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Lo Hr i P R Al A R LR R SR BRORIURE ) BT 3 R SR sSORORER) 5

B g by e sl I 3 s G S A AR AR D T R A SRR 5 DA &

H pH $RE WM R Z, © & A R B I A AN [RDRE HRe R 1 2R S 40 i i
REY, It AR R B R GV 0k IR NG ER ALY S MR LG IR IL R Y L, Ik 58
EW)FRAE 6. 0-7. 5 1) pH i [ P & 7] I,

SR PE T AR RZ Sk b b ) 2 B G i pH e mT s M B e Az

2. FRPEBAER 1) F) sl 5], FEAZ s o & = g h vk,

3. MRPRBCRIESR 1 19 SISOk R, ForbaZid M o A2 22 R e R- e R 4

4. MRIEBRIE R 1 B9 R FIBCRURR, FE Pz ot 5 73 2 22 B M) S— et a1

5. MAEACHIE K 1-4 AR — I R R SCRRGR, &3 78 5 I T o IR R
L HA WA TR A JZ 8 0 00 B A 2 LA AR BTk i i 2 iR
Kz

6. MRAEARE K 2-4 HhAEE— TR SRR, & F T BB IR 2 A A

7. MRPRBOREL 5 1) 1 BRI, & F B G IR 1) 26 G Ak

8. MRPRBCHIELSRK 1 19 S sCRURE 7, HLrb o iy sl 5 22 Pl R i s e A A 2 458 v
MRS B, IF B AN R A ZAE L H B I 3R A 2 58 =0 pH R 2R Y.

9. MRYRBCRE K 8 1) v STk ), He A B i B A JE A5 6. 0-7. 0 [ pH Ya[H 1 2
AL, e A R A JEAE 7.0 BL B pH R 2 Rl

10. ARFEACHZLK 8 1 v sl ik 1), A BL i i B A JEAE 6. 5-7. 0 1 pHJE[H A
ST ALV IR, e A B EAE 7. 0 LA L) pH N 2RI .

L1, AR AR EESK 8 1 v 7 sl ks 1), o S S i R4 B AR Z (SRS A 100 1 m BFE
/N

12. FRYRACHEESK 9 FRIIORL], e A i s B ks 1) Rk K /N4 100-1, 500 1 mo

13, MRPEBCRIEE SR 1) 7 FBRIURL R, e 2% T2 B 0N o5, B A B 88 20%
% 100% .,

14, AR BOR EESR 1 7 570 SOBURL ), LA Bk B pH o 58 RS R I R A S A
pH6. 5 LA F HAE 7. 2 LUF ¥#fik

15, MRIEBRIE K 1-4 F1 8-14 rhAE— IR, Ferb, B ok 571 2 40 Ok 71 o

16. MRIEBRIEIK 5 Frad ki), Her, B Sk 7 24 40 FORL 71 o

17, MRAEBRELK 6 Frad ok ), Her, B Sk 571 24 40 F0RL 71 o

18. MRAEABAEIK 7 Frads iRz ), e, B Sk 571 24 40 FORL 71 o

19. JRFEFH, &S AMRIEBREK 1 (1) BT .
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21 JFH, &S AR BN EK 15 57 sSORURE R AT 2 22 28 by e el 3 s e Ot
A PR IR s A v 5] BRIk 57

22. MRYBBONE K 21 Pk e g5, e, v ad S 571 Ay 4 ks 711) o
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[0001] A HUiE 2 [H Br Bl H 4 2003 4F 10 B 15 HFHIE S 4 2003801039352 1474 [H %
HH LR FRR PRI 1) 20 58 FRO

AR
[0002] A B B — Bl s il 5, JUHE AR 5 A 2 b 3 1 A 20 A 42 R 160 Ry ) SRR 1)
AR RIORE 5 AR GBI ¥ 2R G R S B 77, IX M I B RSB IR T AE B il P IR

EEEA

[0003] [T i il 1) A2 2440 il 5] 48 P g i 1R 700 28 o 8 17 04GR QOL, Sdlls JLAF L8 FF R R
2 I B R L5 25— IR R YERF 25905807 16 IR R 2505 AEBRER 25 25— IREUM IR S
HAEEA W18 12 WAL & T DUB L A8 7 Sk 4z AL B S S5 T B Ak
133, [FII A T 8 R ARG E B R, AATE T A 2 K 22 LS 5 )y 2 o %)
T O REHIFR AL, O & H S A B 48 R A BN, 4 nid i 0Bt A< )2
5 R B I B s AL S R I R R R (MR A D ERE R
i pH I HIAL A V) HRE H LR PR I 3 AL S R 1 (I A fE Sl #fe i G
I TR SR ) o PR ME i eR SR IR a0k 2R GoRn 45 7 1 Bl b T B, mT DL —
BRI AN

[0004] & HA X ERATR E PR 299 V8 Ay 1 120 10 1300 7 B AT I v A , A X iR
ANFEE M B 25 an Sk B B AR IR CF ST A I RRAE PPT) 4R I 2R FF kMl &4 o
Wl E UL, A B T 2 IR FH IR 28 K Ak &) B 206 0 i 2 A /N v DR s i »
AT 120 20 A5 A U 228 )l 3 TR AR L Py 5510 5 5 PR ORE 50 IOt s 5], AT B 25 55 1R AT PR o
B R T R FRIEIE R BARRE PR A IR R (12 W, JP-A 62-277322) .

[0005]  [VIR%A 252 ), 7 30 ks ) sl 4t ks 7 ok B I kAT 128, e i B+ s
W 25 W< [0 g DA % 65 W g S R R o o 7 SR 3T R0, 35 P Bl 0 76 25 W A7 B e e Tt
R HIFR A B BAE Tk DA 77 A IR PR oy (R i s ik A BB . FA A
WL A R R 4 LA R (R B A B 1 4 ) B8 i T I BB A R )T B LR B B8 ) TR B
T AU HE— B KR AR, XSS R A TFEAE WO 01/89483. JP-A 2001-526213.
USP 6,274, 173, USP 6,093,734, USP 4, 045,563, USP 4, 686, 230, USP 4, 873, 337, USP
4,965, 269, USP 5, 021, 433 Z&3Cfik .

[ooo6]  REHATF

[o007]  (REIHE)

[0008] A% BH H [ 7E T+ $& fH — Pl 0 rh 3 1 i 20 4ok 42 )RRt 1 42 8 11 50, e I e 2%
(staying) BRFEIZE (slowly) B gt A 1A i ZE i B 9 T B o

[o009] (& EHARIA )

[o010]  tHAh2 v, AR Bt T .

[0011] (1) —FPRFEF R, & & Ho b vd P R o3 e 4 Tt %) 701 ks ) B3 40 s 711 LA &%
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[oo12]  (2) ARHE ik (1) BB, I G MR o3 (RORE H A e B A 25 A 0 1k 1 73 BT %
UKL (core particle) FRIEBAACE 3 ;

[0013]  (3) M4 Lk (2) WIRER, Hrh iz AR ZE A H pH YUE EHINEREGY
(pH-dependently soluble polymer) ;

[0014]  (4) M L3k (2) MIEER), bz aKEZ2EHY HUZ

[0015]  (5) #RHE Bk (1) MR FEF, Horb vl e o R B s MR o 7 BT 3
F) S SR TR B 40 FURL ) () 45 R 2 i s

[oo16]  (6) M4l ik (3) 8K (4) HIMRFEF ], Forb Fradk HLrb vty M sl o3 e 4 il st 00 1 791
7 55 B0 SIURE R B A TR A 2 v T a0 B AZ S ORE b 1R 2 R A ) %) 9 A 2= DA BT 1A P
AR AR B R 2 I ELVE TR A3 BRE A AE— 8 B IS I TR 2 5 TG

[0017]  (7) RHE Bk (3)-(6) TR — IR ZE ], I BT ik HL rh i M i 7 o 4 i) H
(Y 7510 SRR 7] 5l 200 R 7 FH T GRS R SR S AR

[oo18]  (8) MRHfls ik (7) WIIRZER, Bt — DI &AW HEIRIEEY

[oo19]  (9) #RHE ik (1) - (7) AR —BURIRZE N, & & A W AP 2R B HA {0 M oy
AN [RIRE H AR T T ) SR 571 B 40 R 71

[0020]  (10) R4 LIk (9) HINREEF, & & A LE pH K2 5. 5 IR HE M R 73 ) s
A R 351 FOORE T B4 R 51 LA S B AR pH DA K2y 6.0 BRLL B B HH v MR oy I PR A
A JZ 10 7 3] R 57 Bl 40 FORE 7

[0021]  (11) MR¥E B (1) (7) 8 (8) HIBLEER, Hrh iz s I 2 G ) 0 1 5% 7K
VAT 25°C KRS K2 3, 000MPa « s IZEAW 5

[0022]  (12) #4lE Eik (1) (7) 80 8) MIIREEN], H iz B st IR G R 77 ¥ 8 A
400, 000-10, 000, 000 [KIZEAW ;

[0023]  (13) #R¥E iR (2)-(4) 8L (6) BRI RER, HrhxERaKzE 2
—MEZFRARE A T EMREEVRNE RN EREARERLRE TR A4 5L
FRERAR R —FIRAE AR S SR LT 22 AL VAR TR s - L N IA R AL R RN
M — WIGTIR CIEIL R YNGR L1 — R NGTR PG - FENGE = F 8% O R
WAL PRI TR PR - N IR CIRILERY) . M EE IR IR — TG IR A G — 2RI IG IR
PRILERY) RN AL LT 4E 2R STRBR DRI ER G LA M ER L dik SR IR AR 45— RIS

[0024]  (14) #R¥E bk (13) HyMc#EF), HrpiZ BB AK )2 P El B 2 PRI ZE MR 5
[0025]  (15) #¥E iR (1) (R, I rp i B SURL 37 A0 40 JURE 57 1k 1~ K /N g K4
100-1,500 um ;

[0026]  (16) MR¥E B (1) AIMREEN], FoA iz It g o o122 45 (PPI) 5

[0027]  (17) #R#E (16) [KIRFEH ], Hodriz PPT 2 X (17) AR BIBK AL & 4 sl 3L #h sl L
HEt MK (optically active isomer) :

[0028]
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[0020]  H AR C' RATIEBER IR I SAT LRI 55 B 50938, R AR 7 ATk

EUAR ) 75 B RS s 4828, RY RS R0 R AH IRl sl AN [R) H oA SR 1 AT U bt T ik

BRI PR BT IR BRI & 2, Y R AR 78 CH 5

[0030]  (18) 34 bk (17) WURREES I, Forp ik b &4 2 =2 R fr e (lansoprazole) ;

[0031]  (19) #R¥E Bk (17) MIREER], Hrb PPT J& 22 RALME R- et T a4k

[0032]  (20) #R#E LIk (1) (7) 8¢ (8) H TR —TUH RN, L% B IR &%

JE—FPEZ AR AL BN TR R SRR Sk (PEO, 43 F & 2400, 000-10, 000, 000)

FRNEE R4 (HPNMO) R A 43 (OMC-Na) RN E 4E 5 (HPC) R LAY 5L

R CIGEER G

[0033]  (21) ¥ L& (1) (7) 8¢ (8) LA —IR e ZE5), izl st i i 28 &) 2
BN OB (415 400, 000-10, 000, 000) ;

[0034]  (22) #R#E Li& (1) 8 (8) HIMREEFN], HorbiZ ¥ Bt I () 58 & 4 LUK 2K | 40 SO B

LA WA

[0035]  (23) HR4fE Lik (3) (HCEEF N, Horr izt pH e w1 16 2 A 1 a2 TR R TG R AR

s - FEE NG IRILERY)

[0036]  (24) — v v e e o ot 42 DR HH 1R 300 ORS00k 771, Bk Py 3] S SORE 5]

SRR & 4T

[0037] s (17) ARSI IR AL 5 s 6 L e e S A4 PR A D0 35 P 1l 7 R A LS
i«

[0038]

. R2
Ijﬁ/Rs
Y

[0030]  H:AREf C’ Eﬁi%EZEXﬁE’JzIﬁT BATE AR T B AR, R AR T T4

BRI D5 e ik R AL BRI A5, RV R 0 R AH Iﬁl@i$Iﬁlﬂ?‘ﬂ%)ﬁ?%ﬁi%ﬂzﬁﬂtﬂ’ﬁ*%\ﬁﬁ

AR e AR A BUE AR R R A, Y AR AR 780 CH 5 A&

[0040] Hi pH P2 nE TR PR RA)R & AT — R SR AL 2R 5 ) s A ol B &2 o
KA EA AR E R R S YRR G, 1228 G YTk B RN 2 PR AT Y 2 A s —

TRME AT UE 3R CIRBR AN — FIRINE R T I LFE LT Y3 L WA G IR TS — MR Rt
R FENIIR - NIHIR CEEIS Y P NG IR — TG IR TP R — 2R U6 IR P B JL 2R

% FRNFLET e 38 CIRPRBR I MR G 2R L2k LR R <8 2 — P IR R LA K HIR, BTk B 5 W i

5



CN 101884629 B OB B 4/140 T

7E 6. 0-7. 5 [f] pH Ju[H N A2 FIH I 5

[0041]  (25) HR#E Lk (24) 7). Ok FR) Bl 48 RURE 77, o Fh 76 T GAE A% S ks b ik e
& e RGZH pH Pog Als IR AKRE |

[0042]  (26) WCEER, ‘B & A MR LIk (24) i A7) JURE 75 sl 40 Uk 7]

[0043]  (27) B, ‘& &AM Bk (24) 1 ) WOk B gl foki ) /&4 =L (1)
IR AL S 4 ) B A0 A P 371 Rz 51) et ks 771)

[0044]  (28) HRHE_Li& (24) 1 F 7 FOORE 37 i 40 F0URE 7], JHL AP Pk e oy A 2 R A
[0045]  (29) WA Bk (24) 119 5 5 RORE R 40 B0k 71, FE Pz PR Rl oy S8 22 R e
R- e G R A E

[0046]  (30) HRAE bk (24) 119 1y 5 RORE R 40 B0k 771, P iz PR Rl o3 72 22 R hr L)
S— e R

[0047]  (31) R4 bk (24) 7] B0k R B AR FIORL T A 20 1 B 3 A2 22 B h MR AT
9

[0048]  (32) #RHE bk (24) 119 1 5 FORE TR B 40 S0k 771, e rp iz PR Rl 43 72 22 R b L)
R— TE 6 A A IRT A

[0049]  (33) M4l ik (24) . (25) B (28)—(32) HEE— LU 7 37l UKL ) B 40 FORL 711,
BT SIS R AL SRR B AR AR TR s A J 2 b 1625 8 Ak i) s e
EULRAE TR i 2 EERaAAE

[0050]  (34) HR¥E Fi& (28)—(33) FPAFE— I v 37 FOORE 7 Sl 4t ki 771, & FH TP Fi s IR
MR EWAAK

[0051]  (35) —Ffr s i B tH IR HE ), ‘B & A AR LiR (28) - (33) R AR — T ir) v 51 BkE
FAV B ORI BB s R 2R A0

[0052]  (36) ##E Fik (24) 1 Fv 7 FOURE R B 40 ROk ), G v 38 a9 A B B 22 o S AR 4
oAU 48 1 PR 1 20 (PR HE 5 I HL e &/ () 4 e A A 2 7 T G B2 i iy B0 A U2 B e 1)
pH T2 A% 5

[0053]  (37) MRAH ik (36) 119 7 5 Bk 571 B3 4t ks 71, L A HE [ i 8 R B A = 7
6. 0-7. 0 [¥] pH Y [F Py 2 AW IR, S A0 AR A ZAE 7. 0 B B pH R A2 P 5
[0054]  (38) A ik (36) 119 v I FURE 57 B3 i ks 551, L A B [ i 48 R B A 2 7
6. 5=7. 0 [¥] pH Y[ Py 42 R IR, e A0 AR A ZAE 7. 0 BB B pH A2 IS
[0055]  (39) R4 Lk (36) My Fv 7 Mok B 40 RURi 77, b S dh i R A0 A 2 1 )R
A 100 b m BEFE /]

[0056]  (40) FR4E Lk (36) FRySUR 7 Bl 40 FIURL 1), A 2 45 R IUR 711) B 40 FIORE 771 (1) ks 5
KN K RZ) 100-1, 500 um ;

[0057]  (41) —MRZER, E&H

[0058] (i) Ay s 73 e 428 iR B IR 1 1) SR ) et SRk ) 5 i 3k v 311) S SRRz 7] sl 48
WOREF & &t (17 ) AR IRK el G4 B8 L 3k Bl e e 48 PR AR DA PR 1 73 B A% B3
AR

[0059]
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[0060]  HAEFC! Euﬁ:zﬁﬂtﬁ’]z@r ST R AR 05 B 23R, R R SR 1 AT IE

ERAR 1) 75 Bt R s 4 RV R R0 R AH Iﬁ@%Iﬁﬂﬁa%)ﬁ%&iﬁ%&ﬂﬂtﬁﬁkﬁ%%ﬁﬁ

B AR e A TR B B AR 2 2, Y ARR AR 81 CH,

[0061] H pH P8 WIS Z, B 8A — PSR 56 W ol 79 A el 58 £ i
A A ARV R R SV RR-A W), iR S TUE AR N PR e R A R —

ARG . £T4E 25 LR AR 25 — IR R 3L 23k ef v 25 I A1 I NG - AL G R at
FW FENGIR - NHIR QR RY . RRANGER - WIGIR T s - RN R T L

% FRNIEA Y 35 CIRIEIE IR TE 3R L2 LR TR AR 28 — RIS LA K RS, Tk SR A W

7E 6. 0-7. 5 [ pH YEFHI N 2T % (soluble) 1) sLLA

[0062] (i) &7 & 3G T R ARG U S0k R0 i v AR FA 791 SR 57) sl 4l Scr 591, T i o i

KRAEAMET 5. 0 BEASE T 6. 0 11 pH Ju[H T g MRS s 1t 7y

[0063]  (42) #i¥E Bk (41) MIRZEF, Hrp e 2 FIEBGZH pH Y T iR

K ARG R KR O ROR TR e 82

[0064]  (43) HR#E LIk (41) WEEF, iz e o & = mhr e

[0065]  (44) H¥E Fik (41) WRZEF), JLrpaZid Mmoo A2 22 R ey R- et i Ak

[o066]  (45) H¥E Fik (41) WUREEF, JLrpaZeid M s o A2 22 R ey S— et Ak

[0067]  (46) HR#fE Lk (41) WM FEF), For &84 1 M oy B AZ B 0k & A ik e AL 3k

[RIARE I 5

[0068]  (47) #R#E Fik (41) AR ZET ), 12 A i e i o At 42 RS HE 140 3] S SRORE 7] B8t o

R E pH B nIE T B A A EAEAME T 6.5 SR T 7. 0 1 pH i [l M

[0069]  (48) ##E Lik (47) W), Horh i pH e nl s PR3 B A 2 B W pprslcse

Z PR B ASRIRE R PR AR SR TR A R PP s — AR SE TN AR IR L SR s LA &

[0070]  (49) 4R Bk (41) WERER, il — DS A RBERKEED.

[0071]  (REHTER)

[0072]  AS BHE B —Ff A L rp i 1 i A3 A A28 R HR IR 1 ORE AR SORE R 1) 25 )

HEW, BE —FhEA L3l 50 SR 551 B340 S0k 551 R S 35 7 AT I 7% 3 B 1R TR ol e JE 1)

HEMWLIMAEY « AR50 G0 0] U2 BT ik 7 77 PR S ok i) A4 £ , 5k

B I RUR ) Bl 4 RIURL )T )&/%IHXE’JHW\%EI’J@ W, B e AR I 2 P IR

%?‘J R ARIE R FE . H AT CaiE BRI, Ml 25675 BIX BN 2= B e K T DRSS IR

w R A

[0073] A< B < HLrb s 1 Rl 2 e 428 R HH AR89 301 JOOAE 1) I 4 AR ) T R T S 1)

25 R HH i TE e 7 DA 71 A O ) o BT T R R A T R B LR I E AT R

AR B IS T A3 o B TR R IR T e R o S A, AN R B A g P R A A5 R
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HE TR A R S Bl 40 ORI B HE B AE K2 5.5 1) pH R ¥ Al 1 LA LA 14 71
SURE ) B AH UL 1) DL 15 A 3K e S0 51) Bl 40 RIORE S5 1) 7 57 o

[0074] 53— 071, HAEAR U e A “ERAAKRE 7 I, Bt A — P IR e K
T PR R H D BRI AR 2, AN AR B W AC 1) pH B CF WA (R K4 5. 5
(%) pH WA ) Wi i pH Yo T MR AR 2 LR B S ARG SIT §UZ, g e
A1 Z BN FURE IS MY o 8 TR LI s A LA AE K2 5.5 11 pH R %
TR A T B R s T B B 2 T A, X B4R S 1) pH J2 48 Mei lvaine %W EK
Clark-Lubs ¥ pHo 75T 3CH, i pH #oe Wl AL ACE ) pH A28 I IR% WK pHo
[0075]  “PREELACIE " I ELAC 2 R IR A A 2 A e B8R IR AR E . 7
Ak TR LA S ACELFE X N BN J2 AT e AR A J2 I B R A 3 I AZ BN
JE B AR SR WAZ BN 2 AR Ak )2 (o T WIZELNZ R I 2 /K
27 80% B HE 2 I HACE Lk 5e R R R 1 ) o

[0076]  JHALTE AT AR BH 2520 &40 0 T o0 R W A e W B 2 Y 1) R e 8 i, B AT
AR (1) 0k 3588 R 570 ORI S 40 OR3P Rl 2 TR HE DA R (2) Jl ik 71 el st
JE R B8 A D ASE e ) SRR 571 5 A0 SORE ) D SR A IR TR A7 A8 T IH A o, B0 253X 7 i A
Fo IEARKHAMAED T %A T RERL N ZE SV -G Y 98 O kgs 29 Hod i
VIV L R 1) 58 4 3 T MR A Y A 3 P (R 7K 0 T T ORI 5 AR IS v 3] ORI 5] 5 48
A AR B A B e R T b SR R AE B R T AL TE RIS IT R o A T Al 2 T H A [
N 35 T4 e 70 3 25 b s DA DK B 18 T 22X M 3] < SRR 51 st S 1) mh ol i R R e HH L XA
—RRIA B T ZE R IR CRISRAS 259077 S0 B 1

[0077]  JE i A IS R) 428 iR Hh DAORAIE VG 7 A BUK PR AR Bk g8 A e iy 3L
TEAR R FE 25 25 TS AR A2 VA TT A1 28005 () I 3 B ARG T AT S5 A L 30 A 8 5 s i 5 | e 1) ) 4
H 5 BLE kb T 25 2503

[0078]  JEREERS IR AP LU IR A — R G4, FLIE e 5 7K B2 At T % e e PSR A 1)
HEIE T A T AEH AL TE AR B N TR) o 3 ST G B 1) B S AL e A 7 25°C 3 5% 7K
FEIPIRG B2 K2 3000MPa » s B KRG, Jidh— R Uk, 1% I8 s IR 1) 28 -6 )id
AR K 4y T & oK) 400000-10000000 IR -E 4. J T 4445 B HIF, X172 i ik
[FIZE -G & LB R AR RDIR A RCIR R G TE B IR I SR G B R M L bt
(PEO, 5] i1 PolyoxWSR 303 ( 4 T~ & :7000000) . Polyox WSR &t4: 7 (43 7 & :5000000) .
PolyoxWSR 301 ( 43+-& :4000000) . Polyox WSR N-60K ( 43 1-& :2000000) .F1 Polyox WSR
205 ( 431 H& :600000) ;Dow Chemical Co.,Ltd. fili& ) FRFIERILLT4EER (HPMC, Metlose
90SH10000.Metlose 90SH50000. 1 Met1ose90SH30000 ;Shin-Etsu Chemical Co.,Ltd.
) R YEE (OMC—Na, Sanlose F-1000MC) RN R£T4E 2% (HPC, 01 HPC-H, Nippon
Soda Co., Ltd. #ili& ) 2 ZHEF 4% (HEC) R LMHFEER A4 (HIVISWAKO (R) 103,104 FlI
105, Wako Pure Chemical Industries Ltd. filif ;CARBOPOL 943, Goodrich Co., Ltd. #il
15 ) eI B VBRI (pectin) SF. BRI LASBRAE Bl DL & 2 /b By Rl B 2
2 FE A LU BTR A R R IWTR S AT » e i3, Lt 48 H PEOLHPMCHPC. CMC—Na. 4
LIGFEER G EFNE AT B R G -

[0079] KL r 9 4 ok 2 e 42 TR HH KD ) DR 551) I 40 SR ) 1) — el A 3 5 28 A i A
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A E D —FhiE TR RS B R R Uk F a8 R A JE B 1 R ) BORE R B4 ROk R LA R
A IX ORI S A RORE R ) e DA T A% X SIS LA R B R R O ) B 4 R 7
W% O ROk R LU FH R 5510 SRR 70 s 40 SORE TR, 8 12 7 700 RIORE 51 5 40 RIURE 751 R 0 1 Ak
Iy R AT AE R0 PR B A% R b, BTl s M 24 ) 4 NONPARETL (NONPARETL-101 ( 7 4%
850-710.710-500 I 500-355) . NONPAREIL-103 ( i 4% :850-710.710-500. FI 500-355) .
NONPAREIL-105 ( ¥i 4% :710-500.500-355 Fl1 300-180) ;Freund Industrial Co., Ltd.
il & ) F Celphere (CP-507 ( ¥i 4% :500-710) « F1 CP-305 ( Fi 4% :300-500) ;Asahi Kasei
Corporation ill3& ) ;B & I FH A% L850k 551 B4 RIURL ) i) 25 75 21 16 7] 5 B 8 ) FH
P R 43 T8 5 30 1 I R 500 338 AT R 1 45 B R JORE . B 40, e AT T LU BEAE JP-A
63-301816 W1 FF R 7 vl 4 o B, 22442 0N YUk 2 8 1K 0 o B A TR AT AR B ME BRI %
O b 2515 BB, 2 58 W PR 23 BAZ Uk T LA 9 O AR PR AL (CF-mind,
CF-360, FreundIndustrial Co.,Ltd. #li& ) BUELIALEACHIRAL (POWREX MP-10) %518
JN Tl VA K & | IS A DA GE B v i o8 i v o NI w I R E L e e D ey | AN el P
I 5 T R 2 AT HORY » X FE AR TT LSS iR AT o Il e B R JE BRI, A 2B 9 L 7 J T ) LA
AR AT B LR IR ORI EE o 75 TR 23 BIRAT AT DA% FEW ki@ i B A8 B IR e
SEBEATIRAT I SE o WA FH T 230 PR R0 5 2% Co0RE 1) 7 26 TT LLASE FH e ek 722 51491
WIFLHE S UM H 8 I ROK N AN 2 o 21 4 25 DL RS T Iy » 38 R A 500461 du 7 TR 22 FR 2
AU R RN R FRAYE R K LA Macrogol s Pullronic F68. [l Hz A #4 12« B4
FREAGE Ry » Trn SR T BRI 0N B SR 0 e PR AR AT o R R PR A Y 1 SR P
Y EZ40 (Ac-Di—-Sol, FMC International Co., Ltd. & ) 28 S e B UL AR E AR
[RIFR LT YE 2R, R AT P dRE AL 2% s ORI AR RO AL 56 o

[0080] LA 5 DK /IN FRIAORE W] LU b i 49 21 (1) 0k sl 40 SUREUEAT 06 73 1145 31 o 1% 8500
o T LIS FH iy o Hs A4 L S5 T o ik R i & A9 B o A DRI 2R /N4 50 b m & Smm. LR
100 1 m £ 3mm, SEACZE N 100 0 m 2 2mm (1 FURE -

[o081]  IEiE F ik 7y 245 B i3 v PR e o3 (A% O ks ] DAk — DA A9 31 Hh (R B A )2,
XA Uk AT FAEAZ S0k o 23S T R g R ANFR s B 2o 4n PPT 250, AR iR 254
Fel g VR A B R LA A Z P R JZ A2 R 1 BRI 25 A 3 PR 1 73 (R A% 0 R 5 P B
KEZ M EEEM. FEETLHZ EH K.

[0082]  H T HRH) 2 (F AL A M B AL HE 1 1o 38 TR A 58 A A RLRIRE 2R 1m0 15 31 1 B A KL
HApREM R IR R N LT YR RN IS AT 5 RN S PR AT 4= (Bl TC-5
) VIR OIS BE IR SR AR LA AR I R AT Y 55, BESH an EpE [ alifkid
FERE CHFEE kiR CRERY ) R BIFEE okt ) 55 1 U Bl SR 0 oKV K LR B (0- 1
TRl IREENERESE ) o O TR T ST TR IR, an AR E s AT LA o R AR il
Db IR IEFR (B W RGR) (AR SR ) FPid R (SR A2 ) .

[0083]  JE T 1 SN & s MR/ RURLTHEL, Hh TR B4 J2 () A A ] Bl v 9 R4 0. 02
BHEKA L5 EEf, R A KL 0.05 EEMNE KA | EEM. BT LUHZ IR 7%
AT o W, YL R ) B A 2 0 45 40 FH AL K R RE , 15 LA TE i s gk . 2R a1k
P TR 25 708 0 20 TR 56 41 4 32 1 TR B AT A A

[0084] X T AE A K W 25 A -5 ) T R4 88 1) DR 711) I 40 RO 71 e B bk %
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CVPIURE FH Hr pH #1008 M Ag / e 428 HRE H R B M RLEEAT B0 A, PRIE il %515 2 A
A 2 109 7 30 ks 77 SR A0 0RE 1)« B0 B A X s R SR R B AN R ) 1 R AEIX HL, “H
pH HUE R 72 Te A B A 7R R 2 19 pH AREAEE N A Wi / BEli HHReRe v T o
W SACHE R 224 5.5 1) pH R YR H Sk AT 51 R 25 KRS HY 5 AR o B ) A A1 B
NAESE E pH R (AL pHAE 6. 0 BRLL B IAE 7. 5 8RR, BEALLE pH 7E 6. 5 B Bifi7E
7.2 LIF ) JF H AR s H 25046 B R

[0085] {4 FH T4 pH ke 428 il 25400 3 1tk s 3 B HA B B A kL, mT LIS FH 285 i) n v
3L AL LT 4 40 28 — RS (HP-55.HP-50, Shin—Etsu Chemical Co.,Ltd. i ) 414k
R ORBEAR A ER G R I Jk L FE 4T 4 & (CMEC, Freund Industrial Co., Ltd. i ).
AN IGIR G - PR ANGIRILZEY) (Budragi tL100 ( FENGERILEY) L) 8K Eudragit
S100 ( I NEIRILEEY S) sRohm Co. #ili& ) \ HIENIAEE - NIGIR LREILERY) (Eudragit
L100-55 ( 452 1) F 25 AL I BR A 28 ) LD) B} Eudragit L30D-55 ( AL ER AL SR 4 LD) 5
Rohm Co. #li& )  FIE IR — WIHIR P s - IR P ALY (Eudragit FS30D,
Rohm Co. fili& ) RN FEELT 42 Z B BEHE RS (HPMCAS, Shin-Etsu Chemical Co., Ltd.
T3 ) R Mk TR ER AR AR — R B AN di i o 301 ks 5 sl 4 Fomi 351 ] LL-E 8 P bl B
2 PSRRI HAATIE PR 3o AN [FIRE B MRS R PR B K 2 1B ERBEARM BRI 2R &
YAl LLE R SR AR, ] ARG 22 2D P sl B 22 M 2 B0 (1) B8 S ) R B A, s A FH 22
/b Py F EY B 2 MR A R S T IE S AR B 2 E A FAR KT DA, B Bl
A5 B0 SR T T B A A IF BLARUE SR G R IEAE pH 2R 6. 0 B LL b SEARIEAE pH
6.5 BRLA b0 EALEALE pH oA 6. 75 B BESE . DA S BRAR S LA, A AR
pH A 6. 0 BELL AT AE I Z-SALE pH R 7. 0 BE DL AT SR I E8 -S4, A1 5 3L AE 4
e, L 0.5 8 1 1 b HHIBEA Al FHAE pH R 6. 0 BLLL E R AR IR 2R A P FIAE pH R
7.0 BRLL FRIEIEIER G

[0086] U4 SR T LI, W] DU MG BA A Wi B £ 28 R T IR VARR IR
PR —HikE (triacetin) FFTARIR — M8, F8oE H AT A . T ROBPUR VB, A g
AR PR 5% 2 200%, H02E K 20% 2 100%, SEALLE K 30% & 60% . FHAE 50
TG THE S 23 AN EH A 28] PR A 3 A o 70428 ) R PR 1) DR 1) 3 A0 R 1) w8 ot R 1) i 2
HAE pH 6.0 HIVATE D e 5 /NS 10% 8 5E /D, 78 pH 6. 8 [V T EFEE | /NI A
5% B /b, T FFS: 8 /NN JE 4 60 % B £ .

[0087] X% RE v A UKL B R 7 (A8 fa SO I T RR I ROk A1) ) AT DA A A
P IH A 381 A5 vt P i 23 4 vhIDRE HR TR 1 ) SRR 55 B8 A Sz 571 b FH — b S oKk B ik fs B RG E
R4 AL TR 7] SR 571 Bt S 5, G o b R i i ARG T R A L) Gn SR FR AR S
(PEO, #7411 Polyox WSR 303 ( 4} F-3& :7000000) . Polyox WSR &t457%) (4 12 :5000000) .
Polyox WSR 301 (43 F= :4000000) \Polyox WSR N-60K (43 T-& :2000000) . F1 Polyox WSR
205 (4315 :600000) ;Dow Chemical Co.,Ltd. fhli) FRAHE PHREL4E % (HPMC, Metlose
90SH10000. Metlose 90SH50000. Metlose 90SH30000 ;Shin-EtsuChemical Co., Ltd. fl
) BRI YEE (OMC—Na, Sanlose F-1000MC) RN FLT4E 2% (HPC, 41401 HPC-H, Nippon
Soda Co.,Ltd. #li&) R LI YEZE (HEC) R LGB A (HIVISWAKO (R) 103,104,105 -
Wako Pure Chemicallndustries Ltd. ffi]i& ;CARBOPOL 943,Goodrich Co.,Ltd. fli&) 5%

10



CN 101884629 B OB B 9/140 T

TERE EEIR BN L

[oo88]  iZda RSk R R LA A FLrp A U5 1t 1 23 B AZ SRR AR B s i E AR TE X 1%
Pz i) = B A T e A5 i T R R B . T AR R B R S TR A
MR O lE — AR GTIR TS - I NGTIR = 3 QMR E MY (trimethylammoniumethyl
methacrylate chloride) L4 (Eudragit RS ( FF3E A 4 B8 2 JE b FE BE L BB ) RS) Bk
Eudragit RL( FIIENAIR A FESEIEMEILE M RL) sRohm Co. #ili& ) « AL A MG IR F I — TA A
M LML ZEY) (Fudragit NE30D, Rohm Co. #ili&) \ LA 4R %% 7ok, H T B HlE R
I IRBPRE AT DL FEOE 4 1 B IVR A, AT DL R 1 L B SR K AL R A A A
o6 K P AL A B8 Ut HPMC HPC R LI B A1) B8 & T 6000 FUME  H BR BEATE LI o
[0089] G4, Sy il £ A B H o v M A e 4 AR 0 S KD S I TR) 2 S R AR R I
) HURE 7 Bl A0 ORI AR IR AT B YT B i 2 22 HT S I I A B A ) B AT
TE5 A W T B AZ SR S BB A 2 2 A3 2 — Fi i 2. 90, ik v Je 7R 05
Fi SRR TED) R B A2 Bk carmelose 4 (Ac-Di-Sol, FMC International Co. i ) .
carmelose £5 (ECG 505,GotokuChemicals Co. #ili& ) \CROSSPOVIDON (ISP Inc.) FMEHAL
PR N EA Y2 (L-HPC, Shin—Etsu Chemical Co.,Ltd. #ilig ) £LAC, SR )5 B s 2 AL A
UL 4 B s ) J2 58 — A, i s o 2 a4 FR A E 1 B9 VR A — Rl sl 22 Rk
AUy B R SR SRR K AL BT il 2 A3 2 PG ER ClE - LN GTR PR -
FENIRIR — PR G BE R A I Y (Budragit RSE{Eudragit RL ;Rohm Co. #ili&) ./
FEIG TR TS - NG ER CEEHE 2R Y (EudragitNE30D, Rohm Co. filid )  LIELTHERSE 55K
PE ALY 58] it HPMC HPC 2 w5 58 A0 58 & 1 6000 LB . H R EATA MR . 2K
RAAA BEAT LU RS pH B VS PR B s YR -G, 19 an s T 6 R AR 4T e 3R AR s —
FERE (HP-55. HP-50 ;Shin-Etsu Chemical Co., Ltd. fli& ) 4T 4E 2 ZIREEAE X %R
fis PR 3L LT 4E 2% (OMEC ;Freund Industrial Co., Ltd. f#li& ) IR A MER NS -
FENIHIRILEY) (Budragit L100 ( FEEAIRILZEY) L) B Eudragit S100 ( FIEAMGIRIL
ZWS) sRohm Co. Hili& ) « FIENIAIR — WNIAHIR LHEILEEY (Budragit L100-55 (41
ENHIRILIEY) LD) B EudragitL30D-55 ( RN ARRILEE Y LD) sRohm Co. Hili& ) \ FIZE
WIRTR — IGTR PG - MG IR T s 2R (Eudragit FS30D ;Rohm Co. #ili& ) R ZE
AU LTRBEPE IR BE (HPMCAS ;Shin-Etsu Chemical Co., Ltd. fili& ) 58 LM LR R
R . B TAZ SRR, BACM B RN 1% 22 200 %, Pk A 20% 5 100%, SEALIE
H30% % 60%.

[0090] WIS ERIUE, AT DAF G BFIB R L R R IR T i AR IR — &
g “EREFT R IR — OB, A2 3T R AC o 1 450RE 30 Uk 57 s R 3 v L2 S
HRAE F A B R A T o s T RE 1% R 1) R ) sl 4 ok ) b —Fh KB E B
R R LA 1 v 7] SRR 57 s A Sz ), G o b K B Al e EL ARG 1 PR ) G B ER AR
Z45% (PEO, #5411 PolyoxWSR 303 ( 43 1= :7000000) . Polyox WSR #4575 (Coagulant) 41
& :5000000) \Polyox WSR 301 (4 F& :4000000) .Polyox WSR N-60K ( 4> F- & :2000000) .
F1 Polyox WSR 205 ( % 7~ :600000) ;Dow Chemical Co., Ltd. #fi]i& ) ¥ %L 3L 41
74t & (HPMC, Metlose 90SH10000. Metlose 90SH50000. Metlose 90SH30000 ;Shin-Etsu
Chemical Co., Ltd. i )R FFELF4E 2L (CMC—Na, Sanlose F—-1000MC) . ¥ A %k 4T 4k 2%
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(HPC, 14 41 HPC-H, NipponSoda Co., Ltd. ifili& ) B ZREF 4 E HEC) R ZHEHEESY
(HIVISWAKO (R) 103,104,105 :Wako Pure Chemical Industries Ltd. fi& ;CARBOPOL 943,
Goodrich Co., Ltd. #Hli& ) 7ML EERR AN AT R e

[0091] TR A PR EE 22 Rl S 20 (1) B A AL T R 5 A (R B R Hh e 1k ) P B AR 2
(9 1 70 R ) B ORE S S BT AR BTk 2R B0 AR )2 2 IRV e — & A s PR A2
X BELE A R RAC 2 2 A B3 A W M Lo B 2 2 5 A 1 A 3% IR 3R 5 VA A3 20
T AIURE ) B ZH FTORE ) 6355 1 5 2 7 G P 9 A s 73 A A O BH IR R A0 AR = 8 RS R I
T IORE ) B RORE ) A, B P AN R B s R A 2 AR

[0092]  HCrp A 2Dl ol 43 47 RS HR R 300 UK R Bl A ORI o — T nT DL
BN SRS G i da = Bt ot it R D I 1 | VAT | PO | - S T 8 =y i | 1
T BICAH FIURE FR) PT LG Ik 0 P 18 73 34050 o B s K e 2 A ) i S BB A, BRI R A
ST R I T R ot I TR 5 v R 7 T 5 i ol 2% o R BUA JL PR T A 4 2 S A BT
AT AGYIER . R T LG, 7] DO IR L T & 25 O 040 an FURk  H R
B RORTER ANE: ST R STy — B i 7ok, AR OIGEMN) TR G IR &
) (HIVISWAKO (R) 103,104 F1 105, CARBOPOL) « HPMC. HPC., 7% B8 Kl 2% [k oK [RIE it 55 7K 8 ik
T T R PR B 12 i LA AT UK 5 9 s 23 PR ) — & 2 s T2 i .

[0093] 3% T~ Hiitill & 77325, AT T LLIE I 49 s 550 Wt B 4 H{URHAA Rl o ASE PR 7 32 il 45 o
[0094]  Z 5K F i) URE 1) Bl 40 R 551 ] DL G oP 7 FH OE A B AR R e o 4 TR HY
89 ) SRURE 51 B8 48 FORE TR b — i B 7K B ik 5 LR M R R A 16 v 3] RO 7 Bl e
Wk ) A 5 KR ik EAACRG T AR an AR Lt (PEO, 511 Polyox WSR 303 (43
+ & :7000000) . Polyox WSR ¥t 45 #) ( 7+ T & :5000000) . Polyox WSR 301( 4y ¥ & :
4000000) . Polyox WSR N-60K (43 - :2000000) . Fil Polyox WSR 205 ( 43 1& :600000) ;
Dow Chemical Co., Ltd. fhli& ) RAFEFILE4EE (HPMC, Metlose 90SH10000. Metlose
90SH50000. Metlose 90SH30000 ;Shin—Etsu Chemical Co., Ltd. #fili& )& P I Y%
(CMC—Na, Sanlose F-1000MC) « ¥ TN 3L 4F 4 2 (HPC, #§] 41 HPC-H, NipponSoda Co. , Ltd.
HE) R I T Y E HEC) R I IE B 4 (HIVISWAKO (R) 103,104,105 :Wako Pure
Chemical Industries Ltd. fhli& ;CARBOPOL 943,Goodrich Co.,Ltd. i) \FeE8BE  EEFR
BRI . Ik 5 KR i fm ELARG T IR AT DAAEAE T —Fp il 5040 dn e 22 55+, tmT LA
T

[0095] L F v7% 1 ol A0k 428 TR HE FRY AR S B v 3] S SO ) et Sk R mT LA R [RTINE By ik
BRI R A R E R TR

[0096] & T A vy ol 23 A0 2 TR HE K ) AORSE 57 s 40 SORE R0 1R R /N T RAASE R R
KA 50 um & Smm AL 100 0 m 2 3mm. EALIE S 100 um 2 2mm IR, S AL IER T
K/NAKRZ) 100w m 2 1500 wom FRE0RE 7 B 40 Bk 71 .

[0097]  F3 4k, i m] LAAS A 25 Bl in s e an il & il S0 gm0 (40 o 25088 S8k L 5L
Bl RERE . D- H 8RB REENERE . 2 0BE (multitol) (HgEME. (LAY BEEZ. R oKUEk B8 H
VER /N ZEVERD K TERD « G5 b 4T 4E 2= PR I+ Im B AL 4%« DUAR DR BR A5 I PR A 55 ) , A5 311
(B UNFR T SR AT 9 25 PR TN 2 TP JE 47 4 32 58 S Am MM e Il FR S 41 4 32 3R 0T L AR 3
YN B o — TR o — JERYEEER AN IS 2% (pullulan) | BTz AR A R R BH R
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2), AR (BB R R 4T 4E % | carmelose. carmelose 55 52 I RLVE 0yl AT BE
carmelose AR EE LA MES BElld (crosspovidon) FR A FEVERY SE ), MR () dnkrts
PR PUIR IR TP A R S R R ] 40y EL B L T 2B . thaumatin SRS BN H R 2R 08k
(glycylrrhizin dipotassium) & IREF.5' - PLHEHMREN5' - SHMRENE ), KHiEHt
) (N 28555 (2355 80 55 ) IR LM — AN IAGILERY 1 MR s ) , 75 &
FA) A0 Gy e R 3ol V88 £ 2 6 A 00 25 ) 5 SRR (4 ol iR R B  TREHE AR T R IS L A
Pt E IR IR A R O ) H AR (Bl T 5 5 A E
25 EALER (TTD) 38k (T1D) SAM5E) , Braade i) CHlanduirmmgin  L- 2 Mz 1R i iR
SN ) FERGRH (B ALERSE ), LU BUE BT (B A RS .

