52-1. 89 (6H, m) , 1. 36—1. 19 (13H, m) , 0. 88 (3H, t, J
= THz).

[2104]  ( mtlePEALED), 56 AN 0g )

[2105]  'H-NMR y%i (400MHz. CDC1,) 8 ppm :

[2106] 7.46 (1H, dd, J = 9Hz,5Hz),6.95-6. 87(3H, m),4. 40 (1H, d, J = 5Hz),
4.28-3.71(8H, m), 2. 73-2. 60 (2H, m) , 2. 50—-1. 87 (6H, m) , 1. 31-1. 25(13H, m) ,0. 89 (3H, t, J
= THz).

[2107]  SEjtifs) 177

[2108]  (2S,3S)-8-[N-(4— 5 —2— SFFEAREE ) SUEMEE: 1-2,3- = (FRF&EE)-1,4- &80
B2 [4. 5] %% —6- 1 —7T- IR WS (KR MHALEW, 55— ) - (Rt AL &9, 258 =AM )
(Bl &4 5 1-1920)

[2109]
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[2110]  BESEiEfs] 157 HH{F R (2S,3S) 8- [N-(4- il —2- =F2E 45 ) &l 1-2,3- —
(FRHEE ) -1,4- 58 [4. 5] %% —6- 44 —7- WIR L1, FH M AH (1% (4% :CHIRALPAK
AD-H, KT s W42 2em KK 26em, W55 CFE ¢ 2- AIE ) Ab3E, Sk 7 B A 4liAb iy piols 2% A 1,
a3 AT 2 A AR R AR AL &9 (B — M) FOGE MR stk AL &9 8 A8 ) .
TE N R4 FH HPLC 43 #r 13 BB PR RO G e 14, 45 e TR AR 4R 73 5 > 99% ee
[2111]  HPLC &A1

[2112]  #F :CHIRALPAK AD-H(Daicel Chemical Industries,

[2113] Ltd. 4=

[2114] WZE 0. 46¢cm. K 25¢m)

[2115]  JishAH Cht @ 2-NEE=T7 © 3

[2116]  Jfii# :1.0ml/min

[2117]  J&/F :40°C

[2118]  £5il] :254nm (UV)

[2119]  PREEISTR] ARBRPEAAY (CB—D ) 4.7 738h

[2120] R A (R AN ) 6. 1 4B

[2121]1  (ARERPEALE DD, B — 0 )

[2122]  'H-NMR y%i¥% (400MHz. CDC1,) 8 ppm :

[2123]  7.48(1H,dd, J = 9Hz,5Hz) ,6. 97-6. 88 (3H,m) , 6. 63 (1H, s) , 4. 41 (1H,d, ] = 5Hz) ,
4. 28-3.71(8H, m),2. 75-2.62(2H, m),2. 51-1. 88 (6H, m) , 1. 38-1. 27 (13H, m) , 0. 88 (3H, t, J
= THz).

[2124]  (mEtPEAL S, 56 AN 0g)

[2125]  'H-NMR y%i (400MHz. CDC1,) 8 ppm :

[2126]  7.49(1H, dd, J] = 9Hz,6Hz) ,6. 97-6. 88 (3H, m) , 6. 97-6. 88 (11, m) , 4. 41-4. 38 (1H,
m) , 4. 31-3. 71 (8H, m) , 2. 77-2. 63 (2H, m) , 2. 50-1. 90 (6H, m) , 2. 50—1. 90 (13H, m) , 0. 88 (3H,
t, J = THz).

[2127]  SEjifs) 178

[2128] (2R, 3R)—8-[N-(2- G —4- AT ) ZMaBEAE 1-2,3- = (WHEIEFE)-1,4- 4
FR2 [4.5] %% —6— 4 —7T- IR L1

[2129]

MeO

MeO
\"h

)

O,

¢ COZEt
Oﬁ d cl
3 CL
F
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[2130]  ARKFRSZH] (17a) id& 77, A 1,4- = -0- 3L -2, 3- = -0- =L Ffkde
B -D- FBEREACEE 1,4- = -0- ZEHIEERE -2, 3- — -0- = AL AR -D- B, 1538
IR bR A (IR :89% ) .

[2131]  'H-NMR 3% (400MHz. CDC1,) & ppm :

[2132]  7.68-7.64(1H, m),7. 16 (1H, dd, J = 8. 1Hz,3. OHz) , 7. 17-7. 16 (3H, m) , 4. 39 (1H,
d, J = 3.5Hz),4.24-3.98 (4H, m) , 3. 43-3. 42 (4, m) , 3. 43 (1. 5H, s),3. 42(1. 5H, s),
3.39(1.5H, s),3.38(1.5H, s),2.57-2.45(2H, m), 2. 57-2. 45 (1H, m) , 1. 96-1. 86 (1H, m) ,
1. 27 (3H, dt, ] = 6. 9Hz, 2. 1Hz).

[2133]  SEjfs] 179

[2134]  (2S,3S)-8-[N-(2- A —4- WAKE ) 2l 1-2,3- = (FPEEFRE)-1,4- =5
FRM2 [4.5] 2% —6— 4 —T- FIR L Mg

[2135]
I\/IeC)-..g

MeO
NG COsE o
0
F

[2136]  AKFRSZHfE] (17a) @77, A 1,4- = -0- 3L -2, 3- = -0- =L Ffkse
B -L- SRR 1,4- = -0- ZEHIEERE -2, 3- — -0- = AL AR -D- R B, 15318
R PR LAY 1% IR ) .

[2137]  'H-NMR ¥ (400MHz. CDC1®) & ppm :

[2138]  7.68-7.64(1H, m),7. 16 (1H, dd, J = 7.8 Fl 2. 4Hz) , 7. 04-7. 00 (2H, m) , 6. 89 (1H,
s)»4.40-4. 39 (1H,m) , 4. 23-3. 97 (4H, m) , 3. 62-3. 47 (4H,m) , 3. 43 (1. 5H, s) , 3. 41 (1. 5H, s) ,
3.39(1.5H, s),3.38(1.5H, s),2.58-2.45(2H, m), 2. 26-2. 16 (1H, m) , 1. 96—1. 86 (1H, m),
1. 26 (3H, dt, J = 7.0 i1 3. 5Hz).

[2139]  sCjifs] 180

[2140]  (2S,39)-2,3- = (FHEAEFE ) -8-[N-(2- &l —4- H AR ) &l 1-1,4- =5
FRMZ [4.5] 2% —6— 4 —T- HIR L Mg

[2141]
Bn()-,a

BnO
‘(\O CO,Et Ci
3 0
F

[2142]  ARKFRSZHEG] (17a) d@) 77, i 1,4- = -0- 73 -2, 3- = -0- = FIZE kst
e —L- RBHEACE 1,4 = -0- ZRFELIE -2, 3- = -0- = AL FREkedt -D- ki, 530
BRI LS4 (% :94% ) »

[2143]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[2144]  7.69-7.64 (1H, m),7.37-7.26 (10H, m),7. 16 (1H, dd, J = 7.8Hz,2.8Hz),
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7.04-6.90 (3H, m) , 4. 64-4. 51 (4H, m),4. 40 (1H, t, J = 4.5Hz),4. 30-4. 05 (4H, m) ,
3.68-3.57 (4H, m) , 2. 58-2. 45 (2H, m) , 2. 25-2. 17 (1H, m) , 1. 96-1. 86 (1H, m) , 1. 21 (3H, dt, J
= 7. 0Hz, 3. 5Hz).