[0098]  Xf T ft F () A4 BL IR+ LA B A R R PR, AN TN 25 25 M1 25 18, IRk B AT
K 500 1m B /MERL T

[00991  Fi M A5 3 [y 7] Ok 351 Bl 40 ks 57 ] DL IX A VR 6 R B A0 B W T b 14T i
ISR B DR T 25 2 5 8 3 T o JH N G 8 v o o)l e B 1) o AR T 4208 1 3] SR 7]
YRR & 5 DR B AE T A T BUEE RS I ZR G 0 0 0. 1% 22 100 %, IRk 4 2% 22 50 %,
SEARIEN 10% 22 40% , F— B HARIEN 10% 2 35% .

[o100]  HH LA BN AR B 2500 40 & 018 B T 308 R g oA e I 25900 M, 209697 3%
FARFER D 6 /NI, LIk 8 /NI, BEARIE 12 /N, BB L 16 /N

[0101] X6 =95 1 8 20 I T e ik PR ), AN 8 0% 25 0 3% P AU 3 v o LA . SEBI BE
R 2 AN 5| W 36 9 (indomethacin) MIXF & Wi 24 25 My (acetaminophen) , 119/ 24 1] 4 15
W, /0o I8 5 o) 40 it VG 7 (diazepam) 1 diltiazepam, $i 41 ik 245 151 4 15 > {2 5 28 I8
(chlorophenylamine meleate) , Ht i J8d 25 141 4n 96 K W% € (fluorouracil) FHE b 2
(aclarubicin) , BRI 2541 WK A M2 (midazolam) , HLAk I 254 W RS (ephedrine) , H)
PRZJGIINE A EERE (hydrochlorothiazide) Fl KR (furosemide) , 3B 7k 2545 fn
AW (theophyline) , B0 2545 4 m] 55 Al (codeine) , P Lol 2 245 (antiarrythmic) #i
WZEJe T (quinidine) F dizoxin, HUHE IR 2545 1 B 2518 T R (tolbutamide) - ML 4% %)
fiil (pioglitazone) FIlA% 4 Hi (troglitazone), 4 A= 22 ) 4n 4 = 5= C, P fut ik 25 451
phenitoin, & &l BRI 254 W F) 2 K Kl (1idocaine) , B b M 57 ik 25 28460 a0 &40 vT (194
HRK PR U2 B U eisal, B IR 25490 W1 pravastatin, it 5 S0 4nf) 52 PG AR Sk AU 2
R, A IEBI: (exitomotory) Z5HUNELyL AR (mosapride) FIPHYAF] (cisapride), H
RVAEIR P E BB R 5tz UL 8 itz A TT 259 12 BH Y 2540 ik 358
T (famotidine) B ] (ranitidine) FIFHEKE T (cimetidine), PLAL DL 22 b M Fr H
et R (R- SRR S— A, 1 R- MR (FE PSP A RRIEIL G A)) VB 3E
P (rabeprazole) MHFEGRIE (S— A fh S BSEH M) (75 N4 M: (rabeprazole) K
HHEC A PEFERIME (pantoprazole) M e 0t 5 i) 140 55 D4 A QSR IR A< FF K e 5T+~ 22 11
#1055 (protonpump inhibitor, PPI), LM LL tenatoprazole 25 A4 HIBK ML IF-nL e PP,
[0102]  HRAE A W, % il 50 HoA R 4 1 25 )97 ARE M, B 5 PPT 9 i i R A T8 X
(I ) ARGRIFIXT ER AT 1 0K MEAL 400 T 22 2R by e e JLHE e S A Ak U H 2 R IR T8 X
(1) AR IS BRAGEE B 2R FF K AL A LA RAR N R Rl (1) 8 (T11) ARRPIAEXS
B e K AT AR (RTZ5 2 PPT) BRIL #h B e e A AR E g Moy . SRR 4R 2
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RIS P95 3] e (R I 3B 4 i IR T AR
[0103]

R2
win el
@ /|—5""CH2 ()

[0104]  HAFRC %T{fﬁﬁﬂﬁﬁﬂtﬁ%E’lexﬂjﬂfﬁiﬁﬁﬁfiﬁ%%%%?é%% ;R R
LU T AT BB BURIE K 57 pe g BRI s BE A3, R R A0 R AH IR SAN R B2 S R on &R
T AR BA B b 2 ARk B U I e AR S Bk B AR I 2, Y RRA
J-8% CH.

[ot05] 7R BIRK (17 ) ARERMAAED D, HrbIf ¢ 2 EE A BRER R KIS
YRR MR (1) /8.

[0106]
RZ
Py
Ili[:—l—ﬁ—ﬁm M

[0107] &ﬁ%%iﬁtmERHA%TEﬁEﬁmﬁﬁmﬁwJ&WmKWﬁYﬁﬁ%
R A7) FAHERE S

[0108]  7E B3R (1) A, Rk AL S R X AL G4, Horp R A 2 ml A 3 H g %R
T ATERE AT Cy B TR A C oy BEAIER 5 B 6- JCAYAFE A A i BRI 1)
IR R SRR AT IR IR K 75 e B sk R4S SR J2 Co Bk € BESEIE C s
B —C, o BERFEDE = —C o BRI R BEUR T7.C g iR I —C ¢ SR T BT IR X
Coo PERIE SR RAJR T C edE, LR Y REIR T

[o109]  HReolth, Lk L G2 X (Ta) ARKRFMLED)

[0110]
R2

R? R
ﬁ—CHz "

[0111] o R RoR Cpy St dEak le3 BT SR RN AT B s AR AT 4 Cyy FEARFEIUR €y
BEATE SR RARER T B C Ly B, DUK R RoRER T AT kAR €, e R IE st 5
(pyrrolyl) (4 1-.2- Bk 3- MERKIE ) .

[0112] £ (Ta) ™, R ARIEIXFERI G, Horb R J2 C g e gk iR R ATIER =481 C s
BEATE SR RER LUK R AR T BT <RI C Bida St
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[0113]  {fEf IR () REREY (FXREREY (D) 1, B ARER“TIER
ARAREE 2RI b ) HUREE” AL 5491 0 o1 3% B 7 VA2 Tk B U b R 2 AT
5 HA BUREE e 4 2k 05 56 057 38 RIS VIEIE (R4 AL L5 & 10— JUIANIRIESE . RIRT] LA
BERA) 1-3 4 FREURIERR . HEUREESL B N 2 58 20, R AU REE AT DAAH Rl sk AN ]
TEIX L HUARTE Y, ik 00 3 IR AR e HA BRI I pe 2 AR 8 HA BUR IR I b i 2R 5%
[0114] &R AR A RIET%. P iEs.

[0115] X AT HABURIERIGEIE” A i e L7, Bl antal %s C . fidk (Blan . 23,
NG EAZE . TEF TR TE BT 2 I O PRt % ) o X F “fTik B B S
[Re b B “EURIE”, 9 i m] DU 2% 0 35 JR T~ R 26 . C g Wit (B4R O TR
AR TERIESE) (Co W BRIE () A RIE QRS NI S ) VR AL &5, AR
FEMEE TN RZ 1-30 HEURIEEEE N 2 558 20, BEANEURIE AT LUAH [ 8k AN ]
[o116]  “fTik A BUREE ML i B “ e 87 AR an L i3t (Bl P4 &
PR NEE . RRAE. THEE B THEE EES) & TEAAIREMAERE” b
[P BUAREE AT 2% bR “ AT B BUREE M E 5L B BORCER”, BURZE R H 2 AH R
[0117]  “O5EE7AUARMI U Cyy 755 (BRI (1 2856 2- 008 ORI - B ) %5,
[o118]  “IFAE” BLFRMI U Coyy RIE (BRI 1- 85 2- RS ) &
[0119]  “Tedk” G A MESE e A e AR B P 2« U R IR 2 | e S e PR 2 e 5 W0
TR TR e R IR 2 55

[0120]  “BElEidh” fudh C o e pRIE (i QmEEE  INIEEE S ) 5%

[0121]  “HeAa IR ARRBIUI C, ¢ FEARIREE (o)t FRARBRES . SR SE TN AU e 2 L T 4k
) .

[0122]  “Hrdd ol ALY AU hE N-Co g prdt al e L (9 an PR o et £ s L2k
2 ) VN, N= 7 Cpg BEFEZ FWEEE (40N, N- G WL N, N- — O REE L )
£

[0123]  “U LV AR " 350 1 C,, BEE WREmEIL (45140 P TP Rl R . 2 5 WD R it |
P R IE S | S A 2 IR L 56 ) 4%

[0124]  “WEBERAREIL AL FEHI U C, ., BEEBAIEES ()40 P SERAIDEIE | £ FETRIEIL | T4 ZE T Ik
JE | NSRRI AR )
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WA T LRI A o AR S AR et  BEAREE  BEbRIE  IR eI IR I B A IR
B e T |y e S

[0204]  “RedE7ARIE A B AR I L (Cog edh ) 55, WHE A HFIW C FiFEE, WHFE. L
= SN SNV S I S I S B S I S5 S B 7B ST S i ol N vy
bt (Cos Bidk ), LHAE N 2.

[0205]  “HEFREE” DULE g B AR S B L 25, 3 % A A 0 €, BEBRIEZE, N 0@ FE  1- T/
IR GNEE RIS TIRaE R TIREE. 2, 2- 3 - Ik —4- IS

[0206]  “/HEbiedit” A1 A 9 W R B 55, T8 A FH I 0 C, g BEBRIE S, 1 e 3E TR B
1 TBREL S

[0207]  “FRBERE” PLik MBI UMK B pe RS, T8 H A B0 C, o PRBERESE, WIERTAZE IR T
BV R I R RIS VIR BUR [2. 2. 1] BRI GRS

[0208]  “FRUAIE 7 AR IE A9 WK I 2, T8 A8 F 10 Cy o BRIMIESE, W3R THAGZE IR
TR PR EE N O EE IR B AE VRSER IE XIGA [2. 2. 1] PR -5- M —2- 255
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[0209]  “BRbEAELEAE P04 9] W e IR e AL e 258 , 0 A3 FH B U C - PRBEIEESESE, G
WP AN LI T EFE AR MO PR R OEEE.

[0210]  “BRARAELEAE P04 9] IR R IR I AR ot 2 58, T A5 FH A9 2 C - PR ZEESE S, 4
IR IR BE PP L PR UG TP 5 R U Ik 356 B0 O 36 T 566 L B4 Pk FP 5k L IR BRI 9k £ 3
MRS [2. 2. 1] P& -5- @ —2- FE LS.

[0211]  “TFRE"PLLE A BIUT Cyy 773656, BN ZRTE (1- 2558 2- 2808 IR 2 RS, 18
WA R W R R A

[0212]  “JFedd” A s R B “ 0558 AR R JF HEE 43 LA RGE SCIR B ) “ Bk VR R ot
FEH oy o Hodr, AREE N BIAN Cy, J73E —C g Bk, AT a6 3E 2K 36 %,

[0213] X FH L& EL Ry R, Fl G ARER 1Y “AEk HABARIE R I ” iR “ 2287 BT LA
BA BRS040 s 22 J1 7 (Bl &0 R B ZE ) S B3 B AR VT
(sulfo) MR % (sulphino) R L (phosphono) AT AR b 2 (4 C g 2
B, A CFE VN RN TR B T TR BT 3 3 1~ LN S, B3 %%,
B - - - AR Cg e, AU R AR UL R R
HE2-ROFE2,2,2- =R OE HREOE3,3,3- =N 4,4,4- =5 T E.5,5,5- =
TIKIE6,6,6— IO, ) VEACIEIRIE R W A (i G Wk
FUILSE, I AR W 4 IR SR ) R SE (B C L eIk, I 42E . 25
FEVNARUE RN AR T AU e T AU AU ORI ) VR AR IR e A S (A
WrEp - = - 8= - AR —Cpg e IR 5, Wl A U A3 = S A2 TR P A
ECRPEE CRPARRE2-RCAERE.2,2,2- =R AR . LRIOERE.3,3,3- =5/
A EE 4,4, 4- =50 ] %02E.5,5,5- = RUAEE6,6,6- =@ RS ) VIR b Akl 2k
(alkylthio) (flt Cyq FEBEmm 2555, Wl FF BN IE . CHEM AL N M e N 55 T 25
S T BRI RN ORISR ) R VIR RS (a0 RS 5C SRR
W CWEE I BESE T RIS T MRS 56 ) IR A2 (9t R IR 40 5C g e Bl AR 2
S, WO IE . NBEARE T A IE 7 T AU S ) IR e B2 (Bl ¢ edi 2k
BRI, WAL SR IR IV AR I T AR IR SR ) O PR AL (B C.
FHGEARIEIRIL S, IR EIRIE S ) AR TP IR AR R IS (A C, g e itk
A58, T PRSP I 2 . CAE PR IRIE 5% ) VIR pe 2 RIEIE (WA C, ¢ e IE AR S5,
PRI | SBERA AL S ) U2t | IR e I IS (9 0 58 —C, otk 2 i e ok
S, WP R ST L SRR S ) T - IR R EUE R (W T —C g B AR
S, I T PRI T RS SE ) O R AU (B Gy R IR
WR LML 2R R 2 IR 55 ) 7 2k (AN Gy 05 2855, W TE (R IESE ) (7 U2E ()
U Cqyo S5 RZESE, WIRAIE VL84SR ) AL (1 Gy yo 5 2EMRIESE, WK A 255
PIESE ) 7 R EEIE (914 Cyyo 05 FE WRABESE 55, G A SE IR R IE | 2SR WA R L % )
J7IERAIESE (a0 Cq o 7 FERATEIE S, WSS A WESE | SR AL MR 55 ) L 7 25 RIE (11 Cy
JFIEIRAE SR, WA L 2R LIRSS ) 7 B e (9 Gy 07 FE AL S, T IR ARG
FEVZE P AEIESE ) AT s AR R e S Ak 2 3 (A AR 14 i AR C g bk fiedibad
R, ORI R ORI S) TR R BRI 2 TR (19 15X —CONR,R; 1
F:[], HoAr R, MR, & H 2 SR 7 ATk B BURIE R B8 sl T B BURZE I 28 AL [, 18

23
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7 ~CONR,R; 71 R, Fll Ry I LA S AHAR I R T IR ) R LA BRI 2L (F1an -NRR,
2R ], L R, B R, € XF] B, 7B -NR,Ry o1 R, F R, A LA ARAR B U 1 e ) Tk A
A BRI IREE (1] 4028 -NHCONR,R, ()21, Horr R, F1 R, 52 SCIA] b, #E3X —CONR,R, H R, Hl
Ry P LA 5 AHAB I R B R ) VAR IE HA BURIE e (carboxamide) (4440 -NR,COR,
[RZEA, Hom R, AR, & SR F ) AERE A BURIE IR eI (4402 -NR,SO,R, FIZE ], 2
HR, IR, & XA B ) AT BA BRI 2SI F] (A R, FI R, & ) S5

[0214] X} F R, 1 Ry AR B “AT1E A BRI RR L7 (2587 m] LR AR ke 2k (46
WA 1-6 NIRRT IRedE, WP, O3 RS ) KM (Bl A 2-6 MikJET
[IREMGZE, U0 L0M 25 VR TR 2555 ) IRZREDLIE (B0 B 2-6 MR T IR BE BRI, n LB
PURIESE ) VERGe 2k (BN B 3-8 AR ST I Ge 2, IR 26 R T 28 IR I VIR 22
) HEEE (B RS 3-8 MR T RMGZE , 03 T 0G55SO 2 R R 2555 ) VAT
5 fedE (0 Co—Cy pEd —C—Co B, NN L A T EFE MREFRE S COEF
FEAE) MR IEGEEE (910 Co—Cy BNV Ik —C —C, ot 2k, A3 T 4 2k 5 A A 226 T 28 BA A
FERAESE) VR (W BAA 6-14 MR T 05 5L, WK 2R AR ) kiR (Wl C—C,,
D75 —C—Cy BEEE, IR BRI AL 55 ) &

[0215]  X%FF H1 Ry AT Ry AR AT B BUREE M A8 REE A () “ 2R 25 17, mT LB &
A2 M 1AM EBRRT VBRI JR T IR T 5- 2 12- JuR IR & 44
PRI AE, Gt e 56 i B ik WRIEIE WRIE I | 2- SR M BE bt (2-oxazepinyl) (BRI
B G IR L WAL L M| | S BRI L IRy L (IR L SRR AR L X T R, IR, A
1) “AF 0 BABUREE R EE Y A AT A BRI 2RI L A7 AR, Wl BASR & 1 dn
2R (g U VR VIS ) R (Han BT 1-6 Mk R - ke W R 2 L O
IS ) RGREIAIE (B2 2-6 MR 7 I REIG IR 00 SR TS R TN 2RSS ) AR B bR 2L
(B A 2-6 ANk IR A0 L3 BN 2L 56 ) Bk (i an By 3-8 MR 1
(IR BEE AR T 6 IR T 26 IR 38 R 5% ) Rt (B an A 1-6 MR IR 7 ke
AR FPAESE . QL) AL HUIE R AL AL R AR R RS () PR BESE 5C-Cy e
FERIEW LA BRI L T RS ) IR B AR E ( a0 AR 5C—Co R A W &
MRS IR . T IR %S ) IR e S R IR EE (9 €, —C, B A S5 e 2 o AR A BE e 2
CARFERIE RIS ) IR S (B C—Cy, RS RIE W R R ) 5
5 (B BA 6-14 MR TR aRSE 285 ) 5 RS (WA 6-14 Mk IR 71
ARG IRARE ARSI (W C-Cy, IR R WAL S EERESE ) |
TP IE (B C—C,y TR PR TE W LA ZE P IR S ) T A BURE IR
RS (g FE2E 4 A 1-6 DB R T 10 6e 28 B U B U & IR 55, W R 2
APEE. P EATHES ) (R B ABRERNEE (s 4 BA 1-6 MR+
et BRI R G, WA PR R CREE . OHEES) %,
X T HUACHE K AT B A 0 ok PR

[0216] X HH R, A1 Ry 5 AH AR (1 B8R 7 T2 B B, mT LR K2 48] 4 nbt v 4o« WR WE i DR W
(homopiperidino) M Wpk WRFZ | PU SRk, DU &1 MR 26

[0217]  H FIR E. Ry R, H1G ARG “AF HA BURIER R IE” Fh i) “ ek ” v DUAE iz 2k
ATHARALE ERA 1-5 A0k 1-3 DNETIRERES, Horp MBS H A T 2 I, B4
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AIEAH R AN ]

[0218]  JXf T H1 ik EWR FH G AR B AT B A BACIE ) 2R FE A7 A () “ J8 3R 3L 147, n] LA
PEREA 1-3F (R 1820 ) 20 1A (fRIE 1-4 4, BALE 1-34) & B4R T B
JRFAER F B AR AR R 7 (BRI 1) 1 65— &8 12— Ju05 B 220 55 B A A sl A
VORI FE AT A . i BTk, AT G AR I “ ik HA BRI 28R TR ] ) “ 3R
LR A A 1-4 A CEARIE 1-3 ANk B AR 0 R R BUR 7 S8 1 28 IR R D BR iR
TN AR AR A, JC AR IE R 5- 2 12- ST R & S AR A 5 o

[0219]  Xf T “O5F AN, v CLHR S 05 B B IR ZE AT O B e & 2 A 25 A

[0220] X T “ 5 F AR AREATEI] 7, W LARR SN 5 B 6- J0 7 T R AR EASE AR, AN I |
WEE Wy 255\ ML G M I | SR L WL | S R L (IR MR RE e (1, 2, 3- E MR T,
2,4- I MEE 1,3, 4- IE T MRIE RRg AR 1,2, 3- ME ML 1,2,4- BETMBIE (1,3,4-E
ML 1,2, 3- =ML (1,2, 4- = MFL | PUMREL nHine L AR IL B IE L R DL K = BREL
[0221]  Xf T“ 5 A A IR, v AR S 9l 8- &2 12— Ju 5 B ARG 24 2R A (ARIERT
A 5— B 6- J6 75 B A 5 AR AHMA A [ AR EE A1 B PRI R BRAS R R AT IR 5- 86—t
T R PG A G I 2 PR B ] ) 5, WIR g 55 e 2R eI 2 | R FF ey
e AR TRy BE NG I | SR | LH- N M3 R K M I R GFIE ML (1, 2- 2R R IE
ML A R E L 1, 2— AR S MR MR TR | TH- % I — MR ARG | S SO 25 | i b e ek
HEEVRMKIE 2, 3— TR AR L RN T RN T (S PRIREE L o — PRI L B - HRIBRIE
Y = RIS Y WE Ik Wy BE R 2L | Wy R IRk Wy MR ik | Wy R L (phenoxathiinyl) (HERZE FE
WE I  FEMS RIS P BUBH 5 b I (1, 2-b] mEMERE (kM JF (1, 5—a] nibie 55 kM JF (1, 2-a]
M 5 KM FE [1, 5—a] MEREFE (WK (1, 2-b] WAMEEE (BKMEIF [1, 2-a] WEREFL (1,2,4- =
e3[4, 3-a) MERERE 1, 2,4— = MeJf [4, 3-b] WAMERESE,

[0222] X “ U RN EANL AN 1 HE 05 T AR BAEE A1 7, W] CARR il an 3— &2 8- gt (i 5- B
6- JC ) WRIBUALFNY (ARIEWFI ) A5 F A BE AT (IR IR ), . A2 A
FESE BRI T eSS A IR T BE 6 I 2 BT e 3 | ik s e I | DY SR R 2R DY A Ry S
(thiolanyl) WiHEZE . PUSINEAR 25 DYSUWEMRG 25 (thiany1) \ REIBRZES JHR A QPRI (R IR 22 L A
TR PRtk R ZRIR PR T AR IR B St L (thiepanyl) UL BR PEe Ik B B 2RI B 05t
N AR 32\ oE SN a5 7 N B AN S N R N S T N B AN A N OB B S
SEFLPA AT DL AR, SLSR 046 2- S AR AIR T Fidik | 2— AR b g Be 2k | 2— S AR R IE 2
2- SEARAE I BE P I | 2- EARAE AL I e 2 AR VI ARG 2L | 2— S AR VU &tk iR 2 L 2 46
FRPY S My 5 2— S AP A BRI L 2— SRR R 2L L 2— SRR e R Bt 2t | 2- S AR A A A
BEGE St 2— S ARIR AL BR P 2k | 2- A A BA BEfe 2k  2— SR AR e B A e 2k | 2- S Al 2
W gt 2- | AR BRI 2 A BRI i 3 55 IRIE 5- JoAE 7 AR A
i 2— AR Bk .

[0223]  %f T H1 Bk ELR AT G AR “ARIE BA BUREE AR EE 17 th i “ 23R 3517 n] LA
HARBURE, [ B s 5 dy FiR B, Ry R, A1 G ARER R “ATi% BABRERBE” B
CHUARES” A AR AR IR 5

[0224]  H 3R EVR FIG ARG “AFak HAT BURZE R 28R ZE A1 R i “ 2R SE A1 A] DAAE 2%
WE P BT BARALE B 1-6 ALt 1-3 NECREE, UEUREEEE N 2 B 20, ix e
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BUARHEAH A BAN ] o

[0225]  XfAKR WML AP RATW ZIAIHER: (bond) YiBIAIR o =4 R AW AHZERS, X R AN
W 2 [R) PR A7 BT TR R R, U2 RN W AHIE . R AT EERAL B N AR X R 52 rp “fT:
e FATHUREE ARk ” iy “ et ” R HUREE” LR BERRAL & L LLRTIR RS R & X “AE
B HABURTE I ZRREE 17 AR “ AR FE 7 A “HUREE” B AT A

[0226] X T~ W AT FERLAL B, v] LLER S TR XS W5 X “ ATk HoAT BUREE R — e it
R A B I ] AL L IR W, R W, E SO SRR B R E R B
RT3 7 58 SO AR HAT USSR A (1“3 BT ERRAL R DL TR A Z
58 SO “AERE BATBUREE IR ) i) “28ABE T B ERRAL R

[0227]  RANW RJ LAAEH A AT AL BARE , A Al LS ARSR R RUR 7~ & . X T
IXRIR, W] LR B iR &5 RA CHTRESRIA T BE LS HE  IRIE | Ry WRIE 55 ) < AN LA
FEIM (BlnPYAMNE S ) 7B S EIA (Bl s ) cEAER T 5 RAWAHSB I &R T
ZANEEAT DA AR BB R T (AR (B IRIEE bk as ) B G (1 dnns]
W 51 EAL (indoline) S M[Wf 7MW DR] | DY Saime bbt DU S5 bl 25 ) 2% b, fli 4- &2
7= JuHh.

[0228] i RANWAEI AN n JERAL B 5 AHKE A BUR 7 A B34 m] LLAE FEn] HY
AL E ERA 1-4 DB BRI H b 2 8UE 20, IR BUCHEAR R BN F o X T
AR, T LA RO R SO AT 18 HAT UL [ i R A28 AT AR R 2 32 [ 7 1
RIEARIL L AEOR W s SCHP “ATRE HAT BUREE I O ik ” BBk . A A, ml LA
fE R E R 1 (TR SRS ) L C g BEdE e, AL ZBE (N R RN AR TR T
NG N T EIP N2 N ElAP PE e

[0220]  ROFTW Z [ ({3 HE, W] LUE sl i

[0230]

26
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Ty 96 &
o

\

N
/
e
N/ /N N
' = F

[0231] 2, {ES2 T PR FEAA R T R 3. e A1mT DLEA 0 b SCROEUR S, IF HL
X T ARG B RN RS, MAZE e 1EnT DL A,

[0232]  FEA KRB, XARKRE LA, B0 £ R 7RI =M, (2,5- A g
Pt —1- 3 ) AR, b LIk g R T, B AR S RIS, IR S

[0233]  FEA KRB, M AKREIR ¥ 5B BB 1 B B 1

[0234]  FEAREH, “E &7 7 LI 25 e B (Bl Na' K'\Li"\Cs™ %% ), fik
Na',

[0235]  FEAN K BAH, “ 28 B 17 Al LA 26 DY AR R 8 1 DU OSSR S T DY TR 2R S T
U TR B T, LD T S T

[0236]  EALGA) (I1) o, W] DATE 5 0 B 1 225 A RN D WLARL B A WL 5% 2 TR) TE i T 25
B 2k, DA KR 53~ HR Bl 1 2 TR E LR BYCA ALK 55 2 1A) T e ] 25 R IR I e 2

[0237] L& (T1) WEHURER I SLp L FE S 4 E (B a0y 804 ) 48 (i
%) R RS A A (LD A HU R S s 5 — F ik = 2 e R it
WA JRIE \2— 2K Z G N L SBERE . — B ENE = P e g 25 TR it 6 4%

[0238] Ab&W) (11) WIERMAEL BLFETCALIR B () W £ IR Eh IR IR 2h VR IR 1 B 2R 55 )
ANLEREL (B0 LR ER =R SR EL BRI h . Tk IR B L & IR R N IR 2R AT I IR 2h V1
AR FLIR B VER h L IR £ N FR R PR £h 55 ) S5

EH-
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[0230]  AREAMLEY (11) GFAKED. “KEW” FMLF AR 0.5 KEWER 5.0 KE
Yo Hr, Lk 0.5 KEW 1.0 KAWL 5 KEBLLK 2.0 KED.

[0240] ARG (I1) AFEIMEEARFE AL G . X T Heeb&, ik h—fh
SXof B A S PR i (e e ) AN/ 90 % IR A4, A 8 HL Hp — ol o Bl A Ay %o ok ok
A>T 99% (IS o

[02411  XFFhetia, thik i FARER ® - B -

[0242]
N O
y
54
N z B
—~2)
R X4
N
_______ VIV
D4

[0243]  Hrp & 755 X ko M PR EY D PEIEL ST, 7T LR Rl an
T AR G Y. IR S WmT LA I
[0244]  2-[ L [[(R)—2-[[[3- A% —4-(2,2,2- =R L%HE ) —2- mbmedt ] AL ] WA
Bk J-1H- Z2IF0RME —1- 3 ] Bt | &k | L5k LR IR
[0245]  2-[ FI5E [[(R)—2-[[[3- FI%E —4-(2,2,2- =R L%HE ) —2- mbmgdt ] AL ] WA
B 1-1H- ZRFBkmE —1- 2 1 it 1 a0k ] L= LIRS
[0246]  2-[ FI%E [[(R)-2-[[[3- A4k —4-(2,2,2- =R LI ) -2- mEiedt ] AL ] Wrfis
Bt 1-1H- Z0FKEME —1- 56 T BRIE 1 &3t 1 SR ORISR
[0247]  2-[ A [[(R) -2-[[[3- A% —4-(2,2,2- =9 LA ) —2- mbmgdt ] A ] Wi
Bt 1-1H- ZRF0KME —1- 5 T BRIE 1 &0t 1 SHEAR IR I
[0248]  2-[ FIZE [[2-[[[3- & —4-(2,2,2- = H LA FE ) -2 mbme & 1 FHE ] 0 s ik
BET-1H- ZRIFmRme —1- 6 ] JiIE ] &t | OHER IR IR
[0249]  2-[ FEE [[(R)-2-[[[3- A% —4-(2,2,2- = LA ) —2- mbmgdt ] AL ] Whs
Bt 1-1H- ZRFBKME —1- 2 T Bt 1 0k ] O3k 4- MRALR P IRER .
[0250]  2-[ FEE [[(R)—2-[[[3- A —4-(2,2,2- = LA ) —2- mbmgds ] AL ] Whs
Bt 1-1H- ZRIF0EME —1- 3 T Bt 1 20k 1 &3k 3- SUR IR IR
[0251]  2-[ A5 [[(R) —2-[[[3- A% —4-(2,2,2- = LA ) —2- mbmgdt ] AL ] Wil
Bt 1-1H- Z2FRME —1- 2 T B 1 0k ] O3 3,4- R P IRAR.
[0252]  2-[ AL [[(R)—2-[[[3- A% —4-(2,2,2- =R L5HE ) —2- mbmgdt ] AL ] Wihs
Bt J-1H- ZRIFBEME —1- 2 T Bt 1 0k | O3 4- = oK IR G
[0253]  2-[ AL [[(R)—2-[[[3- A% —4-(2,2,2- =R L%HE ) —2- mbmgdt ] AL ] Wrhs
Bk J-1H- Z9IFIRME —1- 3 ] Bk 1 2k ] O3k 4- 9 IR IR
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[0254]  2-[ %L [[(R)-2-[[[3- AL —4-(2,2,2- = L5 I ) —2- mkmedt ] AL ] Wik
M & J-1H- RFFmkme —1- 55 ] AL ] 2t ] & 3,4, 5- AR TR,

[0255]  2-[ I [[(R)-2-[[[3- AL —4-(2,2,2- = L5 ) —2- mkmedt 1 AL ] Wik
WEdE ] —1H- ZRFFmkme —1- 55 ] Bt ] 2 ] &2 2- Mbme AR I

[0256] 2-[ L [[(R)—2-[[[3- A& —4-(2,2,2- = ) —2- mkmeks ] MEE ] Wik
Med J-1H- ZRIFkmMe —1- JE T Bl ] 20k | LFEM4E SRR

[0257]  Z3& 2-[ 3 [[(R)—2-[[[3- %k —4-(2,2,2- = LRI ) —2- mpmedt ] % ]
VEREEESE J-1H- 2RIFmkme —1- 256 1 ¥R3E | &L ] SRR IRNE

[0258] SN SE 2-[ ASE [[(R)-2-[[[3- A3t -4-(2,2,2- =5 L5 ) —2-npme 58 ] A
5 ] RAIESS J-1H- ZRIFmRme —1- 2% ] BRIE ] &3 ] CEEIRIR IR

[0250] SRS 2-[ AL [[2-[[[3- A -4-(2,2,2- = OEFE) 2-minedk ] F% ] W
FEIOERE 1—1H- ZRFFmRME —1- 35 ] BRIE 1 &3 ] LIRS

[0260] 3L 2-[ L [[(R)—2-[[[3- & —4-(2,2,2- = L5AFE ) —2- mmedt ] ]
VEREEESE J-1H- ZRIFmkme —1- 26 1 ¥REE | &L ] SRR R

[0261]  2-[ I [[(R)—2-[[[3- A& —4-(2,2,2- = O5IE ) —2- akmeds ] A2 ] Wik
WA ] —1H- ZRFFmkme —1- 258 ] Bl ] &2 ] CAEVUSUEMR —4- SRk RN

[0262]  2- IR &R 2-1 Ak [[(R)—2-[[[3- W3 -4-(2,2,2- =F LAEE) -2 Mg 5 |
O ] MRS J-1H- ZRIFmkme —1- 26 ) ¥REE ] &0 ] SRR TR

[0263] 2-[ &% [[(R)-2-[[[3- A% -4-(2,2,2- = L5 I ) —2- mkmedt ] L ] Wik
WEAE ] -1H- ZRFFmkme —1- 55 ] Bl ] &0 ] S IR,

[0264] 2-[ A% [[(R)-2-[[[3- F3k -4-(2,2,2- = LEFE ) 2-mpmedk 1 3L 1 W
FRATBESE 1—1H- ZRIFmRme —1- 26 ] BRIE ] &3 ] S5 SRR

[0265] £FE2-[ FNZE [L(R)-2-[[[3- F 3 -4-(2,2,2- = H LA FE ) 2-nkngdt ]
5] WREBERS 1-1H- ZRFFmRmE —1- 35 ] BRIL ] &I ] LEERIR IR

[0266] 2-[ PR3k [[(R)—2-[[[3- A% —4-(2,2,2- =R LEIE ) 2-nimedk 1 3] W
TRATBESE 1 —1H- ZRIFmRme —1- 2% ] BRIE ] 23 ] &3 SIRIS.

[0267] 2-[ 3Rk [[(R)—2-[[[3- A%k —4-(2,2,2- =R LEFE) 2-nmimedk 1 3] W
TAIESE ] —1H- 2RIk —1- 2% ] BRIE ] &3 ] CHEERIR 4 B8

[0268] 2-[[[(R)-2-[[[3- A 3L -4-(2,2,2- = LA ) —2- w3t ] I ] W s ik
S5 ]-1H- ZRIFmRmMe —1- 2 ) BREL ] (2R3 ) &3 ] O LIRS,

[0269] 2-[[[2-[[[3- A1 & -4-(2,2,2- = ® S A F)-2-mbmg 3£ ] 1 & ] W % B
55 ]-1H- ZRIFmRmMe —1- 26 ) BREL ] (2R3 ) &3 ) O SRS,

[0270]  BUT 2 [2-[ A2 [[(R) -2-[[[3- A2 -4-(2,2,2- =5 L ) —2- kgt ]
5] RABESL J-1H- ZRIFmRme —1- 28 ] BRI ) &2 J-3-nbmedt ] 2RI |

[0271]  2-[ I3 [[(R)—2-[[[3- A& —4-(2,2,2- =5 IE ) —2- akmeds ] A3 ] Wik
PEFE 1—1H- ZFFmkme —1- 3 ] et 1 &0 ] 3k LR IER

[0272]  2-[[2-( WAL ) S T IL(R) —2-[[[3- F&E -4-(2,2,2- =LA ) —2- Mkhe
S ] AR ] WAL J-1H- ZRIRmkee —1- 5 ) BREL ] = ] SR CERRE.

[0273] [ (2S)-1-[[ (R)-2-[[[3- AL -4-(2,2,2- = L5 I ) —2— mkmedt 1 I ] WA
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[0367] bk “C, BEMEIE " A HRE SR BA 2-6 MR 715G . HSLplaiE o
IHFE IETG IS RS IE TR 7 T2 P T BT 5 IE R 2 57 a2
BRGEE - FRENGE . I ECHE R OMmEE L 1- SR TRIE 2, 2- I T3S,
3— TR TYRIL3, 3- ZHINAIL 2- LI TIAISE . RIEN B 24 MR R T IO EEG
55, UHARIE Jy LIG5E  IE NGS5 N IG5

[0368]  FIR“C, BEPLEE N HBEBCCREM A 2-6 MR B . LSRG 2k
SEVETRRE (- AL ) R IABREE (2- TOBRIE ) VIE TR 3 T BRI A T2t LU B
FEIE AR L IO S BT A 1 R TR I O O 1, - TR
F.2,2- TR T HREL 3,3 TRIIE T I 3, 3- TR MR 20— SR TS ikl
AT 2-3 MR T I REBR S, JCIARIE N L 1- TABRIE TN 2- TARZE

[0369]  FIR“C, bt N BA 3-8 MR T I e e . HLSCB R IR 28 R T 5L B
JHE RO R IR RIS, RN B 5T MR IR, HAp R I o BRI
WOEFM . JTCHARE NI K.

[0370] b3k “J53L7 R BA G 2 3 5 e 5L, Pk o HAT 6-14 Mk 1 1 5 a2k
( “Coy L") o SRR IRIL ZEHE L JER G . Rk HA 6-10 PR T 16
JFiEIESS, Q ThOUILINE A R

[0371] Bk “ )ik ” W LARE AR, BOACTE () S A A0 5 491 dn 0 5 R ik L b 38 AT AR
Cyog FEARIECrpy FTREARIEC o ERIREE VIR BRI €y e 25 T AR C SRR
R,

[0372]  “ATE A HUREE ML BRI SEB AR I Cqy, 0528 R 2R T35 V] LAg
15 A BRI BEEIE | Cryy D7 BEREE L Cy o SEEIRIESE . TR BRI H O 1-5, fhik
h1-3,

[0373]  “ATiE BAEURIER 7R b RHUR IS A4 5% v LA 1-5 > g U A
BT RV AT 1-6 D BRI GE S G FREARIE . Cg BRI . TR EN
REERIZE K 1-5, 18 H 1-3.

[0374]  LIR“C o HEIE"“C, ¢ BEMGIE 7RI C, g BEBRIE 70T LUBEEUAR, BURIE IR SEBAEE (3)
Core S72E (1) B, (111) W& (iv) [EEH AR C ¢ St (v) Gy HREEE. (vi)
Coos WEfaU BRI | (vii) BE2d k. (viii) WJ AR C g He BRI 2 255, Hop ikl (1) - (vii) .
FriRBUARIE I E 4 1-5, ik 1-3,

[0375]  Fk “Cog BRBEEE" TN “Cyyy 77 5 T LUIAE HUA, BUAREE I SE AL 4E (1) Cyyy J7 25
(ii) BE. (i1) wE. Gv) AR U C BEREE (V) Cryp J7REREE . (vi) Gy R IR
Sy (vii) ATLARE BRI Cg HEdE (viii) FIRAH C g SR B S, I rp JE IR
A () -(vii) o PrlEUREERZLE N 1-5, 61E R 1-3,

[0376]  7E3X (I1D) . Q YL ] LLEAA I B N R EE I BRI C k. G, B/
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FEFN Cyg BEBRIE : (1) Coyy 26, (11) FREE, (111) IR (iv) [RIEHE KR Cpg HERZE (V)
Crp JTREARIE (Vi) Cpg BERIRIE (vil) BREZE, B Q AT LLEAAE B F RS R
FEI) Cyg IBEFEBR Coyy 728 « (1) Copy 755 (1) F2FEL (111) RIEE. (iv) (EEHE A1 Coy
Pk (V) Gy 7S (Vi) Cp Bedeiedie LS (vid) ARtk i A C o Sk

[0377]  Q BEARIESN (1) WLLEA 1-5 ANk B FREEFIH T HRIER Cg HE5E : (1) Coyy 77
FE(11) B (Li1) 3R (iv) ATLUBE 1-5 A pd R Cpg BRI (V) Gy D7 T4 2R
(vi) Cpg BEEIRIE, B (2) MTLLEA 1-5 Mk B Nl BEURIE R Gy 528 : (1)
. (11) T 1-5 DRI Cg Bk (111)Coyy 535 (iv) I, (v) W LI 1-5 4
RN C e EE (vi) Oy JTRERIE (vii) Cpy B IiEE

[0378] Q@ DAL AW LLEAIE A TR EEF A BB C g B : (1) Coyy J7 55
(ii) B, (111) WE. Gv) AR UK C FEREE (V) Gy J7REREE . (vi) Gy RS IR
. (vil) BEESES sEGE Q NPT LLEAAIE B N R B IR Cog BRBEREEN Gy 772
(1) Copy A2E (11) B, (111) KE. (iv) (BRI Cg B (v)Cppp HREHE .
(vi)Cps BEBEIRIE LA (viil) ATIERE iR Cpg St

[0379]  JLrP QARIE A AT AR Coy VAR Cpg HEFEBE Cqyy 7725, Q JUHALIE R 2R
AR T 2.

[0380]  {EALEH (T11) o, 73 F A ERMESE W] UL S e AL 3E 80 ML 55 T8 i ] 24 A X
#1043 A AR 2 P RT LS AL R B ML ER S5 1 A mT 245 R In e

[0381] AR AY (111 M—FRIEE R AAFEIZFE—Fb &9, £ 2 & D ik
SR Q TR BA BUREE Mt R BT 1 BA BRI 7 &

[0382] A& (111) MTEHLERER (sl G an 48 (gl Brss ) Vit 48
(IS 2% ) CESE TR R 2R 55, (LA (LT A HU Eh b se @l a e fl a5 — O % = &
i WK\ IEER A S WRIE \ 2~ 2K L& R & LTI — R IHEIE = R R 25 T By 26
[0383] LAWY (I11) BIER IR ELEFEE an e HLER £h ( Wk MR 2h (AR 2k SR IR 2L L IR
HE) AV (LR =R R R PR Eh Sk h . 8 SR N i i
AR TR FLER B R Eh L IR R £ 6 PR SRR R £h A% ) S

[0384] AR EY (111) BFEKED. %ﬂi“ﬂ%‘%”@% 0.5 K& 5.0 KED.
b, LR 0.5 KEW1. 0 KEW) 1. 5 IKEWHN 2. 0 KED .

[0385] AR EHLEY (IT1) BFEEINE L SR AL &0 . KT e Ew, it
ot R A R X R AR L B (e. e ) AN 90 % HIAL A4, B A JH: A —of ol e 44 g ok
it EADT 9% Mt EW. X TheeE A, ik i~ AR R - Rk

[0386]
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|
T
o  HaC OCH,CF3

[0387] A %75 @ X b
[0388] 4k &4 (ITD) W LLIE i A & & % 0 J7 v &l %, o0& 8 o 2 FF 78 5 W
JP-A2002-187890.WO 02/30920 & (1) 7 yAE & HH AR TSl & . Rk e St ey
(IT1) n] B e e Jrik (o R 45 5k PRk e i 5 f v R R A 2 4 sk
B 5155 ) FIAK R EATEZASF . X1 PPT B 2R I BR M7 B4, AS S B AT LU
T ATFLE WO 03/27098 H AL AW
[0389] RUEH FAKRMF M E@ER (17 ) (D) (T1) F (TTT) ARG M KR &
2 Pl P 2 1 28 B R ) i SO T AR A, {EL AR A AR R B R SR sl R e T, 9
RO B AN KL 1 B8 % 5 KA 60 B8 %, Ik K4 | ER %S K450 EE%,
DAL R R 8 B % 2K 40 i % o iG MR A A2 R IR IR A &4 PPT B, JC L
JEL R P M, A E A KA 8 EE%E K440 B8 %.
[0390]  FEEAWKME PPTJUHZ Hd = (17 ) 8k (1) ARSI IFBR M PP 1] 7 22 28 H
s & (R- A A% ) FE s (TD) A (TT1) AR IBKMERT A4 PP I I B 1
TEH, YRR Bl SE 22 A S AR B A A [RPRE H AR 1100 300 < SR 551 St s 57 (48] a9 Ao 248 7Y
(RS 1) a0 G 3 1 ol 3 R R X R T PR DR 1) A B JH rh i M 8 7 S ISR £ R 5] )
A AR 25 B BA SRR R R A A i B Ak BT IR G 3R R 546, IR R AL
AR ALACE W LLATR 2 B 2 J2 (1 7% 3K 2 B 16 AH Y. 1R ORE 50 R0 40 S0k ) o 288 0 ) 4%
N HEE A (UL RCEER ) BB T S B AR B B4 R A E R R R B AV
A 38 H R T R IR () 58 A D I R TS SR SR B 4l Ok 5 2 A, I8 S A BHA T & Bkt
B3 (A B RORE b 1 A ) 2 DL AL B b ) 2 B 5 —— E I A T oRi 7 (it 2
FEAR B b s o UM 30 B 41 F0Ri 7], JFL rb v M 0 R H AR R IR R ) ) 5 B
T I (R IR S B A AR R B R R 2 1 R ) SO 7 B 4 s ) R R LR BE ARV A TE Y
TV RGBS IR 28 G UL B — i B B LY A W RORE F5  al 57), e E aR  F B S
A] DASRARIE A 150, 3ol il 770 0 IR i 5 5 0 B [RS8 1 2494 5 v AT (27 HE 255K
RE, R 30 I A Fa R RORE 1) ) 2590 3 e B 7 HE R G R I P 20 RE - T4, A I TS X
PR T CFERS T, LIRS RST 970300 ) ks 55 35 40 S0k 711) 2L AT A2 8% 1) 42 W HE B T e
AR BH P g B 571 AT CAAN A G 285 IR TR Jl st s 1R 5 ) o FRE R (0 o) 2 T LU ARE FH %8
T8 301 SR 1) B3 0 R ), R mT DAIBEA 4t P 4R 3] S SO 7 Bl 48 ks R A R B s AC
() PR R TR R o £E LIRS IR & 25 25 T H, AT LA 4843 B AR —Fh i), 18
Ao 3 e ) ) 0 226 7 B L ) ) v I 259K B LIRS DR R R B8 — e M 259K S
AR A0 I AL T 240 TR RE HH 52 38042 11 PR ORE ) PP ORE MR S 2 S 23 T 2 ) B A e I 29K B
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e LSS P A Sl o 5340, iSRRI L3R A A e O PR B e R L R S
T 73 6 AL X LT P DAL S 2 5] LT e R o A B — 2 B TR o Al P o S I S B 15
20 2 73 1] CAAE R 1) A A RF 51 A 20 ) e M 2K

[0391] & WL B A B FE 57 vl LA iR P il ik 45 JP-A 63-301826 H 17534 # . J34h, 1L
HERIERGAAE JP-A 62-277322 1 () J7 VA 249 B — Fh s € 7] o

[0392]  J34b, 3 Al % A B B 1 22 R e el HC BRI XAk O HL AR 8 R e 1) UKL 51 ]
DA R 1T ) 5 V2 2 o st U, A5 P 60 B0 RDRE 7 VA A A R SRR (i B U4
IRHIRLZE ) AL R AN R R AR AR AL SRR ) 5 AT DA 2649 21 IR ) kL
U, LR AT 5 PR Ry J2 T A P i R R oy J2= B 18 mR TR BAR I S AE P i v 8] J=
E AR, Mo B TR R D B 70 BB I TE AL PR S R R Pl R Ry
JE S RY 10 i % KL 40 FHE % [ 2R Mk, P RURE A28 K4 600 um 52 K2
2500 B mo

[0393]  HARMLUL, 3 P73 2 T LA A 3e e A i) 1 U ROk I Rt 5 v 9] e A 21
EF S RIS, A AT R e PP i< g 5k < JBCE 1) i A 51 5 10 g 8 AR A% LSRR A A 1
H AR X T TR CRURL, W] DL S T8 I A TR ek (26 B ) LA S E A Ts
PG TERE (75 R ) AT 415 21 Nonpareil, LR AE H 5 i 41 4 2 B A% 050
RISE o T3 4h, RO B A Bt n] Lo EIR 2y E P o 38 TR BIURE IR~ 30 K/ A
14-80 H-

[0394] X FAZ RS BIURE P A 057, W] LU S TEEME AN (B BIRL = ) & it 2T 4 22 i ER
IRAVRL= 0 & iy 2T i 2R LB IR ERCIR TRz = %

[0395] W LICREALAR R AR T4 O BIURE (1 EL A9 17 5 AE — 2 Y [ N, LUEAS RE W6 42 13 T A
3 GG AU A RTRE K A o B0, 56T 1 SRR SRV 55, AR R K
290.2 R R KL 5 HEN, LEAKA 0. 1 EEME RN 5 R,

[0396]  SRJm, $ I I VELE A3 BIRITE Ve 2 BT R (]2 . ) fuefs o 8] J= i 4
PIEE 1K E R R SRR R S ) LA A SR s TR e IR w55 A o U, DL AE RS 557
9 5 T T A ) [ B R A2 1 1 20 R A o 0 1) 2 1 S A91)  f5 481) arn H AR A 451 B R
(2lifb s (T oty OB ) AURBTEE 7R ) &% ) STeR Bl a0 oK e SLBE i
AR (D- H EelE AR A5 ) ARG UM R AR BRI T R AT 4 38 TR T B 2T ¢
BRI YR (A1 TC-575) R LIRS HER 3R LI | IR AT YE 3 L5 3
U ZE MR G RERNE . WIERTE BRI, e n] UG =4 ) ) AR oI
S8 P il R RO iR (CRALEREE )) ATt R (AR AR ) o
[0397]  Z&T 1 EEAAYEIRIFBRIME PPT HRORFITHEL, o IR AR 1 B A HT B IE S o 81
WK%y 0. 02 EEAy £ KL 1.5 HE, LIEH KL 0. 05 HMEM R KL | EiEh.

[0398] &b, I Al 5 A7 L i il B 11 22 o MO B 1 2055 L O ELAR W8 RS 1 BDRE 771wl
DA% M T Rl AR P R AR B s AR i AR R X T AR A8 H
UG BE TR o 5 A i i 1 2R G D B M B 4T MR LR FR AR — IR R (CAP) JF
A2 PR £ Y 2 40 — TP IR R P TP R 4T 4 ok LIRIR IR FH IR B . IN IR TR LB — T A6 AR 1R
TS - PR IR — 24 QR BR AR Y (Budragit RS B RL ;Rohm Co. #ili&)
LTI IR TP R - VMG IR S BEIEERY) (Budragit NE3OD ;Rohm Co. illid ) V& 2k 2k £F
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YE N RS S IG RN WK TER G B IR = O R 8 (FRC ZFE 6000 ( ibr4 -
Macrogol 6000 55 ) ZBEAL H i —BR IR —F RS A1 BRI . E AT AT AR A FH B TR &
Pl el B 22 Fp s A o

[0399] LT iz B A 22 R R RIURE sk B oH B, I AR E B AR H B8 K40 10 EE % 2 K
270 EE %, BN KA 10 ERE % KA 50 miE %, AN KL 15 EE % E KA 30
FEE%.

[0400]  7E 5 SIS A, 40 Gokes 28 ok Ak A4 IR A 30 Rl 30 98 AR s T ) SRR
W B R H AT R, B e RS I Uk ) A [R] 1 77 325 ) % 15 31 i IORE F50 5% s e
o 40 AR N BATT S BT UAE H R IEAF 20 2 2 R AR A RCIR J0RE 6124 15 209 2 F
7o

[0401]  FEA KR EHEIFIA, SA HEA (17 ) AR I IR Mk & 191 G == 28 hr e Jg I
FEETE A PPLL AT i 2 (1) AR BT 2R KM PPT AL G4 DL T 245 28 R [ 1o s
AT EW I PPT (TG BRI (D) f1 (T1D) R F 14L& R FEe b 59)
(183 151 3 LA AR R P B 0 AR T e R R R T LR SO PSR AT e ) R
(Helicobacter pylori) ZCR%%, 3 H i+ HAM SR HIEZY). [k, i+ 8k
W (1) AR BIBK Al G0 T A e » TR AN 7 B2 1) 45 43k T TR 0 i 3 1k )50, AT B AR
T A8 s R R AR, FF HL TR R ST AR S AR AT A R A R U R E A
LR LR B i AT 45 25 . 53 a1, BT SR Ll s o o) 5 3ok, PRI AR PRl 27 B
T WA ZR, I B T e R WABIZ A0 o SLRTLE L &4, TR e BAT 228 68 ) I
AR RS . ARLEY (17 ) sdL#hi PPT AL &Y HA BAR M=, B aT LA
DL 4k A 0 T X sl 3 MR B A 5 LN 1) J v T i 5T 25 B AR B TR A 15 B 25 ) 41
R g e O RSEAELE S 25 (B RES B ERkA 25 ) , 29 A St sl 2 )
W), G R CRLFEREAC R FRIFIAE B 351 ) AR DR 50 e B ) (AR AR I 350 ) W Y
FH IR 8 P 300 VB0 3 3 ) A ) B R TR RN 71 o

[0402] & T iRIT SR TUBGE AL E i (Bl B . T S EH B DG 5 )
Zollinger-Ellison ZR&4E H & R RS K L RIAERE & REW (4
iR 1 GERD) « NUD (RS M ALA B ) B (BREMEREER A% -1 MERZ &M
SLEENE -1B AR S ) B MALT W ER 25 MR B R AT el 115, 307 b i A 3 35k
Y75 R Ak i 2ot Y M i R i A% s IR AR NS TR R v AL TE
HIL CEAR S 7 BRSO BB KT A5 | 1 R, DA R p s I A T o Sk i« 288 5 Ok
W UL B 75 RGO HEORE B 25 Al e 4 5 | R O R 38 ) 5 RA Ry R TR E A1 88 APt 2 245 | A2 1) 35t
W 6T AT HAR G D5 S A B A b 22 N5 25, v AR L3 (Bl an A
F B A e RS ) TR FH A % BH 307 751 Uk 1) B Ok ) o A T AR R BT e 1) R
S, Ak B IR SRR R BRI AT LA I e vE MR (a0 1-3 RhiE R ) BREAE A
[0403] L' g MR A7 1 S48 B HE 48 A B 24 A0 BB AT | 1) vV TR AT K Ak A )
AR AL A L BB B o R S M, D0 T e B AN R B P SR ) A s B ) 5 B 24
RBNI 259, b, D01 55 0B 254 AN B S8 WA ) B 3 2 A SR K AL S B . BLER
A | 1) R T S L R a0 T A R B AE R (WP SEPEAR (amoxicillin) R EH R
(benzylpenicillin) JWRH7PGAK (piperacillin) FEPHAK (mecillinam) 25 ) Pt =
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(ol skfusifis (cefixime) \cephachlor 55 ) KM ERPLAE T (HIANLL8E R/ E R WAL
FR AR ) UM PAER (FIVIHRE CRIEH R RS RS ) (RSP AER (fl
BRK B2 KRS R (imipenem) 5. JUHANE B EEPAEZE KRN ESHLAE
[0404]  “IRMEAL A4 7 (1) SE ) AL FE 5] PP AR A IOR RRE AR o Bk 1) S4B A0 5 481 4 £ TR B
FrRE R B S o I DL “WEVE R AL A ) B 24, B anm] LABI 2 S P 2 (of loxacin) JATA
W2 (ciproxacin) . FEHIHL, A T HEBRBUBHFF WA ] B, PLIE A 150 A % BH B 500K 551 0
IRERN S HHERDUER (PR SEPEMRE ) f1 / sSRaBEPER (Pl HFE%) .
[0405] A, FEE RPMEE T, & 15mg 458 2% R Pr M ) I B2 57t 2 T8 3 g3 Fe 7 3
SHEEEY, & 30mg MR E LW A IR ASAE 1 SRR AR, B R 2 TR A
B X T AL R AR 8 1) LA B g — 20 s o) O 350 P SO /) 1 A ARG vty Al 2 0 1) 5] B0 A 12k
HNBORIH R I IXAE T LA B8 B B 096 PR o IR R ). XA —2K, BT LARR
s A S A &, BIE S 15mg IR LAY 4/l 4 5 & 5 SicE, &
30mg PRSP LAPEAR DAk 3 58 5 S IRHE,

[0406]  Fi4k, 1 5 & 3 SHREEWH T 60mg HIIREEH .

[0407]  S4b, FEERPMIITEANAEDRIEEH,3 52 5 SIREE.2 552 4 SIEED J 1
523 SIRER 73 A H T 30mg.40mg 1 60mg KILFEH]

[0408] {5 41, FH T 7% 60mg 2% & 7 M ok 2% 2= i M R— S ) AR 1140 Tl B 50 25 A v R 58 D 90
PE Ry 5 TR MR i B B 5 4 /A, SE B FIXIR 5 5 56 1l I HOX il & A ¥ 7 U AL S
Zollinger-Ellison ZR-GHEAE N IR 73 WA I 22 9E 4R o

[0409]  Ff [ 51| &2 ERIREAR PRI FE P2 25 A0 S 1) A 168 L 1 ) 4 B0 L 2 24 I () I ) [R) B v 1
3 () R BEAN R AS 5], 3 HLW H A R R BR o 90 40, 24 2590 7 24 Beiit 32 7 1] s A
(60kg) [ HRZE 2T, 50 & 4 i 1t 43 15 12K 29 0. 5 42 1500mg/ H , 1% 4 K4 5 42 150mg/
Ho &0 BRI IFBRMR K MLk S P 57 AT L—R— IR B #H — K 2-3 IR IR
[0410] 54, g T 48 sy AR & B I ] 4 1) 35107 A7 B B i (9 AR e 1, 3 mT DA A e (1 7
A, B0, BRI B A SR BN AR AR IR (a2 AR
SARTIA R R AR EEE ) LR DL RS e n s, nT DR s S A
R OH (1) 28 TR e sl K AL A D ) IR FE AR e . R LA s, @il PR S5 &
PSRRI A e k) A0 M A AR e 1 B e M 2 s N LA, 1K 2454
AR RN TB AR, e KRBT DL iz e — i k.

KT i

[0411] MBI S 25 255l S 2 Sl ] A RS 9] ST g9 L B k6 S 191 0 A e B
ATPEANL o A B AN SZIX L S ] B o

[0412] 75 A 300 5 B 91+ A FEY 0 T K b L P SR 7 4 3% (HPC-L) 3 2 6000
DLRAEAER S FI A2 U5 14 BSUEAT R JEUR— 2L

[0413]  FE 1 I 22 S AN & e s il o, SR AL Fi K4 15-30°C

[0414]  'H-NMR 1% F A CDC1,. DMSO~d; 11 CD,0D £ Ay ¥ 5. {#f H VarianGemini-200 F¥
Mercury=300 JUAG ;Xdfs ML AR 8 (ppm) st s RAPY FEERESE A AL AR o
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[0415] AUl 45 B HARAT 5 BAT P 3o

[0416] s Bl
[0417]  d :XUI&
[0418] t .= Ik
[0419]  q:PYEEIE
[0420] m ;%Eﬂl%

[0421]  br : B

[0422]  bs : %% BRI

[0423]  bm : % %2 EI&

[0424] ] FhA AL

[0425]  Z25 5jfd) 1

[o426] 2-FRLFE (FEE) @ ZEFEBCT M
[0427]

[0428]  ZEUK/KAEIT, [ 2- (FFELEIE ) LFE (30. 04g) FILMR LB (90mL) HITREH+H &
WIS A ERER BT Hg (di-tert—-butyl dicarbonate) (87.30g) Fl L& £ HE (10mL)
FRE Y T o S 2 /DI a  TRE VIR 4 o F R R AR T £ 18 W5 (150mL) 1,
KPR (L00mL) , Tk B kT4 . WURIK 4af3 210 LR bRtk 54 (66. 19g) «
[0429]  'H-NMR (CDC1,) :1.47(9H,s),2.92(3H,s),3. 40 (2H, t,J = 5. 1Hz) , 3. 72-3. 80 (2H,
m) o

[0430] 275 Sty 2

[0431]  2-( ARk ) LFE LRI ER IR

[0432]
i /ﬁ\
N

HC!
[0433]  FEUKZKIAEIT, o) 2-( FIEEFL ) 4 (1.50g) LR L1 (20mL) KRS+
IINEB R — U T BE (4.37g) o VKKV ETFHEFE 1.5 /BT, IO SERETF (2. 08mL) Mk
(1. 78mL) F 4- — FFEZIEMERE (0. 12g) » HMRBEHE 2 /DG, I RNIREWH AN LIRS
s (50mL) , V&G ZK (50mL) 5 % AR IR K ¥ (50mL) FNLFIER 7K (B50mL) Pl JosKM
FREET 1 )5 , VR A IR R IR 45 ﬁﬁiéré%tlﬂbn)\ INFAMNE - LR LEEFSW (20mL) , IR G
FIMBERE 2 /N AN ZEE (10mL) , 3@ ik o S8 AR HT HE AR T A [ A TR TS 28
R AR S (2. 938) o
[0434]  "H-NMR (DMSO-d,) :2. 07 (3H,s),2.53(3H,s),3. 12-3. 17 (2H,m) , 4. 24-4. 30 (2H,m)
9. 29 (2H, br) .
[0435]  Zx75Sjfh) 3

CH,
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[0436] 2-( FAILE I ) LR =FE LMABETh L th

[0437]
0
N cH
e T N0 .
HCI CH,

3

[0438]  [H{ES 2% SEitif] | PSR 2- 3 (L) TR T EE (1. 75g) ML
L (15mL) FREWH NN =20 (1. 67mL) FI=F X LEER (1. 35mL) RS, FH &
MANCRCES (5mL) o = 2 /NG, e (1. 62mL) , VR A YIE SR T Hidid .
n] R ARG I LR L (50mL) , VB-EH) /K (50mL) 5 % A BR /K (50mL) F1if
ALK (50mL) vk, oK R EE T IWEIRSE )5, m%ﬁ%wm AN FUALE - LR LT
W (10mL) o = IBHERE 2 /NS, IO 48 (10mL) , i il SR AT HE R T Ao [ A
FERAF 28 A ERBE ARSI EY) (1. 658)

[0439]  'H-NMR (DMSO-d,) :1. 18(9H, s),2.56(3H, s),3.17(2H, t, J = 10.5Hz),
4. 22-4. 28 (2H, m) , 9. 19 (2H, br) .

[0440] 225 Sty 4

[0441]  2-( FREEEE ) CFEIR Ok FIRFE Th MR £h

[0442]

0
H

N
*hﬁ'/ \\V,/”\\O

HC |
[0443]  [FESFE S 1 PRI 2- R 38 () & FIEBUT G (1. 75g) FLIR &
M (20mL) VRSP IAIERE (0. 97mL) F4- — FILZEEMEmE (AL =) , PR AR
O BES (1. 60mL) o FIEBEFE 2 /NEH i, A (0. 65mL) FHER ek Bt (0. 58mL)
REVEER THAER. M RNBEYTHIIAN LR LB (G0omL) , JBEW 7K (50mL) 5%
FrRE R KW (50mL) FHURLAT Eh7K (50mL) Wik, LK IR BT R4 )5, ﬁ%%ﬁf’f%ﬂlﬂ
TN AN ENE - SR CEREH (10mL) o S3EBHE 2 /DB IS, I 2Bk (10mL) , 3 ik ik &
WCERAT A A4 o [ A9 He 1849 210h B (A A AR AL 54 (1. 88g) .
[0444]  'H-NMR (DMSO-d,) :1.10-1.45(5H, m),1.54-1. 73 (3H, m), 1. 83-1. 93 (2H, m),
2.29-2. 42 (1H, m) , 2. 54 (3H, s) , 3. 12-3. 18 (2H, m) , 4. 23-4. 29 (2H, m) , 9. 23 (2H, br) »
[0445] S SLiff 5
[0446] 2-( R ) LHZEFIRAL IR R
[0447]

H
N
HJY/ \\“//\\0
HCI

[0448]  ZEUK/KAEIT, 7] 2- (R EE ) 4FF (30. 04g) Al LR LB (90mL) HIVR &) &
WIS A ERRIR BT BE (87. 30g) MAMR LHE (10mL) KIVREEYH . EiEBiEE 1 M5,
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TEVK/KA T IR I BER (61. 8g) LR (38. 8mL) o ZRMEHE 1 /N, ok B R 2 [ 14
[l 4 FH 4R L EEGE S (100mL) , & FF I8 PR, K EL A K (100mL) FHifgFiEE 7K (100mL)
Vo TKBRREET 1RSSR A WIEIRYE . W R MR T L1 L5 (100mL) H, i 4N
AMNE - SR CBEHE (200mL) , VA IAE SIS HHE 30 7080, A= 8% (100mL) , 1@ ik
ik AR A . XA SR ClE (100mL) PR IIR, 78 60°C F s 845 2 8 B L 7k
PR EY) (BT, 48) o

[0449]  '"H-NMR (DMSO—d,) :2.62(3H, s),3.32(2H, m),4.53(2H, t, J = 9.9Hz),
7.51-7.57(2H, m) , 7. 68 (1H, m) , 8. 11 (2H, d, J = 7. 8Hz) , 9. 26 (2H, bs) »

[0450] 275 St 6

[0451]  2-( FIEEEIE ) L3 4- FEFIKFIREE thIR £h

[0452]

0
H

Ho SN
HC 0//CH3

[0453]  [A]4E 2% et | PSRN 2- L% (FF3E) QUEFMBUTEE (1. 75) ML
LG (10mL) REWH NN 4- FEZL K FEER (1. 88g) FHHLmE (0.97mL) » =IESIH: 14
NS N 4- AL ZX FEEEL (0. 70g) FIAbmE (0. 97mL) , VB A 4E =R R HLEE 1 /A,
o] R NAIRG Y I SR B (80mL) , VA HIZK (20mL) LRI Rk R AN (20mL) F7K
(20mL) Peidk, /KB BREE T . IRIIRGE 5, R AR ST LR B (10mL) o, I 4N 5
WA - SR OB (10mL) o FIESHE L /NS, I\ = 20k (20mL) , 38 ik i g8 S HH
(ST o 2 R P GR G (15mL) PRI K, 76 60°C Ry H T 19 20 A 11 G F A 1 b ik
4 (1.99g) .
[0454]  'H-NMR (DMSO—d,) :2. 62 (3H, s),3. 32 (2H, m) ,4. 48 (2H, t, J = 5. 0Hz) , 7. 07 (2H, d,
J = 8.7Hz),8.06 (2H, d, ] = 8. THz) ,9. 04 (2H, bs) .
[0455]  Z2%Sijdhl] 7
[0456]  2-( FAEEIL ) 23k 3- GUKFRRELhER 21
[0457]

} Cl
Heo "N

HCI

[0458]  [H/ES %St 1 PSRN 2- FR L () EIEF AT EE (1. 75g) MR L
B (10mL) FHEAWHIMAN 3- 2R FEEEL (1. 92) FAMLRE (0.97ml) o ZWEBIFE 1 /NS,
IREYE 60°C T HERE 6 /Do [ RNIREWH A LR LEE (80mL) , V&AW K (20mL)
TOFIRR PR S BV (20mL) FHZK (20mL) PRV, /KB ER B T8 IRk 4d s, IR
N AN FMHE - SR TR (10mL) o« S\ BEFE 22 /N5, I 28k (15mL) , @i it 3
WCEEAT HE T AA o LB AR R T (15mL) YRV R UK, 46 60°C T sk He T 15 31 4y (1 €2 o] 4
Ribs it &4 (2.01g) o
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[0459]  'H-NMR (DMSO-d,) :2. 63 (3H, s),3. 32(2H, m) ,4. 53 (2H, t, ] = 4. 9Hz) ,7. 60 (1H, t,
J =8.0Hz),7.78(1H,d, ] = 8. 0Hz) ,8. 05 (1H, d, ] = 8. OHz), 8. 15(1H, s) ,9. 07 (2H, bs) »
[0460] 275 St 8

[o461]  2-( FREEIL ) 43 3,4- —HORKFIRRESEh R b

[0462]

N F

HG SN
HCI
F

[0463]  [AI4E S Lt | PSRN 2- R L5E (L) QUEFMEUTEE (1. 75) ML
L5 (1omL) FVREM N 3,4 5 AR FEES (1. 77g) Ankng (0.97mL) o =iRHIFE 3 K
Ja » MR MR AP NN LR LB (80mL) » JRAHIK (20mL) EATHR R E ANV (20mL)
7K (20mL) BEW, TARMBREE T8 WRIRYE ST, MR RY P I AN ZHLE - SR S HiEw
W (10mL) o EIEBERE 4 DG BEWIREIRG . R LR OBE (15mL) YE3, 7E 60°C
TR T AR R A E BRI A ) (2. 058)
[0464]  'H-NMR (DMSO—d,) :2. 62 (3H,s),3. 32 (2H,m) , 4. 53 (2H, t, ] = 5. 0Hz) , 7. 64 (1H,m) ,
8.00 (1H, m) ,8. 25 (1H, m) , 9. 25 (2H, bs)
[0465] 2% St 9
[o466]  2-( FIJEEIL ) 23k 4- = AL 25 G s h s £k
[0467]

0

H
SOk
HCI 0 .

[0468]  [H{E S SEitif] | PSR 2- 3 (L) IEF AT EE (1. 30g) F1ZM
L (10mL) RSP M 4- =5 PSR BEE (1. 83g) FnkRE (0. 72mL) . IRETE
60°C T HiH: 25 M. [ NIREWH I LR LR (60mL) , VREH /K (30mL) HFITER R
SUNYATE (20mL) FIZK (20mL) YW, To/AKTRBREET 1. MR IRYE 5, MR ARYH A AN &
WWE - 2B LB (10ml) o 7E2 1R FHEE 14. 5 /N RS VIR k46 . AW 2
L (16mL) PEE IR, 76 60°C F kT 2100 A G B A SR S5 (1. 83g) .

[0469]  'H-NMR (DMSO-d,) :2. 63 (3H, s),3. 31 (2H, m) , 4. 54 (2H, t, ] = 4. 9Hz) ,7. 55 (2H, d,
J = 8.5Hz),8.24(2H, d, ] = 8.5Hz),9. 02(2H, bs) .

[0470] 275 SLjiifs) 10

[0471]  2-( FREARIL ) 2% 4- FORFMAELhER 21

[0472]
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0
H

o0

HCI

| F

[0473]  [ES % SLHER] 1 PRI 2- FROEE (FFE) ZIEFRBUTBE (1. 75g) FILIR
L (10mL) FREYIH NN 4- W2 FEER (1. 74g) ALme (0. 97mL) » YRAWI7E ST T Hi
F 6.5 P [ RNIREWH AN LR LBE (80mL) , 2R JGiR-G A 7K (30mL) P Fil i B &
BT (30mL) <K (30mL) FUULATER /K (30mL) PR, T/KBREREE T4 . R IRSE 5, vk 4
WA AN fMLE - R QB (10mL) o IR BEFE 1 /NS, 8 o ok 3 BB AT H 1
. WK 2/ 2B (15mL) PRSP, 46 60°C N IE T-H 15 3 4 B 6 B A bR AL &)
(1. 89g) .
[0474]  'H-NMR (DMSO-d,) :2.62(3H, s),3.32(2H, m),4.52(2H, t, J = 4.9Hz),
7.34-7. 44 (2H, m) , 8. 16-8. 24 (2H, m) , 9. 18 (2H, bs) »
[0475] S S 11
[0476]  2-( FIHEGIE ) 43 3,4, 5— = MK T RRME th i £h

[0477]

0 CH,

H (l) )

N

Hsc// \\v//”\\o
HC | o
0
CH,

[0478]  [AESHE L] 1 R 2- L5 () KIEFRM T (1. 75g) L
MR Mg (10mL) FHRAIHF NN 3,4,5- = FAEFEZKFEES (2. 54g) ke (0.97mL) » £E
60°C T HHE 14 /N 5, I 3,4, 5- = FIAFEZR RS (1. 30g) JLRE (0. 97mL) A1 LFER L1
(10mL) , VR AHIAE 60°C FHEFE 24 /N [ YRS UE, SEH P NN LR L (50mL) F17K
(30mL) . 7MEJ5, ZBRAEEZE M IN #hE (30mL) 7K (30mL) JARERA (11) /K¥EW (30mL) 7K
(30mL) PARMAIEL /K (30mL) ¥k, /KM IREET 1. IR IR 5, TR Al i ik R b 03
aifk (HCRAWE - Cfi=1 @ 13 . =N INEAHE - SR TR
(10mL) o FEZIE TR 4 NS IRA IR 4d . TN (1oml) , VRSP R 4q .
WRYBETE T LR OB, gk, H OB O (15mL) Pesk)m, WA s 545 2008 F
O E AR AR & (1. 798)

[0479]  'H-NMR (DMSO-d,) :2. 61 (3H, s),3.28-3. 35 (2H, m),3. 74 (3H, s),3.87 (6, s) ,
4. 48-4. 54 (2H, m) , 7. 40 (2H, s) ,9. 43 (2H, br) »

[0480] 25 Sty 12

[0481]  2-( FEEEIE ) &2 2- nbwe FRIRNE — EhiR £k

[0482]
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0
} N
2HC 1

g7

[0483]  {EUKIKVAEIF, IES SLjf) | PRI 2- RO () AR KRBT B
(1. 75g) ~2— MEMERREE A EhER Eh (2. 67g) JHbwE (1. 21mL) LR 4- AL JEntnE (0. 122g)
PE VYRR TR (100mL) HZ T I = £ & (2. 09mL) o VRS WLEZ I N HiFE 6 /NI o 1) X
NREDF A (200mL) , V&G W LR 415 (150mL) FEHL . A ALZEELLH 5% it (11)
KW (100mL) 7K (100mL) FraFIEh7K (100mL) BEWE, /KRB E T IR 72 R . 5k
RVEET L8 £l (50mL) FZJEE (100mL) 1, I AN ZALE - L LB (15mL) .
IRAVEEE TR L/l SR R [E R, H SR 2B (100mL) BEE PRI IK, 1E
60°C Rk R TR 15 24 B AR RbR AL S (1. 08g)
[0484]  '"H-NMR (DMSO-d,) :2.62(3H, t, ] = 5. 4Hz), 3. 35(2H, m) , 4. 63 (2H, t, ] = 5. 0Hz) ,
5.26 (1H, bs) ,7. 77-7. 84 (1H, m) , 8. 14-8. 18 (1H, m) , 8. 36-8. 40 (1H, m) , 8. 70-8. 90 (1H, m) ,
9. 48 (2H, br) .
[0485] 225 SLjfifhl 13
[o486] 2-( R ) LHEFEE LR
[0487]

0

H
/0
He \/\o/u\/ CH,

[0488]  [M{ESHSLHER] | PRI 2- R L3 (L) 2L FERRBUT B (1. 75) LR L
g (10mL) FIVESY TN AL ZWEE (1. 20g) FUNLERE (0. 97mL) » 7E 25958 FHidk 3 /Nt
Jii s W RNIRE T I SR S (TomL) o« JRAPHIK (20mL) AR IR (20mL)
7K (20mL) Peidk, TKIRBREE T 15 . IR IKGA G, Bk RVIEIA T LR B (5mL) H, I
INEMNE - CIROBEEW (10mL) o FIRBEFE 1 DG IR EWIRERSE . FZRRD A
K (60mL) F1 =Bk (30mL) o FiEFESE, 7 BI/KEHEU . K2R S, I H 4R 2
fig (40mL) FEHUHIK » LR LR 2 FHIC/K WA BR B 58, Vi R 45 15 31 g T €8 PR 0 b R A K
& (1.00g) .

[0489]  'H-NMR(CDC1,) :2. 40 (1H, bs),3. 06 (3H, s),3. 44 (3H, s),3. 57 (2H, t, ] = 5. 1Hz),
3.75-3.82(2H, m) , 4. 13(2H, s) .

[0490]  ZFE S 14

[0491] &3 2-( FEEEE ) LERIRNE TR R

[0492]

H
H C/N\/\O/U\O/\

3

CH,

HC I
[0493]  [I{ESH LM | FAS R 2- RO (FR) [EFRMTEE (1. 75g) ML,
CBE (20mL) FHEEYHIIAMERE (0. 97mL) A1 4- R ZEEMNE (AR ), REHE
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WIMAR TR OE (1. 25mL) » VREWESE FTHEER, I ANCBRLEE (50mL) » JBAW
FHZK (50mL) 5 % AT ER K R (50mL) AR Eh /K (50mL) Wik, oK IREET 1. WEIK
i), MR I AN FAER - SR CBRER (10mL) o SR 2 /NS, INA - 21
(10mL) , g i ik S B AT H %) 1 4 o (81 A9 A 5245 210 B C il R AR AL &4 (1. 66g) o

[0494] 1H—NMR(DMSO—dG) :1.23(3H, t, J = 7.1Hz),2.54(3H, s),3.16-3. 22(2H, m),
4.15(2H, q, J = 7. 1Hz) ,4. 32-4. 37 (2H, m) , 9. 25 (2H, br) »

[0495]  ZxZSjfhl 15

[0496]  RNZE 2-( FEEZE ) LHEMRIRNL IR

[0497]

0 CH,

HQ/N\V/A\O/H\ /L\

07 CH,
HC

[0498]  {EUK/KYAEIF, LESZ SLiEf) | PARRIN 2- B O (TR AT RET B
(3.50g) ML LME (20mL) FHEAY R I TR F AN (1. 35g) FAMkRE (1.94ml) » 7E
UKAKIEFHiHE 3.5 /AN, INNE IR ARG (1. 84g) , IR GWTEEIR FHiRE 2.5 /b iF. 1
RINIBED TN LR B (120mL) , BEWHZK (50mL) FLFiEh/K (50mL) ¥E¥, Jo/KAi
BREE T WURIRYE IS, MRS I AN &ALE - 48R ZBE R (10mL) » =3 BEHE 2 /)
i, i ok AT A [ AR 4R Gl (15mL) PRk, 46 60°C I T3 20 0
I PR AR AL S8 (1. 38g)

[0499]  '"H-NMR (DMSO-d,) :1.25(6H, d, J = 6. 2Hz), 2. 56 (3H, s) , 3. 20 (2H, t, ] = 5. 1Hz),
4.32(2H, t, J] = 5. 1Hz) , 4. 80 (1H, m) , 8. 95 (2H, bs)

[0500] 2% SLjifh) 16

[0501] 3% 2-( FIAEEJE ) LEERIRMR SRR £

[0502]

H

0

Hac/N\/\O)J\O/O |
HCI

[0508]  [M#ESH SR 1 FIFRIN 2- BLEE (FE) REFMTEE (1. 75¢) MR
LW (20mL) HESYHIMAMEE (0. 97mL) M1 4- — FZREEENME (MR ), R)E B
WIS RN (1. 57nL) o 7RSI FHHE 2 NS, n ARERE (0. 65mL) FIGFFER
el (1. 28mL) o AEZM M HEFE 5 K, ARV AR IMARERE (0. 81mL) , 2855 -5 15 2
IINGEP R RN (1. 43mL) 76 LR LBETH I (Bnl) o FIRBLH: 2 /NS, RE 2
MAZBR L (50mL) , 7K (50mL) <5 % A BR /K H¥ M (50mL) A Ak (50mL) BE¥k,
IR T o WRIRGE S, AR N AN GRS - 218 ZBRv (1omL) o 53
2 /NI N 2 (10mL) , 85k it gl AC AR AT L O T o T AR S T 4443 304 19 €8 I 4 T
B & (1. 99¢) o
[0504]  'H-NMR (DMSO-d,) :2.55 (3H, s),3. 21 (2H, t, ] = 5. 1Hz),4. 37 (2H, t, J = 5. 1Hz),
5. 18 (2H, s) , 7. 30~7. 50 (5H, m) , 9. 07 (2H, br)
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[0505]  ZZ&SLjafy) 17
[0506]  2-( FRELZZE ) CFEPUSNMEIR —4— Fhmg PR IS Eh IR £h

[0507]

3
HCI

[0508]  FEUKZKVAHITR, I ( =& ) IKIRES (2.97g) MIVUSIRRIEH M (40mL) &
WINAMERE (2. 43mL) FYPY SN VR (10mL) o LEUKZKYAEI N HERE 10 20505 , 12185 i
I VUSEIR —4- B2 (1. 91g) MIPUEKIEETE (20mL) o ZIRDIFE 2 /NI S TR -G i R
9, MBI £ 18 (50mL) Fl/K (50mL) » 7388 18 L Wg /2 JF B, T 0. 2N #h g
(20mL) FAAIER /K (50mL) PEs, Jo/KI BRER T8 . ol Rk 4 15 2 VU Stk i —4- R T IR
Mg (1.53g) o [M{EZFE S | PRI 2- R AL (AR ) @ EEMERABUT Bs (1. 40g) FIPY
SUWERE (20mL) (PRSP I NIERE (0. 78mL) , T 3 AN N R 170 T 45 381 (1% DU Stk e —4— 3%
ATFIRES (1. 53g) MIVIARKIEETE (10mL) , B AWESE T HHEE . SONIR Gk ik
46 )5, IMAIK (50mL) , V& &M LR 4 Ws (50mL) ZHL . FR R 5% A BR/KE W (50mL)
FAIERIK (50mL) Pek, oK BREE T WURIRYE )5, P R E i At ek alith (&
RO Cki=4 ¢ 1.3 0 2¥E0) . BHERIKEONRIRY (2.03g) HiET L
Bk (2mL) 1, N AN S - SR O FREE W (5ml) o 7RI FHEHE 30 408, A= &k
(10mL) , VEA WP FE A o 10 I i AR T H IR 1, 980 1843 21 A B E ] 1R A AL &
M (1.20g) .
[0509]  'H-NMR (DMSO-d,) :1.50-1.65(2H,m), 1. 87-1. 98 (2H,m) , 2. 54 (3H, s) , 3. 20 (2H, m) ,
3. 40-3. 50 (2H, m) , 3. 74-3. 83 (2H, m) , 4. 36 (2H, t, J = 5. 1Hz) , 4. 72—4. 83 (1H, m) , 9. 32 (2H,
br) .
[0510] & Sjfhl] 18
[0511]  2- FEEIE 4k 2- ( AR AL ) SIEmIRIREh IR £k
[0512]

H
HBC/N\/\OJ\O/\/ oy
HCI
[0513]  [{ESZE SLifs] 1 rP13 2RI 2- e L3 (F3E) @ EFEAUT iE (1. 75g) MLMR &
s (20mL) FIVRA W I2IE 2w i ALRE (1. 62mL) 1 2- AL LIEA T IRER (2. 779) 1)
LT8R CBEEHE (5mL) , VRS WITE SR TR . SRS W48 5, I /K (50mL)
REYWH 1R CBE (50mL) ZEH. VEEWH 5% A /K (50mL) FIHEFIE:7K (50mL) B
B, TKBRER BT o WRIRIRAE o, B R VE R T — OB 2nL) 1, I AN SULE - 2%
LB (Bml) o E=IE T HEFE 30 2080, Al (10mL) , VAW FEd & @ik id g

OB AT HE DT A, el TS 218 B A R PR AL S ) (1. 56g)
[0514]  'H-NMR (DMSO-d,) :2.54(3H, s),3. 19 (2H, m), 3. 26 (3H, s),3.52-3.57 (2H, m) ,
4. 20-4. 25 (2H, m) , 4. 33-4. 39 (2H, m) , 9. 26 (2H, br) .

3
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[0515]  ZZ&SLjiafh) 19
[0516] % (2- R HE) ARFEREUT N
[0517]

[0518]  FEUK/KAHIT, M 2-( L% %) & (8.91g) MILMRLTHE (100mL) VRSP
AN = ST R IRERRE (21.8g) » FEZMR FHCHE 3 K, IRA WM EEK (100mL) PE¥k, &
IKORBREE T o YRR AA 15 2 0 TR bR 8L &4 (19. 0g)
[0519]  'H-NMR(CDCL,) :1.11(3H, t, J = 7.0Hz),1.47(9H, s),3.27(2H, g, J = 7.0Hz),
3.37(2H, t, ] = 5.2Hz),3.73(2H, g, ] = 5. 2Hz) »
[0520] 225 SLjifh) 20
[0521]  2-( L& FE ) L3 LIREE IR Eh
[0522]
0

Hé)\\v//“\\v//ﬁ\\o//u\\

HC |
[0523] M ESFHSLHER] 19 PABIKLE Q- B L) @EFRHUTE (1.89g) f L
% £ BE (20mL) FIVRA WM LR (1. 04mL)  MHERE (0. 89mL) FT 4— — FF J 1 JE ik we
(0. 061g) o £ 2 N HEFE 3 /N, I LR 41 (50mL) , JBA MK (50mL) 5 % Frfs e 7K %
W (50mL) ALK (B0mL) Pedk. TLKIRBR S TG, IR GRS . AR RY
N AN FLE - ZE&Z@ ‘féiﬁ (10mL) , VR AR = FHEEE 1L/ . AN LR 4 (10mL)
A ME (20mL) , 18 ik g8 BT AT HH o T Ak o PR gl P 1 45 380 0 1 68 BT AR PRI bR AL 54
(1. 54g) »
[0524] 1H—NMR(DMSO—dG) :1.22(3H, t, J = 7.3Hz),2.07(3H, s),2.95(2H, q, ] = 7. 3Hz) ,
3.15(2H, t, J = 5. 3Hz) ,4. 24-4. 30 (2H, m) , 9. 17 (2H, br) »
[0525] 225 SLjf) 21
[0526] 2-FRLFE (RN ) REFRBT

[0527]
HC
HC 0 T\/\OH
w7 T
3

[0528] ] 2-( AR L) LBE (10. 0g) HIVUSMRMEEH (30mL) A — - BT HEZ
IR R (22. 28) , IRAWEZI T HFE L /NN RVIRE W IRAR, R 1 m A K
(100mL) » VREMH LR ClE (200mL) ZEHL . LR LB JZ HufnEhK (100mL) Peds, JoKni
BRI, DR IR AR 2 0 o (P IR bR AL 54 (21, 21g) o

CH,

CH,

o1
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[0529]  'H-NMR(CDCI,) :1.12(6H,d, J = 6.6Hz),3.30(2H, t, ] = 5.0Hz),3. 71 (2H, t, ] =
5. 0Hz) , 3. 80-4. 30 (1H, m) .