[2145]  Sjtifs) 181

[2146]  (2R,3R)-2,3- — ( LERARFIEFHE ) -8-[IN-(2- J —~4- | AFEE ) &I 1-1,4- —
RN [4. 5] 2% —6—J& —7- R L5

[2147]
AcO
Aco\u-} o CO,Et
o’b{ o ¢
N
a0

F
[2148]  AKHESEJEME] (17a) QBN T7i2%, A H 2541 24 PAFRIK) 1,4- = -0- LB -2,
3= -0~ =MIEMREREEE -D- JRBEREAUE 1,4- -0 ZRFIEEEE -2,3- 7 -0- =LA
Ptk -D- IR, 133 A e bR EL &) (50% 1 E ) .
[2149]  'H-NMR 33 (400MHz. CDC1.) 6 ppm :
[2150]  7.67 (1H,dd, J = 9. 2Hz,5. 3Hz) , 7. 17 (1H, dd, J = 7. 9Hz, 2. 8Hz) , 7. 05-7. 00 (2H,
m) ,6.90-6. 76 (1H, m) ,4. 41 (1H, d, J] = 4. 7Hz),4.37-4. 37(8H, m), 2. 60-2. 46 (2H, m) ,
2.23-2.04 (8H, m), 1. 26 (3H, t, ] = 7. OHz).
[2151]  SCjEfe) 182
[2152]  (2S,39)-2,3- . ( LBERZIEF I ) -8-[N-(2- S —4- AR %E ) 2UiikE 1-1,4- —
IR [4.5] %% —6- & -T- PR LI (B &S 1-410)

[2153]
AcHN—,

AcHN ; o
‘—(\ COEt
A

[2154] % 218mg (1. 07mmol) ) N-(4- & B & F& -2R,3R- — & 5 T &) & Bt Iz A
0. 57ml (3. 20mmo1) S PN 480 J& — A SE Ak S v i T 3ml AN 2 A e, UKV B HE T IR
131 1(0.071mmo1) — A ZE AT — 0 R P IR ER A1 300mg (0. 711mmo1) SEjEf] (16a) H
HRIH 6-[N-(2- 54— FoERL ) SELE 1-3,3- W4 HE -1- RO -1- PR ORE, 78
ARG FHERE 3 /N, AR5 SR R HERE 116 /N 78 B N I N AR s S AN /K TR
HH IR GEEAEEL . KVEE N, F K EREE TS5, S ik 45 o vt F ek oo AR (i Ab B
(R LR CHE - FEE=9 ¢ 1),133 203mg L@ EMREL &Y (W :51% ) .
[2155]  'H-NMR J%i% (400MHz. CDC1,) & ppm :

[2156] 7.68-7.63(1H, m),7.20-7.15(1H, m),7.08-7. 00 (2H, m),6. 78-6. 73 (1H,
m),6.46-6. 38 (1H, m),6.34-6. 26 (1H, m) ,4. 42-4. 39 (1H, m) , 4. 29-4. 14 (2H, m) ,
3.96-3.85(1.5H, m),3.75-3.69(0.5H, m),3.61-3.42 (4H, m), 2. 55-2. 43 (2H, m) ,
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2.21-2.01(7H, m), 1. 90-1. 78 (1H, m) , 1. 31-1. 25 (3H, m).

[21567]  SCjitEfe) 183

[2158] (2R, 3R) —8-[N-(2- & —4- AR FE ) ZBEMEIE 1-2,3- = (R -1- BELHE) -1,
4= ZHGIR [4.5] %% —6- M -T- TR AR (Bt &9 'S 1-2163)

[2159]

Me
Holh
HO
)_é*o COEt
Bate

§
Sl
3, CL
F

[2160] Ak HE Sl 17 (AR5 WE M 7%, EH %541 25 H 321 (IR, 2R, 3R,

AR) ~4- K PSR IE —1- L -2,3- = [( = R Pakfedt ) EE ] IR FRECE 1,

4= 70— KEPBEE -2,3- = -0~ —FEFRELIE -D- J0ERE, 15 3] A 6 T0 8 R bR L&

W (CF :33% ) .

[2161]  'H-NMR 3% (400MHz. CDC1,) 6 ppm :

[2162]  7.66(1H, dd, J = 9.0 Fl 5. 0Hz) ,7. 17 (1H, dd, J = 7.8 F1 2. THz) ,7. 09 (1H, d,

J =9.0Hz),7.05-7. 00 (1H, m), 6. 80 (0. 5H, s),6.76 (0.5H, s),4.39(1H, d, J = 5. 4Hz),

4. 27-4. 09 (2H, m) , 3. 88-3. 56 (4H, m) , 2. 50-2. 42 (2H, m) , 2. 19-2. 11 (1H, m) , 1. 85-1. 79 (1H,

m),1.33(3H, t, ] = 5. 3Hz), 1. 27 (6H, t, J = 7. 0Hz).

[2163]  SEjifs) 184

[2164] (2R, 3R) —8—[N-(2—- & —4- ® AR I ) ZIRIEE 1-2,3- = (R -1- FERENHE ) -1,
4= ZHGRIR [4.5] %% —6- M -T- TR AR (Bt &9 's 1-2164)

[2165]

[2166] ik s jif] 17 AT ) d#8 ) 7k, A 2 % 41 25 13 3|1 (IR, 2R, 3R,
AR) —4- KA —1- & -2,3- = [( = FFEF R ) A ] CERFREAS 1,
4= 7 -0 KEPEEE -2,3- = -0- —FEFRELIE -D- J0ERE, 153 A A T0 8 B bR LA
W (RE 21% ) .
[2167]  'H-NMR 3% (400MHz. CDC1,) 6 ppm :
[2168]  7.68(1H,dd, ] = 9. 2Hz,5. 2Hz) , 7. 18 (1H, dd, ] = 7. 4Hz, 2. 4Hz) , 7. 06-7. 01 (2H,
m),6.81(0.5H, s),6.78(0.5H, s),4.40(1H, d, J = 5. 1Hz),4.29-4. 12(2H, m),
3.88-3.55(4H, m),3. 03 (1H, brs),2. 92 (1H, brs),2.51-2. 41 (2H, m), 2. 21-2. 13 (2H, m) ,
1.90-1. 73 (1H, m) , 1. 55-1. 43 (3H, m) , 1. 29 (3H, t, J = 7. 2Hz) , 1. 05-0. 97 (6H, m) .
[2169]  SLjifs] 185
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[2170]  (3a’ R,6a’ R,6” R)—4-[N-(2- G —4- | AHE ) &l 16" - 47 - I
F-3a’,47,67,6a" - PU S8 [ IR & -2- 4 1,27 — WG 9F [3.4-d][1.3] =% I8 3 IR
I 1-3- FIR CBE (Blntb &Y% 1-2165)

[2171]

[2172]  MKEESEJE] (17a) d #8715, AT H (3R, 4R, 5R) -3,4- — [ ( = FI B FAELEE )
Ak 15[ ( = HIEREE st ) #U0E ] P A —2- MifCE 1,4- = -0- KWL -2,
3- = -0- = HIIERELEE -D- JRBEEL, 193 B (e TR AR LA (e :25% ) o
[2173]  'H-NMR ¥ (400MHz. CDC1,) & ppm :

[2174]  7.69-7.64(1H, m),7. 20-7. 16 (1H, m), 7. 06-6. 96 (2H, m) , 6. 82-6. 68 (11, m) ,
5.04-4. 62 (3H, m) , 4. 44-4. 40 (1H, m) , 4. 26-4. 14 (2H, m) , 4. 05-3. 98 (1H, m) , 3. 90-3. 81 (1H,
m) , 2. 74-2. 46 (2H, m) , 2. 24-2. 12 (11, m) , 1. 97-1. 83 (2H, m) , 1. 30—1. 26 (3H, m).