[0530] 2% St 22

[0531]1  2-( BNREEIL) 2 MRS R E:

[0532]

0
.
H3CYN\/\0/U\CH3
o, HCl

[0533]  [H{E S SEif) 21 PP BRI 2- B 23 (RREE) ZIEFRB TR (5.0g) KUY
LI (15mL) HOAIERE (6. OmL) A ZFRET (2. 79mL) , VR S WITE =3 T Hid: 18 /hE
RN G IR E WA R AR N K (BomL) , &G LR LB (100mL) 2L, LR
LERIEH 5% A B B K B (50mL) RN R 7K (50mL) W, o /KB FR AN 115 0 R R 4
WIS RIRTCEM R ST AN SULE - S CFREH (10mL) 1, IR EWITE SR N hid:
L/ o T e R ER T H L, 98O AR BIA e G E R BT AL S (3. 148) o
[0534] "H-NMR (DMSO-dg) :1.25(6H, d, J = 6.6Hz),2.08(3H, s),3.10-3. 40 (3H, m),
4,29 (20, t, J = 6.0Hz) ,9. 11 (2H, br) »
[0535] 22 Sijiify] 23
[0536] £ 2-( RNZEZEE ) LIEBKIRNE Hh IR Hh
[0537]

0

H
HC N
3 Y \/\O/U\O/\CH3
HG!
CH,

[0538] [ {E S SEitif] 21 PPN 2- B 23k (BRI ) ZIEFRET B (5.0g) 1Y
ST (16mL) Fin ARERE (6. 0mL) F1ZEE & FIRES (2. 81mL) , V&S W) 7E 2535 K Hithh:
18 /NI o S NVRA DI IR 4, M B R N (50mL) , IREWIH 4R Ll (100mL) A,
LR CTEIER 5% Mg R /KW (50mL) Fre Al £k 7K (50mL) B, oK R AN T 15, VR &
YDk Hs 4 o %Eﬁ%lm’]%é?ﬁm%ﬁﬁﬁ? AN WA - 418 CEER W (1omL) 1, JBAY)
TR THERE 1 /Mo T8 i e ST R AT A, 80 TR A5 210 A D (5 [ 4 TR AL & 4
(3. 34g) »

[0539]  "H-NMR (DMSO-d,) :1.20-1.30(9H, m), 3. 10-3. 40 (3H, m) , 4. 17 (2H, q, ] = 7. 4Hz),
4. 37(2H, t, ] = 5.6Hz),9. 13(2H, br) «

[0540] 2755t 24

[0541] IRC3E (- R OFE) BIEEFIRAT

[0542]
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H.C 0 N

Wl T

“ CH, 0
[0543] i) 2- (M CIEZEAL ) 4B (14. 3g) M LW (200mL) HZ A — - BUT
TRIRNE (21.8g) o TEZE W FHIFE 2 K, IBAWIREIRLE . KRR T LR L5 (200mL)
B, FZK (100mL) FRLRTER 7K (100mL) PEik, JE/KBRBREN T . R IR 4615 2124 L ik Y
[FIAR AL A (24. 28) o
[0544]  'H-NMR(CDCL,) :1.26-1.39 (4H,m), 1. 47 (9H, s), 1. 61-1. 81 (6H,m) , 3. 30-3. 40 (2H,
m),3.69(2H, t, J] = 5. 4Hz) , 3. 66-3. 90 (2H, br)
[0545] 232 SLjiffh] 25

[0546] 2-(MACHEIL ) LFOMRBETEIR E:
[0547]

[0548]  ZEUK/KIAEHNIT , MIAES LR 24 RAARINACRE (2- B LE) AT IRHT B
(2. 43g) WIVYEPRIEHES R (50mL) F I ANERE (1. 05mL) « ZBREF (1. 23mL) 14— — FAFLZ AL
MERE (0. 122g) , VREWIFEZMR T HiHE 12 /N o [0 RNV IRE VI A . B8 (100mL) , J&
G S BRI FR A BNV R (100mL) 5 %6 B4 (11) % (100mL) AP A1 ER /K (100mL)
ek, KRBT 15 . IREGWRURIRAR . Tk RWEEAE T LR 16 (15mL) H, IiA AN &
W - CIR CEEEA (16mL) o« FES I N IR 3 /N, I Rk (20mL) , 18 i i g8 i £k
T H I RS 20h B B RAR LS (1. 78g) »

[0549]  '"H-NMR (DMSO-d,) :1.05-2. 03 (10H,m),2. 07 (3H,s) , 2. 90-3. 10 (1H, m) , 3. 17 (2H, t,
J =5.2Hz),4.29 (2H, t, ] = 5. 2Hz) ,9. 19 (2H, br) .

[0550] 2% SLjitfs 26

[0551]  &3& 2- (MR CEE AL ) LAERIRNE #hIR #h

[0552]
H /ﬁ\
N
O/ \/\0 OACHa
HCI

[0553]  TEVKZKVAHIR, MAESH 5l H] 24 TRRIMHFCE Q- R oK) AEF KM
JHR (2. 43¢) DY ARG (50mL) A MERE (1. 45mL) « ZF S IR (1. 71mL) AN
4- IR FENMEE (0. 122¢) , IR EGWEEIR FHH: 16 /Mo [ R NRBEWTHIMA LR L
fig (100mL) , JEAWES: I HATIR IR Z T (100mL) (5 %6 B (11) ZK¥# (100mL) 7K
(100mL) FigANEEsK (100mL) BEHR, To/KBIEAN 1. VR GRS, RAR DT LR
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LlE (15mL) Ho A AN FALE - SR OEERW (15mh) o R FHFE 3 /NN, AR
Ptk (20mL) , i ik i S SRR H T RS 20 B B AR AL S (2. 128) .

[0554]  'H-NMR (DMSO-d,) :1.01-2. 08 (1OH, m), 1. 23 (3H,t, ] = 7. 0Hz),2. 90-3. 10 (1H,m) ,
3.21(2H, t, J = 5. 2Hz) ,4. 16 (2H, q, ] = 7. 0Hz) , 4. 39 (2H, t, ] = 5. 2Hz) , 9. 27 (2H, br) .
[0555] 2% SLjfifs) 27

[0556]  2- i £Hk L FRMEE Th ER £h

[0557]
H
N\/\OJJ\CHa
HC ,

[0558]  FEUK/KAHIF, [ 2- K fii L1 (137g) 1 VY & W iR 35 ¥ (700mL) A1 i A itk i
(97. 1mL) - ZTREF (113. 2mL) FH 4- — HFLEFRMERE (12. 229) , VR EWIAEE IR T HiHE 20 /)
o R MVREYIF AN CR CBE (L), IREYESEHK (L) BRI EREE R (11) |
5%TIRA (11) /KW (1L) AT (1L) ¥EG, /KB BRAN T, R E7E R . 1EUK
IKAHIE, T3 B IR 2P 288 288 (700mL) WP M AN SALE - 2R B T
(250mL) , 18 i JE AT HH A [ ARAF 214 G R AR AL S 4 (1568) o

[0559] 'H-NMR(CD30D) :2.11(3H, s),3.71-3.76 (2H, m), 4. 32-4. 37 (2H, m) ,
7.49-7. 64 (5H, m)

[0560] 2% Sijitifyl] 28

[0561]  BUT 5 [2-( FAEZEE ) -3- MbmedE ] F LR IR e

[0562]
~
H.C o\n/o N
H.C
T 0 M
3

[0563] i) [2-( AR IE ) -3-nmbme 58 ] A EE (2g AR #ARLE WO 01/32652 (1) 77 %
) [ UY SRR (50mL) A i N E R R L BU T EE (3. 48g) A 4- T F I ALtk
(0. 18g) , IR EMIEIAL 1 /NI o In] R MRS A K (30mL) , H ZPR Ll (50mL) ZEHL. Jir
132 HA VL2 A Rk (50mL) $EE, /KD BR BT . 8RR 4813 2 kR4
SRR R (HZB RS : Oki= 1 © 5%l ) 530 A @4 Fs 340
(1.51g) »

[0564] "H-NMR (CDbC1,) :1.49(9H, s),3.02(3H, d, J = 4. 8Hz) ,4. 99 (2H, s) , 5. 00 (1H, bs) ,
6.55(1H,dd, J=7.0,5.0Hz),7.37(1H,dd, J=17.0,1.8Hz),8. 16 (1H,dd, J=5.0, 1. 8Hz) »
[0565] 275 Sty 29

[os66]  2-( L2 ) VI LR

[0567]
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KO
/NH

[os68] ) [2-( AR ZIE ) A3 ] HEE (1.37g AR IR AE WO 01/32652 H 1K) ik A
) BIPY SRR (50mL) Hn ANRERE (1. 05mL)  ZFRIEF (1. 23mL) F 4- — F IS FEnb e
(0. 18g) , R AWAEZIE T HHE 8 /DI o i RIREW - IAIK (100mL) , VR AV L2 L1
(100mL) ZEH . AHLZIESH 5% MR (11) ZKE M (50mL) M AR IR S AN (50mL) 1
TR EE K (50mL) WES, LK BRI T8 . IR 25 R B 2580, T 1 B B R Wy i pRidi ek
AL EIEaife GESHARAES - Chi=1 © 5.1 ¢ 3l B304 A6 BRI FR S 4
Y (0. 38g) .
[0569] 'H-NMR(CDCl,) :2.08(3H, s),2.87(3H, s),4.40(1H, br),5. 08(2H, s),
6. 64-6. 74 (2H, m) , 7. 17-7. 32 (2H, m) »
[0570] 7% SLjiifhl 30
[0571]  2-[(2- 4B O3 ) A ] L CRIEEIR £
[0572]

0

H
//H\xo/’A‘\v/’N*\v/’ﬁ‘\oi’u\\CHa

HC|
[0573]  FEUKIKVAHEITR, W] 2,2 - WRIE LR (2. 10g) MLIRLEE (20mL) [IREGHY)H
BN ZBUT R IRES (4. 37g) o fEVK/KAHITN, Bidk 1.5 NS, N LZBRETF (2. 08mL) .
MEmE (1. 78mL) H14- — FIIREEENERE (0. 128) o ZiRBEFE 2 /DI, I NVIBEWH I &
i Ll (50mL) , REWHZK (50mL) 5% AT A5 B /K B (50mL) FHY A Eh7K (50mL) ¥E¥k. o
KRR EE T8 5 , VR A e 4 m%%ﬁf@qﬂﬁﬂ)\ AN GMEA - OB LBEEW (20mL) , 1R
SRS T HERE 2 /N NN Z8E (1omL) , 3B i s e S AT H A I A gl s T4
1FEh B AR AR B EY) (6. 18g) o
[0574]  'H-NMR (DMSO-d,) :2. 07 (6H, s),3.23(4H, t, J = 5. 3Hz),4. 27-4. 33(4H, m),
9. 40 (2H, br) .
[0575] &2 sLjiff 31
[0576]  (S)—2- MM KEdE F AL L IR AR Eh IR 51
[0577]

H.C

3

HC |
[0578]  FEUKIKVAEITR, [\ (S)—2- ALr e AR (1. 01g) LR LME (10mL) HIVRE W)+
BN Z = BUT 5 R ERER (2. 18g) o EVKAKAEN T HiHE 1 /NG, IO ZBREF (1. 04mL) (L
e (0. 89mL) Fl4- — FFFEZFEMEIE (0. 061g) o £E W N HEFE 1 /IS, W) SVRA P I
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LR g (50mL) , VAP K (50mL) 5% A7 4% B /K %5 (50mL) FHURLAT R 7K (50mL) PE¥
TARBIREET G, IR G WWIERAG . MR I AN FHE - 2R SBEE (10mL) ,
REUAEZER TR L /P N 28 (1omL) , ki pE BN A . A E T
PRS2 AR B A bR LS4 (1. 68g) «

[0579] 1H—NMR(DMSO—dG) :1.56-2.10 (4H, m), 2. 06 (3H, s),3.05-3.24(2H, m),
3.63-3.68(1H,m) ,4. 15(1H,dd, J = 11.8,8. 1Hz) ,4. 26 (1H,dd, J = 11. 8,4. 1Hz) ,9. 21 (1H,
br),9.87(1H, br) »

[0580] 2 Sijiif] 32

[0581]  3-( FEEEIE ) WE AR FRERERRR h

[0582]

HCI

[0583]  ZEUK/KAEITF, [ 3- &3& —1- WL (0. 75g) M IR 4TS (2. 25mL) VRSN
ANERIR BT s (2. 182) K LR LHEHAE (0. 25mL) o fEZ=I FHFE 21. 5 /I JE, InA
AR (1. 30mL) JALERE (0. 98mL) FI 4- —HEEZZEMERE (0. 012g) « FEZME FHEHE 5 /NET
Ja, MR MNARGW AN L L B5 (32.5mL) , J- & HK (12, 5mL) FiraFI#E7K (12. 5ml)
VeV KRB EE TG, IR AWk G . R AT N, N- I FEZ (20mL)
o N BRI (BmL) o ZEVKZKAHITF N 60 % S A0 (0. 4g) » 7R3 FHidE 3 /NS, &
VAT KA H G A B (60mL) . JEREYH — 2k (80mL) AEHL, i1 flh
K (30mL) PEk. JLAKBBREETIRG , IR AW EIRAT . TR A ikt ( 218
Ll =2 ¢ LG CROTEREAM © LR OBE=1 1 9) 1324 LEMRYIK
-LORUT AP ) () 24 ] WERFRNE (2.529) « A AN &LE - LR SRR
(10mL) , VR EWAE I T IR 1/ R IRSE )5, R I SR £ Bs (10mL) , 38 i
ok AR I A . = £ K (10mL) YRV ST » W A4 980 T4 15 31 4 T 6o [ AR i b AL &
W (1.73g) .
[0584]  'H-NMR (DMSO-d,) :2.02-2. 16 (2H, m), 2. 56 (3H, s),3.05(2H, t, ] = 7.3Hz),
4.35(2H, t, ] = 6. 1Hz) , 7. 51 (2H, m) , 7. 65-7. 73 (1H,m) , 8. 01 (2H, d, ] = 7. 2Hz) , 8. 95 (2H,
br) o
[0585]  Z>%SLjifufh 33
[0s86]  £J%k 2-[( L5IRE) () &L ] LHEWRIRES
[0587]

0

0 0 CH
/\O)J\N/\/ Y ~Vh
|
CH, 0
[0588]  fi] 2—( EEZAE ) 4% (100g) (LMK LB (1000mL) HBIARMLEE (222mL) , 4R
JE BAEVKARVRETR VT 2 /N W I SE S IR NS (240mL) o« NS R G, RIS

E SR N HEEE 18 /i, InAZK (300mL) , 7 B £/ £ T8 2 31 IN £h2 (200mL) Fa FnEh 7k
56

H,C
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(200mL) ¥E¥. To/KDRBREN T8 )5 , TR BRIk 4E , TR R VDI R 75 R AF 2 0 JC 608 7 b
LAY (180g) , High sy 95-100°C (77 :0. 1-0. 2mmHg) .

[0589]  'H-NMR(CDC1,) :1.20-1.40 (6H,m),2.97 (3H, s), 3. 50-3. 60 (2H,m) , 4. 05-4. 35 (6H,
m) o

[0590] 2% St 34

[0591]  &£3& 2-[ (&L ) (L) &k ] SAERIR R

[0592]

0
0 0 CH
C'/U\’}J/\/ \ﬂ/ ~ "
CH,, 0

[0593]  |r] fE % S ife] 33 MBI 25 2-[( ZA I ) (W) & ] RN
(150g) M1 LREHH (1000mL) H I ABEIESEL (200mL) , VAW IEI 4 Ko RN IRA PE
W, TR HPEFE S REUMAIK (500mL) — K (700g) — LR LB (300mL) JRAY). Hid: 143
B, IR ER K (500mL) , VRS LR 4BE (500mL) Z6HL . LR LG )2 A sh
/K (300mL) P FIAR FREVENEA VR (300mL) FIYELRTER 7K (300mL) ik, T KB BRAN T8 I F 8 s
Wi o TRARIREZERAZ RN LB bR &9 (T7g) , Hoh 58 100-105°C (K )
0. 1-0. 2mmHg) .
[0594]  'H-NMR(CDC1,) :1.33(3H, t, J = 7.2Hz),3.12(3Hx0. 4, s),3. 22 (3Hx0. 6, s),
3.68(2Hx0. 6, t, ] = 4.8Hz),3.78 (2Hx0.4, t, ] = 4.8Hz),4.23(2H, q, ] = 7.2Hz),
4. 30~4. 40 (2H, m) »
[0595]  Zx7% Sijfh 35

[0596]  4- F2 T AR I FIRHUT BE
[0597]

[0598]  ZEUKAKWAHIF, 1 4- I T EE (3.57g) M LR W (9mL) [IVRA W 5 A
T RUT R TWRERNE (8. 73g) MR WS (ImL) HIREY . A= FHidE 24 /N, IR E
VIR TG . o REEIET LT8R Ll (200mL) H, JB-E Y HZK (50mL) L IN £ (40mL)
7K (30mL) FHATERZK (30mL) PR, TL/AKBRIREE T 1. I IR A1 21k T R ) 1) b 8t
&M (7.54¢)

[0599]  'H-NMR(CDCI.) :1.44(9H,s),1.47-1.61 (4H,m), 3. 07-3. 22 (2H,m) , 3. 61-3. 76 (2H,
m) , 4. 62 (1H, bs) .

[0600]  Zx7% SLjifhl 36

[0601]  4-[ (BUTHEIREE ) & ] TRHRLMREE

[0602]
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0

/U\GH3

H
HG~ 0~ N
H30>’/ \ﬂ/ NN
CH, O

[0603]  [H]4E 2 2% S 5] 35 HAF RN 4- 2 T IR IE F R BT B (3.83g) ML TR LBE
(20mL) FHRAYI P IIAERE (1. 80mL) A1 LERHEF (2. 27g) , VR A MAE R T HiHE 19 /N o 1]
RIAIREYITH A LR LB (100mL) , VEA 9 7K (50mL) At B4R 7K %9 (30mL) 7K (30mL)
AL A ER 7K (30mL) PE¥, oK BREE T . IR IRAA1S B0 o G R AR L & )
(4. 55g) »
[0604] '"H-NMR(CDCl,) :1.44(9H, s),1.51-1.69(4H, m),2. 05(3H, s),3.15(2H, m),
4.07 (2H, t, ] = 6. 5Hz) , 4. 55 (1H, bs) «
[0605] 275 St 37
[o606]  4-( FREEZE ) THLMEHKEH

[0607]
0

y P
\/\/\
HG™ 07 “CH,

HCI
[0608]  FEVK/KVAENTR, M 4E S SLif) 36 AR 4-[ (T A I ) & ] THRLR
B (4.50g) FIFFELME (4. 85mL) [y N, N- — FIIE FRERZVE R (20mL) R In NEALEY (60% 1)
T 0. 94g) o« FEZIR N R 4 DN, [RVIRE WA FALE VKK S . IREWH =
LT (120mL) #EHL, — LK 2 LRI Eh K (30mL) WEV, TR IREET1E . R IRSE 5, i 42
YA AL G (FHCRAEE © Ckt=1 @ 9¥El) « MALE B8 mA AN &
WE - LR CBEFH (20mL) , VGV FHFE 2 /o A= L 8K (40mL) , 1@ it i 3
WCERRTHY IO A AR IR R TR A5 214 B E [ AR bRl Ak &40 (2. 28g) »
[0609]  'H-NMR (DMSO—d,) :1.58-1.70 (4H,m), 2. 01 (3H, s), 2. 50 (3H, s) , 2. 82-2. 90 (2H,m) ,
4.00 (2H, t, ] = 6. 0Hz) ,8. 90 (2H, br) .
[0610]  Z&Sjfh] 38
[o611]  £FE 4-[ (RUT5REE ) 200 1 T SRR AR
[0612]

H
O S e
CH 0

[0613]  fEUK/KAENN, [A4E S 2] 35 1SRN 4- 2 T HREAFE TR EE (3. 71g)
M2 5 (20mL) VRS H INNEEE (1. 71mL) F1 Z S P RREE (2. 5bg) , IR -G 7E =ik
IR 24 N R IREIHR NN OB 288 (100mL) , JEA YK (50mL) AR BRER K
. (30mL) /K (30mL) FHAIER /K (30mL) Wik, JL/KBR IR BE T o 3R IR i 15 214 o o R
kR E S (4.929)

[0614]  'H-NMR(CDC1,) :1.31(3H,t,] = 7. 1Hz), 1. 44 (9H, s), 1. 46-1. 80 (4H,m) , 3. 15 (2H,
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m) ,4. 11-4. 25 (4H, m) , 4. 54 (1H, bs) »

[0615]  ZZ& 5Lt 39

[o616] L3 4-( FIZLEIE ) T kRN thER £h
[0617]

H
HGC/N\/\/\O)I\O/\CHS

HCI

[0618]  {EUK/KVAENT, [AI4E S SE i) 38 RS8R 3 4-[ (R TR IL ) &IE ] T3
WEER NG (4. 90g) FNAIFERML (4. 67mL) ) N, N- — FF 3L IR (20mL) AR it NEAkAN (60 %
(RIS 0. 90g) o FEZIE N HIFE 6 /NETiE , NIRE PN SAL B VKK, H = & ek
(120mL) AEHL, — LFkZE MR 3K (30mL) $E¥, /KB EREE T8 . WRIRYE )5, PR Y8
AR EIELi L (HARAEE - Chi= 1 9P ) . W%FE%JF%EPJJH)\ IN F AL
A - LR OBV (20mL) , IR GAE = N HFE 2 /NI I Z £ (40mL) , 3 i i gk
BN . T PRk TR 28 A E B bR AL S (2. 86g)

[0619]  'H-NMR (DMSO-d,) :1.21(3H, t, J = 7.1Hz),1.51-1.73(4H, m),2. 50 (3H, s),
2.82-2.94 (2H, m) , 4. 05-4. 15 (4H, m) , 8. 88 (2H, br) .

[0620] 225 SLjfs] 40

[0621]  3- RINFEZIEFIRAT g
[0622]

HL 0 H\/\/OH

it
CH, O

[0623]  AEUK/KAHEITR, 7] 3—- @IENEE (7,51g) FILME LBE (30mL) VRSP & A

T BT EEBRIREE (21. 8g) MLMR LM (3mL) HIVEEW) . (B FHHE 22 /N, IR EY)

WG . R RVERAT LR L1E (200mL) H, 7K (80mL) L IN #hF& (60mL) 7K (50mL)

AR 37K (50mL) Peidk, Jo KB R BN T8 I VR 4 45 21 O J5 G il IR i b AL & )
(16.01g) »

[0624]  'H-NMR(CDCL,) :1.45(9H,s),1.62-1. 70 (2H,m), 3. 24 (2H, q, ] = 6. 6Hz) , 3. 66 (2H,
q, J = 5. 1Hz) ,4. 73 (1H, bs) »

[0625] &S] 41
[o626]  3-[ (BT EIREL ) =H 1 W LR NE

[0627]
H
T N NN N
ac T T g
* CHy O 0
[0628]  [F) ££ 5 7% S 1] 40 AP AR B ¥ 3— K U FE 2 IR AU T B (8. 00g) N Z 1R £ 1
(50mL) FIE AW MAREEE (4. 06mL) M LFRET (5. 13¢) , IR A WAL FHEF: 21 /DI
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] R NIRE PR I LB £ W5 (200mL) , Y& -4 49 F 7K (100mL) - B3t BR 8 7K % ¥ (40mL) « 7K
(60mL) FHEAIELZK (60mL) PEV, JoAKBRER AN T4 o I8 H IR 4 15 21 4 o il Ry B s AL &
Y (8. 34g) .

[0629]  'H-NMR(CDC1,) :1.44(9H, s),1.77-1. 86 (2H, m),2. 06 (3H, s),3.20(2H, q, ] =
6. 3Hz) ,4. 12 (2H, t, ] = 6. 3Hz) , 4. 67 (1H, bs)

[0630] 2% SLjitfs] 42

[0631]  3-( FEZE ) WHE LA EH

[0632]
H 0 CH
HSC/ S N \”/ 3
HC | 0

[0633]  FEUK/KAEIT, MIAES SR 41 R AF RN 3-[ (BUT S RIE ) &I ] NFEE LR ER
(17. 28g) A HIZEML (19. 8mL) MY N, N— — FF 3 AR A2 v (80mL) A A S ALAH (60 %6 [ 7HI%s
W5 3. 82g) o TEZIE FHLFE 15 /NI, NIR G W FAL B KK, = 2k (300mL)
FE, LEHE AR K (100mL) Pk, KBBR8 . WRIRYE G, ARV E L e
FHEEA (HOROEE © Cfi=1 @ 8¥El) o mafb/5 P mA AN ZiLE - 4%
CEREE (A0mL) , VA IAE I N HCHE 2 /AN o I Z 2B (100mL) , 18 ik b 58 B B2 M Hi 1)
[l A [ AARIR R T 15 BA B G AR bR AL 54 (2. 938) «

[0634]  '"H-NMR (DMSO-d,) :1.85-1.97 (2H,m), 2. 02 (3H, s) , 2. 50 (3H, s) , 2. 87-2. 96 (2H, m) ,
4. 06 (2H, t, J] = 6. 3Hz) , 8. 87 (2H, br) »

[0635]  Zx7% Sijfh 43

[0636] £ 3-[ (BUTHIREL ) &5 ] TNAERIR N

[0637]

H ,

HL~ O~ N VNG NG,

Hac>|/ \ﬂ/ NN \n/

CH, O . 0

[0638]  ZEUK/KAENE, A 4E 2% S2 i) 40 153 3- SN FEE FE TR LT G (8. 00g)
M L5 (50mL) VRSP INNEEE (4. 06mL) F1 ZF=50 RS (5. 95g) , IR EIAE =ik,
TR 24 N T RIREHR NN O/ 28 (100mL) , JBA YK (50mL) AR BRER K
. (30mL) /K (30mL) FHFIER /K (30mL) Whak, Jo/KB BRAM T o 980 W i 19 21 4 o iR
kRS S (9. 31g)
[0639] 'H-NMR(CDCL,) :1.31(3H,t,] = 7. 1Hz), 1. 44 (9H, s), 1. 82—1. 90 (2H, m) , 3. 22 (2H,
t, J = 6.3Hz) »4. 15-4. 23 (4H, m) , 4. 68 (1H, bs)
[0640] 275 St 44

[0641] & 3-( WAELRIL ) WA IR NG £h IR £
[0642]

H
N 0__O-_CH,
HGC ~7 S \n/
HCI 0
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[0643]  FEVK/KWAHIN, [WAE S 9] 43 IR 45 3-T (RUTHE IS ) & ] A3k
WERES (9. 31g) FIFFEEME (9. 00mL) fY) N, N— — FF 3L ATy (40ml) Hoin A&kl (60%
[FITMAESHL, 1. 82g) o FEZTE FHEFE 12 /N0, e VTR G N SAL B UK Kb IR A —
ZBE (200mL) #HL. — ZWFE MR E/K (100mL) WV, oK RAN T8« WEIKSA ), b
@R (FHBRAEE © Shi=1 @ 8 o ML rr=wimA aN
AME - R OB (40mL) , R A YIESE T HRE 2 /b I 4k (200mL) , J@ it it
PEMCEERT HA I o [ ARRE T-ERA3 20 0 B G AR AR AL 54 (4. 98g) -

[0644]  'H-NMR (DMSO-d,) :1.21(3H, t, J = 7. 1Hz),1.91-2.00(2H, m),2. 50 (3H, s),
2.88-2. 98 (2H, m) , 4. 08—4. 16 (4H, m) , 8. 90 (2H, br) .

[0645] S SLjiff] 45

[o646] (2,3~ —FRAAE ) FERE TR T I

[0647]

(l)H OH

H30>'/0 \ﬂ/N A

[0648]  {EVK/KAEI N, ] 3-( RS IL ) -1, 2- TN I (24. 5g) M ZEE LS (50mL) IR
PP BN - BT RN (51, 4g) ML LEE (10mL) FREY) . 7EEHE T H
FE 15 AN VRA DR G IRR IR T LR L lE (150mL) 1, ¥ A /K (80mL)  IN
#hR (60mL) /K (50mL) FHAIEEIK (50mL) YEk, Jo/Kim BN 152 o ek A v 4 15 21 8 TG (1 7
RSB G (26. 9g) .

[0649]  'H-NMR(CDC1,) :1.47(9H, s),2.92(3H, s),3.20-3. 36 (2H, m), 3. 41 (2H, bs),
3.50-3. 62 (2H, m) , 3. 73-3. 88 (1H, m) »

[0650] 2% SLjitfs 46

[0651]  3—( FAELZEE ) TN —1,2- I~ LR AR h

[0652]

0

O/U\CH
NPNEN
e HG | \g/

[0653] |1 7F 23 S2jitifhl] 45 PR R (2,3- ZFH ) FRESEIETMAT B (10. 26g)
LR T (GomL) FVREWH nANERE (10. 11mL) A LREF (12. 76g) , IR GWTEER T i
P24 /BT [ RNIRE TN LR LT (300mL) , VAP /K (150mL) it R4 7K %5 ¥
(100mL) « 7K (100mL) FAHLFIER7K (100mL) HEigk, LK BRI T 4. JEIRYA )5, bR )il
SRR IR AL (HZRCES - Oki= 1 & S¥EM) . M4k /FH=hin 4N &4k
A - PR LT (40ml) , VRAVITE IR N HiEE 3 /Mo A &k (100mL) , 18 i ik g8k
RN [ A o[BI 549 2 B L 1R AR AL &4 (2. T68) o
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[0654]  'H-NMR (DMSO—d,) :2. 03 (3H, s),2.07 (3H, s),2.55(3H, s),3.18-3.22(2H, m),
4. 09-4. 28 (2H, m) , 5. 20-5. 27 (1H, m) , 9. 01 (2H, br) .

[0655] 2% St 47

[0656] &L 3-( HZREEL) Nkt -1, 2- R kIR IE Eh IR #h

[0657]
0
O/U\O/\GH3

H

H3C/N\)\/0\n/0\/

HC | 0
[0658]  TEUKIKIAEIT , MAES 25 S 45 R RIN (2,3- RN ) FEZEFRT
Mg (15.53g) LR L5 (100mL) HnANERE (18. 35mL) FI LA FIRAR (24. 622) , IR EY)
TEZW TR 96 /N o 1] VRGP TN Z8 L85 (300mL) , VRGP /K (150mL) JHi R
Hl KR (100mL) 7K (100mL) FHPAIERZK (100mL) PSR, JCARKBR BREN T4 IR 46 )5, 7%
R ERE AL (ROl Ci=1 © 6 ¥Eli) » a5 AN
AMNE - LR P (80mL) , R G E T HidE 3 /Mo I &k (200mL) , i i ik
PECEEAT H [ A o ] A48 T B AR 208 B E B AR R4 54 (5. 93g) o
[0650]  'H-NMR (DMSO-dg) :1.20-1.28 (6H, m),2.57 (3H, s),3. 12-3. 28 (2H, m),
4.10-4. 43 (6H, m) , 5. 13-5. 22 (11, m) , 9. 14 (2H, br) ,
[0660]  Z7% Sijfify] 48
[o661]  2- ZAFE Lk 2- ( FAEZIL ) LILmIR R SR IR R
[0662]
0

HﬂC/N\/\O/U\O/\/O\/CHS
HCI

[0663]  FEUKZKIAHIN, I ( =& ) IKIRES (2.97g) MIPUEIRRIEH M (20mL) 0
A 2- CERFECTE (1.80g) WIPYEMEREAS M (10mL) o 2R & N AERE (2. 43mL) (1) PY
SRR (10mL) , VR G UTE SR FHERE 2 /AN . SR A WIS, 7 R I
K (50mL) » VRS 218 2 Es (50mL) B, ZMBZEEEH 0. 2N #h#% (20mL) FaAnEh K
(50mL) BEik, /KBRS TR, WS IRAE 153 2- LA O E A T REHE (1. 29g) . [MAE S %5
W 1 AR 2- R LFE (L) 2T IRACT Bs (1. 23g) HIVU SRR (15mL) S
ANIERE (0. 68mL) , [n] IR &40 *H 2B I\ B 11453 2 (1) 2— L40E CHE SR R B (1) VY SR IR
W (GmL) VR A WIAEER FHiEE 3 Ko RNVIRGWIERSE 5, W H A InAZK (50mL) , Ji
G LR G (GomL) FHL. LR LBEEH b % iR /K¥E R (50mL) FIHAIEE /K (50mL)
Ve, KRR BT . IRG MR AT, B R i AL (il 4tk (SRR OlE © Okt
=1 56352 @ 3PEM) . HALERY (1. 60g) W T — & (3mL) o, A AN &
WE - LR TR (3mL) o« VA VIR N HiE A, 18 ik ST HH 1 [ A, 93T
BRAS 24 R bR EL G (0. 94g)

[0664]  'H-NMR (DMSO-dg) :1. 10 (3H, t, J = 7.0Hz),2.57 (3H, s),3. 18-3. 25(2H, m),
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3.44(2H,q, ] = 7. 0Hz) , 3. 56-3. 60 (2H, m) , 4. 19-4. 24 (2H, m) , 4. 30~4. 37 (2H, m) , 8. 79 (2H,
br) .

[0665] 2% Sjfif) 49

[o666]  3— FHARTNZE 2- ( FZRE AL ) LFERKIR IR #h IR #h

[0667]

H

HSC/N\/\(_J/“\O/\/\O/CH3
HC1
[0668]  FEUK/KAENT, M LEEEE (2. 85g) A LMk (100mL) FEEWTIEEE HMA
A 3- AR NRES (11. 8g) MIVIARKIEIATE (50mL) » =MRHIHE 1 NG, AV IRIK
ﬂw%ﬂﬁEMAmCm)ﬂm/ AAMBKEEE (3ml) » TREWHCE 2 515, B A K
L) « VRAVIBERER R oL UERR VTV, SRR IR A1 BN TEEMARYI B 3- FAEN
fig (7.64g) o
[0669]  'H-NMR(CDC1,) :1.83(2H, L&, J = 5.8Hz),2. 43(1H, t, J = 5. 3Hz) , 3. 36 (3H,
s),3.57(2H, t, ] = 6.0Hz),3.77 (2H, g, ] = 5. 5Hz) »
[0670]  FEUKZKAHITR, I ( =& FE) IREE (4. 4568) MIPUERRIEHS (50mL) &
WA N- 3 Z A (5. 75mL) o $iHE 7 Z 5, B3 0N 5 10 75 211 3— FF 4R 5E TN i
(2. 70g) MIVUS RIS (15mL) o« IRAVITEVOKAETR T Bde 30 /rahdes 1 Ko &
MWIRE PR IRAG 5 , MRV P IR R (50mL) , V&G L £ BE (80mL) ZH . &
TR W82 0. 2N $h R (30mL) FIAE AN Eh 7K (30mL) Wik, Jo /KB BR Bk Tk, 9 5 Ik 4 73 2]
3- P NER T IREE (4.39g) « MAESH S 1 PAFRIN 2- FR L HE (3L ) AT
SUT B (1. 75g) I PYS PRI (20mL) A &8 I AN IEEmE (0. 97mL) FH AT 1S 21 3— A4
ARG IREE (1. 83g) VU IRMEMEIE (BmL) H, VR A WIAE SR FHERE 2 /Nt o BN AR
(0. 65mL) 1 3— AR N SE A ERES (1. 22g) (VY SREME A M (BmL) , iR A W4k S hiFE 1 /)
o RNVIREWIREIRYE, FRRY) T IMAK (G0mL) » AW LR N (80mL) ZEHL, &
MR W62 5% A R /K (50mL) AR /K (50mL) Phig, T /KR IR B T 15 o ik
Gio BERYBEERAEIEAL (HORORE : Ci=1 © 953 ¢ T ) . ¥alift
JE =) (3. 40g) AT — L BF (5mL) H, IO AN fMHE - SR OFREEW (Bml) « IREW
FESE LA RNIREWIREIRYAG . I = LR &E 15 2108 Jo G A AR Bk 54
(2. 06g)
[0671]  "H-NMR (DMSO-d,) :1. 78-1. 90 (2H,m), 2. 54 (31, s) , 3. 15-3. 25 (2H,m) , 3. 23 (3H, s) ,
3.33-3.42(2H, m) ,4. 16 (2H, t, ] = 6. 0Hz) , 4. 36 (2H, t, ] = 6. 0Hz) ,9. 27 (2H, br) ,
[0672] 2% SLjiufhl 50
[0673] N, N- R H =K 2-( FERE ) LMk
[0674]
0  CH,

H ]
He SN0 "oh,

2HC
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[0675] KAES St 1 RAFRIN 2- B LFE (AR FEFBRABUT B (3.50g) WN,N- —
I H S BEEh R Eh (5. 29g) \1- 3L —3-[3- ( " FIJEEE) AL 1 BR W h i h (7. 67¢) .
= L% (5.58mL) , 4— L EUFEILE (1. 22¢) FIN,N- — FIIEFMERZ (50mL) 8% T Hipk
. SNVIRE YRR IR, R A P I ANBRTER R S i (50mL) » IR LR L
fig (100mL) ZHL . ZPR MBS AT EE /K (50mL) Pedk, /KB BT IE R ik 45 . hk A
WE L RE A s AL (PR @ ZRAEE=5 ¢ 95 8RJ5 20 ¢ 80 ¥EME ) . 4tk )5 11
7 (2. 46g) M IN EhIR (24mL)  VRAWIEEIR T Pkt . VIR A Wi K 4613 2
h T EEA RIS EY) (2. 148)
[0676] 'H-NMR (DMSO-d,) :2. 52 (3H, s),2.85(6H, s),3.20(2H, m), 4. 30 (2H, s),
4. 43-4. 49 (2H, m) , 9. 60 (2H, br) , 10. 81 (1H, br) .
[0677]1  Zx75SLjiffhl 51
lo678]  S-[2-( AL ) L5 ] WfC LIRS #hER £
[0679]

0

H
HSC/N\/\S)J\CHS
[0680]  FEVK/KYAHIN, MAES 2 SLif] 1 PRI 2- ok (FHE) @I FRBUT HE
(3.50g) FiAR LR (1. 72mL) A1 =2KFLME (7. 87g) K VUSRI (50mL) Hr 1848 & iiF il A
T RNIHEE IRIRES (5. 91mL) [IPYSRREEIE (10mL) o« VRS YILEIKKA HIRBERE 1 /)
N, SRR B 2 AN RONVR A PR IR UK KA EL, NN =R EEBE (7. 87g) 1 S TSR
R RS (5.91mL) WIVUEIRIEER (10mL) o JR-EWLEUKAKA N R HERE 30 2080, InA
ACZIR (1. 14mL) , JBAWIAEEIE T TUOKAHR R 30 0 8hid . SIS YIRE K
A, R ARV I CRER S k. o JERR L UTUE, BB YA, EE BRPER, AR5
IR BR S AN T (50mL) o JREWIH 48R 15 (100mL) 2EHL. LR g2 HafEh K
(50mL) Peidc, To/RBBREE T F R R ik 45 . TR AWA T A Eg 4l (HZRAHE @ 2
BE=5 1 95.88J5 15 ¢ 85 ML) o MAMLIG I (4. 47) HIIAN AN LA - LR LT
W (1omL) VRS MIESIE iR WO, RAIRSYIRERSS, RV I L8 .85
M 2Bk 4E 5, BB R AR RS &4 (1. 79g) .
[06811  'H-NMR (DMSO—dy) :2. 38 (3H, s) , 2. 52 (3H, s) , 2. 96-3. 08 (2H,m) , 3. 12-3. 20 (2H,m) ,
9. 35 (2H, br) .
[0682] 2% St 52
[0683] 2% 2-[2-( A ) LI ] ZEWIRER LR
[0684]

N O 0] CH
H3Cf/’N\\\////\\\Cf//\\\\/// \\]r// ~ 70

HCI O
[0685]  FEUK/KVAZENT, n] 2- (2- BWIL LT ) LFFE (99.52¢) Fl1 LFR L Mg (200mL) & i
IINFERRIR AT Bg (208. 57g) F1LFR LFg (50mL) [VEAW) . (E =30 T HiE 60 /N, 1A
YIRS IS 7% IR T 2.1 2,18 (500mL) , A 7K (200mL) « IN £: % (200mL) « 7K (300mL)
64



CN 101884629 B OB B 63/140 T

A ANER 7K (300mL) Peigk, TL/KBRBRAN T8 . R IRAa1S 24 LRy [2- 2- RE L
AL OF ] "EPBACTHE (169. 22)

[0686]  'H-NMR(CDC1,) :1.45(9H,s),3.33(2H,q, ] = 5. 1Hz) , 3. 54-3. 59 (4H,m) , 3. 74 (2H,
q, J = 5. 1Hz) ,4. 88 (2H, bs) «

[0687]  {EUK/KVAE R, A AT H 2 B 1) [2- - BAEE L EHE) 25 ] &3 F BT g
(53.93g) P LR LM (350mL) FIVRAYH InANEE (53. 78mL) Fl ZIEH F RN (70.57g) ,
REWAESE T HiFE 96 /M. 17 R NIREY I LR L85 (500mL) , 64 H K Pk
(500mL) AR BRAR /K (200mL) 7K (300mL) FHLFIER K (300mL) P4k, To KB BN T 15 - ik
FEIRGETF R0 TR R 2- [2-[ GRUT 583 ) &3 ] L5 ] 2R RIR S G (93. 198)
[0688] 'H-NMR(CDC1,) :1.32(3H, t, J = 7.2Hz),1.44(9H, s),3.32(2H, t, ] = 5. 1Hz),
3.54(2H, t, J = 5. 1Hz),3.67-3. 74 (2H, m) ,4. 21 (2H, q, J = 7. 2Hz) ,4. 26-4. 31 (2H, m),
4.91 (1H, bs) .

[0689]  FEVK/KVAHIN, M THARIM 2-[2-[ (ST ERIEE) B ] 25835 ] oEmRR O
Mg (93. 15g) FNEAELAL (83. 6mL) ) N, N- — AL LW (350mL) it A& b4l (60%
(RIS, 16. 12g) o FEZIE FHEHE 24 /BT, VRGP BN S B VKK, H = S ik
(800mL) #HL., — L WEkZ ALK (300mL) YE¥, To/KBREREE T I WMEIKSGG, FARY)
WA Al (FHCR SRR - Chi=1 @ 8Pk ) o MAfbfF =% A AN &4k
A - LR LRV (300mL) , VR AR W FHiEE 2 /M. TN 48k (300mL) , 18 it i 3%
AR Y A4 o [ A4y Hs 845 210h B (8 A R AR AL &4 (33. 21) »

[0690]  'H-NMR (DMSO-d,) :1.21(3H, t, J = 7.2Hz),2.51 (3H, s),3.02-3.09 (2H, m),
3.65-3. 72 (4H, m) ,4. 12(2H, q, ] = 7. 2Hz) , 4. 22 (2H, t, J = 4. 5Hz) ,9. 06 (2H, br) ,

[0691] 275 SLjifh) 53

[0692] &3 2-[ FIJE [[2-( FSE43E ) S5 ] a1 20t | LI RmE R IR 4k
[0693]

O
H
H3C/N\/\O/“\N/\/O \[ro\/CH3
HCI C|:H3 O
[0694]  TEUK/KVAETTR, ML ( =& ) TRIREE (11. 87g) HIVUSRMIAS K (100mL) &
T OIAIERE (9. 71mL) () PY SRR (20mL) o FEVKZK N HEHE 30 738G, INNAE S 25 5L it
B 1 PRI 2- L (FE) [EFRBUT B (17.52¢) HIVUEMEAER (20mL) , B A
WITE W T HLEE 15 /NI o IR GR T, R A IK (500mL) FNJE/KGRERE . it ug)a,
PR IARAR » TEVKKAETS, TR R RRR YT 2- (FEEE) 28 (5. 00g) fEL4
B2 LBEFN = 2% (10, 0mL) AR (50mL) , V& I4E iR N HidE 16 /Mt 17 N IRE )+
IO R LT (300mL) , F/K (150mL) FoaAiE: /K (200mL) PE¥S, T/AKBRER A T18 . R
Y55, FEVKOKAER, BRI 8 215 (100mL) KRS ImAIERE (2. 91mL) 123
ATIRES (3. 44g) , R AWAESIR T HFE 48 /Mo [\ MIRE Y I LR £ B (200mL)
H7K (100mL) B B4R K %5 (50mL) 7K (50mL) FAYFHIER /K (50mL) PEV, Jo/K i B AH T4 o
REWI RS, i ARl A At Atk (HHCRAES @ Oki= 1 @ 3¥EME) . 4l
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WIEHP= N AN SAE - LSBT (30ml) , VR S 1R T HHE 3 /it InA
ZLPE (100mL) , 18 ik ik BB AT HH R A [ A ek s T A 2 A B 6 AR K bR AL S )
(2.90g) »

[0695]  'H-NMR (DMSO-d,) :1.21(3H, t, J = 7.2Hz),2.57(3H, bs),2.86(1.5H, s),
2.93(1.5H, s),3. 16 (2H, bs),3. 34 (1H, bs),3. 48 (1H, t, ] = 5. 1Hz),3. 58 (1H, t, J = 5. 1
Hz),4.12(2H, q, ] = 7. 2Hz) , 4. 16-4. 24 (4H, m) , 8. 94 (1H, br) »

[0696] 2% SLjitfh 54

[0697]  1- FZENREE —4- RIR 2- ( FRERE ) LB =Rk

[0698]

0O

H
N
H, o \/\O

2HCI N
“ScH,

[0699]  KHURNE —4- SRR LM (4. 72¢) LML (2. 24mL) ERFERER (8. 29¢) N1 ZJiF (50mL)
FHRGMAEEIR T HRE 2 /AN RSIRE W SE, ii /K (150mL) » JREWH 1R &
Bis (150mL) #£HL. 2 862 MK (100mL) $eisk, /KB REE T I kg . 1)
WA (2.64g) NN IN EEALBIKET 20mL) , IR GWEER FHFEE . RNMIES
Wi IN EhER (20mL) AL SRS VRE VIR Ad . MR ARV TP I S8, i pE R KT
VE o VEVEIR GG . A FRP IR, m R I SEEN LR L ERES i, 49 31 4 ot [l 4
(1) 1- FAEEDRIE —4- 2R (1. 798) -

[0700]  '"H-NMR (CD,0D) :1.80-1. 98 (2H, m),2. 00-2. 14 (2H,m) , 2. 28-2. 42 (1H,m) , 2. 78 (3H,
s),2.88-3. 04 (2H. m), 3. 32-3. 44 (2H. m) ,

[0701] B RTEAFRNH 1- FREIREE -4- RIR (1. 72¢) AESHLJER] 1 PRI 2- R L
BCPE) EIRFRBTEE (1. 75g) 1- L3 -3-[3-( AR ) N ] WL R
#h (2.30g) \4- RS IEMERE (0. 24g) LLA LJE (BOmL) KRG Y AE =\ T HiH: 16 /)
o SR AR IRSE , %AW P NN BRI RR R S i (50mL) » TR AW LR LT
(100mL) #£HL, 2 2882 HFMAEEK (50mL) Bess, /KRBT I WE kY. %Ry
W R AT Atk (FHOBRAHE @ Chi= 50 : 50.48J5 80 & 20 ¥Elit ) . mi4lifh)5
[FIr=4 (2. 73g) F 0N IN IR (25mL) , R G WIAE S PRI . RIIRE YRR S,
IANFARE . A YRR R4, T8 ik pE IR AT BT 45 21 8 T6 18 R i b AL &
W (1.72g) .