[2175]  SEjfs) 186

[2176] (2R, 3R) —8—[N-(2— G —4- | AZE ) 2kttt 1-2,3- — ((IR) -1, 2- “F &HE) -1,
4- ZHHRIR [4.5] %5 -6- M —T- MIRCEE (KRGS, H—1 ) . (kb &9,
AN ) (BIRLE Y9 'S 1-386)

[2177]

[2178] K SZjti ) 23 43 211 (2R, 3R) —8-[N-(2- &l —4- | AR ) &M 1-2,3- =
(AR -1,2- =5 LHE) -1, 4- 5 4R [4. 5] 2 -6 4 —7- FIR L8, H Mg (FF -
CHIRALPAK AD-H, | : V4% 2em K 25em, 357 < Ut - 2- T ) A3, SR BRI 440 ol
AR, 4 AR B A A0 e TR AL A4 (B — ) Rttt &9 (3R =4
U ) o 75 FIRSAF T FH HPLC 73 #7745 21 B MO A= e e 1, 85 BEE TR GA -4l AL 43 ) > 99 %
€Co
[2179]  HPLC 4AF
[2180]  #F :CHIRALPAK AD-H(Daicel Chemical Industries,
[2181] Ltd. 4=
[2182] W4 0. 46cm. K 25¢m)
[2183]  JzhtH Okt © 2- NEE=7 © 3
[2184]  JAii# :1.O0ml/min
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[2185]  {RJE :40°C

[2186]  #il) :254nm (UV)

[2187]  fREAITH] ARBRPEAAEY (CB—D0) 7.3 78h

[2188] EAR AL G (5 AN ) 9.9 4B

[2189]  (AKERPEALAED, S — 10 )

[2190]  'H-NMR yi¥% (400MHz. CDC1,) 8 ppm :

[2191]1 7.65(1H, dd, J = 9Hz,5Hz),7.21(1H, bs),7.17(1H, dd, J = 8Hz,3Hz),
7.06-6. 99 (1H, m) ,6. 80 (1H, s),4. 38 (1H, d, J = 5Hz),4. 27-4. 12 (4H, m), 4. 08 (2H, d,
J = THz),3.95-3.88(1H, m),3.87-3. 64 (5H, m), 2. 98-2. 68 (2H, m) , 2. 54-2. 42 (2H, m) ,
2.22-2.08(1H, m), 1. 91-1. 82 (1H, m) , 1. 25 (3H, t, J = THz).

[2192]  (mEtlPEALAYD, 35 A0 )

[2193]  'H-NMR y%i# (400MHz. CDC1,) & ppm :

[2194]  7.63(lH, dd, J = 9Hz,5Hz),7.15(1H, bs),7. 12(1H, dd, J = 8Hz,3Hz),
7.05-6. 97 (1H, m) ,6. 76 (1H, s),4. 37 (1H, d, J = 6Hz),4. 27-4. 01 (5H, m) , 3. 97-3. 86 (2,
m) , 3. 85-3. 45 (5H, m) , 2. 77-2. 57 (2H, m), 2. 52-2. 41 (2H, m), 2. 21-2. 08 (1H, m) ,
1.89-1. 80 (1H, m), L. 26 (3H, t, J = 7Hz).

[2195]  SCjEfe] 187

[2196] (2R, 3R) —8—[N-(2— & —4- HRSE ) -N- LU SL 1-2,3- — (R &E) -1,4- =
FORIR [4.5] % -6- 4 -T- FER s (FIRtb &9 'S 2-15)

[2197]
HO
HO
\m} @ _CO,Et ol
20
F

[2198] K 235mg (0. 49mmol) FRISEHfF] 17 HHAFEIK (2R, 3R) —8-[N-(2- & —4- | AZE ) 24
RIS 1-2,3- = (BRF3E ) —1,4- 4 J%02 [4.5] % —6- 4 —7- PR LEEM T 1. 5ml 4
i, H RN\ 84mg (0. 59mmo1) FF LR AT 138mg (1. 00mmol B EEHH, 50 CHEHE 3 /Nint. ity
S 2V 5 el s R A i L, s P AT i A P () -t @ SR ZBR=1 © 3), 153
176mg HEOTERIbRRUL &) (B :73% ) .

[2199]  'H-NMR J&i (400MHz. CDC1,) & ppm :

[2200]  7.57(IH, brs),7.22(1H, dd, J = 8Hz,3Hz),7.05-7. 00 (1H, m),6. 87 (0. 5H, s),
6.79(0. 51, s) , 4. 58 (1H, brs) , 4. 28-3. 73 (8H,m) , 3. 25 (31, s) , 2. 60—1. 80 (6H,m) , 1. 26 (3H,
t, ] = THz).

[2201]  SEjifs) 188

[2202]  8—[N-(4— 8 —2— NHEFRAE ) ZRAILAE 1-1,4- — 5008 [4.5] 25 —6- 4@ —7- TR
Ll (Bt &Mms s 1-2077)

[2203]

243



CN 101309900 B OB B 239/249 T

[2204]  AKHESZHER] (1d) dZHI ik, [ 2254 27 th R 20 4- R -2 INZER IR AU
2- & ~4- WAL, 1 BHPR bR S S (BCR :84% ) .

[2205]  'H-NMR %% (400MHz~ CDC1,) & ppm

[2206]  8.09-8. 07 (4H, m), 7. 59-7. 55 (2H, m), 7. 47-7. 43 (4H, m) , 7. 47-7. 43 (2H, m) ,
3.96 (2H, s), 2. 00-1. 79 (4H, m) , 1. 02 (6H, t, J = 7Hz) ,0. 07 (18H, s).

[2207]  SEJEf5) 189

[2208]  (2S,3S)-8-[N-(4- 9 —2— NFEASE ) 2t 1-2,3- = CRF3E)-1,4- =5
Z02 [4.5] %% —6- 4 —T- IR CBs (BIn BP9 's 1-2095)

[2209]

[2210]  ARHESZHtife) 7. (16a) H1 18 (B ARTE ) & 77 v, A4 FH 5L 1] 188 H43 21 1)
8—[N—(4— . —2—- AEERHE ) EUMESE 1-1,4- — 4202 [4.5] 2% —6- 4 —7T- MR MU E:
8-[N-(2—- & —4- AR ) BEMEEE 1-1,4- 4 Z8 [4.5] 2% -6- 4% —7- PR L MBE, 1531
BIEE T IR E Y (38% % ) o AL EWTE IR HPLC 454 T ] 2 B A PR Rl 2 57 44
Ao

[2211]  HPLC 41

[2212]  #F :CHIRALPAK AD-H(Daicel Chemical Industries,

[2213] Ltd. 45~

[2214] W £ 0. 46¢em. K 25cm)

[2215]  VightH : Okt - 2- NEE=4 @ 1

[2216]  Jii# :1.Oml/min

[2217] {25 :40C

[2218] £l :254nm (UV)

[2219]  fREEITR] AXBRMEAAYD (B0 ) 9.6 7%8h

[2220] RIS (B AN ) <14, 1 438

[2221]  'H-NMR i (400MHz. CDC1,) & ppm :

[2222] 7.51-7.47(1H, m),6.97-6.88(3H, m),6.70(0.5H, s),6.64(0.5H, s),
4. 42-4. 39 (1H, m) , 4. 28-3. 72 (8H, m) , 2. 75-2. 61 (2H, m) , 2. 52-2. 37 (2H, m) , 2. 19—1. 87 (4H,
m), 1. 68-1. 57 (2H, m) , 1. 32-1. 28 (3H, m) , 0. 99 (3H, t, ] = 8Hz).

[2223]  SEjifs) 190

[2224]  (2R,3R)-2,3- — ((IR)-1,2- % £ % ) -8-[N-(4— F —2- JR FL 3L ) B fd Ik
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He 1-1,4- ZHIRIR [4.5] %6 —6- 06 —T- IR CHR (B fb &g 5 1-1748)
[2225]

ol ot S pen
29!

[2226] A& FESZHAG] 7. (16a) F1 23 028 1) 77 ¥2%, 48 FH S e 86 15 21 1) 8- IN- (4- 5 —2- 1
TR ) AL 1-1,4- 5498 [4.5] 2% —6- & —7- TR L0 8-[IN-(2- & -4- #
TR ) EREWEEE 1-1, 4- T IRE [4. 5] & -6 45 —7- TR O EE, B8 A O R bR S &
W (B :33% ) o AALEWTE IR HPLC 4548 N r] 20 B9 A Aot 2 i A4

[2227] HPLC 414

[2228] £} :CHIRALPAK AD-H(Daicel Chemical Industries,

[2229] Ltd. 47

[2230] W 0. 46cm. K 25cm)

[2231]  JishAH Okt @ 2-NEE=T7 © 3

[2232]  Jfii# :1.Oml/min

[2233] & F :40°C

[2234] ¥ :254nm (UV)

[2235]  REAINTE] ARBRMEA G (ZB— U ) 5. 29 438

[2236] EAR AL G (5 AN ) <5.82 3

[2237]  'H-NMR 31 (400MHz. CDC1,) 6 ppm :

[2238] 7.49-7.44(1H, m),6.97-6.86 (2H, m),6.84 (0. 5H, m),6.82(0.5H, m),
6. 73 (0. 5H, s),6.69(0.5H, s),4. 41-4. 36 (1H, m) , 4. 27-4. 17 (2H, m) , 4. 12—-4. 01 (1. 5H,
m),3.97-3. 88 (1. 5H, m),3.88-3.67 (5H, m), 2. 77-2. 60 (2H, m), 2. 50-2. 30 (2H, m),
2.20-1. 40 (8H, m) , 1. 39-1. 25 (7TH, m) , 0. 93-0. 86 (3H, m).

[2239]  sEjifsl] 191

[2240]  (2S,35)—-8-[N-(4- i —2- LRI ) 2ot 1-2,3- — CRMEL) -1, 4- &R
2 [4.5] %% -6- & -7T- PR LER (Bl &9 's 1-2359)

[2241]

[2242] KBS 7. (16a) 1 18 (AR Ty v ) 08/ 77 vk, A8 H s 1 79 +H 15 2 i
8—[N-(4- % —2- R ) EIRMERE 1-1,4- 4 498 (4. 5] 2& -6 14 -7 R LU
8—[N-(2- & —4- FARHL ) EWAEEAE 1-1,4- 44418 [4.5] % -6 ¥ —7- IR L1, 153
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TR G (B :49% ) o AUEWAE IR HPLC 5414 T AT 20 8 A ARG e
(N8

[2243]  HPLC At

[2244] 4} :CHIRALPAK AD-H(Daicel Chemical Industries,

[2245] Ltd. 4=

[2246] £ 0. 46¢m. K 25¢m)

[2247]  JiBhAH Cft @ 2-NEE=4 © 1

[2248]  ii# :1.0ml/min

[2249]  iHFE :40°C

[2250] £l :254nm (UV)

[2251]  fREARSTE] AR AEY) (F—AIg) 13,5 40%8h

[2252] RIS (BB =AM ) <19, 6 438

[2253]  'H-NMR P (400MHz. CDCL,) 8 ppm

[2254]  7.49 (1M, dd, ] = 8. 8Hz, 5. 3Hz) , 6. 96-6. 88 (3H, m) , 6. 70 (0. 5, brs) , 6. 64 (0. 51,
brs), 4. 40-4. 37 (1H, m) , 4. 28-3. 70 (8H, m), 2. 51-2. 32 (5H, m), 2. 21-1. 87 (2H, m) ,
1. 31-1. 27 (3H, m).

[2255]  ZZ% 44

[2256] =754 1

[2257]  1,4- — —0- ZEFWEIE —2,3- — -0- = PR PRERIE — PIYHE - FRaERs

[2258] ¥4 300mg (0. 90mmo1) 1,4— — —0— 2K LI — Ny iE — 7R &EEE (J. Am. Chem. Soc. ,
82,2585 (1960) Hic #4449 ) 0. 28ml (1. 98mmol) = ZFEF%F 11mg (0. 09mmol) 4— — FF
SR BEMEEAR T 6ml — ST, UKABRE T IO 0. 24ml (1. 89mmol) — AR ERGURESE, 7EAH
R T HEFE 2 /NI o 78 MR I N Rk R S /K 0 FH SR Sl A . UK B
HUZ I oK ER BN T3 5 » AT IR IR 4 . Wil e A G b 2 (i) A AR &
fig ), 7321 418mg HEM KRB AT (WK :98% ) o

[2259]  'H-NMR %3 (400MHz. CDC1,) 8 ppm

[2260]  8.04(4H,d, J = THz),7.55(2H, t, ] = 7THz),7. 43 (4H, t, J = THz) ,4. 53 (2H, dd,
J = 12Hz, ] = 3Hz),4. 36 (21, dd, J = 12Hz,5Hz) ,4. 13-4. 08 (2H, m) 0. 13 (18H, s).

[2261] =45 2

[2262] 1,3,4,5,7- T —0- — P IEPREEEIE —D- [lplp

[2263] KRS0 1 10 7%, A D- PR B4 1, 4- — -0- X PR — Pl e — Ak
GERE, AR AR AR AL S (e :26% ) o

[2264]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[2265]  3.84-3.80 (1H, m), 3. 76-3. 68 (3H, m) , 3. 63-3. 54 (21, m) , 3. 49 (1H, dd, J = 10Hz,
J = THz),0. 14-0. 09 (45H, m).

[2266] Z751{5 3

[2267]  1,6- — -0- ARXFELE -2,3,4,5- 1§ -0- = FREFRELEE -D- H EEE

[2268]  fik fd 2 2% 5 | i & 10 J7 %, AF A 1,6- — —0- 2% 1 B 55 -D- H & B AX O 1,
4= = -0- ZR LA - I TE - ARBERE, 15 20 IR AR B A (% :98% ) o
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[2269]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[2270] 8.05(4H, d, J] = THz),7.55(2H, t, J = THz),7.43(4H, t, J = THz),4. 59 (2H,
dd, J = 12Hz, 2Hz) , 4. 38-4. 31 (2H, m) , 4. 24-4. 20 (2H, m) , 3. 83 (2H, br. s),0. 17 (18H, s),
0.11(18H, s).