[0702]  "H-NMR (DMSO-dg) :1.70-2. 20 (4H, m) , 2. 40-3. 50 (13H, m) , 4. 31 (2H, m) , 9. 25 (2H,
br), 10. 77 (1H, br) ,

[0703] 275 SLjiifhl 55

[0704]  2-[[4-( &I ) RE ] 2K ] LE LR

[0705]
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w B P
Q
o)
>—©‘u\/ s
H,N 5
[0706] ¥ 4- B A (6. 06g) \2—- W ILLWE (3. Tlg) JHKFREN (8. 29¢) Al FIEAN (50mL)
VR A WAE 100°C FHEFE it . ) e VRS 4 A i A 7K (200mL) , VR & % H 4R £ I
(200mLx4) ZEL . LR LB8Z AT EE K (100mL) PE¥, To/KB B EE T F ol R ik 4 . 7Rk
WidE I R Gk 4tk (R AHE @ BhE= 30 @ T0.4R)5 50 © 5055 80 © 20.F L&
CEEDEML ) BB AR AR 4-[(2- BRI ) &I ] KR (5.89) .
[0707]  'H-NMR(CDC1,) :2.04(1H, t, J = 4.8Hz),3.33(2H, m), 3. 86 (2H, g, J = 4. 8Hz),
4. 66 (1H, br) ,6. 58 (2H, d, J = 8. THz) , 7. 39 (2H, d, ] = 8. THz) ,
[0708] AT RN 4-[(2- R L) &I ] 225 (0.81g) (& A ALE (1. 12¢) FRUT
Bz (20mL) WHRGAE 100°C THEHE 1 /Mo W ROVIRG T A K (100mL) , H £ £ i
(100mL) #5EL, LR LBg 2 MAI R /K (80mL) PEVE, /KW EREE TR I F s ik 4 . vk 4%
Y (0. 83g) \MLHE (0. 49mL) F 4- — FFELZUIENMLNE (0. 061g) HIPUSIMEREHE (10mL) T & i
TN CEREF (0. 57mL) HIVU MR (ImL) o JR-EW7E S FBERE 1 /N, InA K (80mL) ,
REWH L1 L5 (100mL) ZEHL. PR LFRJE AT ER K (80mL) PEV:, Jo/Kii BREET-15 It
R YE . FRAWIB LR ARSI (AR OHE © Chi= 30 @ T0.4R%)5 60 @ 40 ¥
i ) 15 24 ot BRI PR AL 59 (0. 68g) o
[0709]  'H-NMR(CDC1,) :2.08(3H, s),3.44(2H, q, J = 5.6Hz),4.29(2H, t, J = 5. 4Hz),
4. 48 (1H, br) ,6. 59 (2H, d, J = 8. 9Hz) ,7. 43 (2H, d, ] = 8. 9Hz) ,
[0710] 2% SLjifh) 56
[o711]  2-( FEEEIE ) &% 1- 3 —4- WRWE LR s — #h g 2k

[0712]
o y _CHs
1
c” N\/\o o

2HCI

[07138]  ZEUK/KAEIR, [N, N — FREE KM (3. 36g) MIPUEWIEHTE (40mL) g8 &
WINANLES L) 1 PR RIR 2- R O (A ) REFRMUTEE (3. 30g) KPS
W (1omL) F . VRAWAEVKKAET N BiEE 40 7357, (RS8N HEE 2 /. AN, N/ — 32
SETIRME (0. 31g) , IREWRENIFE 3 Ko RVIRG YR IRYE, RV T IMA 1 L1
(150mL) o JBE WA MAT /K (100mLx2) v 7K (50mLx3) FHAIER K (50mL) ¥Rk, Jo/K R FRE:
T, Pk H e 415 200 L ARG 2-[ CBUT S0E ) (L) 22k ] 43k 1H- ke —1- 3%
fRhE (5. 24g) o

[0714]  'H-NMR(CDC1,) :1. 39 (9Hx0.5, s), 1. 42 (9Hx0. 5, s),2. 94 (3H, m), 3. 63 (2H, m),
4.51(2H, t, ] = 5. 3Hz) ,7. 06 (1H, m), 7. 42 (1H, m) , 8. 13 (1H, s) .

[0715] G ETAT2IH) 2- L OBCT It ) (FF3E) 2008 ] 43k TH- KM —1- 3R IR IS (1. 35g) «

Hj

67



CN 101884629 B OB B 66,140 T

1- 2L -4-URIERE (1. 38g) FILME (20mL) MIRAWITEEMR S okt &2, I 1- 2L -4- 1k
WERE (0. 92g) , IREWMFE B . SONTREWIREIRE , 171540 T I N Ak PR S A VR
(50mL) » VREWH L LME (100mL) ZEHL. L8 L MaJE FHAEEZK (50mL) BEV:, Jo/Kii i
BT IR kG0 . AR (1.60g) HMA IN 2RER (12mL) , VRAWESE FHiFEE A
SR A DI IR GG IINIK S TR BERN £ R 08, 38 ok ik 9 B B BT v 14 58] A 7 2810 oy T €2 [
RIFRREAL A (1.09g) o

[0716]  '"H-NMR (DMSO-d,) :1.85-2. 20 (4H,m) , 2. 55 (3H, s) , 2. 70 (3Hx0. 5, s) , 2. 73 (3HxO0. 5,
s)»2.90-3. 50 (6H, m) , 4. 38 (2H, m) , 4. 65-5. 00 (1H, m) , 9. 21 (2H, br) , 11. 10 (1H, br) »

[0717] A sLifs) 1

[0718]  2-[ AL [[(R)—2-[[[3- A3 —4-(2,2,2- =H AL )2 mkng ke ] 3k ] WhH
WESL 1-1H- AFFmRkme —1- 55 ] Bedk 1 & ] L LR ME

[0719]

| N0
@\)—s,_ N=

N -
54
HE—N He 0
2 —BVF
FF

0

—

CH,
[0720]  fEVKOKIZHEIR, A ( =5 ) BKIRER (0. 50g) KV MRIMEE (30mL) 72234
JINIEERE (0. 40mL) (1) PYEMRREH (ImL) o EVKAKVSHIF BiH: 30 2080 )5, INAAES 25 St
] 2 RSB 2- ( FILESE ) LR ABEEERER (0. 77g) » BN = ZH% (0. 70mL) [FIVIE
WMV (ImL) , VR A E SR FHHE 1 /NS WEIRSE S, MR A K (50mL) » V&
EYH R LT (50mL) 2L, L8R LW JE HIM bk (50mL) BEig, ToKBR BREE T4 . 1R &
YIRS T4 , Tk A s it T U Z00emg (20mL) o N (R)—2-[ [ [3— I —4-(2,2,2- =%
LARHE ) —2- mibmEdE ] AL ] WRATESS 1-1H- ZRFFIEMe (1. 11g) v = & (0. 84mL) FH 4- —
AL Ikt e (AL &), JBEWAE 60°C FHiF . R IRGE 5, MR AY A K
(50mL) » VREWH L e (B0mL) FE. LR LWEEHAMAIER /K (50mL) $E¥, Tk IR
BT IR AE S, B R i A (i Atk (R - Cki=1 ¢ 1.5
LR LTEVEL ), A At (AR ARG © Cki=2 © 1 RE LR O FAR -
LIROTE=1 ¢ 4085 1 ¢ 13l BB REANRELEY (1. 13g) .
[0721]  'H-NMR(CDC1,) :2. 10(3H, s),2. 24 (3H, s),3.09 (3H, bs), 3. 60-4. 00 (2H, br),
4. 25-4. 50 (4H, m) ,4. 89 (1H, d, J = 13.3Hz),5.05(1H, d, J = 13. 3Hz),6.65(1H, d, ] =
5.5Hz) ,7.35-7. 51 (3H, m) , 7. 80-7. 90 (1H, m) , 8. 35 (1H, d, ] = 5. 5Hz) .
[0722] & R SEife) 2
[0723]  2-[ %L [[(R)-2-[[[3- A% -4-(2,2,2- = L5 I ) —2- mkmedt 1 I ] Wik
WEAE ] -1H- ZRFFmKkme —1- 55 ] Pedk ] &3 ] O3 =R LRI
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[0724]

HC CH,
[0725]  FEUK/KVRHE, W ( =5 F 2 ) WKIRER (0. 50g) HIUVYEIRIRHE I (30mL) &
AIABERE (0. 40mL) 9 PYZIRIR A (ImL) o EVKIKIAET R R 1 /NI, IAAE 225 S ] 3
FRBN 2- (FEREE) LR =FELREERKE (0.98) . BIMA=L% (0. 70mL) K]
VISR (ImL) , YRS YIRS P HEPEIL B RS, R A P I AK (50mL) .
REVH LR CEE (50mL) ZEHL. LM OB)2 AN ER/K (50mL) JLidk, ToAKBR RS 11 . i%
JEVRE AR, e T R EA T VI EMERE (20mL) 1o N (R)—2-[[[3- %L -4-(2, 2, 2- =3
LEFE) —2- MEwE St ] PR ] W RRIBESL ] -1H-ZRIFmkME (1. 11g) \ = &% (0. 84mL) T4~ —F
SLEFEMENE (0. 037g) , IRAYIAE 60°C FHEFFILBL RIS » AP HIMAIK (50mL) .
REMH LR OB (50mL) AW, LR LBRfz FAERK (50mL) WEi, Jo/Kk b B a1 4.
RIS IR G 5 SR A I PROE R A g 2l (RN @ Cke=1 @ 3RJA 3 L 23D .
PN — 5% N TRE it N — =5 IS 45 fd 19 B0 E G (R RO br it &4 (1. 01g)
[0726]  'H-NMR(CDCl,) :1. 23(9H, s),2. 23 (3H, s),3. 08 (3H, bs),3. 40-4. 30 (2H, br) ,
4.30-4. 50 (4H, m) , 4. 80-5. 20 (2H, br),6.64 (11, d, J = 5. 7Hz),7. 35-7. 50 (3H, m),
7.78-7.88 (11, m),8. 35(1H, d, J = 5. THz) .
[0727] &)k SEHEf 3
[0728]  2-[ F3E [[(R)-2-[[[3- F3k —4-(2,2,2- =HLEEE ) -2- mibwgdk 1 5L ] Wi
B ] -1H- SRIFIRME —1- 2 ] Bdk ] &t ] SAE3F CUbe i IR s
[0729]
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[0730]  FEUKZKIAHIN, W ( =& ) IRES (0. 50g) MIPUSIRRIEHSM (30mL) &
TEMIEERE (0. 40mL) I PUSIRRIB I (ImL) o fEVKIKA ZIF B8k 30 805, IATES %
SEHEG) 4 PARRIN 2- (PR ) CERCHRMRERIRE (1. 11g) . B MA = L%
(0. 70mL) FIDYSRRIEYETR (ImL) , VRS WE IR TR 1 /o SR 46 5, ka4 hn
AK (B0mL) « VREWH LR LB (50mL) ZEHL. LR L FaJZ ARk (50mL) ¥E¥, JoK
IR T . RIS, B R TIUEER (20mL) . A (R -2-[[[3- F
5 -4-(2,2,2- =R CHESE ) -2- memEdk ] AL ] WAL 1-1H- SRIFKME (1. 11g) =&
fi (0.84mL) Fl 4— — FIELZZEMERE (0. 037g) , IRAWIAE 60°C PP . WHEIRSA S, ]
PR IMAK (50mL) « VREYIH R CBE (50mL) 2EL. LR B2 e fn kK (50mL)
ek, oK R T8 . IR IRYA )G, TR AR V)8 I PRI RE A kA (FHIAm @ Cfi=
L3RS 3 L 28N ) o FHINE - — SNBSS 6, TN — — S AR EE 45 dR 49 21 0 o (] 14
PR EY) (1. 11g) .

[0731]  'H-NMR(CDCL,) :1. 10-1. 55 (5H,m), 1. 55—1. 82 (3H,m) , 1. 84-1. 98 (2H,m) , 2. 23 (3H,
), 2.27-2. 40 (1H, m) , 3. 08 (3H, bs) » 3. 40-4. 30 (2H, br) , 4. 30-4. 50 (4H, m) , 4. 80-5. 15 (2H,
br),6.64 (1H, d, J = 5.4Hz) , 7. 35-7. 48 (3H, m) , 7. 84 (1H, d, ] = 6. 9Hz),8. 34 (1H, d, ] =
5. 4Hz) »

[0732] A R sitifsl] 4

[0733]  2-[ A [[(R)-2-[[[3- A3 —4-(2,2,2- =H AL ) -2- mErg ke ] A3E ] WhH
WA 1 —1H- ZJFmkme —1- 28 ] et ] & ] SRR TR

[0734]
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[0735]  ZEUKIKVAZENT, X ( =& 3L ) IkERAE (0. 50g) KDY EFRIEYEE (30mL) H & i
IBERE (0. 40mL) (¥ PUZUSRIEHE (ImL) o ZEVKKVA T A LN, IR S5 52 i 51
5HRRRIN 2- ( FEEEIE ) LR FREREEREL (1. 08g) « BIHIMA = L% (0. 70mL) VY
SR (InL) , VR A YIE SR F O RIS IS, MR /K (50mL) . V&
S LRI (50nL) 2. LR CREIZ FIMAIEEK (50mL) Yeifk, TAKBREE T4 %2
RIS, A7 SRR T VUSRI (20mL) 1. AN (R)—2-[[[3- B -4-(2,2,2- =%.&
SR ) —2- mEmERE ] AR T WRAREIL 1-1H- ZEIF0RME (1. 11g) « = 2% (0. 84mL) AT 4— —F
SEEUHENENE (0. 037g) , RGMITE 60°C N BRI o WEIRGA S » IR AR A (50mL) o
WEMH LR LT (50nL) FH. LI ZNEHIMAEK (GomL) el TR e T4
RIS, P AR B PO R Rt etk (AR : =1 © 3VRJE 3 & 29E) .
FHNEE - — ZBE4h &, IR — — K 45 5 159 30 8 T 6 R bR @4k 54 (1. 09g) o

[0736]  'H-NMR(CDC1,) :2. 22(3H, s),3. 12(3H, bs), 3. 50-4. 30 (2H, br), 4. 37 (2H, g, J
= 7.8Hz),4. 68 (2H, m) , 4. 80-5. 20 (2H, br) ,6.63 (1H, d, J = 5. THz) ,7. 26-7. 48 (5H, m) ,
7.53-7.61(1H, m),7.82(1H, d, J = 8.1Hz),8.04(2H, d, J] = 7.2Hz),8.33(1H, d, J =
5.7Hz) »

[0737] &KL 5

[0738]  2-[ A& [[2-[[[3- F3E 4-(2,2,2- =R LEIE)2- nkme gt ] P ] WhEEE
BE1-1H- ZRIFmkme —1- 28 1 AL 1 | ] A TR AR

[0739]
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[0740]  FEUKOKAEIT, WA ( =S FE) BKIRES (0. 99g) HIVIEMRREE (30mL) &%
IINIERE (0. 81mL) (¥ VU SIS (2mL) o FEUKZKYAEN T HiHE 30 2385, INAAES 2% 5L
Wt 5 PSRN 2-( FREE ) LERFTRAEHIREE (2.162) . IMA =% (1.39mL) (¥
VUSRI (2mL) o, R G IESEE N e 1 /e WRIRGE S, MRRPH I L
LW (100mL) F7K (100mL) , V& EWHHFE . 43 B LR LR = I, R R /K (50mL) ¥
B, LK R LT . WURIRSR T, B ik R T VU &g (4omL) o i 2-[[[3-
5 4-(2,2,2- SR CHRIRE ) -2- MEmE AL ] AL ] WRAMES ] -1H- K FFBRmMe (2. 90g) . — &
&z (2.20mL) 14— — FILEEEMERE (0. 096g) , IR EWILE 60°C FHEFE 2 /NI o IRRIRYA )
FIR AR NN L8R Z.16 (150mL) FI7K (S0mL) , V& & i k. 708 LR LB8)Z FFEH, A
AR K (50mL) YRSk, /KRR BT . IR Si G, Rl R taigaitt (Ha
BROME . Cht=1 ¢ I RJG LR ABERVEN ) - TN E B 25 545 20 b T G E AR bR 8k &4
(2. 62g)

[0741]  'H-NMR(CDC1,) :2.22(3H, s),3. 13 (3H, bs),3.68-3. 98 (2H, bm) ,4. 38 (2H, q, J
= 7.8Hz) ,4. 69 (2H, m) ,4. 80-5. 10 (2H, bm) ,6. 64 (1H, d, J = 5. THz) ,7. 27-7. 48 (5H, m) ,
7.59 (1H, m) , 7. 83 (1H, m) , 8. 06 (2H, d, J = 6. 0Hz) , 8. 35(1H, d, J = 5. THz) .

[0742] & RSEitifsl 6

[0743]  2-[ & [[(R)-2-[[[3- A3 —4-(2,2,2- =H AL ) -2- mkng ke ] 3k ] WhH
WA 1—1H- ZJFmkme —1- 5 ] Sedt ] &2 ] &2 4- AR T IR

[0744]
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(an]

0—CH,
[0745]  FEVKKYAHIF, MW ( =& F ) TKIRNE (0. 584g) MV AP (18mL)
B IONIERE (0. 49mL) VU SN (ImL) o LEVKZKAEN R HEFE 40 2381 )5, INAAES
ZS ) 6 ISR 2- ( PIREEIE ) 45 4- MEFE T REEEIR E (1.48¢) . MIA=2
ffZ (0. 84mL) FIVY S MM (ImL) , VRS =0 T Hikk 80 43 Bh e IR G, MR AR
VAN B LBE (80omL) 7K (BOmL) , R EWDiHE. 70 B8 LR LG 2 FFHCH , A Ak
K (30mL) PRV, LK BREET 1. W IRAA 5 , B R id T VU &Pk (25mL) o, A
(R -2-[[[3- A3 -4-(2,2,2- =H LA ) -2 MEmedt ] 5 ] WRABESE 1-1H- Z5FFmkme
(1.556g) « = &% (1. 17mL) FH 4— — A ELZEEMERE (0. 051g) , TR EGWITE 60°C FHidE 3 /NI
RIS G, MR AP NN 28 g (150mL) 7K (50mL) , VRSP . 705 28 ZlE)E
TR, AT ER 7K (B0mL) WEV, Tk BREE T4 o IR0 5 , e R4 I8 i Tk AT a4
th (FHZRLEE © Chi=1 @ 1.5 LR BRI « H L8R LB - S Ol 45 152N
T RGPS AL A (1. 08g) o
[0746]  'H-NMR(CDC1,) :2.22(3H, s),3. 11(3H, bs),3.68-3. 90 (2H, bm), 3. 85 (3H, s),
4.37(2H, q, J = 7.9Hz) , 4. 58-4. 72 (2H, m) , 4. 82-5. 14 (2H, bm) ,6. 63 (1H, d, J = 5. THz) ,
6.91(2H,d, ] = 9. 0Hz) , 7. 27-7. 40 (3H,m) , 7. 82 (1H, m) , 7. 99 (2H, d, J = 9. OHz) , 8. 33 (1H,
d, J =5.7Hz) »
[0747] & RESEHEMH] 7
[0748]  2-[ AL [[(R)—2-[[[3- A% —4-(2,2,2- =R OEIL ) —2- nkmgdt ] MEE ] Wk
WA 1 —1H- ZJFmRme —1- 5 ] Pedt ] &2 ] &2 3- UK IR
[0749]
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(en)

Cl

[0750]  TEUK/KAETTR, M ( =S5 ) BcIREE (0. 582g) 1) VYUV (20mL) HH 32 i
FOARERE (0. 49mL) VYRR (ImL) o TEVK/KIAEITHiFE 30 4380, IIAAES 25 S
i 7 A BRI 2- ( FREE ) &5 3- SURFIRIE IR 2 (1.508) « A= & J% (0. 84mL)
(DY SR A (Il , JRAWILE S0 e 2 /Mo R IRGE S, RSB inAN 2R 2
s (80mL) FHZK (40mL) , VEEWIPiFE. 738 LR CFRJZFFHUE, AR /K (25mL) ¥k, .
KRR T o ZJE R IRAR , 1 iR R i T &g (20mL) e A (R -2-[[[3-
5 -4-(2,2,2- ZH CHEIE ) -2- memE gk ] 3L ] WRAEEIE 1-1H- SRRk M (1. 44g) =&
fi (1.09mL) Fl 4— — FIILZIEMERE (0. 048g) , IR AWILE 60°C FHEFE 3 /NI o IR IRYE ) »
AR NN /R 216 (80mL) A7k (40mL) , V&AW FE. 708 418 LW 2 B, H
ALK (30mL) BE¥k, /KO REE T IR GE )5, T R 18 B A oA i il (A
LIROEE T Cht=1 ¢ 28805 1 @ 13 MR LA RY I8 G (0. 84g)
[0751]  'H-NMR(CDC1,) :2.21(3H, s),3. 12(3H, bs),3. 78-4. 08 (2H, bm) , 4. 38 (2H, q, J
= 7.8Hz) ,4. 64-5. 08 (4H, bm) ,6. 64 (1H, d, J = 5. 2Hz) ,7. 34-7. 42 (4H, m) , 7. 56 (1H, m) ,
7.82(1H, m),7.94 (1H, d, ] = 7. 6Hz),8. 02 (1H, s) ,8. 34 (1H, d, ] = 5. 2Hz) ,

[0752] & Rl St 8

[0753]  2-[ A% [[(R)—2-[[[3- A% —4-(2,2,2- = AL ) —2- nkmgdt ] MEE ] Wk
WA 1—1H- Z5JFmRme —1- 28 ] $edt ] &2k ] &2 3, 4- R R FIRNS

[0754]
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[0755]  FEUK/KVAHIN, A ( &) TEERE (0. 582g) MIPYSMKIHSE (20mL) H1m
NMERE (0. 49mL) A PSR (mL) o TEUK/KAEITRBERE 30 73505, INNAE S 25 5t
8 P F RNy 2-( FERE ) 4K 3, 4- ZHEFRAREREEE (1.51g) » JIA =% (0. 84mL)
(1 VUSRI (ImL) S YR AW E R T HEFE 3 /i IR IRYE 5, MR R A LR
g (80mL) F/K (BOmL) , V& AWIHiFE. 73 LR LERJE FF B, FAIEE /K (30mL) ¥,
TR BT o ZJERRIRAR, R R v i T I &M (25mL) o« AN (R)—2-[[[3- /F
5 -4-(2,2,2- =R CHESE ) -2- memEdE ] AL ] WREWESE 1-1H- SRORkME (1. 71g) =&
fi (1.29mL) F1 4- — FIEFE0ERE (0. 0568) , IRAWILE 60°C FHLEE 17 /N I IR4A )5
[FFR AR I /R L5 (100mL) FZK (50mL) , J&AHiRE. 08 LR 182 FFEUH, /K
A 18 B (20mL) ZEHL . A FF SR S WE )2, FFIER /K (30mL) Pk, Jo/K R BR B T4 o
IR IRAE T, RARYIE L RER A G (HROEE - Cki=1 ¢ LR 2 ¢ L3 ST
MR ORE (ROl k=1 @ 1¥%M) ditk. FIE - — AR &, 2R 2
g — Q4 i, 13 B LA rAR L &4 (1. 37g)

[0756]  'H-NMR(CDC1,) :2. 21 (3H, s),3. 11 (3H, bs),3. 82-4. 08 (2H, bm) , 4. 38 (2H, g, J
= 7.8Hz),4.60-5. 14 (4H, bm) ,6. 63 (1H, d, J = 5. THz) ,7. 20 (1H, m) , 7. 33-7. 41 (3H, m) ,
7.78-7.92(3H, m),8. 33(1H, d, ] = 5. THz) -

[0757] & R sitidsl 9

[0758]  2-[ A% [[(R)—2-[[[3- A% —4-(2,2,2- = OEIL ) —2- nikmgdt ] MEE ] Wk
W & J-1H- RIFmRme —1- 58 ] 3L ] &L ] &5 4- AR T IR

[0759]
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[0760]  FEUK/KIAHIN, A ( &) TR (0. 582g) MIPYSMKIEETH (20mL) &
TEMRERE (0. 49mL) VYSRGS (ImL) o fEVK/KAE T HiE 30 805, IMATES %
SCHER] O IS EIR 2- (AR ) 45 4- R PEIEEFRE R E (1.79¢) . A=
LM% (0. 84mL) (VYSRGS (ImL) , VEAIAE 2 N HHE 15 /Do SRR 4d 5, 5k
KPP I LR LBE (80mL) FI7K (50mL) , REWHiH:. 738 LR L W82 IR, AR 6
K (30mL) Peigk, /KB BREET 1 . P H W4 , ¥ i RV R T DY &R (25mL) . I
(R) —2-[[[3- % ~4-(2,2,2- =R LAIE ) —2- mbme ] 3L ] WRREES: - 1H- 2R Fmkme:
(1. 57g) « = & (1. 18mL) FH4- — FAELZFEMERE (0. 052g) , VR AWITE 60°C FHiH: 4. 5/
RIS G, MR A N 288 288 (100mL) 7K (50mL) , VRS . 705 L g2
FEUCH, K ZEH LR 415 (30mL) 250, &9 LR LBR)Z, A kK (30mL) ¥k, oK
FREET I WURIRYE G, e R BRI aith (R AEE : Shi=1 @ 13E),
PR IS Atk (FHZRAES @ Chi= 1 © 1) B30 B EF R brEitk &
Yy (1. 44g) .

[0761]  'H-NMR(CDC1,) :2. 22(3H, s),3. 11 (3H, bs),3.85-4. 05 (2H, bm) , 4. 38 (2H, q,
J = 7.8Hz),4.60-5. 12 (4H, bm),6.64(1H, d, ] = 5.7Hz),7.24(2H, d, ] = 8. 7Hz),
7.25-7.40(3H, m),7.82(1H, d, ] = 7.2Hz),8.09(2H, d, ] = 8.7Hz),8.33(1H, d, ] =
5. 7THz) »

[0762] & RS 10

[0763] 2-[ A% [[(R)—2-[[[3- A% —4-(2,2,2- = OEIE ) —2- nikmgdt ] MEE ] Wk
WAk ] —1H- ZJFmRme —1- 5 ] Pedt ] &2 ] O3 4- HORF IR

[0764]
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F
[0765]  TEUKAKAEIT, M ( =S F ) RS (0. 582g) 11 VY &Mk ¥ ¥ H B 3 N
MERE (0. 49mL) [ VUSRS (20mL) o FEVKOKYAHI N HERE 30 43815, IIANTE S 25 St f)
10 AR 2- (FEERE ) L3 4- WA FRE R (1. 409) » A=l (0. 84mL) [y
VUSRI YR (ImL) , VRS AE S T HCRE 2 /0o UEIRGA S, MR AW N 1R LB
(80mL) F7K (40mL) , VR EWHFE. 08 LB W82 B, R AZhK (3omL) ¥Rk, ToK
R BT R RS, B R s i T IUEER (20mL) . A (R -2-[[[3- F
5 -4-(2,2,2- RS ) 2 MEmEdE ] AL ] WRAESE 1 -1H- ZRFFmKme (1. 32g) « — 4%
(1. 00mL) FH 4- — FIZEZEEMERE (0. 049g) , VRAWTE 60°C THiHE 14. 5 /NI o BRI SE),
[E AR N L2 288 (150mL) FlZK (50mL) , VA WIHEFE . 73 B 82 182 B, Fl i
MERIK (30mL) PEidk, T/KBREE T4 WK, BRARVH RO - Chi=1 . 1 45
i LB . FH AT 45 i 15 B8 e AR b4k &4 (1. 39g) «
[0766] 'H-NMR(CDCL,) :2. 22 (3H, s),3. 12(3H, bs), 3. 78-4. 20 (2H, bm) , 4. 38 (2H, q,
J = 7.8Hz),4.58-5.08 (4H, bm),6.65(1H, d, ] = 5.6Hz),7.11 (2H, t, ] = 8.4Hz),
7.28-7.44(3H, m),7.81-7.86 (1H, m), 8. 03-8. 11 (2H, m) , 8. 35 (1H, d, ] = 5. 6Hz) ,
[0767] A R SEitfs) 11
[o768] 2—-[ I [[(R)—2-[[[3- A& —4-(2,2,2- =5 ) —2- mkmeds ] M2 ] Wik
WAk 1—1H- ZJFmkme —1- 58 ] et ] &R ] &2 3,4, 5- AR FIRES
[0769]
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0, 0—CH,
CH,

[0770]  FEUKKAENT, A ( =& FE) RN (0. 60g) MIPYEMAE A (30mL) HHiZ i
TINIEERE (0. 49mL) (¥ PYEUMERE L (ImL) o 7EVKAKVAEI R BidE 10 23805, IMAAES 5 St
i 11 PARRIH 2- ( FEEEIL ) 25 3,4, 5- = PEEXTME IR (1. 220) . EWIIA
= % (0. 84mL) [FPU MRS (ImL) , VRS WAL S P HiHE 1 /DI o JORIKGE )5, MRAR
YR ImAK GomL) o JREWH LB Ll (G0mL) AH. LR ESZE FAHshig (20mL) A
#hK (50mL) P, TLAKBBREE T8 . %2 R IR YA, W iR R s i T DU &UWers (20mL) ™o
AN R -2-[[[3- 3L -4-(2,2,2- = L5 ) —2- mbngdt ] F3E ] I 1-1H- 23F
Wk (1. 11g) « = &% (0. 84mL) F14- — FIFLEEEMLRE (0. 037g) , IRGYITE 60°C T HiH: 3 /1
N, PR 20 R B 2 Ko R IRAE S, IR AR P A IK (50mL) « VRGP H L8 LG (50mL)
H. PR CERIEAER K (50mL) Peidk, LK BREE T4 . Wik 4d o, TR AR pidad PR
WA AL (AR © k=1 3RJE 3 © 28 BRN O T E KB bR
LAY (1. 568) o
[0771]  'H-NMR(CDC1,) :2. 21 (3H, s),3. 12(3H, bs), 3. 50-4. 30 (2H, br), 3. 83 (6H, s),
3.90 (3H, s),4.38(2H, q, J = 7.8Hz) ,4. 67 (2H, m) ,4. 80-5. 15 (2H, br),6.64 (1H, d, J] =
5.7Hz) , 7. 25-7. 40 (5H, m) , 7. 78-7. 86 (1H, m) , 8. 33 (1H, d, | = 5. THz) .
[0772] & ESEHEH] 12
[0773]  2-[ A [[(R)—2-[[[3- A% —4-(2,2,2- =R OEIL ) —2- nbmgdt ] MEE ] Wk
WA 1 —1H- ZFFmRme —1- 5 ] Pedt ] &2 ] &2 2- mibne R IR e
[0774]
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=0
HL—N H,C 0
2 —BY‘F
FF
0
0
7/ N\

[0775]  FEUKOKAENT, X (=R 3 ) SkEREE (0. 422¢) VY MRIRHE IR (30mL) HHi& i
BANBERE (0. 345mL) o FEVKIKAET FHLEE 30 73805, INALES 25 St 12 1521 2- (F
SR O - e R IREE — iR L (1. 08g) « B = 2 (1. 19nL) )5, IR EWES
BB 2 /N T EER B AT A, SEBIR IR AR . KT REHE T VIS (10mL)
AN R) —2-[[[3- L -4-(2,2,2- =LA ) —2- ke | 3% ] WREEES: 1-11- %
FEBEME (1. 31g) « = % (0.99mL) 14— — FRREZIEMERE (0. 043g) » JR-EWAE 60°CHiH: 24
AN 1A ROSRE W INN R 25 (100mL) , V&S 4 FH 7K (100mL) Al AnEh K (100mL)
xﬁ*a/%% TCIKBR BN T S IR 4 o R AR B e A A il ik, (R IR © Cfi=
CLBER ) o AR - — ZRESh e 1e 208 B O BRI PREAL S (0. 92) .
[0776] '"H-NMR (CDC1,) :2. 22 (3H, s),3. 16 (3H, s),3.80-4. 20 (2H, m),4. 38 (2H, q, ] =
7. 8Hz) , 4. 60-5. 10 (4H, m) , 6. 64 (1H, d, ] = 5. 8Hz) , 7. 29-7. 40 (2H, m) , 7. 47-7. 52 (2H, m) ,
7.81-7.89 (2H, m) ,8. 14 (1H, d, ] = 7. 8Hz),8. 34 (1H, d, ] = 5. 8Hz) , 8. 75-8. 79 (1H, m) »
[0777] & RsLfs) 13
[0778]  2-[ % [[(R)—2-[[[3- A% —4-(2,2,2- = ) —2- mkreEks ] mEE ] Wik
WEL T-1H- 2 FFmRkme —1- 55 ] Bedd 1 &8 ] O AR SR
[0779]

[0780]  FEUKIKVAEITR, MW ( =& H ) IERAE (0. 652¢) MDY S ML (15mL) Hi&E
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T IIIERE (0. 55mL) (1) VY SR (ImL) o 7EVKAKVSHI T BidE 30 70805, IMALES 5K
Faf) 13 A RIR 2- ( FEEEIE ) LIRS QMBS (0.99g) o RAWESE FHHE 3/
o JREHGEG, FIERAR Y I LR £ 15 (80mL) FIZK (50mL) , iR G HE. 73 LR &
B2 JFECH, A ER /K (30mL) PEk, LK R EE T JIEIR4E 5 , ik R R T TI A
e (15mL) Ao AN (R)—2-[[[3- % —4-(2,2,2- =fOHEIE ) —2-mkigdk ] FR ] W
TR RE T—1H- Z5IFmEmE (1. 13g) « = Z % (0. 86mL) Il 4— — IR SEALRE (0. 037g) , V&5
76 60°C T HiFE 4 Ko WRKG)G, MR AN LR LBE (8omL) FZK (30mL) , VAP
o B LR TR IFEU, LR L5 A BR EAN AR (30mL) ATZK (30mL) PEisk, 6
IR T o IR IRGE )T, R ARV AT B4t (H RSB RETAR @ 4R L
Bg=1 : 3YE/), MR ALtk (HORAES - Chi=1 : 1 RE3 © LIl
13RI A L TR IAR A5 (0. 588g)

[0781]  'H-NMR(CDC1,) :2.32(3H, s),2.68(3H, s),3.48(3H, s),3.69-4. 02 (4H, m),
4.38(2H, q, ] = 7. 8Hz) ,4.67 (2H, t, ] = 6. 6Hz) ,4. 99 (1H, d, J = 13.9Hz),5. 12(1H, d, J
= 13.9Hz) ,6. 63 (1H,d, J] = 5. THz) , 7. 29-7. 46 (2H,m) , 7. 62 (1H,m) , 7. 81 (1H,m) , 8. 25 (1H,
d, J = 5. THz) ,

[0782] & sEiifs) 14

[0783] £ 2-[ FZE [[(R)-2-[[[3- A% -4-(2,2,2- =R LEIL ) —2- nbmgdt ] %]
TERAIEEE 1-1H- 2Rk M —1- 56 1 B3t ] &R ] LEEIRER

[0784]

HC—N HC 0
%F
F F
0
o=
0
(
CH,

[0785]  FEUKZKIAHIN, AW ( =& ) BIREE (1. 31g) MIPUERRIEHT (40mL) &
W ANAMERE (1. 07mL) A PY RIS (2mL) o TEVKZKVRHI R HEFE 10 0805, IMATES %
SCHER) 14 PSR L F - ( FEE I ) CEMRAEIEIR E (2.02¢) . BHIMA = 4%
(1. 84mL) FI VUSRIV (2mL) , VR AR IR TR 1/ o WORIRSAE 5, kA
AJK (100mL) , VR EYH L8 LB (100mL) ZEHL . LR CFEJEM 0. 2N #h% (50mL) FHifAIEh
/K (100mL) Pk, /KB BREET 1 o WURIRYR T, B RS AR T DU e (50mL) . A
(R) —2-[[[3- % ~4-(2,2,2- =R LHEIE ) —2- mbwe s ] 3L ) WREEES: 1-1H- 2R Fmkm:
(3.69g) « = &% (2. 09mL) F 4- — FFEZEEMERE (0. 12g) , IR AWITE 60°C T i Ht: 6 /NI, 76
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IR TR 8 NI . WURWKSE S, M AR TR INAIK (100mL) , RS H LR L HE (100mL)
o LI CPBEJEFMAEE /K (100mL) Pedk, /KBRS . IR 4E 5, 7R AR Py i
MRk (IR RS © k=13 | T ARG LR IRV ) « L WkEs 5, —
LR 25 A5 2 Je L E R AR AL G4 (3. 84g) .

[0786] 'H-NMR (CDC1,) :1.32(3H, t, J = 7.2Hz), .2.23(3H, s),3. 10 (3H, bs),
3.50-4. 20 (2H, br),4.22(2H, q, ] = 7.2Hz),4.39(2H, q, ] = 7.9Hz),4.45(2H, m),
4. 80-5. 15(2H, br),6.65(1H, d, J = 5. 6Hz) ,7. 36-7. 50 (3H, m) , 7. 84 (1H, d, ] = 7. 8Hz) ,
8.35(1H, d, J] = 5. 6Hz) .

[0787] & R SEitfs) 15

[0788] S PASE 2-[ ASE [[(R)-2-[[[3- A3t —4-(2,2,2- =5 L5 ) —2-mpme 58 ] A
B ] WREEERS - 1H- ZRFEmRME —1- 3% ] FREE ] &I ] LSRR AR

[0789]

HC—N H.C 0
—>TF
) b
0
0=
0
H§~<
CH

[0790]  FEUKAKIAEIT, WA ( =S ) kIRAE (0. 50g) M PUS R % (30mL) H1iE
W INAMERE (0. 40mL) [ VYERAEE A (ImL) o« FEVKKAE T HFE L /NS, MALES
S 15 PRI S A IE 2- ( FIIEEIE ) ZIEWRERIE th IR £h (0. 99¢) » BN =2 0%
(0. 70mL) VUMM (Iml) , VR G WIFE MR FHERE | /Dt S IMAN ( =& FE)
WRIRRE (0. 50g) MERE (0-40mol) HIVYE MM (ImL) LA = &% (0. 70mL) f*) PU e
W (ImL) , VRS WIAE 0 T HeRE L /DI g k4 5, mARR Y nAIK (50mL) « 1RG4
/% O BE (50mL) #5H. L8 LB A K (50mL) ¥Egk, /KRB EE T . %20
FEHAE , Bk A T IU AR (20mL) . I (R)-2-[[[3- %k -4-(2,2,2- =% L
UL ) —2- mbmE St ] L T WRABESE 1-1H- R HFRKME (1. 11g) « = &M% (0. 84mL) H1 4- —F
FEZ FEMERE (0. 037g) , IR EWIAE 60°C T HHE 12 /NI, 7E20E T HidE 3 Ko s ik4i )5, i)
HeRPHIMAK Goml) . IREVIH LR B (50mL) ZEHL. LR L B8)Z H ifnEh/K (50mL)
e /KRR BT W4 o, B AR 18 i P ek e AT (il 44 (R @ gt =
1o 3R 3 1 28l ), MR E R AT Gt Al (AR OB @ Cht=3 | TG LR
LlE) o HZ kS i, N — — 5 N B EE 45 in 19 21 8 ot AR bR 4k 54 (0. 58g)

[0791] 'H-NMR(CDC1,) :1.31(6H, d, ] = 6.3Hz),2.23(3H, s),3.08(3H, bs),
3.40-4. 30 (2H, br),4.37(2H, q, ] = 7.9Hz),4. 32-4. 53 (2H, m) , 4. 80-5. 20 (3H, m) ,
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6.63(1H, d, ] = 5.7Hz),7.35-7.50 (3H, m),7.83(1H, d, J = 7.2Hz),8.34(1H, d, ] =
5. 7Hz) .