[2271] 275145 4

[2272]  2- =FRJEFRELEAEE —1- = FAEPRELEA L 2L 3L S MK —1- IR LB
[2273]  (4a) &Mkt -1- FIER (2—- 2% [1. 3] ZW@kt —5- 2% ) fig

[2274] % 1.00g(5.56mmol) 2— Z& F& [1.3] — M 4% —5— E¥.1. 16ml (8. 32mmol) = &
55 % FH 68mg (0. 56mmo1) 4— — F I 2 FE nb 0e W i T 20ml — S0 e, K& B e T A
1. 28g (6. 10mmol) [1) 1- 4 W BE Bk &, 7EAH RV AL P HidE 30 43805, = T — P 15
NI o PRS2 A R, TERRTE M AN AR BR A BRSO OTR CEER L. KBEH
BUZ, HCAKBIR BT 5, R4 o TR AL (B A 2 (50 - Ot - LR AHBE=
9 1 1),133 1. b2g kA RN AEY (i :80% ).

[2275]  'H-NMR J&i (400MHz. CDC1,) & ppm :

[2276] 7.52-7.48(2H, m),7.42-7.33(3H, m),5. 54 (1H, s),4.68-4.66 (11, m),
4. 26-4. 22 (2H, m) , 4. 18-4. 13 (2H, m) , 2. 07-2. 01 (3H, m) , 2. 01-1. 97 (6H, m) , 1. 77—1. 69 (6H,
m).

[2277]  (4b) &Nkt -1- R (2- & -1- HPRELE) B8

[2278]  #4 400mg (1. 17mmol) (] (4a) o453 B [y & W %t —1- B (2- < 25 [1.3] 0§
Bt —5- L) BRI Sml L8 L W5, hi\ 400mg [ 20 % A AL - % (KEE :50% ), &
AU T 4 /o BT S , Jl S MR AR B8V, 15 31 294mg 1 (B R IR AL &
Y CBCER :99% ) o

[2279]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[2280] 4. 90-4. 85 (1H, m), 3. 84-3. 76 (4H, m), 2. 16—2. 00 (5H, m), 1. 94-1. 87 (6H, m) ,
1. 78-1. 67 (6H, m).

[2281]  (4c) NIk —1- FIR (2- = FEPREEE -1- —FEPREEGEEIEFRE L) BF
[2282] {KHEZZ54) | icE M 7E, ] (4b) HERIM SN -1- FiR - &R -1-FHF
FEOHL) RV 1,4- = -0- XL - WV IE - AR EERE, 19 2 AR AR AL S (iR
K 70% ) o

[2283]  'H-NMR y&if (400MHz. CDC1,) & ppm :

[2284]  4.85-4.79(1H, m), 3. 72-3. 61 (4H, m), 2. 04-1. 97 (3H, m), 1. 92-1. 83 (6H, m) ,
1. 76-1. 65 (6H, m) ,0. 11 (18H, s).

[2285]  Z:7% 44 5

[2286]  2,2- — [( =FIZEMELEE ) SU0E ] FEN R _ LM

[2287] KM 1iId&M HE A 2,2— — (BRPE) B 8 28R,
4=— -0 R PBEEE - WIHBE - AREEEE, 15 2R OHPIR PR &9 (R 28 :75% ) o
[2288]  'H-NMR yi (400MHz. CDCl,) & ppm :

[2289]  4.17(4H, q, J = 7Hz),4.04(4H, s), 1. 23(6H, t, J = 7Hz),0. 07 (18H, s).

[2290] ZF15] 6
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[2291]  2- & —1H- kg —1— Fef%

[2292]  (ba) (2E)-4- ¥t —2— TH5Ms

[2293] Kt 2. 0g(14. 47Tmmol) F 2— [ FEME M V5 i T~ 60m1 1Y — 50 ¢, UK B HF T i
3. 84g (14. 47Tmmol) [] 65 %6 [ UL 428 IR, 7EAH [RINELRE N HidE 1 /NI o 78 RN I AN
FHRK BRAN KBS — A PR AERORGY) . KEEFEHE, F KO BREET 185, IR 44,
133 1. 62g B EMRKIFRENAEY) (WE :73% )

[2294]  'H-NMR J&if (400MHz. CDC1,) & ppm :

[2295]  10.23(1H, d, ] = THz),6.95(1H, d, J = 12Hz),6. 18(1H, dd, J = 12Hz,7Hz),
2.26 (2H, t, J = THz), 1. 73-1. 61 (2H, m) , 1. 40-1. 26 (4H, m) , 0. 91 (3H, t, ] = 6Hz).

[2296]  (6b)4- 48 AL T 4714

[2207]  # 1.62g(10. 5mmol) ] (6a) H1FRIMN] (2E) —4- Pedk —2- FIAIEHEME T 30ml LR
ZHE, N 160mg [ 10 %48 - & (K& & :50% ), &AM N T EmMeE 2 k. i ugffk
FG, S H AR A 8, 1921 1. 50g R (PRI bR L &9 (91% ) .

[2298]  'H-NMR Jif (400MHz. CDC1,) & ppm :

[2299] 9.81(1H, s),2.81-2.67(4H, m),2.47(2H, t, J = 7HZ),1.67-1.53(2H, m),
1. 38-1. 21 (4H, m),0. 89 (3H, t, J = THz).

[2300]  (6c)2— JRFE —1H- ALHE —1- Z5E AR g

[2301]  # 1.50g(9. 60mmol) [¥] (6b) 143 B[] 4- % AC T MM g T 45ml £ - LR
(2 0 1) VRGN 1. 60g (9. 60mmol) JFHE RS ILAR, 80°C FHikE 1 /Mt o R 4E I
IR, B FTE IR AT (i b B (550 - Ot - SIRER=2 @ 1), 133 2. 12g BLEOMPRIIFR
WA (TT%WCR ) .

[2302]  'H-NMR i (400MHz. CDC1,) & ppm :

[2303] 7.36(5H, bs),7.21(1H, ds),6.63-6.59 (1H, m),6.07 (1H, t, J = 4Hz),
5.89-5. 84 (1H, m) , 5. 22 (2H, ds) , 2. 46-2. 36 (2H, m) , 1. 63-1. 49 (2H, m) , 1. 37-1. 22 (4H, m) ,
0.88(3H, t, ] = THz).

[2304]  (6d)2- & —1H- niLg —1- %

[2305]  #% 1.0g(3.49mmol) 1] (6c) 1T 2N 2 L —1H- nibms —1- LR R R g T
20ml L, I\ 100mg 17 10 %48 -k (K& 50% ), AR FF=EBH: 2 i, by
AT G IR A IR Fheit FH AR AR L AL 38 (50 - Okt © RS EE=2 © 1), 133
430mg B IR IIbR LAY (W3 :81% ) .

[2306]  'H-NMR yif (400MHz. CDC1,) & ppm :

[2307]  6.68(1H, m),5.97 (1H, t, J = 3Hz),5.82-5. 77 (1H, m) , 4. 52 (2H, s) , 2. 58 (2H, t, J
= 8Hz), 1. 69-1. 57 (2H, m) , 1. 44-1. 31 (4H, m) ,0. 91 (3H, t, J = THz).

[2308] S 46 7

[2309]  2- 3% —1H- g —1—- L%

[2310]  {KFEZZE 40 6 iC 3 T, AT 2- CIEMem /R A B 0 OB MR 2— e , 15 2
AR AR B & (IR :29% ) .

[2311]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[2312]  6.67-6. 63 (1H, m),5.99-5.94 (1H, m),5. 81-5. 77 (1H, m) , 4. 52 (2H, br. s),
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2.62-2.55(2H, m), 1. 67-1. 56 (2H, m) , 1. 44-1. 21 (6H, m) , 0. 89 (3H, t, ] = THz).

[2313] 27514 8

[2314]  2- Pk —1H- nibng —1- L

[2315]  AKHES 245 6 1081 ik, AF ] 2— Bedkmemg Ve D o OB 2- IRk, 133
R EE R RSB E Y (fCE :59% ) .

[2316]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[2317]  6.67-6. 63 (1H, m),5.99-5.94 (1H, m),5. 81-5. 77 (1H, m) , 4. 52 (2H, br. s),
2.62-2.55(2H, m), 1. 67-1. 53 (2H, m) , 1. 44-1. 21 (8, m) , 0. 89 (3H, t, J = THz).

[2318] =45 9

[2319]  2- 3F3L —1H- g —1— &%

[2320]  AKFRZZE 40 6 C B T, A 2— 3 JEMeisg VA R 0 IR 2— R eng , 15 3
AR EY (R 11% ).

[2321]  'H-NMR J&i (400MHz. CDC1,) & ppm :

[2322]  6.65-6. 61 (1H, m),5.97-5.93 (1H, m),5. 78-5. 75 (1H, m) , 4. 51 (2H, br. s),
2.60-2.55(2H, m), 1. 66-1. 54 (2H, m) , 1. 42—1. 21 (10H, m) , 0. 88 (3H, t, J] = 7Hz).

[2323] £ 10

[2324]  2- FRNZE —1H- ME0E —1- FE0%

[2325]  (10a) 4- BRI 3L —4- S AUT

[2326] ¥ 230mg (1. 79mmol) 1) 1- RN I —4- B I —1- T WM T Tml & F 5L, A
580mg (2. 69mmo1) S FFIRILIESS, =W FHiFE 1 /NN o TER MV I = L BK, A Celite
S UEIRG Y, IR AR IR il AR AE i Ab 38 (S50 AN = 48K ) , 15 3] 176mg ¥
HEHPR AR B & (I :78% ) .

[2327]  'H-NMR 3% (400MHz. CDC1,) & ppm :

[2328] 9.78(1H, s),2.91(2H, t, ] = THz),2.78-2.71(2H, m),2.01-1. 93 (1H, m),
1.08-1.01 (2H, m) , 0. 96-0. 88 (2H, m) .

[2329]  (10b) 2— BAPAZE —1H- mEAg —1- A%

[2330] AKFEZZE 4] (6c) F (6d) M 72, A (10a) AR RN 4- RN EE —4- AT
WA 4- SRR, 19 2R R AR L 59 (3R 45% ) o

[2331]  'H-NMR J&i (400MHz. CDC1,) & ppm :

[2332]  6.70-6.64 (1H, m),5.94-5. 88 (1H, m),5. 71-5. 64 (1H, m) , 4. 69 (2H, br. s),
1.83-1. 72 (1H, m), 0. 91-0. 83 (2H, m) , 0. 64-0. 57 (2H, m).

[2333] &% 11

[2334]  4- G —2- BEFLIETLHL

[2335]  (1la)4- 9 —2-(BE —1- Ak ) —1- 2L 2R

[2336] % 3.0g(7.0mmol) &k = KA RAL SR & T 30ml VYA BEIE, -10°C T ¥ bo
4. 5ml (7. Ommo1) IE T E4E / Cdsul (1. 56M) o 7EAH RV FHideE sONIE 10 20805, InN
846mg (5. Ommo1) 4- # —2— fifFk 28 e, Bk — DA HE SNV 1 /NINE o A8 SOV I IN B R
SR SR CBEAEN o AR IR A AR R SV B KV K PR A HLZ , FH TG 7K B Bk
T ST, R A o AR A AT (Ll b B (W) O - SR AEE=19 © 1), 193] 917mg
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IR B G (R 77% ) .

[2337]  'H-NMR 3% (400MHz. CDC1,) 6 ppm :

[2338]  8.09(l.7H, dd, J = 9Hz,5Hz) ,7. 97 (1H, dd, ] = 9Hz, 5Hz) , 7. 26-6. 99 (5. 4H, m) ,
6.89(1H,d, J = 16Hz),6.69 (1. 7TH,d, J = 11Hz),6. 26 (1H, dt, ] = 16Hz, 7Hz) , 5. 87 (1. TH,
dt, J = 12Hz,8Hz),2. 28 (2H, q, ] = THz),2.10(3.4H, q, ] = THz), 1. 52-1. 23 (16. 2H, m) ,
0.91(3H, m),0.86 (5. 1H, m).

[2339]  (11b)4- F —2- PEFL KL

[2340] % 910mg (3. 8mmol) [¥) (11a) 1R RIH) 4- F —2— ( PF —1- M2k ) —1- iHEE R E R T
sml ZBE, fIA 100mg [#] 10 %48 - % (K& & :50% ), A T FEEDFE 2 /M. g
TEAT G, Pk S IR A BV, Tl FH AR (il AR B (30 Ot - LIRS TE=9 & 1), 133
730mg Yk AR FIAR AL G (e :91% ) .

[2341]  'H-NMR J%i# (400MHz. CDC1,) 8 ppm :

[2342]  6.80-6.71(2H, m),6. 61 (1H, dd, J] = 9Hz,5Hz),3. 47 (2H, brs),2.45(2H, t, ] =
THz) , 1. 64-1. 58 (2H, m) , 1. 42-1. 24 (8H, m) , 0. 89 (3H, t, | = 6Hz).

[2343] S 12

[2344]  2- T —4- HORENZ

[2345] KRR ZZ5H1 11 D255, A N3 = R R AU O 28 = R IR 8, 15 3
PREGHPR AR B & (I3 :78% ) .

[2346]  'H-NMR y%i% (400MHz. CDC1,) & ppm :

[2347]  6.80-6.69 (2H, m),6. 60 (1H, dd, J = 9Hz,5Hz),3.51 (2H, bs),2.46 (2H, t, | =
8Hz) , 1. 63-1. 56 (2H, m) , 1. 45—1. 37 (2H, m) , 096 (3H, t, J = THz)

[2348] %44 13

[2349]  4- 4 —2— JRIEIRILE

[2350] K& Z25 40 11 c8 ) i, T 256 = AR IR A0 O = 2R IR B, 153
AR AR B & (I :78% ) .

[2351]  'H-NMR J%i (400MHz. CDC1,) 8 ppm :

[2352]  6.80-6.69 (2H, m), 6. 60 (1H, dd, ] = 9Hz,5Hz) , 3. 50 (2H, bs) ,

[2353]  2.45(2H,t,] = 8Hz), 1. 64-1.58(2H, m), 1. 45-1. 36 (4H,m),0. 91 (3H, t, ] = THz).
[2354]  Z:75 44 14

[2355]  4- | —2- R IRELRY

[2356] KM ZZ5H 11 id 20 i, A8 I3 = R IR AU O 28 = R IR AL, 15 3
Bt AR AR A G (i :63% ) .