[0792] & SEiiifs] 16

[0793]  Sp7ASE - AL [[2-[[[3- & —4-(2,2,2- = OEFEE) 2-mimedt ] 5] W
RAIESE 1—1H- 2RIk —1- 3% ] BRIE ] 2038 1 ZIEmRIR MR

[0794]

0
0 CH
::j<0__#< 3

CH,
[0795]  TEUK/KVAEIT, M ( =S FEE) BcIREE (0. 582¢) 11 VY SUMEME ¥ V (20mL) HH 2
BINIERE (0. 49mL) [ PYERRRE (ImL) o AEVKAKVAHIF BiHE 30 2805, INAAE S 25 S
1] 15 rhAS B [1) S 5L 2- (2R EEL ) CAERIRIERERIR £ (1. 18g) » MIA =& J% (0. 84mL) 1
VUSRI (ImL) , VR A WIAE IR N HLEE 2 /NI o DRRIRAR 5 MR R I & LB
(80mL) F7K (30mL) , J&AWIBEHE. 7388 LR B2 HF B, AR /K (3omL) ¥, FEK
DRIR BT o IURIRAG S, R RV R T DU S (25mL) Ao N 2-[[[3- F2E —4- (2,
2,2- AL ) —2- mbmE L ] AR ] WIEIESE 1-1H- RIERKkMe (1. 73g) \ = &% (1. 31mL)
M4 — EESIEMERE (0. 057g) , RAWILE 60°C FHEHE 5 /NN o WRIEIRYE G, FF% 44 hn
AN LR Mg (100mL) FH7K (BOmL) , VA WHE . 77 B LR LR JZ HFECH, ALK (50mL)
PRk, oK EET 1 DR IRGA 5, R AR VB i g M e AL (i itk (FH 4R O - Sk
=1 @ 1Yl kAt (HORAE :Ski=1: 1L F2 ). =R
MK — bt sl i, — R IR &5 S 20 LA AR AY) (1. 20) .
[0796] 'H-NMR(CDC1,) :1.31(6H, d, J] = 6.6Hz),2.23(3H, s),3.08(3H, bs),
3.50-3. 90 (2H, bm),4. 38 (2H, q, ] = 7.8Hz),4. 36-4. 58 (2H, bm) , 4. 79-5. 15(3H, m) ,
6.64(1H, d, J] = 5.7Hz),7.35-7.48(3H, m),7.83(1H, d, ] = 7.5Hz),8.34(1H, d, ] =
5. THz) o
[0797] & R SEitfs) 17
[0798] 3 2-[ FZE [[(R)-2-[[[3- A% -4-(2,2,2- =R LHEIL ) —2- nbmgdt ] FE ]
TR RS J-1H- Z5JFmkme —1- J ] 33 1 &3 ] SR mRIR IR
[0799]
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0
HC—N HE 0
—XF
2 | FF
0
o=
0

[0800]  FEUK/KAENT, XL ( =& FE) WIRES (0. 50g) VUSRI A (30mL) HHiZ i
IEERE (0. 40mL) FIPUSMEREHE (ImL) o EVOKAET R BERE 1/ S IINTE S 25 5291
16 HIFRIIRE 2- (FRERE ) LRI (1. 08g) « B I = L% (0. 70mL) 1
VUSRI (ImL) , VR A YE SR PR JlR 48 5, vk R ImAIK (50mL)
REWH L1 LG (50mL) ZH . LR LBE)/Z Mg /K (50mL) e, TKBREE T4 %
JE VRS T4, Bk AR T DU SN (20mL) o, I (R) —2-[[[3- I -4-(2,2,2- =4
AL ) —2-MERERE ] 2L T ARIAE 1 -1H- 2R JF KM (1. 11g) « = 2% (0. 84mL) F1 4- —F
SEEEEMERE (0. 037g) , RAWAE 60°C N PHLFEE AL RIS )G, MR RDH I AK (50mL) .
REVH R LB G0mL) 20, L 082 A ELK (50mL) Feik, Jo/Khm BB T 1.
PRI 5, R A Pl i PR R A A 2 (I @ =1 ¢ 3R 3 & 2%el) .
N E - — ZWkSS i, TN — — CBEEE 45 15 208 LB AR L 59 (1. 17g) o

[0801]  'H-NMR (CDC1.) :2.22(3H, s),3.05(3H, bs),3.50-4. 20 (2H, br),4. 37 (2H, q,
J = 7.8Hz),4.46 (2H, m) , 4. 80-5. 10 (2H, br),5. 17(2H, s),6.62(1H, d, J] = 5.6Hz),
7.26-7. 48 (8H, m) , 7. 77-7. 88 (1H, m) , 8. 33 (1H, d, J = 5. 6Hz) ,

[0802] A& S ifs) 18

[0803] 2-[ I [[(R)—2-[[[3- A& —4-(2,2,2- =5 IE ) —2- akmeks ] M2 ] Wik
WA 1 —1H- ZJFmkme —1- 58 ] et ] &2 ] CAEDUSULM —4- SEk IR s

[0804]
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[0805]  TEUKIKIAEIT, WA ( =S FFZE) BkIREE (0. 48g) HIVYE ML (20mL) HH &
DINIERE (0. 39mL) (¥ PYEUMERE L (ImL) o 7EVKAKVSEIF Bide 20 23805, IMAAES 25 St
i 17 HhAF R 2- ( FRRREIE ) LHEVUSNERE —4- FEBc R IR EhFe £ (0. 96g) « BIRIMA =&
fi (0. 67mL) VU PRIEE (ImL) , VR G WIFE S T BERE 2 /i o YRR 46 )5, kR
A (B0mL) » JRAVIH R LME (50mL) HL. LFR LHE)ZH 0. 2N £ (20mL) FHfLAN
#hK (50mL) P, TLAKBBREE T8 . %2 R IR YA, K iR R s i T DU &IWers (20mL) .
oA R)—2-[[[3- A2 -4-(2,2,2- = LAEE ) 2-mbmedt ] B2 ] WiEme sk J-1H- 2K
Frmkme (1. 26g) « = &M% (0. T1mL) T 4- — R ZEMERE (0. 042¢) , IRGMAE 60°C T HiH: 6
/NI, FEER T HRE 8 NI SRR IS, R AR A K (B0mL) « JREWIH LR L1
(50mL) #H. LR BRI AR K (50mL) ¥eiss, oK IREE T WRIKYE)S, AR
W R AT At (FHCRR OB @ Cft=3 | T3R5 SRR ) o H = L Hk%hs
i N — S K TR 25 5 49 21 8 L G A AR bR AL S (1. 458)

[0806]  'H-NMR(CDC1,) :1.64-1.81(2H, m), 1.92-2. 03 (2H, m), 2. 23 (3H, s), 3. 09 (3H,
bs) »3. 40-4. 30 (2H, br) ,3. 45-3. 57 (2H, m) , 3. 87-3.97 (2H, m) , 4. 38 (2H, g, J] = 7.8Hz),
4. 45(2H, m) , 4. 77-5. 15(3H, m) ,6. 64 (1H, d, J = 5. THz) , 7. 35-7. 50 (3H, m) , 7. 83 (1H, d, J
= 6.9Hz),8.35(1H, d, ] = 5. THz) »

[0807] A R SEitfs) 19

[oso8]  2- SR IE &3 2-[ AL [L(R)—2-[[[3- 3 -4-(2,2,2- =H LA ) —2- kg
BT R WREEEE 1-1H- ZRIFRME —1- 3 ] B ] & ] LILRRIR AR

[0809]
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[0810]  FEUKIKAHIT, A ( =5 HE) IR (0. 59g) HIVIEMRIREE (20mL) &%
IIAERE (0. 49mL) FIPU SRR (ImL) o 7EVKKAEITNHiEE 10 2085, INAAE S5 5L
B 18 1SR 2- AR L H 2- (REER ) LEMMREEEREE (1. 07) « BN = L%
(0. 84mL) FI PSRRIV (ImL) , VR ARSI FHRE 1 /N o WRIRSA 5, k4 hn
AJK (50mL) » VEREWH LR LM (50mL) ZHL. LR LERIZM 0. 2N #hg (20mL) A £k
7K (50mL) WEW, /KB IREE T4 . 12 IR 4, e R E AR T VU (20mL) » A
(R -2-[[[3- A3k -4-(2,2,2- =5 LA ) -2 MEmedE ] 2 ] WRARESS ]-1H- Z5FFmkme
(1. 85g) « = & Ji% (1. 05mL) i 4— — FIELZFEMERE (0. 061g) , TR GWTE 60°C T Hid: 6 /N,
TEZR NPERE 8 /N o JRIRAE IS, MR AR P K (BonL) « IREGYIH L8 LG (50mL)
H. PR CERIE FHEAER K (50mL) Peidk, LK BREE T o Wk IRk 4n Ja , TR AR W) id it bl
MEREIAE (At (FHZRZ/E . Cht=3 © TRE RSB . 2B - —2
BELh i, IR I — — S A A B 25 15 B4 L AR AR L &4 (1. 398) »

[0811]  'H-NMR(CDC1,) :2. 23 (3H, s),3. 09 (3H, bs),3.37(3H, s),3.50-4. 20 (2H, br),
3.59-3. 65 (2H, m) , 4. 28-4. 33 (2H,m) , 4. 38 (2H, q, J = 7. 8Hz) , 4. 46 (2H, m) , 4. 80-5. 15 (2H,
br),6.64 (1H, d, J = 5. THz) , 7. 35-7. 47 (3H, m) , 7. 83 (1H, d, ] = 7. 8Hz) ,8. 34 (1H, d, ] =
5. 7THz) »

[0812] & R SEitfsl 20

[0813] 2-[ &% [[(R)-2-[[[3- A3 —4-(2,2,2- =H LHEIE ) -2- mkrg ke ] A3E ] WhH
WAk 1 —1H- ZJFmkme —1- 58 ] Bt ] | ] S IR

[0814]
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CH,
[0815]  FEUKIKAHIT, A ( =5 ) kIR (0. 59g) HIVIEMRIREE (30mL) &%
IIAIEERE (0. 49mL) FIPU SRR (ImL) o EVKKAEITNHHE 10 20805, INAALE S5 5Lt
] 20 HAR RN 2- (L &IE ) LHELIRERERIREE (0. 67g) « B I = LK (0. 84mL) [IPIE
WM (ImL) , VA TE SR N HiFE 1 /NS WRIRSE )G, MR mAK Goml) » V&
G LR LB (50mL) AHL. LR LB8)Z ALK (50mL) Wi, TAKMREE T . %2
PR IRAR , KR R s T VU AR (20mL) Ao A (R) —2-[[[3- %L -4-(2,2,2- =% &
k) -2- mEmESE ] S ] WRABESE 1-1H- R FRKME (1. 11g) \ = &% (0. 84mL) il 4- —
SEEEEMERE (0. 037g) , RAWAE 60°C FHEFEL AL RSG5, AR RDH I AK (50mL) .
REWH L1 O (50mL) 2. LR LBE)/Z I MAER /K (50mL) v, oK IR B T4 o
JRIRAE G He R B R AR ek Atk (SR AHE © Cki= 3 & 7. 88)5 LR LlEYE
fid ) 15 24 2 (00 E T BRI bR AL 54 (1. 58g) »
[0816]  'H-NMR(CDC1,) :1.25(3H, m),2.08(3H, s),2.23(3H, s),3.30-4. 10 (4H, br),
4. 23-4. 45 (2H, m) , 4. 38 (2H, q, J = 7. 8Hz) , 4. 75-5. 20 (2H, br), 6. 64 (1H, d, J = 5. THz) ,
7.35-7.46 (3H, m) , 7. 84 (1H, d, ] = 6. 9Hz),8. 36 (1H, d, ] = 5. THz) ,
[0817] &Rl sEtfs 21
[o818]  2-[ AL [[(R)—2-[[[3- F3k -4-(2,2,2- =F L4EFE ) —2- mkmedk 1 3L 1 W
FETOERE 1—1H- ZRFFmRme —1- 3% ] B3t 1 &3 1 43 LRI

[0819]
N By
I %‘3

N,
HC, =0 } ¢
N .G

HGC>‘ 2 O_X‘F

FF

[0820]  FEUK/KVAHEITR, M X ( =& B3 ) BRIERAE (0. 543g) B VYW W (10mL)
BRI NN RE (0. 445mL) ) VY SR VSR (BmL) , V& S WALE 0°C N ik 30 40 %h. IALE
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2 S 22 HAR RN 2- ( RIARERIL ) LE IR (1. 0g) » BIIMA= L%
(0. 805mL) HIVUSIRREHE (5ml) , VA WTEZIE FHEHE 30 708h. RVIRA VIR IRSE, 17
BRI IMAK (30mL) o VEEVIH LR LHE (50mL) ZHL. LI ZlEJZE FHAEE /K (30mL)
ek, JoKBR R AN T8, R T8 F 1S B B R v i T DY &k (BmL) o, 2RSS A
2 R -2-[[[3- A3 -4-(2,2,2- =LA ) —2-mbmgdt ] FEE ] WRERESE 1-1H- ZFFIk
Me (1. 73g) « = &M% (1. 53mol) Hl4- — FFLEEEMERE (0. 134g) W VYSUNRAREHE K (20mL) H o
TREWAE A0 C T HHE 12 /0 o [ IRA VIR 4G, 7R A K (30mL)  V&E9)H
28 MG (50mL) #HL. LR W62 A EE K (30mL) Phis, JoAKRR BN T 45, ik T 14
Al A s Atk (2R AWE @ Cht=2 @ L RIG LR VL) 53 4 vk
e TR BE AR AL S (1. 508) o

[0821]  'H-NMR(CDC1,) :1.20-1.40(6H, m), 2. 05(3Hx0. 4, s),2. 11 (3Hx0.6, s),
2. 18 (3Hx0. 6, s),2. 27 (3Hx0. 4, s), 3. 40-3. 60 (1H, m) , 3. 70-4. 60 (6H, m) , 4. 70-5. 25 (2H,
m) , 6. 65 (1H,d, J = 5. 8Hz) , 7. 30-7. 50 (3H,m) , 7. 75-7. 90 (1H,m) , 8. 37 (1H,d, ] = 5. 8Hz) .
[0822] & St 22

[0823] & ZE2-[ mINZk [[(R)-2-[[[3- 3k -4-(2,2,2- =H LI ) 2-tre kit ] A
5] RABESL J-1H- ZRIFmRme —1- 35 ] BREL | & ] SRR TR

[0824]
NGO
@ >, J;?
N -
\_ 7/
o o
>—N>: TR
HC 2 —\_>TF

FF
0

=

0

(

CH,

[0825]  TEUK/KAETTR, MIXL ( =% F5E) BcIREE (0. 467g) 1)V SUMRE ¥ (10mL) HH iz i
JINBERE (0. 381mL) [ VUS PRI (BmL) , J&AWIAE 0°C R HiFE 30 238h. 7] IR AW+
IIANTES 25 St 23 PR RN L 2- ( RINEE R ) CHEmMIREEERIRER (1. 0g) « BN
AN (0.69mL) FIVUSIRRGEE (5ml) , A WITE 0°C FHiHE 15 208h, ZESHE FHiH: 30
ayEP. RNVIREPIREEIREE, R I K (30mL) . JREWH LR LBE (50mL) FEHL.
LR LT AT ER K (30mL) PRV, Jo/KH BRAN T4, Wl R iR 4 . K B 1S 21 1 R A5 i
FPUEWeRE (GmL) 1, R F AR (R) —2-[[[3- & -4-(2,2,2- =LA ) —2- ke % ]
A ] PR TESE 1-1H- 5 JFpkmMe (1. 48g) = Z % (1. 32mL) AT 4- — FAEELEILMEE (0. 115¢)
1) VU RIR R (20mL) A, VR A A A0°C R BERE 12 /N0 o N IR A PIIRE IR 4R, 17 5% R4
A (30mL) » VRAEVIH LR NG (B0mL) ZHL. LR L2 HMAER /K (30mL) Pk,
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TCAKBRBRAN T, Sk 4 o e R A ik aifh (RSB OlE - Chi=2 @ 1.
5 LR CERGENG ) 4330 0 e (e TR AR br i 54 (1. 208) »

[0826] 'H-NMR(CDC1,) :1.20-1.40 (9H, m), 2. 17 (3Hx0. 6, s),2. 27 (3Hx0. 4, s),
3.40-3. 70 (1H, m) , 3. 75-4. 65 (8H, m) , 4. 70-5. 30 (2H, m) , 6. 64 (1H, d, ] = 5. 8Hz),
7.35-7.55(3H, m), 7. 75-7. 90 (1H, m) , 8. 38 (1H, d, J = 5. 8Hz) ,

[0827] & RSt 23

[0828] 2-[ A3k [[(R)—2-[[[3- %L —4-(2,2,2- =R LEIE) 2-nmimedk 1 3] W
TRAIBESE 1—1H- 2RIk —1- 2% ] BRIE ] &3 ] 3 ORI

[0829]
N 0
L=
N -
=0 ﬂ
D'Ng 6

0

ﬂ>TF
F F
0

o=
CH,

[0830]  FEUK/KAENT, XL (=% 2E) BkERREE (0. 593g) [ PYSMCIE I (10mL) iz i
BINIEERE (0. 485mL) o FEVKZKISEI T HiHE 30 73805, MALES 25 St 25 rh1g 21 2- (36
O ) CEOMBEHRREE (1.33g) . B MA =% (0. 84mL) , B GW)TE IR T i

2 /N AR NIREWITR NN ZFR ZBE (50mL) , A K (50mL) FEATEE K (50mL) ¥k
B TOAKI R BT IR R e o F TR ARV AR T VU e (20mL) o, A (R) —2-[[[3-FF
B -4-(2,2,2- ZRLEEE ) -2-mpme KL ] AL ] WREIESS 1-1H- ZRIFkME (1. 61g) « = 4%
(1. 21mL) A 4- — FIFEGIEMEE (0. 053g) « JRAWALE 60°C FHEFE 24 /. [ R NVIR G
HINA IR G (50mL) , V&AW /K (20mL) LRI ER /K (50mL) Phik, /KB BREN T8, Jak
k4G, FARYEE POEERA S (HARAES - Chi=1 . ARG LR OB
it ) 3300 G0 E TR R AR AL &) (2. 128) o
[0831] 'H-NMR(CDC1,) :1.00-2.42(16H, m), 3. 30-3. 70 (2H, m) , 3. 80-4. 00 (1H, m) ,
4. 27-4. 42 (2H,m) » 4. 40 (2H, q, ] = 8. 2Hz) , 4. 78 (1Hx0. 5,d, ] = 13. 2Hz) , 4. 97 (2Hx0. 5, s) ,
5.20 (1Hx0. 5, d, J = 13. 2Hz) ,6. 67 (1H, d, ] = 5. 8Hz) , 7. 36-7. 46 (3H, m) , 7. 81-7. 91 (1H,
m),8.39(1H, d, J] = 5. 8Hz) .
[0832] & RS 24
[0833] 2-[ ¥R [[(R)—2-[[[3- A% —4-(2,2,2- =HOHEFEE ) 2-nhmgdk ] AL ] W
TATBEE 1 —1H- ZRIFFmRme —1- 28 ] BREE ) &2 | O CHE IR
[0834]
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NGO
@s—s{ =
N .
— 40
N HC 0
F
! s
o

0

¢

CH,
[0835]  FEVK/KVAEITR, M ( & HFEE) ERRE (0. 2382) HIVYAPRAHS M (10mL) HiE
WEIMNIEEE (0. 20mL) o fEVK/KAEN T HidE 30 5805, IINLE S 2 S2iE ] 26 P23 2
BT o-(HRORERE ) ZEBRESEEIREE (0. 605g) « B M = ZJ% (0. 335mL) , J&-AY){E
E T 2 /N W RVIREY T I LR LBE (B50mL) , VRS WK (50mL) A A ER
K (50mL) W, oK RS T R R IR g5 . AR AR T II S (1omL) 1, A
(R)—2-[[[3- % -4-(2,2,2- =R LHEFE ) —2- memedt T 3L ] WREEESS 1-1H- 2K IF R me:
(0. 60g) « = & (0. 45mL) F 4— — FIZEZEEMERE (0. 02g) « IREGWAE 60°C FHiF: 24 /N
In] S MRS I L8 B (50mL) , VRGP 7K (20mL) FLF1#E7K (50mL) PE, Jo/K i
RN TR, RIS o TR P i R A (o Atk (H AR CHEE @ Cki=1 © 485
LR CBEVENL ) 15 28 B (UL e TR R bR Ak &4 (0. 92¢)
[0836] 'H-NMR(CDCI,) :1.02-2. 27 (16H, m), 3. 40—-4. 60 (9H, m) , 4. 78 (1Hx0. 5, d, J =
13. 2Hz) , 4. 97 (2Hx0. 5, s) ,5. 44 (1Hx0. 5, d, J = 13.2Hz),6.69(1H, d, ] = 5. 6Hz),
7.32-7.54(3H, m),7.80-7. 91 (1H, m) ,8. 38 (1H, d, ] = 5. 6Hz) ,
[0837] & S ifs 25
[0838] 2-[[[(R)-2-[[[3- A& -4-(2,2,2- =5 LA L) —2- mpmg 3t ] 3L ] W i
S J-1H- ZRIFmEMe —1- 36 ] BREL 1 (2R3E ) &3 ] ORI

[0839]
NG9
©:\>—s,_ N=
N “.
54
N He 0
—>TF
SRS
0
0=
CH,

[0840]  FEUKZKVRANR, W (=5 P4k MR AR (13. 4¢) VY LRI (350mL) i
TMARERE (10. 38mL) o FEVKZKVR AN N HEFE 30 0 Bh 5, INAAES 5 5B 27 HAF B 2- 28
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iz FE TR B 2h (25.90) « BN = 2 (18. 4mL) , IREWAE I8 FHEdE 2 /it
R 46 5, R R N 18 £ (500mL) FizK (500mL) , RS PitE. B LK L
P 2 FEHECH, AR Rk (500mL) Pk, Jo/K B B R T4, U Ik 4a 1331 2-[ (Ut ) (K
5 @I ] LHELERES. R AR T VAW (300mL) N (R)-2-[[[3- % —4-(2,
2,2- ZJRCEIE ) —2- MEmESE ] AL T WEAAIESE 1-1H- ZRIFkmMe (41. 2¢) . = &% (15. 6mL)
Ml 4- — PILIEMENE (1. 363g) , TREGWIAE 60°C F 3tk 3 /NINt. 1] R NVIRES W I 2 1%
g (800mL) , VA 7K (800mL) FHAEAIELZK (800mL) eV I, oK R BN T4 » i R 34
9o FRAYE M RAE A (RO T Shi=3 ¢ T35 1 ¢ 1¥eli) . H
TR AR R B AR RAR L S (B4 1g) .

[0841]  '"H-NMR(CDC1,) :2.00(3H, s),2.25(3H, s),4. 15-4. 48 (6H, m),4. 83 (1H, d,
J = 13.6Hz),5.05(1H, d, ] = 13.6Hz),6.67(1H, d, J = 5.4Hz),7.03-7.45(8H, m),
7.64-7.69 (1H, m),8. 40 (1H, d, ] = 5. 4Hz) .

[0842] &5 R SEtifs) 26

[0843] 2-[[[2-[[[3- A1 & —4-(2,2,2- = ® S & F)-2-mbmg 3£ 1 1 & ] ¥ 1% B
55 ]-1H- ZRIFmEme —1- 3 ] BREL ] (2R3 ) & ] CHE ORI

[0844]
. N //0
@ S—s'  N=
N
~ -4
N He 0
2 e

FF

0
o=

CH,
[0845] [ 4% M8 54 i S5 25 AH R 77 Vw15 B0 2- [ CRURES ) (CR3E) &3 ] R
Lig (0. 58g) FIPUEIWEEAER (1omL) i 2-[[[3- B EE -4-(2, 2, 2- = L5 FE ) 21k
WESE ] AR ] RIS ]-1H- ZXFFBRME (0. 739g) « — 4% (0. 558mL) Fl 4- — FRFL & Nt ng
(0. 024g) , IR AWAE 60°C N LH: 15 /Do MRMIEEDHIMAN SR B (30mL) , R EWH
K (50mL) FILFIEE /K (50mL) Yk, ToKBR BRAN 15, DIk 4 » 4B i PR i i b £
Witk (AR : =1 4385 3 @ 20EM) o F BRSS9 30 4 6 8 R i bRt
th &1 (0.779¢)
[0846] 'H-NMR(CDC1,) :1.99(3H, s),2.25(3H, s),4.20-4.48(6H, m),4.83(1H, d,
J = 13.6Hz),5.05(1H, d, J = 13.6Hz),6.67(1H, d, ] = 5.8Hz),7.03-7.45(8H, m),
7.64-7.69 (1H, m) ,8. 40 (1H, d, ] = 5. 8Hz) ,
[0847] & R SEifs) 27
[os48]  BUT 2 [2-[ A& [[(R)-2-[[[3- A3k -4-(2,2,2- = H L5 ) —2- kmedt ] A
S5 ] RABEES T-1H- ZRFFmRme —1- 26 ] BRIE ] & 1-3- mbme gk ] IR IR NS
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[0849]

=0

H.C
N ‘X—F

\

N ,/0
@ ! _Q
N w

HC »‘0

[0850] %E/JJ@K//\%D? W (=) ﬁ)ﬁ@&@a (0. 30g) HIVYE R (20mL) &%
BIAIERE (0. 24mL) o LEVKIKVAEI N BEFE 30 23505, MAESH L5l #] 28 HRBIMRUT
HE [2- (IR ) -3 mbre st ] ILEIRAR (0. 71g) , VRS WIEEIE T HiHE 2 /it I yERR
R R B, SRR I A o R RS T DU AR (2omL) o, InAN (R) —2-[[[3-
B 4-(2,2,2- =R CHEIE ) -2- mEmE AL ] AL ] WRERERE 1-1H- A IFRRME (0. 92¢) . =4
fi (0. 70mL) FH 4- ZHEEZEMERE (0. 031g) , IR EWIAE 60°C FHLHE 1 /M. M RNIRED)
RinAK (G0mL) , VR E Y 418 LWE (50mL) #HL. LR LWs = ALK (50mL) PE%
To7KB BN 58 TR 4 o TR R IE ok PO Rk AT ol etk (HINE © Cfi=1 ¢ 2%
Wt ) s FRAR e A A i aliA, (H QR SBEDENG ) 15 20 8 k3 (0 8 TR I A4 bR BLAL &4
(0. 38¢g) .

[0851]  'H-NMR(CDCL.) :1.46 (9H, s),2. 25 (3H, s),3.54(3H, s),4.37(2H, q, ] = 8. 0Hz) ,
4.95(2H, s),5. 15(1H, d, J = 14. 0Hz) ,5. 27 (1H, d, J = 14. OHz) , 6. 63 (1H, d, ] = 5. 4Hz) ,
7.26-7. 45 (3H, m), 7. 69-7. 87 (3, m) , 8. 33 (1H, d, J = 5. 4Hz) , 8. 44-8. 46 (1H, m) .

[0852] & RS A 28

[0853]  2-[ AL [[(R)—2-[[[3- A& —4-(2,2,2- = ) —2- mkmeks ] M2 ] Wik
BEEE T—1H- ZFFBRME —1- 28 T Bt 1 I8 ] 3 LR MBS

[0854]

HC
[0855]  FEUK/KIRZNR, A ( = 4L ) WIRER (1. 468) HYVY AWM HM (30mL) H N
AREE (1. 16mL) o fEVK/KYSE FHEHE 30 7385, JJD)\E%%*E@% 29 FPAF R 2- (3
RI) WELREG (2.57g) o IBEWHESIR FHEFE 3 /N, L ug R H 1 A4, g Wit
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Wi . FRRYEEETVHERRR domL) o, inA (R)—2-[[[3- A& —4-(2,2,2- =5 L%
HE)-2-mbmE gt ] L ] WRRIEEL 1-1H- ZRIFRKME (4. 41g) . =% (3. 33mL) Fl 4- —FI2E
ZAFEMERE (0. 168) , JRAWALE 60°C R HiHE 18 /Mo 0] R MIRA W I AZK (100mL) , BG4
H 4R 4 B5 (100mL)  #HL. LR LBRJZ M AER /K (100mL) W%, TC/KBRER B T4, 9k
Wi TRARYEE PORRERAT kA (AR : Chi=1 4851 © 2). LKL
s — = LWk - Ot sl dnfs 208 B R bR EL 54 (2. 76g) o

[0856] 'H-NMR(CDCI,) :2. 10 (3H, s), 2. 00~2. 30 (3H, br) , 3. 20-3. 50 (3H, br) , 4. 38 (2H, q,
J = 7.6Hz) ,4.70-5. 20 (2H, m) , 5. 20-5. 50 (2H, m) , 6. 65 (1H, d, J = 5. 4Hz) , 7. 10-7. 82 (8H,
m),8.38(1H, d, ] = 5. 4Hz) ,

[0857] & RS 29

[o858]  2-[[2-( ZWEAEIE) & J[L(R) -2-[[[3- A% -4-(2,2,2- = LHE) —2- nkhe
5] L] WRAEERL 1-1H- FEmkme —1- 55 ] REE ) | ] ZEE R

[0859]
N ,/0
@ s N=
(R

0_/—N Ho 0_>VF
He— FF
0 0
—
CH,

[0860]  TEUK/KVAENIT, XL ( =5 I ) BRIERER (0. 50g) Wy PYSUMERER (30mL) HH iz i
BOAREERE (0. 40mL) [ DY RRIGIAR (ImL) o fEVKZKVAEN T HiEE 10 23805, IIANAES 2 5L
% 30 HIF RN 2-[ (2- ZWHEIE LI ) &3 ] LR OEREIRE (1. 13g) » B = Ll
(0. 70mL) [IPYSRRIEEE (ImL) , VRS EMR FBERE 2 /0o ik 8RR LA H I A4, S8
BB DG M RYP I LR LB (20mL) , o JE kR 247 H A [ 44, 8 VR s I 4 o 5 7k
KRG UERR 3omL) . AN R)-2-[[[3- A& -4-(2,2,2- = LHEE ) -2- it
WEZL ] 3L ] WM RS 1-1H- ZRIFIKmME (1. 48g) - = &M% (1. 12mL) Fi 4— — AL S LNk i
(ML)  IBREYITE 60°C Mo A& . BRI GE ST, MR R P IMAIK (G0mL) . BG4
2/ 285 (GomL) #5EL. L8 W82 A kK (50mL) ¥Edk, /KB EREE T . WURIK
95 )5, A AR AL (2R AW @ Chi=1 | LRI LR OBEVEN) , 0
PEREI A At Al (2B LEE : Ohi=1 © LRIG LB ESEN) o B E - Wk T
LR CHE (20mL) o, IMAWEMEDR, VREVIBFEIE A . P8R 2505 Thm, 8RR IR 41T 2
M E T E A RSB E Y (1. 60g) .
[0861] 'H-NMR(CDC1,) :2.06 (3H, s),2.08(3H, s),2.24(3H, s),3.40-4. 45(8H, m) ,
4.39(2H, q, J = 7.9Hz) ,4. 88 (1H, d, J = 13. 2Hz),5. 05(1H, d, ] = 13. 2Hz) ,6. 66 (1H, d, J
= 5.6Hz),7.38-7.50 (3H, m), 7. 87 (1H, d, ] = 6. 9Hz), 8. 36 (1H, d, ] = 5. 6Hz) »
[0862] & RSt 30
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[0863] [(2S)-1-[[(R)—2-[[[3- AI3E —4-(2,2,2- = LHEIE ) —2- kg3t 1 L ] Wi
ML T-1H- ZRFFmkme —1- FE T PREL 1-2- meng et 1 L R Ak
[0864]

[0865]  FEUK/KIAHIT, A ( =5 H ) IR (0. 50g) HIVIEMRIEE (30mL) &%
IIAERE (0. 40mL) IV SRR (ImL) o FEUK/KISE T HEdE L /NI, INNAE 275 SE 5]
31 HF R (S) —2- MErg bt AL SR BE Eh IR 2h (0. 908) « B IMA = &M% (0. 70mL) 1Y
SR (Inl) , IRE W= IR 2 /DI k% f5 , MR imAJK (50mL) ,
REVWH LR CEE (GomL) ZHL, /KRBT . 1R Z I 4a, B ik R T VU &k
M (20mL) He A (R)-2-[[[3- A3 -4-(2,2,2- =LA FHE ) —2- MbmEdt ] 3t ] Wik
WA J-1H- 2R kM (1. 11g) « = &% (0. 84mL) F1 4- — FELZZENMLRE (0. 037g) , IR G WTE
60°C HH: 1 R, R0 FHEHE 2 Ko RS 5, MR InAIK (Gonl) , &Y H &
M Ll (50mL) 2B, PR SPRE WA EE/K (50mL) Wi, KRR T IR 4E)5,
PRI R A AL (AR AEE : Cli=1 @ 1.5 LRLBEVEN ) , Fin
At aith (AR OEE - Cki=3 | LRGLRLEE AN . ZBROEE=1 © 4.7
2 1 3PN 1SR AT R R AR S S (0. 80g)

[0866] 'H-NMR(CDC1,) :1.80-2. 30 (4H, m),2. 09 (3H, s),2.30(3H, s),3.39(1H, m),
3.50-3. 62 (1H, m) , 4. 20~4. 45 (4H, m) , 4. 58 (1H, m) , 4. 89 (1H, d, J = 13. 5Hz) ,4. 96 (1H, d, J
= 13.5Hz),6.65(1H, d, ] = 5. 9Hz) , 7. 36-7. 48 (3H, m) , 7. 89 (1H, d, ] = 8. THz) , 8. 38 (1H,
d, J = 5.9Hz) .

[0867] & p Sty 31

[os68] £k [ FEE [[(R)—2-[[[3- L -4-(2,2,2- =G L5 ) —2-mkme it ] LT W
FEIEE 1 1H- ZRFRmRme —1- 35 ] BRIE 1 &3 ] LIRAR

[0869]
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[0870]  FEUKIKIAHIT, A ( =5 H ) IR (0. 50g) HIVIEMRIREE (30mL) &%
TINIEERE (0. 40mL) [ PUSRIGAER (ImL) o £EUKZKAEITRHidE 30 2080, I AR L6 £k
ek (0.77g) o BWMA = HE (0. 70mL) (VU SIWPE (ImL) , VR G WIE SR T Hid: 1
AN o SRR 2T HE I A, SRR IR GG o IR AR A IK (B0mL) , VAW LR 4T
(50mL) #HL. ZRWEZ MK (BomL) Pk, TT/AKBREREE T4 . R IRSE 5 , Bk 4
Vs iR T IUERCRE (33mL) F1e A (R)-2-[[[3- A2 -4-(2,2,2- = H L5 ) —2- ke
] ] WAL 1-1H- ZEIFmkmesl (1. 37g) M1 4- — LG IEMnE (L&) RS
WIAE 60°C i . RIS, MR A K (50mL) , V&G H LR LG (50mL)
Mo LR OPREHMFER K (50mL) e, JTL/KBR R BT JEIRAA T, i) i
MERERAE L4t (I ZTRAHE : Oki=1 © 135 LR LEELEI) 15314 86 TG 2 TR
IRIFRBAL A (0. 40g) o

[0871] 'H-NMR(CDC1.) :1.33(3H, t, J = 7. 1Hz),2.24(3H, s),3. 10 (3H, bs),
3.70-4. 30 (2H, br) ,4. 28 (2H, q, ] = 7. 1Hz) , 4. 38 (2H, q, J = 7. 8Hz) , 4. 82-5. 10 (2H, br) ,
6. 63 (1H, d, J = 5.5Hz), 7. 34-7. 52 (2H, m) , 7. 70-7. 90 (2H, m) , 8. 32 (1H, d, J = 5. 5Hz) «
[0872] & RSEitf 32

[0873] 2-[[[5- A4 % —2-[[(4- T4 2 -3,5- — I & —2-mthmg 5 ) A9 2L ] W0 7k ik
S J-1H- RIFmRme —1- 58 ] 3REE T (3L ) &3 ] SHEERFIRNE

[0874]
A N 0
ey
N \_—Q%

o
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[0875]  TEUK/KVAEIT, M ( =& EE) BcIRAEE (0. 344g) 1) VY EUMEME VL (10mL) HH 28
IIAIERE (0. 281mL) VYSRGS (5ml) , VRAYITE 0°C N ke 30 738h. IIALESH 5L
W5 5 AR 2- (FPIEZEE ) LHERAIREREREZ Eh (0. 7508) o A =& J% (0. 485mL) ¥
VUSRIV (5mL) , VR EWIAE 0°C R HedE L /NI, 7R 3300 T Hidk 30 738 RONVIRE W
W4, MR R IIAIK (30mL) , V&AW H LR LB5 (50mL) ZEHL . LR W8 JZE H B AEE K
(30mL) Peik, Jo/KB BN T8, Jsk ik 4 o BT 45 B I IR d T DY S0k (5mL) o, 44
JEIMNE 5- 4R —2-[[ (4- A4 3E -3,5- S —2- nikmedt ) FIJE ] WREEER 1-1H- 2
FFBRME (1. 0g) « = & (0. 808mL) Fl 4— — FRILZLIEMEE (0. 071g) MDY (10mL)
HIREAE 40°C N HEHE 18 /NI o RS E IR IR S, RARY T IAIK (30mL) . VRE
Y 82 215 (50mL) 5B, R ZB5Z FMAIEE/K (30mL) WEigk, To KR BR AN T4, Ik ik
9o PR B ERAE IS (F R AHE : Bhi= 1 1.5 LR LBEVENL) 15214
RO R R bR AL S A 2-[[[6- B4 3L —2-[ [ (4~ P4 3% -3, 5~ — FF 3L —2-nipme
55 R ] WRABESE 1-1H- Z50FmRme —1- 38 ] ek 1 (3 ) & ] CEERFIRMERT 1 ¢ 1
BEY (1.508) .

[0876]  'H-NMR(CDCI,) :2. 05-2. 35 (61, m), 3. 00-3. 30 (3H, br), 3. 60-4. 40 (8H, m) ,
4. 60-5. 10 (4H, m) , 6. 80—7. 00 (2H, m) , 7. 20-7. 70 (4H, m) , 7. 95-8. 25 (3H, m) .

[0877] & R SEifs) 33

[o878]  3-[ FI%E [[(R)—2-[[[3- A% —4-(2,2,2- = L5IE ) —2- mkmeds ] L ] Wik
WEA ] -1H- ZRFFmkme —1- 55 ] Bt ] & ] AR IR

[0879]

[0880]  FEUK/KIAENT, XL (=R I ) SkERHEE (0. 582¢) VY MRIHE IR (20mL) T i
BINREEBE (0. 485mL) F VYW (ImL) o ZEUK/KAET 3 1 /NN, INAAES 2% St
32 AT RN 3- ( Ikz At ) AR IR ER IR #h (1. 38g) « I IIA = &% (0. 84mL) ¥ /Y
SRR (ImL) , VR G WAEZ T PRE 2 /NN o SRR 4 5 » MR I AIK (40mL) , V&
G 8 OB (80mL) HL . LR LW JE ALK (25mL) B, LK R EE T . %2
WEIRGE , R At T ISR (20mL) F1. InAN (R)—2-[[[3- A3 -4-(2,2,2- =&
SR ) —2- ke L ] AR D W RATGESL 1-1H- ZRIFRRME (1. 63g) = &M% (1. 23mL) A1 4- —FSE
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ZAFEMERE (0. 054g) , VRG WAL 60°C NHLHE 4 /NI o SRS S, MR AR K (40mL) ,
REVWH OB LB (80mL) ZHL. L& L W82 AT ER7K (30mL) Heisk, Jo /Kb B BT
IR AA o, R il e A etk (FHORAME - =1 @ 2851 @ 1 ¥k
Wi ) 15 24 3t 00 8 TE BRI bR AL &) (1. 268) »

[0881]  'H-NMR (CDC1.) :2.21(3H, s),2.20-2. 30 (2H, bm), 3. 06 (3H, bs), 3. 60-3. 75 (2H,
bm) , 4. 36 (2H, q, ] = 7.8Hz), 4. 30-4. 50 (2H, bm) , 4. 80-5. 15 (2H, bm), 6. 62 (1H, d, ] =
5.7Hz) ,7.26-7. 44 (5H, m) , 7. 54 (1H, m) , 7. 81 (1H, m) , 7. 93-8. 03 (2H, bm) , 8. 35(1H, d, ] =
5. THz) .

[0882] A RS iifs) 34

[0883]  2-[ FIZE [[2-[[[3- 3k —4-(2,2,2- =LA )—2- memedt ] &L ] W REm:
5= ]-1H- ZRIFmkme —1- 28 ] BREE ] 2 ] SEEDUSMEm —4- ZERIR s

[0884]

HS—N H,C 0
‘X‘F
FF
0
0=
0

[0885]  FEUK/KVAHITR, MR ( =55 ) TRIBRME (0. 582g) 1 VU S g 75 & 128 15 A\
mtieE (0. 485mL) [P VUSRS (ImL) o TEVKZKIAEITHEFE 20 4390 )5, INATE S 75 SE i)
17 PR 2R 2- (R ) SIS —4- ZRBRAR IR &L (1. 43g) « B IMA = L)%
(0. 84mL) FJPYEAMERGHESE (ImL) , VR EVITE W N HRE 3 /N, ORI 4a o, M a4+
AZK (30mL) , VR AV L8 L1E (80mL) Z2HL . LR LR = H A ER 7K (20mL) BE%:» Jo/KbR
RR BT HR T R R4 . B RS AA T VIZEMeng (20mL) o A 2-[[[3- 3 -4-(2, 2,
2- AR ) 2 mbmESL ] AL ] IREEEIE 1-1H- 2RIk (1. 63g) v — &M% (1. 23mL) F
4- ZRREZFEMEEE (0. 027g) , IR GWALE 60°C N HiH: 17. 5 /Mo 9 IRYE S5, mF R
AK (B0mL) , RGP LR L1 (120mL) ZEHY . LR L ls 2= /K (30mL) Pk, oK
TREREE T . WURIRYE 5, IR E M A A aiie (AR AR © Bi= 1 & 2,
SRIG 1 o LUEML) , BRI Aii (AR OE: - Cfi=1 ¢ L5 2 @ 13l . H
OB A B L BRI AR AL S (1. 238) .

[0886] 'H-NMR(CDC1,) :1.64-1.81(2H, m), 1. 92-2. 03 (2H, m), 2. 23 (3H, s), 3. 10 (3H,
bs) , 3. 40-4. 30 (2H, br) , 3. 46-3. 59 (2H, m) , 3. 87-3. 99 (2H, m) ,4. 39 (2H, q, ] = 7.9Hz),
4.45(2H, m) , 4. 77-5. 15 (3H, m) , 6. 65 (11, d, ] = 5. 4Hz) , 7. 35-7. 50 (3H, m),7. 85 (1H, m),
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8.36(1H, d, ] = 5. 4Hz) .

[0887] & I SEfs) 35

[0888]  Z.HE 2-[ AL [[2-[[[3- W3k —4-(2,2,2- =R OEEE ) —2- mbmede ] 3L ] WK
WEdE ] -1H- ZRFFmkme —1- 55 ] Pl ] 20 ] SR

[0889]

[0890]  FEUK/KIAENT, XL ( =R I BREZES (0. 582g) I VY S VA P 22 i in Atk
WE (0. 485mL) [FPY PRI (ImL) o FEVKKAENTHidE 30 70805, IIAAE S5 SEitif) 14
PRI O 2- (FREE ) CERREEERIRER (1. 10g) « B MMA =& (0. 84mL) 1P
SR (ImL) , VR A WITE R N HidE 3 /DI o R SE 5, R A K (30mL) , V&
EYH LR LB (80mL) AEHL . LR LB5)Z MR R /K (30mL) PE¥, TT/AKBRREE T . %2
PRI AG, B i RV T VU S (20mL) Ho i 2-[[[3- A& -4-(2,2,2- =5 L5
B —2- mErEdk ] I ] WREEERL 1-1H- ZEIFkME (1. 63g) W = & (1. 23mL) \4— — FIFE %
FENERE (0. 054g) , VREWITE 60°C T HiHE 14 /DI o IRRIKATG , B AP A (40mL) ,
REWH IR CWE (100mL) ZEH . LR LFEJZ AT #E/K (30mL) WEV, Jo/KB BREET 15
WEIRGE G, A B s A s el (FHARRAHE : Chi=1 @ 288)5 1 © 1k
e ), FaE kit aith (FHCBRAESE @ Shi=1 ¢ 1RG5 2 & L¥El) B hEare
TERMA ARSI 5 (1. 27g)

[0891] 'H-NMR(CDCI,) :1.32(3H, t, J = 7.1Hz),2.23(3H, s),3.09(3H, bs),
3.50-4. 76 (4H, br) ,4. 21 (2H, q, J = 7. 1Hz) ,4. 38 (2H, q, ] = 7. 9Hz) , 4. 84-5. 14 (2H, m) ,
6.64(1H, d, ] = 5.6Hz),7.36-7.46 (3H, m),7.83(1H, d, ] = 7.2Hz),8.34(1H, d, ] =
5.6Hz) .