[2357]  'H-NMR 33 (400MHz. CDC1,) & ppm :

[2358]  6.81-6.71(2H, m),6. 66 (1H, dd, J] = 9Hz,5Hz) ,4. 19 (2H, brs),2. 48 (2H, t, ] =
8Hz) ,1.65-1. 57 (2H, m) , . 43-1. 25 (6H, m) , 0. 92-0. 85 (3H, m).

[2359] 2% 15

[2360]  4- 3 —2- SR ORIENY

[2361] KR ZZE M 11 A3 T, Al B gt = R LR AU 38 = IR 8, 15 3
I AR AR AL G (W :65% )
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[2362]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[2363] 6.80-6.71(2H, m),6.61(1H, dd, J = 9Hz,5Hz),2.45(2H, t, ] = THz),
1. 64-1. 56 (2H, m) , 1. 38-1. 22 (10H, m) , 0. 88 (3H, t, J = THz).

[2364] %4 16

[2365]  4- % —2- TILIEILHL

[2366] KIS 11 1A Tk, AT -5 = R IR A O3 =% L IRML e, 15
FRAE AR EY (R 97% ) o

[2367]  'H-NMR J&i (500MHz. CDC1,) & ppm :

[2368]  6.77 (1H, dd, J = 10Hz,3Hz),6.72(1H, td, J = 8Hz,3Hz),6.59(1H, dd, ] =
9Hz,5Hz) , 3. 46 (2H, brs),2.45(2H, t, ] = 8Hz),1.64-1.56 (2H, m), 1. 44-1. 21 (12H, m),
0.88(3H, t, ] = THz).

[2369] S 17

[2370]  2- %8 —4- JOREZ

[2371] K24 11 BN 5, A 3 = R R AU O3 = R R AL, 15 3
B AR AR A G (R :67% ) .

[2372]  'H-NMR Ji (500MHz. CDC1,) & ppm :

[2373]  6.77 (1H, dd, J = 10Hz,3Hz),6. 73 (1H, dd, J = 8Hz,3Hz),6.60(1H, dd, ] =
9Hz,5Hz) , 3. 47 (2H, brs),2.45(2H, t, ] = 8Hz), 1.64-1.56 (2H, m), 1. 43-1. 21 (14H, m),
0.88(3H, t, ] = THz).

[2374] 2715 18

[2375]  1,4- — —0- FMELE -2,3- = -0- = PR PRELEE -D- FopiEs

[2376] % 17. 48g(52. 9mmo1) 1,4~ = —0- K EEIL ~D- 3B EE AN 10. 8g (159mmol) BRI
fift 1 250m1 & R, VKA BLFE RN 12, 6g (L16mmol) 5 — FIERERE, iR F i 1 /e
W [ NV B R AR S (FH) Okt @ ZIRAER= 20 © 1-5 @ 1) A3, 153 24. 59g
HEM AR AEY (R :98% ) o

[2377]  'H-NMR J&i (400MHz. CDC1,) & ppm :

[2378]  8.04(4H, dd, ] = 8Hz, ] = 1Hz),7.57-7. 52 (2H, m) , 7. 46-7. 40 (4H, m) , 4. 50 (2H,
dd, J = 11Hz, ] = 4Hz) , 4. 48-4. 33 (2H, m) , 4. 13-4. 08 (2H, m) , 0. 14 (18H, s).

[2379] &4 19

[2380]  1,4- — —0- ZFEMELE -2,3- = -0- = FREPREGEE -L- iR

[2381] KM =25 5] 18 i M) 77 5, AF H 1,4- = -0- K FBL 3 -L- 3 B B4R 1,
4= — —-0- B -D- 3BEEE, 192 O O R PRk &4 (1R :98% ) .

[2382]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[2383]  8.04(4H, dd, ] = 8Hz, J = 1Hz),7.57-7. 52 (2H, m) , 7. 46-7. 40 (4H, m) , 4. 50 (2H,
dd, J = 11Hz, ] = 4Hz) , 4. 48-4. 33 (2H, m) , 4. 13-4. 08 (2H, m) , 0. 14 (18H, s).

[2384] 273 20

[2385]  (S)-3,4- — [( =HAERREGEH ) A% ] T T

[2386] KRS0 1S LM L, M (S)-3,4- “ I TERFNICE 1,4- — -0- K H
WEdk —D— JRl I, 73 BIWMPR PR &AL S (IR :62% ) .
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[2387]  'H-NMR J%i (400MHz. CDC1,) & ppm :

[2388] 4. 18-4.12(1H, m),3. 67 (3H, s),3.52(1H, dd, J = 10Hz, 6Hz) , 3. 40 (1H, dd, J =
10Hz, 6Hz) , 2. 59 (1H, dd, J = 15Hz,5Hz) , 2. 37 (1H, dd, ] = 15Hz, 7Hz) ,0. 10 (18H, s).
[2389]  Z% 44 21

[2390]  1,4- Jliizk —2,3- — —0- = IR PRER L — NI NE - ARBEET

[2391] KRS 1 8 m 7, A 1, 4- WK R BEREACES 1,4- — -0- ZE LR - N
THBE — ARGERE, 19 20 A HPRIGPR LG8 (IR :21% ) .

[2392]  'H-NMR J&if (400MHz. CDC1,) & ppm :

[2393] 4. 15-4.10(2H, m), 3. 92-3. 85(2H, m) , 3. 68-3. 62 (2H, m) , 0. 14 (18H, s).

[2394] S 22

[2395]  3- &k -3,4- = [( =FEFRERE ) E5E ] Okt

[2396]  (22a)3- LFECkE -3,4- T

[2397]  # 590mg (5. Ommol) ELE — FIERVEME T 20ml PUEMER, vKAPEHE T 22ml (22mmol)
1) 1. OM SFEIRAEE / VUSRI R, 7EAH RIS S e 2 /NN o N IN ERER A s B R
PRI LR CHEAE . AKBEANLE, FJCKI BB T8 5 VR iR 4 o W A A (i
PR () Ot - ZIRAEE=3 ¢ 1), 133 276mg JARKIAREEY) (WZE :38% ) .
[2398]  'H-NMR Jif (400MHz. CDC1,) & ppm :

[2399]  3.45-3.41(1H, m),1.87(1H, d, J = 6Hz),1.75(1H, s),1.70-1. 31 (6H, m),
1. 04 (3H, t, J = THz),0. 89 (3H, t, ] = 8Hz),0.89 (3H, t, ] = 8Hz).

[2400]  (22b)3- 43 3,4~ — [( = FFEFREREE ) H3E ] Ok

[2401] 4 270mg (1. 85mmol) ] (22a) H1F 2 3- LI Tkt -3, 4- “FEEEAA T dml MEIE,
VKA BERE T UM 597mg (3. Tmmol) [¥) 1,1, 1,3, 3,3 /s AR EUGEAT 1. 20g (11mmol) 4%
= AT, AHFRELRE N 2 DI FRE IR R P R FE RN K IR &
M CPEAEE . K BEAMLE I KRR BRAN T8 5 » AT IR IR 4 o et FH A IR A 0l 4k
H (WA Cpt - CERCEE=9 @ 1), 133 469mg HPRIGFR S EH (IE :88% ) .
[2402]  'H-NMR J&i (400MHz. CDC1,) & ppm :

[2403]  3.38(1H, dd, J = 9.0Hz,3.0Hz), 1. 68-1. 33(6H, m),0.90 (3H, t, ] = 6.0Hz),
0. 92-0. 90 (6H, m) , 0. 11-0. 08 (18H, m).

[2404] S5 23

[2405]  (R)-1,2- — [( =S FREGE ) 83 -1, 1,2- =KLk

[2406] &k B 2 25 W) 18 1 8 ¥ 77 v, A (R -1,1,2- =285 -1, 2- & —BEAUR 1,
4= Z -0- R HBLEE -D- TR, R 2R AL SR R (I8 :99% ) .

[2407]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[2408]  7.28-7.18(15H, m),5.51 (11, s), —0. 05(9H, s), —0. 16 (91, s).

[2409] 27544 24

[2410]  1,4- — -0- ZEESE -2,3- = -0- = ML ARG -D- IR pHn

[2411] KBBS00 18308 K 7, A 1, 4- — -0— ZWEdE -D- IR B A0 1, 4- — -0
AL —D- IR, 79 2 WHPIR PR &L S8 (IR 296% ) .

[2412]  'H-NMR J%i (400MHz. CDC1,) & ppm :
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[2413]  4.20(2H, dd, J = 11Hz,4Hz),4.01(2H, dd, J = 11Hz, 7Hz), 3. 88-3. 84 (2H, m),
2. 06 (6H, s),0. 13(18H, s).

[2414] 227145 25

[2415] (1R, 2R, 3R, 4R) —4- ZRIMRAEE —1- 2L -2,3- = [( =P ) A5 ] R
K PR

[2416] K M 2 25 9] 18 i 1 J5 ¥, 48 (IR, 28, 3S,4R) —4- 28 FI R4 2% -2, 3- =%
5 -1- PRERERFREEAE 1,4- = -0- X BRI -D- JRMEEE, 13 23R As AL &4
(Y% :86% ).

[2417]  'H-NMR J&i (400MHz. CDC1,) & ppm :

[2418] 8. 06-8. 04 (4H, m),7.57-7. 54 (2H, m), 7. 46-7. 42 (4H, m) , 5. 31-5. 25 (2H, m) ,
3.98-3.97(2H, m) , 1. 41 (6H, d, ] = 6Hz),0. 12 (18H, s).

[2419] S5 26

[2420] (1R, 2R, 3R, 4R) -4- ZKAMEIE -1- 23 -2,3- — [( =FEFREEE) 831 2
SR R

[2421]  MKHEZ:Z5 45 18l 7732, AT A (IR, 25, 35, 4R) —4- R BEAESE -1- £36-2,3- =
PR CE R PRI 1,4- = -0- X FFELIE -D- 758, 75 23R ISbn ik &4 (e -
82% ).

[2422]  'H-NMR Ji (400MHz. CDC1,) & ppm :

[2423]  8.09-8.07 (4H, m),7.59-7. 55 (2H, m), 7. 47-7. 43 (4H, m) , 7. 47-7. 43 (2H, m) ,
3.96 (2H, s),2. 00-1. 79 (4H, m) , 1. 02 (6H, t, J = THz),0. 07 (18H, s).

[2424] 227545 27

[2425]  4- F —2—- PN FEIEIL L

[2426] KRG H1 11 K2 18, A O3 = R R B O 28 = XA R, 15 31
AR AR S G (K :17% ) .

[2427]  'H-NMR J&i (400MHz. CDC1,) & ppm :

[2428]  6.80-6.59 (3H, m), 3. 48 (21, brs),2.45(2H, t, J = 7Hz), 1. 70-1. 58 (2H, m) ,
1.01(3H, t, J] = 8Hz).

[2429] R E A5

[2430]  (HRERAG) 1) XFPNEE = MI0S R AE ) INF- o P AR (K40 )

[2431] & A & WAL G )0 T 8 55 2= BN FR A% 40 i AR 40 B bR U937 I I TNF-a ™
A EE . B RS 10% (MR %) A Fr A4 B RPMI1640 K575 5L ifs
12-0— + VB BL Iz 13- SEREE ML AR A2 R 30ng/ml. {EiZ35 72 iR & 937 4 i,
£ 96 FLEFFRMR (Sumi lon) WA LUEREFLIK AN S / 75 824 2X10%/0. 1ml,37°C F, 5%
CO, F1 100 %6 ¥ JE 1) SR G R A P 9 3 Ko Higgila, B E3ae g &Sl
F MR A KA S Y, —IF IR 2 8k (LPS) (E. coliO111 :B4, Sigma) DIAF LAWK
h 30ng/mlo fE ARG FEAA TP AR IE 4. 5 DI FRIL G, A% gF B . ATH 384 1L
M (Greiner) F1CIS Bio International ATIA7=1) HTRF 2 &7 &, VE A I a) 43 8 e
SeH Discovery (Packard) e 335 FiE ) TNF-a W BE . M LPS ANFELE T 2 (X .
AR WHAL GV ATELE R ) FA R\ &AL R EE ), 14854
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FiRTE R [1] K INF-a F=AHEIER,

[2432]  INF-a F=4HIHIE (%) = {1-(Z-X) /(Y-X)} X100 [1]

[2433]  FEACTRES T, AR W ISP T N B 2= IO AE B 40 L) TNF-a P BoR T
LS R -

[2434]  (REAH) 2) XFifnrp TNF-a 3BE EF Il (AW)

[2435]  VPAL T A & BHAL A W5 INF-a 3K B B TR EI R . 3T Journal of
Leukocyte Biology, Vol. 47, p. 164 (1990) Hic &/ Parant 25 A 77k 5 - TNF- a
W B TR

[2436] 50, R4 A 3 ~ 4 UM SpragueDawley KR, (8 ~ 9 Jild ) o

[2437]  LPS 4525 4 /MNTRT, LA Iml/kg 1 LU R o ik 2 25 5 T A2 B A A 1) R B I — T
(Img/ml) o LPS %525 0. 5 /NIRRT, B G Z (40mg/ke) JBRIEE, M AT KBBE: K L Iml/kg (I EL
B DR T 5% — L LWl /95% 58 2 T 400 %R A R AL G4 . X T X4, LA
Im1/kg [P ELAI25 24 5% — F 2L OBef% /95 % 58 £ I 400 ¥ . M2 KBRF KL 1ml/kg [
Lo 25 2 i fi T AEFE 2R K LPS (31 g/ml) o LPS 4524 2 /NI, 8 3. 8% (w/v) Frig iz
K IRAE AP RR L, @ 30 (10, 000g,5 38, 4°C ) Mg, [/ INF-a E &
R55E& (Bio Source International, Inc.) JEMAE P TNF-a K&, MITHEA )M P
TNF-a 3R X) AR HKA WS AR M TNF-a E ) AFH FRIFER (11 5k
H INF-a B2

[2438] TNF-a EFHPHIZE (%) = {1-Y/X} X 100[I1]

[2439]  ZEARIGH, AR HEAL AP T TNF- a 3R Z BT EoR TR 5 A3 HI2
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