[0892] & R SEitifsl 36

[0893] &k 2-[ FIZE [[(S)-2-[[[3- W3 -4-(2,2,2- = LRI ) —2- MErgdt ] A3 ]
VPRI J-1H- 2R FFmkme —1- 26 ] FREE ] &I ] L FERRIRBR

[0894]
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[0895]  FEUK/KIAENT, XL (=& I ) FkERHEE (0. 582¢) M VYS RIS (20mL) HHi& i
IAERE (0. 485mL) [ PY ARG (ImL) o 7EUKAKVRHEI T HERE 1 /NI, INNAE 275 SE A7)
14 321 O 2- (P RERE ) LHERRBRHIRE (1. 10g) « B MMA = L% (0. 84mL) [
VUSRIV (ImL) , VRS AR S0 R HiHE 2/ o gl R4 J , IR in A K (30mL) ,
REWH 12 LR (80mL) Z2HL . L8 LWE)Z FMuAEE /K (30mL) Yhds, TLAKBREE T %
VR IR GG , B AR T ISR (20mL) . A (S)—2-[[[3- %k -4-(2,2,2- =4
CERFE ) —2- mpmEdt ] AL ] WRREEES 1-1H- ZFF0kME (1. 15g) = ZJ% (0. 87mL) 1 4- —
AIEZIENERE (0. 035g) , REWIAE 60°C R HHE 12 /I IR )E, [ARRP A K
(30mL) , VAW H L& Ll (100mL) Z2HL. LR BRZE ALK (30mL) JE¥, Jo/K it g
BT p k4 e, B AR i AT (Ll il (HZR S @ Cfi=1 ¢ 285
Lo TBEM ) o FH = SRS A 218 et AR R4k 54 (0. 408) »

[0896] 'H-NMR(CDC1,) :1.32(3H, t, J = 7.2Hz),2.23(3H, s),3.10(3H, bs),
3.50-4. 56 (4H, br),4. 22(2H, q, J = 7. 2Hz) ,4. 38 (2H, q, ] = 7. 9Hz) , 4. 84-5. 14 (2H, m),
6.65(1H, d, ] = 5. 6Hz) , 7. 34-7. 50 (3H, m) , 7. 85 (1H, m) , 8. 36 (1H, d, ] = 5. 6Hz) »

[0897] & RSEitfs 37

[o898] £ 2-[[[5- A& —2-[[(4- HI4 L -3,5- 2L —2-mibme 2 ) AL 1 Wit
g 1-3H- BRI [4,5-b] mibme -3- 2% 1 AL 1 (R ) & ] SRR mMIR N

[0899]
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NN 0
I s =
H3C\‘0 \\N N CH
Y0 N\ /T
H3C—-> HC  0—CH,
0
o—
<0
CH,

[0900]  TEUK/KAETT, M ( =25 ) BcIREE (0. 582g) 1) VY EUMME A (20mL) HH 32 i
TIIERE (0. 485mL) [T PSR (1mL) o FEVK KV E R B dE 30 7380 )5, IMAAE S5 St
% 14 PRI 5L 2- (R REE ) CHEKIRIEHER R (1. 10g) « B MA = &k (0. 84mL)
(f) VU SV (ImL) , YR AR 200 I HERE 2.5 /M. BB IR S, M A4 b in A K
(30mL) , R AV L% 4T (80mL) AEHL . LR LME)Z AT ER7K (30mL) HEV, TooK i iR E:
T o ZJE IR, R ARV R T IS (20mL) e AL JP-A-63-146882 Hf
W TTEA AT R 5 FAESE —2-[[(4- F4SE -3, 5- 5 —2- nikbnedt ) F3E ] IR
B 1-1H- BkME I [4,5-b] AikRE (1. 44g) «= 0% (1. 16mL) I 4— — FIREEIEALRE (0. 049g) ,
REWAE 60°C T HH: 6 /DI o WURKRSEG, MRV INAIK (3omL) , VGV H L1 LR
(100mL) #Hl. LB2 ZB6Z FMAIEE K (30mL) Peisk, oK EREET 1 . IR IRYE 5, A
AR A At (HHCBRAES : Bft=1 @ 2485 1 ¢ 1¥el) . H = L mkah
1330 0 JeEE R AR AL A4 (0. 7218) o

[0901]  'H-NMR(CDCL,) :1.25-1. 34 (3H,m), 2. 23 (6H, s), 3. 15, 3. 32 ( 4 3H, s) , 3. 72 (3H,
s)»3.90-4. 53 (9H, m) , 4. 86 (1H, d, ] = 13. 4Hz) ,4.95(1H, d, ] = 13.4Hz) ,6. 79 (1H,d, ] =
8. 7Hz),7.95(1H, d, ] = 8. 7THz),8. 22 (1H, s).

[0902] A R SEtifsl 38

[0003] 2-[[[5- A4 & —2-[[(4- A 40 2k -3,5- — A 3E —2— mbmg 55 ) A9 3% ] WP 7k 1k
55 1-3H- BRMEFF [4,5-b] nibie —3- 3% 1 ¥REE 1 (3L ) &3 ] LH LRIES

[0904]
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[0905]  FEUKKIAENT, X (=R H) SkERHEE (0. 582¢) VS MRIHE IR (20mL) HHi& i
IAERE (0. 485mL) [ PYEPRIE (ImL) o FEVKIKYAE T HiHE 30 738G, MALES 5L
W 2 PAFRIR) 2- ( PRI ) LR AmEERIRE: (0.922¢) » BIHMA =% (0. 84mL) ]
VUSRIV (ImL) , VRS WAE S0 R HiHE 2 /N o gl R4 J , IR i A K (30mL) ,
REWH 12 L1 (80mL) ZHL . LR LHE)/Z MU ER /K (30mL) WEV, L /AKBi IR EE T4 o 3k
AR5, Bk Rt T VU &g (lomL) . A2 JP-A-63-146882 #7715 5
ARSI 5— AR —2-[ [ (4- WI4EE -3, 56— WL —2-nibme s ) AP ] T RAMEEE 1-1H- Bk
3 [4,5-b] MEmE (0.85g) « = LM% (0. 70mL) 14— — FIFLFLnbnE (0. 025g) , 18 & W 1E
60°C HHH: 5 73 8P . IRHIRGE NS, AR RY T IMAK (30mL) , IR EWH L2 L5 (90mL) #&
B, LR CHEZRMAERK (30mL) B, oK EET 18 . MR IRYA J5 , TR AR W) 18 I i 1k
At Ait (FHZBEZHE : Oki= 1 285 1 ¢ 1Vl . H - 2Bk g3k 8
A RIFR AL S (0. 173g) .
[0906]  'H-NMR(CDCl,) :2.04,2.09( 4= #B 3H, s),2.24 (61, s),3.13,3.30( 4 # 3H, s),
3.45-3.97(2H, m),3. 72(3H, s) , 3. 97 (3H, s) , 4. 15-4. 50 (2H, m) , 4. 85 (1H, d, J = 13. 1Hz),
4.96 (1H, d, J = 13. 1Hz) ,6. 80 (1H, d, ] = 8. 9Hz) , 7. 96 (1H, d, ] = 8.9Hz),8. 22 (1H, s) -
[0907] & pf S idsl 39
[0908] 2-[[[5- A4 2k —2-[[(4- P4 % -3,5- — M 3L —2-mbmg 3L ) AL ] o 7k
5= ]-3H- WKMEgF [4,5-b] mbme —3- 55 ] Pk 1 (2R3 ) & ] LE LG
[0909]

=

N ,/0
[ D=8 N=
HO S N CH
0 SN \ s
N—0
®> HC 0—CH,

0
o=(
CH,
[0910]  FEOKIKAEIT, I (=& H3E) RN (0. 291g) MIVUEIRIEEE (10mL) H &

DIARLERE (0. 243mL) HIVYZMIEEE W (ImL) o FEVKZKVSEN N HEHE 30 08 a, INAAES % 5K
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JE) 27 PR R 2- K% L5 CRIE EEFR 2R (0. 647g) « B IIA=2H% (0. 419mL) [KIVIEA
WM (ImL) , VR A WTEEIR T HRE 3 /o R SE )G, ERRY A K (20mL) , V&
G G B (50mL) AL, LR CBEZ MR EEK (15mL) YEv, oK BT 1. W
JRHGE )T Bk RV AR T VI AW (10mL) e A% ] JP-A-63-146882 #idk 1) 7 46
RASEI 5- AL —2-[[ (4- FI4EIE -3,5- 3L —2- mbmedt ) 3L ] WRAMESE 1-10- ik
M3t [4,5-b] AEBE (0. 867g) « = Z % (0. 697mL) F1 4— — FIEEZHEEMLIE (0. 020g) , TR S WIAE
60°C N HLH: 10 /NI o IREIRSE )G, MR A K (20mL) , IR G 4 L5 (50mL) %
Bl 4R CBEZEFWMEK (15mL) Yeik, AR REE T . WILIRSE G, b A im it gt
RERAE AL (HZROEE  Cfi=1 o 13 ) « H = ZBkSS A3 2008 o el 7k 1w
A (0.311g) .

[0911]  'H-NMR(CDC1,) :1.96 (3H, s),2.23(3H, s),2.25(3H, s),3. 72(3H, s),4. 01 (3H,
s),4. 12-4. 52 (4H, m) ,4. 78-5. 22 (2H, m) ,6. 62 (1H, d, ] = 8.7Hz),7.02-7. 18 (3H, m),
7.32-7.48 (2H, m) , 7. 73 (1H, d, ] = 8. THz) , 8. 26 (1H, s) .

[0912] & R SEitfsl 40

[0913]  4-[ A% [[(R)-2-[[[3- A3 —4-(2,2,2- =H OHEIE ) -2-mhrg ke ] A3 ] WhH
WAk 1-1H- ZJFmkme —1- 58 ] Bt ] & ] T2 IR

[0914]

[0915]  {EVKAVRANT, XL ( =52 ) RN (0. 59¢) HIVD AW (20mL) i
JUNBERE (0. 49mL) [ PUSURIR AR (ImL) o CEDKZKVSEN T BEFE 30 73 Bl , INAAE S5 50
1] 37 A B 4- (PIEZEE) T IR OMRERERRZ#E (1. 08) o B A =L Ji% (0. 84mL) F1 Y
SRR (1ImL) , VRGP 200 N HibE 3 /N o R k4d J5 , In R A K (50mL) , i
GV G G (50mL) L. LR CERJE MR EEK (50mL) ¥EW, /KB BREE T 1. %2
TR AE , R ARV T IUE R (20mL) F1. i (R) —2-[[[3- EE-4-(2,2,2- = L
L) —2- mbmEdt ] I ] WRREERL 1-1H- ZEFEmkmE (1. 02g) « = Z0% (0. 77mL) F14- — X
AAEMEE (AR ) IREWAE 60°CHRFEEA . WRESE )G, MikRP T inAIK (50mL) ,
REVH R B (50mL) ZEHL. LR QFRJE AT ER K (50mL) Yei, Jo K il Bk 1458
TEIRAR 5, R E L A A tk aidl, (FHCRR A - Cht=1 © 2851 @ 1%
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fid ) 15 24 2 (00 0E TR BRI bR AL 54 (0. 938) .

[0916]  'H-NMR(CDC1,) :1.65-1.85 (4H, m),2.03(3H, s),2. 23(3H, s),3. 02 (3H, bs),
3. 45-3. 63 (2H, m) , 4. 03—-4. 13 (2H, m) , 4. 37 (2H, g, ] = 7. 8Hz) , 4. 85-5. 13 (2H, m) , 6. 64 (1H,
d, J = 5.6Hz),7.36-7.46 (3H, m) , 7. 84 (1H, d, ] = 8. 4Hz),8. 35(1H, d, ] = 5. 6Hz) .
[0917] & RSt 41

[o918]  &£3& 4-[ AL [[(R)-2-[[[3- Ak -4-(2,2,2- =H L5IE ) —2- mbmedt ] AL ]
VPR EESS J-1H- ZRFEmkme —1- 36 1 FR3E ] &I 1 T ISR A

[0919]

/—0
HLC—N HC 0
—BTF
FF
0
=
0
<
CH,

[0020]  FEUKAKVZENT, X ( =& FHE) TkIRER (0.59g) M PUS PRI H R (20mL) &
T IIABEERE (0. 49mL) VY EURIBE M (ImL) o« fEVKZKAHI R HEEE 30 2805, INAFES
S 39 AR L A- (L) TEMRER IR (1.27g) . B M = L%
(0. 84mL) PSRRI (ImL) , VEAWAEEMR T B 3 /N o R R4A 5 » ik hn
AK (50mL) , VRE Y LR £ BE (50mL) ZHL, LR LW )/Z A K (50mL) PE%, Tk
MR BT 2RSS, B R WE T IUERR (20mL) #. A (R -2-[[[3- F
~4-(2,2,2- =R AT ) -2- mpmEdt ] FFEL ] WREEEIE 1-1H- ZEFEmEME (1. 26g) « = 4%
(0 95mL) Ml 4- SR (EALH &) IR AW 60°C PR . IREIRGE 5 17
PRV IMAIK GomL) , VAW L/ ClE (50mL) FE. LR LEE A EEK (50mL)
ek, oK B EE T8 . R IRYE 5, T RV B i R AR (b etk (FH QR OlE © e
=1 28851 Lyl 120 R E ARG (1. 08g) .
[0921]  'H-NMR(CDC1,) :1.31(3H, t,J = 7. 2Hz), 1. 73-1. 91 (4H,m) , 2. 23 (3H, s) , 3. 01 (3H,
bs),3.50-3. 62 (2H, m),4. 15-4. 22 (4H, m) , 4. 38 (2H, q, ] = 7.8Hz),4.87-5.13(2H, m),
6.64(1H, d, ] = 5.4Hz),7.35-7. 46 (3H, m),7.83(1H, d, ] = 7.8Hz),8.35(1H, d, ] =
5. 4Hz) »
[0922] & Skt 42
[0923] &3 3-[ S [[(R)-2-[[[3- Ak -4-(2,2,2- =H LI ) —2- mpmedt ] L ]
VERREEIE 1-1H- 2R IFmRme —1- 26 1 FREE | &UE ] NS AR IR BS
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[0924]

H.C
[0925]  FEUKZKIAHIN, I ( =& ) BiREE (0.59g) MIVUSIRRIEHH (20mL) &
TEMIEERE (0. 49mL) FPUSIRRIBAE R (ImL) o fEVKOKYA Z1FHiHE 30 805, IATES %
S 44 AR L EE 3- (R EEE ) WERREE IR (1. 182) . B MA = 4l
(0. 84mL) FIVYERIEYETR (ImL) , V&SRR T B 3 /N o WURIRSA 5, k4 hn
AK (B0mL) , VR AV L8 LB (B0mL) ZHL, LR L B8 A kK (50mL) BE¥k, oK
R BT R RS, B R s i T UUEERE (20mL) 1. A (R -2-[[[3- F
5 -4-(2,2,2- ZF O ) —2- mbme 5L ] S ] WRRIESE 1-1H- 2R JFBkmME (1. 10g) « = &%
(0. 83mL) F 4- —FFEZFEMNE (AL E ) IBRAEYE 60°C I Hid . WEKRYES, M
A A K GomL) , REYH 4/ 086 (50mL) AL, 48 W82 F kK (50mL)
Peik, To/KBRBREE T o VR IRYA T » TR AR Wi ik Bl M ik A (i itk (H SR Ol - Ok
=1 : 2851 1¥El) /308 R EAR RS S 0. 88g) .

[0926]  'H-NMR(CDCL,) :1.29(3H, t,] = 7. 2Hz), 2. 10-2. 20 (2H,m) , 2. 22 (3H, s) , 3. 02 (3H,
bs) »3.55-3. 77 (2H, m) »4. 14-4. 30 (4H, m) ,4. 37 (2H, q, J = 7.8Hz),4.83-5. 13 (2H, m),
6.64(1H, d, J = 5.6Hz),7.35-7.46(3H, m),7.82(1H, d, ] = 8.1Hz),8.35(1H, d, ] =
5. 6Hz) o

[0927] & R SEHEM] 43

[0928]  3-[ AL [[(R)—2-[[[3- A —4-(2,2,2- = OEIL ) —2- nkmgdt ] MEE ] WK
e 1—1H- ZFFmkme —1- 36 ] et 1 & ] N3k LRI

[0929]
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0
HL—N H.C 0
—>TF
F F
0
0
H,C

[0930]  FEUK/KAENT, XL ( =& FE) RN (1. 19g) MIPYSRIEH I (40mL) A5 i
TINIEERE (0. 95mL) [ VU SRR (2mL) o £EVK/KAEITRHidE 30 805, INNAES 2% 52l
i 42 AF R 3- (FREEE ) W LREERIREE (1. 90g) « B IMA =& (1. 68mL) 1Y
SRR (2mL) IR EWIFE S FHERE 3 /AN RIS S, AR R A K (100mL) ,
REWH L1 L5 (100mL) #HL. LR GERJE HMAIEK (100mL) Jeidk, Tk BT
WIEIRGE 5, B AR i T IO EWers (40mL) A, I (R)—2-[[[3- 3k -4-(2,2,2- =4
CAEFE ) —2- mbmEdE ] L ] WRREESE 1-11- ZRIFBRME (1. 99¢) \ = 0% (1. 50mL) Fl 4- —
AL IRt e (AL &), BEWAE 60°C FHi#kid . IR LG )5, MR R% A K
(100mL) , VR &M L8 L1 (100mL) ZEEL ., LR g2 AR 7K (100mL) $E¥, Jo/Kii
PR . WURIRYE G, BB R A ol 2t (SRS - Chi=1 @ 2.8
Ja 1o LRI MR AT E TR BRI AL E ) (1. 22) .

[0931]  'H-NMR(CDC1.) :1.97 (3H, s),2.05-2.15(2H, m),2. 22 (3H, s),3. 03 (3H, bs),
3.42-3.72 (2H, m) , 4. 10-4. 22 (2H, m) , 4. 37 (2H, g, ] = 7. 8Hz) , 4. 85-5. 13 (2H, m) , 6. 64 (1H,
d, J] = 5.6Hz),7.24-7. 44 (3H, m) , 7. 83 (1H, d, J = 7. 5Hz) ,8. 35 (1H, d, ] = 5. 6Hz) »
[0932] &Rk SEitfs 44

[0033]  3-[ I [[(R)—2-[[[3- A& —4-(2,2,2- = OFI ) —2- mkreks ] M2 ] Wik
WAL 1 —1H- Z5JFmkme —1- 8 ] $edt ] &2 ] e -1, 2- 2 LRI

[0934]
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[0935]  FEUK/KAENT, XL ( =5 FEE) IRMG (0. 59g) MIVYSIMAEH (20mL) iz i
BIIAIEERE (0. 49mL) VUSRI (ImL) o FEVKIKYAE N HidE 30 2380 5, INAAE S5 SE it
] 46 RN 3-( FILEIHRE ) Wkt -1,2- 3~ ZMEEh ik (1.35¢) . BMIMA=2
fi (0. 84mL) (VU RIE . (ImL) , VR -G WIE S0 T BiRE 3 /0 o S k46 )5, iRy
IIAIK (50mL) , VB GWH LR L lE (50mL) A HL. PR LERJE A E K (50mL) Pk, Tt
IKORBREET W o ZJEVRRIRGE, K R R R T DU &g (20mL) e nA (R —2-[[[3-
B -4-(2,2,2- =R OEEE ) -2-mbme 5L ] AL ] WRRIESS 1-1H- ZRIF0kME (1. 27g) « = 4%
(0. 96mL) F 4- — I FEMmE (AL E ) IBAEWE 60°C IHidd % . WERYE S, I
B ImAIK (50mL) , BEWH LR L B5 (50mL) ZHL. LR 452 HaFn /K (50mL)
Ve, oK R BT WURIRAA )G, P Rl it e A i (FH QIR OB © Cfi=
LD 28RJG 1 0 LEem) 13R8 ETEE I BARFR LAY (0. 64g) .

[0936] 'H-NMR(CDC1,) :2.05(3H, s),2. 13(3H, s),2.23(3H, s),3.07(3H, bs),
3.42-3.95(2H, m) , 4. 06-4. 43 (2H, m) ;4. 38 (2H, q, J = 7.8Hz),4.85-5.05(2H, m),
5.42-5.50 (1H, m) , 6. 63-6. 66 (1H, m) , 7. 38-7. 51 (3H, m) , 7. 78-7. 85 (1H, m) , 8. 33-8. 36 (1H,
m .

[0937] & R SEitfs) 45

[0938] .k 3-[ A3 [[(R)-2-[[[3- A3 -4-(2,2,2- =H LA ) 2-mkme gt ] /f
5] WHBEEEAE J-1H- 2R JFRmMe —1- 38 ] B0t 1 &6 ] TAE -1, 2- IR XU IR G

[0939]

e
)

H,C

[0940]  FEUK/KAENT, XL ( =& FE) WIRES (0. 59g) MV HS I (20mL) HZ i
TINIERE (0. 49mL) (¥ VY EUMERE L (ImL) o 7EVKAKVAEIF Bide 30 2380 )5, IMATE S5 St
] 47 ISR — 2K 3- ( IR IE ) TAEE -1, 2- “REXURIRES th R & (1. 71g) « B
=M% (0. 84mL) [FPU MRS (ImL) , V&AWL = P HiHE 3 /NI o IR IKRAE ) » R AR
YR I K GomL) , JEA M 28 2.1 (50mL) AH. LR ZE)E HBAEhK (50mL) ¥k,
TR BR BT o 122 VR IR AR, W i RV fe T D9 &g (20mL) 1o A (R)—2-[[[3-F
5 -4-(2,2,2- ZFCHEIE ) —2-mbwe 5L ] AL ] WERAIESE 1-1H- Z50Fmkme (1. 53g) « — 4%
(1. 16mL) F 4- L FENENE (EAHE) IBEWE 60°C FHiF . WEKRYE S, M
A Ak GomL) , IREWH 4/ 88 (50ml) AL 4 LH8Z FE kK (50mL)
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Pk, TE/KBRBREET 1 o DR IRYA 5 » R AR Yim ik el M ik A (i itk (FH R Ol - Ok
=1 : 2851 Lyl BB s aI0 e REA RS S (1. 429)

[0941]  '"H-NMR(CDC1,) :1.28-1. 34 (6H,m),2. 22 (3H,s), 3. 07 (3H, bs) , 3. 42-4. 60 (10H, m) ,
4. 85-5. 08 (2H, m) , 5. 30-5. 42 (1H, m) , 6. 62-6. 64 (1H, m) , 7. 37-7. 42 (3H, m) , 7. 80-7. 83 (1H,
m) ,8. 32-8. 35 (1H, m) »

[0942] & RS 46

[0943] 2-[[[5- A4 3k —2-[[(4- P4 5 -3,5- — M 2L —2-mbmg 2 ) A 3L ] 0 7k W
5 ]-3H- BRMEJF [4,5-b] mibie —3-3& 1 BREE 1 (3L ) &3 ] &5 3- SURFIRER

[0944]
N0
H.C \I \>—S/ N=

o

Cl

[0045]  FEUKIKAHITR, I ( =& E) BxIREE (0. 194g) I VY SAMRI A E (TmL) HH &
FIINAERE (0. 162mL) [ PYEIRIGEE (ImL) o FEVKZKYAHI T BERE 30 20805, IANTES %
S 7 IS RI 2- (PRI ) 4 - AR TR IR R (0.508) , B IMA = L%
(0. 279mL) I PYS PRI (ImL) , VA W)AE S N HEEE 2. 5 /N o IR 5 > W ik
IIAIK (15mL) , RE Y H 41 LT (50mL) L. LR L B5 = HMAER K (15mL) Heidk, oK
TR EE T o PR IRYA o, B iR R iR T VU &M (10mL) o M2 B JP-A-63-146882
FR 1) 7 e AR B 5- FIAREE —2-[[(4—- A4 —3,5— I3k —2-mkme e ) A3 ]
Pl e 3 J—1H- K M3 [4,5-b] MLRE (0. 445g) « = Z & (0. 357mL) F1 4— — I L a8 Kotk ng
(0. 012g) , IR A WAE 60°CHEFE 14 /Do WK )G, MEERYF IAK (30mL) , A H
BB 2T (T0mL) 2B, LR ZBE)JZ FBAEIK (20mL) PRk, AR BREE T, WIEIkYE
J& s B ARYEE ERERA E AL (AR AES - Cht=1 @ 285 1 @ 1 ¥l ) 153
NI TLE RE R IR AL G (0. 360g) .

[0946] 'H-NMR(CDC1,) :2.21(3H, s),2.23(3H, s),3.32,3.38( 4% 3H, s),3.72(3H, s),
3.81(3H, s),3.92-4. 09 (2H, m) , 4. 50-4. 73 (2H, m) , 4. 87 (1H, d, ] = 13. 4Hz) ,4. 94 (1H, d, J
= 13.4Hz),6. 77 (1H,d, ] = 8.8Hz) , 7. 36 (1H,m) , 7. 52 (1H,m) , 7. 80-8. 03 (3H,m) , 8. 20 (1H,
S) o

[0947] & R SEifs) 47

[0948] 2-[ I [[2-[[[3- Fk —4-(2,2,2- = I )—2- mbrg It ] A ] WREE:
5 ]-1H- ZRIFmkme —1- 56 ] BREE ] &K ] SR LR
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N0
<I\>—s’ N=
N
50
HC—N HE 0
2 ‘XF

FF

[0949]

0
o=

CH,
[0950]  FEUK/KVAHIN, A ( =& ) TRIEREE (0. 582g) MIPYSMKIEE (20mL) A&
T ANAMERE (0. 485mL) HIPUEMRMAE (ImL) o EUKAKARHI I HERE L /NG, IMAAES 2558
Mafs) 2 AR 2- ( FEEREE ) L CREEERIRER (0.922g) «» B = L% (0. 84mL)
VSRR (ImL) , VB S WLESIE N RCRE 2.5 /NI R IRYE 5, %A A In A K
(40mL) , VB G L2 L W5 (80mL) % L. LR LWR)/Z A 7K (25mL) Peik, Jo/Ki g
BT WA S, ik R iEid TV &M (15mL) F1. A 2-[[[3- P2 -4-(2, 2,
2- R AR ) 2 mbme 2k ] AL ] W AEIEAE 1-1H- ZRIFIRME (1. 10g) « = &% (0. 84mL)
A 4- ZFEEZFEMERE (0. 036g) , TR EGHAE 60°C T HiH: 4. 5 /o RIS, MR RD) T
IIAIK (40mL) , VR G L2 L5 (80mL) 2L . LPR LBRJE AT EE /K (30mL) JE¥k, oK
BT IR e, PRl e A (a4t (R KR @ Ski=1 @ 1.5
2 1 LYE) 1928 BB ARG EY) (1. 18g)
[0951]  "H-NMR(CDC1,) :2. 10 (3H, s),2. 24 (3H, s),3. 09 (3H, bs),3.60-4. 00 (2H, br),
4. 25-4. 50 (2H, m) , 4. 38 (2H, q, J = 7.8Hz),4. 84-5. 18 (2H, m), 6. 64 (1H, d, J = 5. 6Hz) ,
7.36-7. 48 (3H, m) ,7.85(1H, d, ] = 7.8Hz),8.35(1H, d, ] = 5. 6Hz) .
[0952] & RS fs 48
[0053] &k 2-[ FRZE [[(R) —2-[[[3- A% -4-(2,2,2- =5 L% ) —2- mbmgdt ] 3L ]
VPR EESS 1-1H- ZRFEmkme —1- 36 1 FR3E ] &I ] LSRR AR
[0954]
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[0955]  # (R)—2-[[[3- A1 & —4-(2,2,2- = f & S ) —2- b mg 25 1 A9 566 ] 0 Fisd ik
e J-1H- Z5FFmkme (130g) = ZH% (63. 8mL) 4- —FIBEEFLALNE (0. 86g) LK 1FE S 2% S
) 34 PG RN L3 2- [ (5 ) (3L ) 22 ] ZFEmRIRER (84. 8g) MIVYE R (813mL)
WEWATE 45-50°C T ke 18 /NI o RMVIRG WIS, M5 RP)H IAIK (300mL) , B4
VM IR LB (T00mL) AHL . LFR LM 2 R ER7K (300mL) WEV 3 %, A JC/K i iR 8k
(130g) FIIEMERK (13g) o VRAWERIE NHIFE 30 /2 8PIFid 8. JEWIRIIRYE , B ik R
T & = % (0.49ml) [ = 4B (600mL) 1, R E WL KR DG. HEER FRDEMN
Ko /HF)TH?'JE’J/E%%F%@?/\% LN (2. 45mL) [ LHEE (200mL) 1, SR JEFEVKKISHIR
B MAK (120mL) o 8 ik gERCEENT H 1 45 5, VKRB EI O - K (RRRLEE T 1,
150mL) Pk =R, TR 28 O R bRk &4 (172, 2g) «  'H-NMR(CDC1,) /R 57F
A L] 14 F A3 B4 A Y0 AR IR ]

[0956] A S tfsl 49

[0957] 2- ZARFEZHE 2-[ BE [[(R)—2- [[[3 I -4-(2,2,2- =H LHEFEE ) —2- g

BT L) RABEAE 1-10- ZIF0kmE —1- 36 ] Bt ] &k 1 LA IR IR
[0958]

H,C

[0959]  FEUK/KAENT, XL ( =) WIRES (0. 43g) MIPUE RIS (20mL) A5 i
TINIERE (0. 35mL) (¥ PYEUMERE L (ImL) o 7EVKAKVAEIF Bide 10 230805, IMAAES 5 St
] 48 FAF RN 2- LA FE LI 2- ( PIAKE ) LHWIREG IR EE (0. 82¢) . B IMA =4
fiZ (0. 60mL) [ VUMY (ImL) , VRS WAL =30 N Hide 3 Ko R IRAa 5, i a1
AJK (50mL) , V&AW LR W5 (50mL) ZHL . LR LWE)ZH] 0. 2N 2R (20mL) Al 2k 7K
(50mL) PE¥R, TLARKBRER BT 1% 2RI, ¥ e RS ff T V9 &M (20mL) e A
(R)—2-[[[3- A2 -4-(2,2,2- = LAEE ) —2- Mbmg 2t ] 3 ] WRRWESE 1-1H- ZRFFmKme
(1. 11g) « = &% (0. 63mL) F 4— — FEEZFEMERE (0. 037g) , TR GWITE 60°C F it 6 /T,
TEMSCIRAERE 11 /N o SR IRAG S, TR P I K (50mL) , RGP H £ 18 L (50mL)
. LR CWRIE MWK (50mL) YW, oK BREE T8 . YR IRYE o , Tl pid ik i
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MEREI A IR Ail (HZBR RS . Cfi=3 © TRGLBAE: : Chi=7 : 3¥eM) 153
N BT E R RIS AL A (1. 39g) .

[0960] 'H-NMR(CDC1.) :1.19(3H, t, J = 6.9Hz),2.23(3H, s),3.09(3H, bs),
3.40-4. 20 (2H, br),3.53(2H, q, J] = 6.9Hz),3.63-3. 69 (2H, m),4. 27-4. 34 (2H, m) ,
4.39(2H, q, J = 7.8Hz),4.47(2H, m),4.80-5. 20 (2H, m) ,6. 65(1H, d, ] = 5.6Hz),
7.30-7.52(3H, m),7.84 (1H, d, J] = 7.5Hz),8.35(1H, d, ] = 5. 6Hz) »

[0961] & RSt 50

[0962]  3— FI4E AL 2-[ 3L [[(R)—2-[[[3- 3L —4-(2,2,2- = A IE ) -2 mhmg 3t ]
A ] WRABER: 1-1H- FFFmkme: —1- 55 1 IR3E ] & 1 LR IR R

[0963]

H.C
[0964]  FEPKAKYRHIT, A (=S F2E) BRI (0. 53g) (¥ VUSRI (20mL) H & i
DINIERE (0. 44mL) [ PYSRAE R (ImL) o FEUKKVAHE R HidE 5 20805, INATES % St
1) 49 HAF R (1) 3- AR IE N 2- ( IR AE ) CAEMRIRIRERIR HL (0. 82g) o« BRI I = L Ji%
(0. 75mL) I VYEMEREEE (ImL) , V&AW Z I R HRE 1 /N o ORIREA S, IR
AJK (50mL) , V&AW 18 £ B5 (50mL) PEdk. LR LBEZ M 0. 2N Zh[R (20mL) FIH R #hK
(50mL) Peige, TKMIEREE T o 1R Aa , ik RV i T DU A (20mL) o IIA
(R)—2-[[[3- A2 —4-(2,2,2- =H LA ) -2 mbme skt | 2k ] WRARESE 1-1H- ZRIFukms
(1. 11g) « = &% (0. 63mL) F1 4— — I SEMERE (0. 037g) , IR GWAE 60°C T it 6 /NI,
LR T 6 /Mo R IREE S, R PITH InAK (50mL) , RGP LR L BE (50mL)
W, LR ORI HM A K (50mL) YEV, Tk R T R4 5, S R V)3 L il
PERERFE IS (FHCBROER  Chi=3 | TG CBRAER - Chi= 17 © 3¥EML) . A
LTRSS AR R G A B AR R AR AL A (0. 708)
[0965] 'H-NMR(CDCL,) :1.94(2H, T & U§, J = 6.2Hz),2. 23 (3H, s),3. 09 (3H, bs),
3.31(3H,s),3.40-4. 20 (2H, br) , 3. 44 (2H, t, ] = 6. 2Hz) , 4. 25 (2H, t, ] = 6. 5Hz) , 4. 38 (2H,
q,J = 7.8Hz) , 4. 44 (2H,m) , 4. 80-5. 20 (2H,m) , 6. 64 (1H, d, ] = 5. 6Hz) , 7. 35-7. 48 (3H, m) ,
7.83(1H, d, J = 7. 8Hz),8. 34 (1H, d, ] = 5. 6Hz) »
[0966] A R SEEH 51
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[0967] 2-[ AIZE [[(R)—2-[[[3- ¥ -4-(2,2,2- =F LA ) —2-nkmedE ] 3L ] Wik

Bt J-1H- ZRIFBRME —1- 5 ] Bk ] 23t ] 56N, N- AL H 2 IR R
[0968]

HLC—N H.C 0
—XF
2 FF
0
0%
HC—N,
CH

3

[0069] i AEZ % SEitif] 50 AR N, N- TR HE R 2- (MEEE) i _Hmit
(1. 06g) A Z VYRR (40mL) 1, VGBI R 21, [ H A m A ( =2 %) iRk
(0.77g) o FEVKKTARHG, B MA =% (2. 1Tml) W PUERREWR (5nl) , IR G W1 E
ISR PEFE 3 /N o 1 B RS M A, I\ 288 2058 (80mL) o VR &I vA /KA ZI IR R A
IR (B50mL) FIAIER K (50mLx2) YV, TKIRIREE T4 o %2R IR 4s , F iR RYHS
fift VUSRI (20mL) 1o A (R —2-[[[3- & -4-(2,2,2- =LA ) 2- ke ] A
B ] WREEEIE T-1H- 2K IFmkmMe (1. 11g) « =M% (0. 63mL) I 4- —FIFEEIEALRE (0. 037g) ,

IREYAE 60°C T HiHE 6 /NN, fEEIE THERE 3 Ko A 4- ZHFELZFEMENE (0. 037g) , 1RA
WAREAE 60°C T HiHE 6 /NI JRIRAT G, MRV I BRBRE W KA (50mL) , TR G
Y R s (50mL) ZEHL. LR OERIZ AR K (50mL) PE¥k, T/KBRIREET 1. Wk
Wdi I, A i E R IR AR A AL (FHZRAHE © Chi=1 © L RIG LR LHE
B D CBROEE=1 ¢ 19¥EM) o H = CBRE 45 15 208 T ERBA IR L5 (0. 41g)

[0970]  '"H-NMR(CDC1,) :2.23(3H, s),2.35(6H, s),3.08(3H, bs),3.21(2H, s),
3. 50-4. 20 (2H, br) , 4. 38 (2H, q, J = 7. 8Hz) ,4. 44 (2H, m) , 4. 80-5. 18 (2H, m) , 6. 64 (1H, d, J
= 5.6Hz),7.36-7. 48 (3H, m) , 7. 84 (1H, d, | = 6. 9Hz) ,8.35(1H, d, ] = 5. 6Hz) »

[0971] & St 52

[0972]  S-[2-[ A% [[(R) -2~ [[[3 Ik -4-(2,2,2- = LHEE) 2-mtng AL ] 2k ] W

REEE e J-1H- ZRIFRME —1- 2 ] il ] 2k ] 23 ] QLR le
[0973]
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[0974] HHAESHSLHER] 51 HAARI S-[2- (RERE) & ] MR OB (0. 758)
Az VS (3omL) o, VEBEWHF R ZI, m A A ( =& ) IRES (0. 66g) .
AIKAEG, BRI = Ll (1. 85mL) I PYSE MR (10mL) , VR A WITEVKKA HIF Hide
30 43P, TEPERR AT H RIE R, MBI LR LBE (50mL) o VR-E R UK/KA 11K 0. 2N
g (20mL) FLFIERK (BOmL) Peigk, LK R EE T 15 . 1% 2R IR YA, ¥k RV R T 1Y
MR (20mL) o AN (R -2-[[[3- I —4-(2,2,2- = H LHIE ) —2- ipme st ] 3 ]
VPRI 1-1H- Z5FFBKME (0. 96g) « = L B% (0. 54mL) Fil 4- — FIFEZIEMEmE (0. 032g) , R A
YITE 60°C N HiFE 6 /NI, ZES R FHERE 8 /NI o IR GE ), AR A K (50mL) , VB
GYH G ClE (GOomL) FHL. L8 LlEE WA EE K (50mL) YEE, LK BT 4. Ik
ARG, e Rl AR (b aidk, CRHHAE @ Cfe=3 © TGN - 2ki=7 © 3
Vel ) #3300 s e R AR KPR E &4 (1. 19g)

[0975]  'H-NMR(CDC1,) :2. 23(3H, s),2. 34 (3H, s),3. 10 (3H, bs) , 3. 22 (2H, t, ] = 6. 6Hz),
3.67(2H, m),4.38(2H, q, ] = 7.8Hz),4.80-5.20(2H, m),6.64 (1H, d, ] = 5. 7Hz),
7.35-7.50 (3H, m), 7. 83 (1H, d, ] = 6. 9Hz) ,8. 35(1H, d, ] = 5. THz) .

[0976] & i SEfs] 53

[0977]  &F& 2-[2-[ F& [[(R)-2-[[[3- & 4-(2,2,2- = LI ) —2-meme k] A
5] RABESE J-1H- ZRIFmRme —1- 3% ] BRIE ] (3L ] O ] SRR

[0978]
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y,

[0979]  FEUK/KAENT, X ( =S FEL) RN (1. 19g) MIVYSMIE A (40mL) iz i
IIAERE (0. 95mL) [ PU SRR (2mL) o 7EVKIKAEITNHiHE 30 20805, INAAE S5 5Lt
% 52 PRI L5 2-[2- (FEER ) A ] CHEREEHRIRE (2. 738) « BIMA =&
fi (1.68mL) VU RIE (2mL) , R G WIFE S FHiRE 3 /N o YR IR%d )5 kR o
B AK (100mL) , V&AW H 418 L BE (100mL) 2K L8 L6 2 AT EL 7K (100mL) P,
TARBRIR BT IR T, B RS T D 2 (4omL) Fo A (R)—2-[[[3-
I -4-(2,2,2- =R AL ) —2- mEme gt 1 FIE ] WREIEAL 1-1H- 2R IFBKME (2. 80g) « = L fi%
(2. 1mL) 14— — ALk (AL &) , IR AWLE 60°C TR RIS, 5%
AP INAIK (100mL) , V&AW 4/ 285 (100mL) #EH. ZFR ZFgZ AR (100mL)
Ve, KR BREE T o WRIRYA 5 , F R IB kB ek A (i alidk (FH QR OlE - Ot
=11 28805 1 ¢ Ly 133080 R E R RAs S &4 (2. 192) .

[0980] 'H-NMR(CDCI1,) :1.28(3H, t, J] = 7.2Hz),2.24(3H, s),3. 10(3H, bs),
3.38-3. 80 (6H, m) ,4. 18 (2H, q, J = 7. 2Hz) ,4. 27-4. 34 (2H, m) ,4. 38 (2H, g, J = 8. 4Hz) ,
4. 83-5. 30 (2H, m) ,6. 65 (1H, d, J = 5. THz) , 7. 35-7. 50 (3H, m) , 7. 84 (1H, d, ] = 7. 8Hz),
8.36(1H, d, J] = 5. THz) .

[0981] & s iifs) 54

[0982] £k 2-[ 4L [[2-[ & [[ (R -2-[[[3- A& -4-(2,2,2- = LEIE ) —2- mpme
S]] WML 1-1H- ZOJF0RME —1- 2R ] PRt ) A ) OFE ] A ] & ] oK
TR R I

[0983]
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Ssade
NN\ /

o)

HzC—N HsC
2 F

F F
o)

—

N —— CHgy

o]

o

Q

H3C
[0984]  FEVKIKIAHITR, AL ( =5 ) BKIRES (0. 59g) KV MRIREE (20mL) 2%
BIAIEERE (0. 49mL) [ PU SRR (ImL) o £EVKZKYAEI N HidE 30 20805, INAAE S5 SKit
% 53 3R 58 2-[ 3 [[2- ( EREA ) LA ] Bt ] &5 ] SE KRG h IR #h
(1.71g) o BN =N (0. 84mL) FIVYSIRIE IR (ImL) , VRS WIFE W T HEE 3 /N
RIS, MERRPTH K (50mL) , V&G LR L BE (50mL) 2. LR L8 J2
HIEEZK (50mL) PRV, oK B R BT o 4 JE R IRAR , B iR R v i T DU SR (20mL) 1.
oA (R)—2-[[[3- A 2E -4-(2,2,2- = LA ) —2- mbme 26 ] 2L ] Wime st 1-1H- 2K
FEBKME (1.59¢) « = L% (1. 20mL) F 4- L FEmtne (AL E) . IREGWLE 60°CHiH:
R WERGE)G, MR IAK GomL) , JBEYH LR 488 (50mL) 2L, LR LHEE
JZ AR K (50mL) Prigk, TEARMEREE T 1. Wk Ha IR 45 J5 , 5 A% V38 iok Aol P ek Jie A (2 3 4
th (HZBRZEE : Cki=1 : 2R 1 ¢ 1 ¥ES ) 15304 8 06 T & K B AR AL & )
(1. 62g)
[0985]  'H-NMR(CDC1,) :1.24-1.31 (3H, m), 2. 24 (3H, bs),2.97-2. 99 (3H, m) , 3. 10 (3H,
bs) ;3. 55-3. 58 (2H, m) , 4. 09-4. 50 (10H, m) , 4. 88-5. 08 (2H, m) ,6. 65 (1H, t, J] = 5. THz),
7.36-7.48 (3H, m) ,7.85(1H, d, ] = 6. 9Hz),8. 36 (1H, d, ] = 5.7 Hz),
[0986] A . SEtfs) 55
[0987] &3 2-[[[5- %I —2-[[(4- A4 AL -3,5- ZFAE —2- mbmeg 2 ) A2E ] Ml
55 ]-1H- ZRIFmEme —1- 2 ] BREL ] (L) &0 | SRS
[0988]

113



CN 101884629 B OB B 112/140 T

g
" \ /"

0
OCH
HaC—N HC 3
6]
O %
<O
CHa

[0989]  FEVK/KVAENITR, MR ( & HFE) ERKE (0. 291g) HIVYAPRAH M (10mL) HiE
W IAIERE (0. 243mL) [P S PRIE I (ImL) o fEVKKAREN T HEHE 1 /NS, INALE S
SR 14 PRI LFE 2-( PRI ) LFERIRERE IR L (0.5518) » BRI IMA = L 1%
(0. 418mL) [ PYS MRS (ImL) , VA WPE S8 FHEHE 2 /NI o OB IR 48 5 AR R
AK (15mL) , VAV H LR LB (50mL) % H . LR LWsZ MR #h/K (15mL) $Ev, Jo/K
BB TR o VIR A I, W R T VY R (10mL) 7o NN 65— A4k —2-[ [ (4- A4
H5-3,5- AL -2 mbmEdL ) AL ] WREELES 1-1H- 2R HFeKMe (0. 817g) \ = & Ji% (0. 661mL)
M 4- — ELE I (0.012¢) , VRS WILE 60°C FHih: 12 /Mo W IR4GE 5, 15 R
AJK (20mL) , VREWH SR W5 (B0mL) ZHL. LR Lle)= M AER K (15mL) Pk, JoKai
FREET R URIRYA G, b R B B A A (e itk (HCRAHE © k=1 @ 2.8
Ja 1o LER) 3314 T8 T BAR AR AL AR £ 2-[[[6- A4k -2-[[ (4- FF
L -3,5- I —2- ke ) AL ] WREEEAE 1-1H- ZOFRRM -1 25 ] AL ) (L)
RAH ] CHEBREEN 3 ¢ 2REW (0.92¢) .

[0990] 'H-NMR(CDC1,) :1.27-1.34(3H, m),2.10-2.30(3H, m),2.23(3H, s),
2.99-3.23(3H, m) , 3. 40-3. 85 (2H, m) , 3. 69 (6/5H, s),3. 71(9/5H, s),3.86 (6/5H, s),
3.88(9/5H, s),4. 14-4. 25 (2H, m) , 4. 38-4. 60 (2H, m) , 4. 82-5. 06 (2H, m) , 6. 92-7. 08 (7/5H,
m),7.33(3/5H, d, ] = 9. 0Hz) , 7. 66 (1H, m) , 8. 21 (1H, S) »

[0991] & R SEtifs) 56

[0992] 2-[[[5- A& 5k —2-[[(4- A5 5 -3,5- — A AL —2- mth g 6 ) AP 5L ] 0 Fiff Ik
55 ]-1H- ZRIFmEme —1- 3 ] BREL ] (2R3 ) & ] CH ORI

[0993]
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HaCQ \>* /
>=— .

2

CH3
[0994]  FEUKIKIAET, X (=& I ) FkERHEE (0. 291g) M PYSMRIRHE R (10mL) " i
IIAERE (0. 243mL) (K PYEPRIEE (ImL) o FEVKIKAENTHiH: 30 738G, MALES 5L
W5 27 TSR 2- 2Kk L3 LTRBRER R #h (0. 647g) » B = &% (0. 419mL) 7 PUS
WM (ImL) , R A WTEEMR FHCRE 3 /DI RS 5, ERRY A K (20mL) , V8
WM CIR ClE (B50mL) ZH. LPR LMgfa gL /K (16mL) Peidk, KBRS 15 . ik
FRWGE T, BRI R T VIR (1omL) o A 5 & IE —2-[[(4- P53 -3,5- =
3L —2- mbmE 5k ) AL ] R IE 1-1H- 2R IFpK M (0. 829¢) « = &% (0. 669mL) Hl 4- —
FRILZAEMERE (0. 012g) , VR GWITE 60°C FHiHE 14 /NN RIS I » W B Py v n A K
(40mL) , VR EWH LR CBR (80mL) 2. LR LWE)/Z I uAEh/K (15mL) JE, Jo/Kh Bk
T R IRAR T, R B e A s Atk (SR SHE - Chi=1 @ 2%M) 19
B4 AT E TR AR AL SR 2- [[[6- 4k —2- [ [ (4- 42 -3, 5- gk —2- it
WESE ) AL ] WEMEIESE J-1H- ZRFmkme —1- 5 T P38 J (K3 ) & ] CMRABRER 1 & 1
BEY (1.10g)
[0995] 'H-NMR (CDC1,) :1.99 (3H, s),2.19(1.5H.s),2.21(1.5H, s),2.25(3H,
s), 3.70(1.5H, s),3.71(3H, s),3.78(1.5H, s),3.84(1.5H, s),4. 15-4. 56 (4H, m),
4.74-4.80 (1H, m),4.91-4. 98 (1H, m), 6. 83-6. 91 (1. 5H, m) , 7. 04-7. 19 (3. 5H, m) ,
7.25-7.53(2.5H, m),7.51 (0. 5H, d, ] = 8. THz) , 8. 25 (1H, s) ,
[0996] A R SEitfs) 57
[0097] &3k 2-[[[(S)-5- %L —2-[[ (4- &HZE -3,5- ZFEL —2-mkmg L) 3k ]
FRARETES 1 —1H- ZRFmkme —1- 2% ] BREE 1 (&) &3 ] SRERIRMS
[0998]
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[0999] [ it HHIATE H A LR Hid PCT K87 2 1 A 10-504290 4 R SEjife] 1 A ) 7732
EI) (S)-5- 4L —2-[ [ (4- 4L -3, 5- L —2— ntbme ik ) A3 ] W RRIEESE 1-11- 2%
FFmkmMe (1. 34g) MIPUEMEREHEH (10mL) HH I ANFE S5 SCiif] 34 A3 2 2% 2-[ (&K
) (3L &I ] ZFEBIRIE (0. 9mL) « = Z % (1. 08mL) Fl 4- — FIFLEIEMLIE (0. 010g) ,
REWAE 60°C T HiH: 6 /Do RIS E, MRV INAIK (3oml) , V&GV H L LR
(50mL) ZEHL. LR LWEZE MK (15mL) Phigk, TT/AKBREREE T . WUEIRYE 5, b
B A AL (RS : Cht=1 © 24RJ5 1 ¢ 1P BRI ET
SE T PR I bR AL A R 3% 2-[[[(S) -6- 4k —2-[[ (4~ F4SE -3,5- —FFk —2- 1t
WESE ) AL ] ERAIEIE 1-1H- Z5JFmRme —1- 26 1 3 1 (3L ) 20t ] SEEmmREEI 3 & 2
REY (0.92¢) .

[1000]  'H-NMR(CDCL,) :1.25-1. 34 (3H,m), 2. 10-2. 30 (3H,m) , 2. 23 (3H, s) , 2. 99-3. 23 (3H,
m) , 3. 40-3. 85 (2H, m) , 3. 69 (6/5H, s),3. 71 (9/5H, s),3.86(6/5H, s),3.88(9/5H, s),
4. 14-4. 25 (2H, m) , 4. 38-4. 60 (2H, m) , 4. 79-5. 05 (2H, m) , 6.92-7. 08 (7/5H, m) , 7. 33 (3/5H,
d, J =9.3Hz),7.65(1H, m),8. 21 (1H, S) »

[1001] & RSEitfs) 58

[1002] &% 2-[[[2-[[[4-(3- AL NA L )-3- F L —2-mbwe 5 1 728 ] T % Bk
55 ]-1H- ZRIFmEme —1- 36 ] BREL ] (L) &0 | S mIRER

[1003]
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[1004]  FEVK/KIAEITR, A ( =& HFE) mEREE (0. 291g) HIVYAPRRH I (10mL) &
W IAIERE (0. 243mL) PSRRI (ImL) o FEVKOKAHI T BERE 30 43805, IMATES%
SCHED] 14 PAERI L5 2- (AR ) CEMMREREhIREE (0.551g) » BIMMA = L%
(0. 418mL) [ PYS MR HS I (ImL) , VA WITEZIE FHEHE 2. 5 /DI o IR IRSE 5, R+
IIAZK (15mL) , &GV L8 LB (50mL) ZEHL . LR L Ws = AN ER /K (15mL) Pk, JoK
TR BT 1 o IR IRGA T » s e R A T DU AW (1omL) o A 2-[[[4-(3- N
) -3 FIEE 2 mbmE st ] FAE ] RAMESE 1-1H- ZRFFIKME (0. 723g) « = L (0. 528mL)
14— — FELEUIEALIE (0. 012¢) , IR EMIAE 60°C FHEHE 17 /Nt o WURIRYE 5, vk R
IIAZK (40mL) , VRS LT8R L (80mL) ZH. LFR LWRJZ AT ER /K (15mL) BEE, JoK
WRIREET 1. WUEIRGE 5, TR AR Y E T M A i etk (R OHE - Ski=1 © 2
Vel ), FE AT itk (B AHE © Chi= 1 ¢ LRIGZM ERER ) B35 L
e ERERIFR S &9 (0. 44g)

[1005] 'H-NMR(CDC1,) :1.31(3H, t, J = 7.1Hz),2.05(2H, m),2. 18(3H, s),3. 08 (3H,
bs),3.34(3H, s),3.54(2H, t, J = 6. 1Hz),3.61-4. 01 (2H, m),4. 08 (2H, t, J = 6. 3Hz),
4.21(2H, t, J = 7. 1Hz) ,4. 38-4. 54 (2H, m) , 4. 81-5. 12 (2H, m) ,6. 68 (1H, d, J = 5. 6Hz) ,
7.34-7.48 (3H, m) , 7. 83 (1H, d, ] = 7. 8Hz),8. 27 (1H, d, ] = 5. 6Hz) .

[1006] & R SEitfs) 59

[1007]  2-[[[2-[[[4-(3- FEEENELE ) -3- F —2-npngdt ] FE ] W ]-1H- 2K
FRmRme —1- 28 ] BRI ] (KAL) & ] CHE ORI

[1008]
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[1009]  FEVK/KIAEITR, M ( &) mEREE (0. 291g) HIVYAPRRH M (10mL) Hi&
W IAIERE (0. 243mL) FIPYSREI (ImL) o FEVKOKAHIFBERE 30 43805, IMATES%
SEHER) 27 AR 2- % L LREER IR £ (0. 647g) o B I = L% (0. 419mL) VY
SR (ImL) , R G WAESIE FHIFE 3 /AN JRIRSE 5, MR RPH ImAZK (20mL) ,
REVH LR LBE (50mL) ZH, LR WsJZ A ER/K (15mL) Jevk, oK R BT
WEIRGE 5, B RV T IO SR (1omL) e i 2-[[[4-(3- AEEREIL ) -3- /7
e —o-mEmE L ] UL ] WREEEIL 1-1H- Z5IFmkMe (0. 877g) « = 2% (0. 641mL) F1 4- — %L
ZFENERE (0. 012g) , TREWIAE60°C N HLHE 16 /N o sk e 5 » ARV H INAIK (40mL) ,
REWH L1 L5 (80mL) 2B . LR LBE)/Z I MuAER /K (15mL) YV, JoKBIREE T4 o K
JRIRAE G He RV B R AR ek Atk (SR AHE © k=1 © 2 M) , FrhEieAE
kgt (H S8 CREVENE ) 1328 ot 0 E T BAA AR A5 (0.93g) .
[1010]  'H-NMR(CDC1,) :1.99 (3H, s),2. 07 (3H. s), 2. 19(3H, s), 3. 35 (3H, s) , 3. 54 (2H, t, J
= 6. 2Hz) ,4. 09 (2H, t, ] = 6. 2Hz) , 4. 14-4. 40 (4H, m) , 4. 80 (1H, d, J = 13. THz) , 5. 00 (1H,
d, J = 13.7Hz),6.71(1H, d, J = 5. THz),7.03-7. 34 (7H, m) , 7. 38 (1H, m) , 7. 65 (1H, m) ,
8.32(1H, d, J = 5. THz) .
[1011] & pEksLifs 60
[1012]  2-[[[5-( — R A 4R B )—2-[[(3,4- — HI 4 K —2—- b mg 2 ) A9 2L ] W0 7 ik
S ]-1H- RIEmRmMe —1- 58 ] 3REE 1 (3 ) &3 ] K SRS
[1013]
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[1014]  FEUOKAEIT, WA (=P E) BIRES (0. 174g) [FVU SIS (SmL) 1 &%
BINIEERE (0. 146mL) VUSRI (1mL) o TEUK/KIAETRHERE 1/, INNAE S 25 5t 1
14 R O3 2- ( R ) SHERIRIE HhER 2R (0. 330g) « B MIA =& & (0. 250mL)
IV SRR (ImL) , VR A WAE W SRR 3 /AN o WUR IR o, I 54 I A K
(10mL) , V&AW LB LB (30mL) EHL, LFR LHE)Z WA ERZK (10mL) %, Tk iR E:
T PRI JG , BRAREEETVU ZRI (8mL) e NN 5-( g 4 AE ) —2-[[ (3,
4- ZFAEEE —2- mEmE S ) IR ] EMEEESE 1-1H- ZRIFRKkME (0. 432¢) \ = 2% (0. 279mL) F
4= Z R IEEFENERE (0. 008g) , VRAWIAE 60°C R I 17. 5 /N o P HIRYE I » [ ER AR
AZK (20mL) , VREWH £ L1 (50mL) ZHL . LR L 182 e fn R /K (10mL) $E%, Jo/KHi
PREET M. WRIRYA 5, bR R B B e AR (it itk (AR OB © Cfi=1 © 28R
Jal o LRl ARG (OB ARE : Chi=2 @ 1RGSR OBEVEN) 153
R ST E T R bR B A A 2-[ (16— ( a4t ) —2-[[ (3,4- —F4 L —2- ik
WERE ) AL ] WERAEEIE 1-1H- ZRHFmRme —1- 56 ] BRIE ] ARSI ] ZHRR BRI 1 2 1
BAEY (0.09g) o

[1015]  'H-NMR(CDC1,) :1.31(3H, t,J = 7. 2Hz) , 3. 06 (3H, s) , 3. 42-3. 98 (2H,m) , 3. 87 (3H,
s),3.90 (3H, s),4.21(2H, q, ] = 7. 2Hz),4. 36-4. 54 (2H, m) ,4. 90 (1H, d, J = 13.2Hz),
4.98 (1H,d, J = 13. 2Hz) ,6. 54 (0. 5H, t, J = 73. 5Hz) , 6. 61 (0. 5H, t, J=73. 5Hz) ,6. 78 (1H,
d,J = 5.3Hz),7. 15-7. 25(1. 5H,m) , 7. 44 (0. 5H, d, ] = 9. OHz) , 7. 59 (0. 5H, s) , 7. 80 (0. 5H,
d, J =9.0Hz),8.17(1H, d, ] = 5. 3Hz) .

[1016] A R SEitfs) 61

[1017]  2-[ A& [[(R)-2-[[[3- A3 —4-(2,2,2- =H OHEIE ) -2- mkrg ke ] A3 ] WhH
WAL ] —1H- ZRJFmkme —1- 58 ] Bt ] & ] &2 1- AEREIRIE —4- RIR NS

[1018]
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[1019]  KAE S50 54 AR 1- FIENRNE —4- FRIR 2- ( PRI ) LBE - 2hi
#h (0.98g) AR VISR (50mL) H, VEEWHHE A 2, mH AP IAX ( =2 FE) BIR
Big (0.53g) « UKAKVAHG, BN = 1% (2. 01mL) [ PYSRRRG AT (50mL) , VR G YIEE
IRNBEEE 3 /NI NN LR LT (100mL) , Y440 B B U M /K W (100mL) A 1 £k 7K
(80mL) WEW, Tk R EE T8 . 12Uk 4, e RS AR T VU A (20mL) e A
(R)-2-[[[3- A3 -4-(2,2,2- =H LA ) -2 MEmedt ] 2 ] WRABESS 1-1H- ZFFmkme
(0. 74g) « = &% (0. 56mL) Fil 4- —FEEZFEIERE (0. 049g) , R AYILE 60°C FHIFEEIA . ik
JERYE 5 AR A INNTRBR EVN KR (50mL) , RG] 2R 41 (50mL) AHL. PR
Llg)ZE AR K (B0mL) Peidk, LK R BE T4 . IR IR i J5 , Bl AR 400 38 i P Ak JI A €5
AL (OO - Cht=7 © 3G LRI TR | ZBOBE=1 © 198Eh) 13
B 0y B ST E TE R IAR AL S (0. 788) .
[1020]  'H-NMR (CDCL,) :1.65-2. 05 (6H, m), 2. 23 (3H, s),2. 25(3H, s),2.24-2. 38 (1H, m) ,
2.75-2. 85 (2H,m) , 3. 07 (3H, bs) » 3. 40-4. 10 (2H, br) , 4. 38 (2H,q, J = 7. 8 Hz) ,4. 40 (2H,m) ,
4.80-5. 10 (2H, br) ,6. 64 (1H, d, J = 5. 6Hz) ,7. 36-7. 47 (3H, m) , 7. 84 (1H, d, J = 7. 8Hz) ,
8.35(1H, d, J = 5. 6Hz)
[1021]1 & siifs) 62
[1022]  2-[[4-(&ZEHIE ) FIE IR —2-[[[3- T -4-(2,2,2- —H LI ) —2- niLme
5] R ] WRATERL 1-1H- FEmkme —1- 55 ] L ] &3k ] 2R LRI
[1023]

pa——
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[1024]  FEUOKAEIT, WA (= FE) IR (0. 45g) HIVIEMRREE (20mL) H1 &%
IIANTE S 26 50t 55 A 21 2-[4- (=B RIE ) R ] |E ] LA CRME (0.67g) H
= LS (0.63mL) [ PUSPRIFE W (10mL) , VR WIS T HEEE 1 /N SRRIRSR S, M5k
KW IAIK (50mL) , IBREWH L/ W (50mL) ZHL. L2 g2 0. 2N #hER (20mL) 1
PRI EE K (50mL) Pk, ToKBR R EE -1 o VIR 48 )5 5 W T R R T DI WA (30mL)
A (R)—2-[[[3- % -4-(2,2,2- =5 LA ) —2- Mbme i ] 2 ] WRRWEAE ] -1H- 9F
KM (1. 11g) = & fi% (0. 63mL) Fl 4- —FILZFEALRE (0. 037g) , IR GWTE 60°C T it 30
Sy, AR IR R A ST, ARV TR IR IR SN K (50mL) , VA H
LR MG (50mL) ZKHL. LR BEJEHBAIEK GomL) PRk, LK R T 1. LIRSS
Ji » BRI B R AT Ll Atk (OB ClE @ Cfi=4 © 6.28)56 @ 4.7 8 © 23k
Jid ) 15 24 3 0 € TE B AR AL &) (1. 268) o

[1025]  'H-NMR(CDC1,) :1.99 (3H, s),2. 26 (3H, s),4. 15-4. 55 (4H, m), 4. 41 (2H, q, ] =
7.9Hz) , 4. 80-5. 20 (2H, br),6.69 (1H, d, J = 5. THz) , 7. 26-7. 38 (3H, m) , 7. 48 (2H, d, J =
8.9Hz),7.54(2H, d, ] = 8.9Hz) , 7. 66-7. 73(1H, m) ,8. 39 (1H, d, J = 5. THz) »

[1026] &k SLiifsl 63

[1027]  2-[ % [[(R)—2-[[[3- A& —4-(2,2,2- = OFI ) —2- mkreks ] M2 ] Wik
WAL 1 —1H- ZJFmkme —1- 28 ] et ] & ] &2 1- AL —4- WRIE SE ik IR s

[1028]
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[1020] HAESHESLHEW] 56 AR 2- ( FEEE ) 5 1- & —4- WRig RN — 2k
feEh (1.0lg) MIAZPYERRNE (3omL) o, fide i 21, IIAVKOKA RN ( =& P ) ik
g (0.69g) , B MA =& f& (1. 95mL) HIPUSMEREH (10mL) o FEVKIKYAET R Hid: 1
NI S FEZIE T BERE 1 /IS, pERR 2 M I A . ORI SE  INN SR BB (50mL) , TR
W) UK KV IR FR SN /K . (B0mL) R ALK (50mL) Pk, To/KR BREE T8 o 1% )2 Ik
JEWRAR R R PEE T VI ERRE (20mL) e AN (R -2-[[[3- F% -4-(2,2,2- =&
SR ) -2 mbmE L ] L ] RAESE 1-1H- ZRFFRRME (1. 11g) « = &% (0. 63mL) Fl 4- —F
FEEBEMERE (0. 037g) , VR EGWIAE 60°C R HiFEit & Y IRAA T W R0 HH i N\ Bk R 40
IKEEH (50mL) , JRA VI L LB (50mL) ZEHL . LR L W82 FBAER /K (50mL) ¥, JoK
PRBREE T 1. B IRGE ), P A il i i v i IRk it Al (FHZR WS @ Chi=1 © 1.
RIGLIR OB FFFEE ¢ LRATE= 1 © 19 Ve ) 1330 2 95 6 75 52 FE [ AR i bR jBAL 54
(0. 70g)

[1030]  'H-NMR(CDC1.) :1.70-1.86 (2H, m), 1. 90-2. 04 (2H, m), 2. 23 (3H, s),2. 28 (3H, s),
2.10-2.35(2H, m), 2. 60-2. 72 (2H, m) , 3. 08 (3H, bs) , 3. 40—4. 20 (2H, br), 4.39(2H, q, J
= 7.9Hz) ,4. 44 (2H, m) , 4. 60-4. 74 (1H, m) , 4. 80-5. 15 (2H, br),6.65(1H, d, J] = 5. 9Hz),
7.35-7.52(3H, m),7.84(1H, d, ] = 7.5Hz),8.35(1H, d, ] = 5. 9Hz) »

[1031] & sty 64

[1032]  2-[[4- (@A) KA J[[2-[[[3- 3 -4-(2,2,2- =LA ) -2 nipmg 2 ]
IO ] ERREESE J-1H- 2R IEmkme —1- 36 1 ¥R3E ] & ] 45 CIRHER

[1033]
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[1034]  FEUKOKAET, X (=R PIE) SkEREE (0. 12¢) HIVU SRR (5ml) &% 0
ANTES 25 S af5) 55 A3 2 2-[[4- (R IEREL ) 2R3 ] =& ] LR LMRME (0. 22g) F1=
L% (0. 17mL) [ PUSEMERE Y (BmL) P, IR G TE E T BiFE 30 4380 IMAIK (20mL) , V&
WM CIR OlE (30mL) ZAH . PR L WgJa A EhyK (20mL) Peidk, oK RS T8 . &
JERYE G, B ik R 00 Eem (1omL) Ho A 2-[[[3- A3 -4-(2,2,2- =H LK
HE)-2-mbmEdE ] 2L ] WRAIEIL 1-1H- ZRFFRKME (0. 37g) \ = &% (0. 28mL) 14— — L
ZAFEMERE (0.012g) , VRAWIAE 60°C FHEHE 1 /NI o P HIRAA 5, 1m) 33 AR M I N Bk B2 M
K (20mL) , VRG Y H LR L 1E (30mL) 2. L8 LERJE FHAIELK (20mL) Paigk, oK
IR EET 1. MRS )G, AR B s A et 4t (AR AES @ Sfi=3 & 7.
IG5 L b8 L 2N ) 1SR LS R AR AR AL &) (0. 348)
[1035]  'H-NMR(CDCI,) :1. 99 (3H, s),2. 26 (3H, s),4.15-4. 55 (4H, m),4. 41 (21, q, ] =
7.9Hz) , 4. 80-5. 20 (2H, br),6. 69 (1H, d, J = 5.9Hz),7. 26-7. 40 (3H, m) , 7. 47 (2H, d, ] =
8.8Hz),7.54(2H, d, J] = 8. 8Hz) ,7.65-7. 74 (1H, m) ,8. 38 (1H, d, ] = 5.9 Hz) .
[1036] &l sLiifs 65
[1037] () - &3 2-[[[5- %A —2-[[(4- 4L -3,56- AL —2-nikiedt ) A2 ]
TR RE 1-3H- BKMEIF [4,5-b] mbme —3- 56 1 Bk 1 (3L ) & ] IR
[1038]

N
0 N N \ / CH,
0

H3C—‘> H,C 0—CH,

0

o=
<0
CH,
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[1039] AR IR TE JP-A-63-146882 [ J7 k& M AF B 1) 5- FAAE 2-[[4- B
5 -3,5- AL 2-mbmEdL ) AL ] WRAWERL ]-1H- BRI [4, 5-b] nbmE i #¢ E HPLC
WEPRRAT G R, A3 313 () St IER (0. 10g) o [FZIE AR Y SR (5ml) o
IIANAES 5 St 34 ISR £ 0k 2-[ CRUBikdE ) (AR ) 2 5E 1 ZFEkIREE (0. 081g) .
= 2 (0. 080mL) il 4— — FRIEZILMLRE (0. 007g) , VRAMIAE 50°C R HikE 18 /NI Wk HEIK
i 5, MR AR IMAK (30mL) , RAYH LR B85 (50mL) 2L, LR LHRJZE H AN ER K
(30mL) ek, KRR T4 o JRIRAE )5, R R @ A E AR i 4t (2R &
COkE= 2 0 LR BRI L EAEPIRY AR AL S ) (0. 053g)
[1040] "H-NMR (CDC1,) :1.30(3H, t, J] = 7. 1Hz),2. 24 (6H, s),3.15,3.32( 4> % 3H, s),
3. 73(3H, s),3.90-4.55(9H, m) ,4.85(1H, d, J = 13.2Hz),4.97(1H, d, J] = 13.2Hz),
6. 80 (1H, d, J = 8.8Hz),7.96 (1H, d, ] = 8. 8Hz),8. 23 (1H, s) »
[1041] & R SEifs) 66
[1042] () &3 2-[[[5- %I —2-[[(4- &S -3,56- L —2-mikigdt ) A3k ]
FRTBEE 1-3H- BRI [4,5-b] mEmg —3- F& 1 Bk 1 () &Ik 1 ZFEmR RS

[1043]
N _”
o I
07 N >___ \ /
C—N H,C 0—CH,
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=
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<

CH,
[1044] KRR HE AR TE JP-A-63-146882 H11¥) 772 & Rl 453 2 (1) 5— H 4 5 —2-[[ (4- F 44
5= -3,5- ZHIZE -2- ke L) FAE ] WRABESS 1-1H- BRI [4, 5-b] nbme H il 45 2tk HPLC Ab
FRBHAT 6289747, 153 (1) a2 R R (0. 10g) o AZE AR PSR (GmL) 0
ANTES 25 5L 34 PRI L3 2-[ (CRURE ) (3 ) & ] SERERRE (0.081g) . =&
[ (0. 080mL) FI4— — FRZLEZEMERE (0. 007g) , R GAE 50°C T HiHE 18 /NN o PRI AT
FIERARPITIMAIK (30mL) , R G H LR L1 (50mL) ZEHT . LR L 1R J= FH A R 7K (30mL)
Ve, TR RN T 15 o IR YE i, SR R oLtk A et aidth (O Ol - 2k
=2 1 L¥EMR) 1B 28 L EMRY PRSI S (+) - o5 2-[[[6- FHE 2-[[4-F
AL 3,5 A - nbmE L ) FEE ] WIEELEE 1-1H- BRM I [4,5-b] nibeE -1- 2 ] PR
S TP 20 ] SHERRERR) 2 ¢ LIREW (0. 115g) .
[1045]  'H-NMR(CDC1,) :1.20-1.38(3H, m),2.24(6H, s),3.08,3.15,3.33( 4 # 3H, s),
3.73(3H, s),3.88-4. 55 (9H, m) ,4. 78-5. 05 (2H, m), 6. 80,6. 86 (1H, d, ] = 8.8Hz),7. 76,
7.96 (1H, d, J = 8.8Hz),8. 21,8. 22 ( 4#B 1H, s) .
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[1046]  SZJEMH 1

[1047] 4 Rk 44y :247. Tg 22 RB M R- A (5 SCHRRIE “AbE A7) (184, 6g BRI
BE.492. 2g VLR 299. 9g TRIERIRI 329. 6g JEHUC (98 T FE 4T 4 25195 IR AR B ek
(dusting powder) . 14 880g FEME «VEKIEK (R4 :Nonpareil-101,Freund Industrial
Co. , Ltd. i ) AN B OWMAKHIRIFL (CF-360, Freund Industrial Co., Ltd. #li%)
o, EME AR TR B AT E 2R (2w/w% ) FITFIIN, K e « VYR IR SO A0, M i
| & MER TR . R BURIRILE 40°C FELZ5 T4 16 /NI, SR 5 3 1o [ 0 42 3
710 1 m—1400 - m [ R 57 o

[1048]  300. Omg b3k S0k I Fry 4L Flk

[1040]  JEERE « VER TR 110. Omg
[1050] 4L&4 A 30. Omg
[1051]  FRIREE 22. 4mg
[1052] ¥4k ek 59. 8mg
[1053]  F KyEHr 36. 4mg
[1054] AREUARIIFR AR 4E 2 40. Omg
[1055]  FRNZEET4E R 1. 4mg
[1056] i 300. Omg

[1057]  SCjtEfe) 2

[1058] ¥ 25g Macrogol 6000 1 10g 5 1L BLEE s 80 ¥ fd T 1206g 4L /K 1, 7E AT 15 2
(RIS 43 B T8g 1 A1 258 AR ALER RN 866. Tg LN IAGIRILERY) LD ([EAH & &4 260g) 13
B BEACH W . FFAE L] 1 P43 30 R RURE T A 3 B 4 35 R 40 R AR PR R AL
(SPIR-A-FLOW, Freund Industrial Co.,Ltd. i) £ N4 FEA 30 45T,
1 e 200 pm . AL AR I TR BT 2 AR 3. 8g/ AP LA KT E S < 1. Okg/em’, BE45 A
FLIE R R 0 6 R BEAT T3R5 2 B N AR 710 wm=1400 v m [ i A BRI . FT
13 B ISR PR RIAE 40°CF BT 16 /N

[1059]  369. 2mg - IA& Ji7 G 4 FUkr 551 1 2 i

[1060]  SEjtifs] 1 FRIRIURE 5] 300. Omg

[1061]  FIZEPIAIRILERY) LD 148. Tmg

[1062] ( [EAH 7 70 44. 6mg)
[1063] £ 13. Smg

[1064] Macrogol 6000 4. Amg

[1065] SALEK 4. 4mg

[1066]  Z¥1LIALEEAE 80 2. Omg

[1067] S= 369. 2mg

[1068]  SCisdifsi] 3

[1069] ¥4 36g FRILNMGIRIL R S\ 128 FAENIGTRILRY) LM 4. 8g M5 TR — LB T
ALK (69. 12g) AITEK LB (622. 08g) HURAMAE A, LT3 2 K H 70 B 248 141 15
PIALACH Lo FF 100g 725151 2 Hh 75 21 A0 o L ACRIORE 531 P 3k Jy B A B0R) PP URAL R
HIKLHL (SPIR-A-FLOW, FreundIndustrial Co.,Ltd. &) 7E FiR4AF M 0 I -
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30°C e T el T« 150rpm ALACHS VBT 25 B 2R :3. 3g/ 43 Bh LA B Wi 55 SR < 1. Okg/cm’, 15
B HA R 2 S R RURL ), HL A H pH R nl s M RS (AR — 2 pHAA Y
ISR REHTE Ay ) AT T A . T A B AR ORI 8 i R 543 2 710 1 m-1400 B m
(R RERIURLT o AR5 Fs BT 15 B R BRER BRI 4E 40°CF B2 T8 16 /N o

[1070]  605. 5Smg b Fas B ke 571 1 26 Bl

[1071]  SEHEf] 2 1 A BUR ) 369. 2mg
[1072]  HZENEIRILEY S 110. 8mg
[1073]  HENGERILEY L 36. 9mg
[1074] & A 73. 8mg
[1075] #7FEE — L1k 14. 8mg
[1076] & 605. 5mg

[1077]  sEjffsl 4

[1078] ¥ 24g FRENMGIRILERY) S\ 24g FINIGIRILERY) L M 4. 8g FriF IR = LB f#E
T ¥R (69. 12g) FITGEIK L (622. 08g) [HIVRANH W, 76 5T 15 B %5 ¥ 43 5L 24g W
A3 EVEA W ¥ 100g 785K 2 vh 45 21 1 i B 4 ORLFRI 2t g B9 4 s v ) FH 0
FEVALIR IR HL (SPIR-A-FLOW, FreundIndustrial Co., Ltd. #ili& ) 78 FR & F A -
HE VAR 230 °C e e % 1 E - 150rpm. B A VW 55 R 3. 3g/ 4r B DL KW B UM
1. Okg/cm’, 192 HA AR s i B WUk, FoA i pH gl s Az (el
— % pH AR IIREE R RV MR e 73 ) AT T A . B B Ak sk ks SR o R i 15 3
710 1 m—1400 v m FIFERERUR o SR 55 T 43 21 AR BRI FIAE 40°C F A5 16 /NS
[1079]  605. 5mg b IR 5ROk 551 1) 21 A

[1080]  SEjdsl] 2 1 iz B ACHIURL 71 369. 2mg
[1081]  HIEENIGIRILEEY) S 73. 85mg
[1082]  FIZEPIGIRILEEY) L 73. 85mg
[1083] &4 73. 8mg
[1084]  FFAFER = L5 14. Smg
[1085] = 605. 5mg

[1086]  SEjiifs] 5

[1087] % 104mg 7ESZjf5) 2 15 20 i i B A RUR 7RI 500mg 75 551 3 75 21 ) 45 B
FiFVEF, [ A N 205mg BIRE LKE (R4 :Polyox WSRCoagulant, Dow Chemical
Co., Ltd. #li&) FENEAEY. TR RINRAGWIHAWHIRE 40 P13 RIREH],

[1088]  SKjitifhl 6

[1089] ¥4 104mg 7ESZjf5) 2 15 20 iz B AR R 500mg 75 5L 1] 4 Hh 45 21 ) 45 B
FEFVEF, m H A in N 205mg B E LWE (R4 :Polyox WSRCoagulant, Dow Chemical
Co., Ltd. #li&) FENEAEY. TR RINRAWIHAWHIRE 40 P13 RIREH].

[1000] St 7

[1091] ¥ 300g 4k & 4 AL 105g Bk R £ 195 ¥+ 4k il A1 75 1% LA 1) 348 T4 55 41 4 ==
B S IR A4 B T35 M0 2 IO o B 75 AL EAE L 48. 8g AL B 18. 8g IR HUAR
)32 A i 4T Y 3R 3 SRS B A T (8] 2 OOk o K 375 RERE « JERI R (T 44
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Nonpareil-101, Freund Industrial Co., Ltd. i ) A B ORI KL (CF-360,
Freund Industrial Co., Ltd. iili& ) H, fEWIZ RN FEA 4R Q2w/w% ) WIFRIET, H
FERE < Ve TIOR A EIR T8 PR R A3 2 BIHIOR R4S, IR AT ) 28 493 BBk TR 1 o K5 » 7EMWE
S IR NFEETYE I (2 w/wo% ) [RITRIINY, K BT 43 3 BBk ORE R A b3k T o 1) )2 R A0K
ALAAT BIAIRIURL R o BT A5 2 TR BURERIE 40°C R B8 T8 16 /N, il i [ TR 3 15 2
710 1 m—-1400 u m FY5E0RE ) .

[1092]  120. Omg |3 UL 771 ) 2H il

[1093]  JEERE « JER Tk 37. bmg
[1094] FRINFELAYEZH 0. 75mg
[1095]  FH T3 MRk J2 Bk

[1096] 4L&54 A 30. Omg
[1097]  BREREE 10. bmg
[1098] {4k JEERE 19. 5mg
[1099] fIREXARIFIR N ILET iR 7. bmg
[1100]1 A T (R J2 BIHCk

[1101] ¥ AL ERE 7. 5mg
[1102]  fREARIRR LT 4E 5 1. 875mg
[1103]  4HALEK 4. 875mg
[1104] i 120. Omg

[1105]  SEjifs) 8

[1106] ¥4 25g Macrogol 6000 Fl 10g 5 1L AL EEMS 80 ¥ fif T+ 1206g 4L K, 75 53 2
(IR P 23 B 78g AT < 258 SRALEK AN 866. Tg AL TG IR ISR Y LD ([FEAH & &4 260g) 15
B BACHT WL o ARSI 7 P43 B R RURL T 3 g B A R i R AR PR R AL
(SPIR-A-FLOW, Freund Industrial Co.,Ltd. i) € N4 FEAL 30 45T,
B F e T :200rpm. AL AV TR 20 R 3. 8g/ A Bh A KB E S < 1. Okg/cem’, SR G 1
OB R0 6 R BEAT TR 2 B N AR 710 0 m-1400 v m AL ki . BT is
BIRIBRERIUR FIAE 40°C H AT 16 /M.

[1107]  149. 86mg _-3A 7 £ 4 Fok 571 iy 2L %,

[1108]  SEJfAA] 7 FRIFIORL ) 120. 00mg

[1100]  FIELPIAGIRILE Y LD 65mg

[1110] ( [EAH 7 74 19. 5mg)
111l WwA 5. 85mg

[1112]  Macrogol 6000 1. 88mg

[1113]  4HAb%EK 1. 88mg

[1114] B4R RS 80 0. 75mg

[1115] = 149. 86mg

[1116]  SZjEf 9
[1117] ¥ 36g I NIMIRIL Y S\ 12 RN IGIRIL W) L A1 4. 8g M iF IR — LR R T
HAIK (69. 12g) F1TE/K L7 (622. 08g) HIVEFIEIE  , 18 FT153 B VWP 70 B 24 WA 15
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FIELACH W . H4 100g 7ESL ] 8 15 2 1y i A Buki i IR 804 %5 A FH BB AL IR
HIRIHL (SPTR-A-FLOW, FreundIndustrial Co.,Ltd. 3 ) 7 TR & T A 83k 15
30°C % T HEREIH T 150rpm. AW TRE 25 K <3, 3g/ MEh LA KB 55 Sk : 1. Okg/cm’, 15
B HA R 2 S R ROk ), HL A H pH R I P R RS (ARl — 2 pHAA Y
ISR REHE Ay ) AT 1A o T A B AR ORL 18 (R 543 21 710 1 m—-1400 B m
(R R o RS54 T 1S B AR BT R 7E 40°C TR B AT 16 /M.

[1118]  245. 86mg I 47 Bk 771 ) 2. ol

[1119]  SEjAs) 8 [l A RIURL 7 149. 86mg
[1120]  HENERILEY S 45. 00mg
[1121]  FENGERILEY L 15. 00mg
[1122] ¥4 30. 00mg
[1123]  FFAEER = L1 6. 00mg
[1124] S 245. 86mg

[1125]  SCjEfs)] 10

[1126] % 24g FENGRILEY S\ 24g FENGIRILEY) LR 4. 8g iR — LBt +
ALK (69. 12g) FITE/K LEE (622. 08g) [FVRAIAE T , 76 FT1S 2 IOV 70 5L 24 1 A 15
FIELACHS I F 100g 7E St 8 S BI It A Fivkisi A iR G4 i R Pl PR AL IR
HIRIHL (SPIR-A-FLOW, FreundIndustrial Co.,Ltd. i ) 76 Nk &4 F oA 3k 050
30°C e T e L I T 150rpm ELACHS VRWE 25 B K :3. 3g/ 43 Bh LA K W55 Sk« 1. Okg/cm’, 15
B HA T IR BB RN ), A HopH P8 I R AR (FEid— 2 pHAE K
WEETR HIE TR ) AT T A IS 21 Aok ks 57 28 o R E 15 21 710 v m—1400 1 m
RN o AR5 TS B R BER BUR FILE 40°C F B2 T4 16 /NS

[1127]  245. 86mg [ IR 7 Fe ks 751 ) 4

[1128]  SZjififsl 8 1 i B0 A< Uk 711 149. 86mg
[1120]  HZENEIRILEY S 30. 00mg
[1130] HENEHERILEY L 30. 00mg
[1131] ¥4 30. 00mg
[1182]  FFAEER = LI 6. 00mg
[1133] i 245. 86mg

[1134]  SEifs) 11

[1135] {4 35. bmg 7ESE it 51 8 Hh 43 2 i A URE A FN 1 75mg 76 S {51 9 Hh 45 21 ) 45 B
FEFFVEAL, H PN 70. 2mg IR Ok (T4 :PolyoxWSR Coagulant, Dow Chemical
Co., Ltd. #li&) 1REREY. P 2IKREGYIEN—MIRE #1 TAERIRER (HHAS T
30mg (L &M A) -

[1136] St 12

[1137] 4% 35. bmg 7 5K it 451 8 v 15 21 (1) iz 0 A< UkE 57 F1 175mg 7E S5 451 10 o 75 21 1)
PR RORE FVR AN, ] P N 70. 2mg M L K8 (R At 4 :PolyoxWSR Coagulant, Dow
Chemical Co., Ltd. f#ili& ) fFENREY . Fri3RIKNEESWIHEAN—MIKE #1 $15 3R EEH)
(FE4F 30mg Hb54 A) o
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[1138] X6 S 1

[1139] 25 BRI R (beagle dog) AT H 30ml /K 1 AREE e SEHtfs) 5 Hh 15 B (1 i 22
Mo EZGZJE 1 /N2 /NI 4 /NI L6 /NI LT /NI L8 /NI RL R 10 /NIFIE, AR S A R I
WU FE Sy 7] A 186ng/mL 132ng/mL 107ng/mL.303ng/mL.355ng/mL.216ng/mL LA} 113ng/
mL o

[1140] 50 SLif] 2

[1141] A5 R ) BE Rk KA A 30m1 7K IR ZS 25 70 Sk Ttifh) 6 rh g B IR EE . R4 2i)a
L /B2 /NI 4 /NI L6 ZNISELT /NI 8 /NI LR 10 /NI IRE, A6 A0 A R i SRR FE 4 ) R
192ng/ml. 137ng/mL.473ng/ml.478ng/mlL.364ng/ml..257ng/mlL L& 28ng/mL,

[1142] X5 SEHEH) 3

[1143] A5 HE IR RAL T 30mlL 7K C1IRER 2570 St 11 ThAS B RCEEF . fE4A )5
L/ 2 /NS4 /N6 ZINIELT /N8 /NI BL R 10 AN INE, A 4 A R SRR T 43 0 R
308ng/ml.245ng/mL.323ng/mL.81ng/mL.39ng/mL. 26ng/ml L& Ong/mL,

[1144]  RESHEH] 24

[1145] )25 HE IR RAL T 30ml 7K C1IRER 270 St 12 Th 1S B RCEEF . fE4A2)5
L/ 2 /NS4 /N6 ZNIELT /NI 8 /NI DL B 10 /NI INE, 4S5 4 A R SRR E 43 il R
160ng/mL.319ng/mL.631ng/mL.371ng/mL.230ng/mL+144ng/mL PA & 25ng/mL,

[1146] St 13

[1147] K 36g FILPIIGIRILIRY) S 12¢ MIEEAMIRILIR Y LI 4. 8g AR = L Wi T
ALK (69. 12g) FTG/K LEE (622. 08g) HIVEAIAE Y, 1EHT1S 2 M 43 5L 248 18 4119
BIBAH . # 100g 7S HEH] 8 1453 21 i i A A RURE R A3 B A4 s oM FH e FEm AL R
HIRIHL (SPIR-A-FLOW, FreundIndustrial Co.,Ltd. #li% ) 78 ik &AF R AR 8O/ -
30°C B T IEF B <150 rpm . AL ACHS TR 55 3. 3g/ 41 Bh LA KW 55 I 1. Okg/cem’, 13
BIHA R R A RERURL R, 2L B pH U rIE MR AARE (e — & pH AR K
ISR REHTE T Ay ) AT 1A o BT A B AR AOR 18 o (R 9743 21 710 1 m—-1400 1 m
R R o AR5 T 1S B R BTRERIE 40°CF B8 T4 16 /M.

[1148]  221. 86mg b IR FARE FURL I 4 1

[1149]  SEjiAs) 8 [l A A RIURL ) 149. 86mg
[1150] ARG ILEY S 33. 75mg
[1151]  FHENGERILEY L 11. 25mg
[1152]  Jf1 22. 5mg
[1153]  #7R — L1 4. bmg
[1154] R 221. 86mg

[1155]  Sgjitifs] 14

[1156]  Ff 24g I NIGIRILERY) S\ 24g FAENMGIRILER Y L 4. 8g il IR — LB fR T
K (69. 12g) FTE/K CEE (622. 08g) MVRFER T, 7EITF B EH T 73 8L 248 A1
P B 100g 7ESEH] 8 45 21 i i B0 ARk 1) 348 0 A VR FH 0 R AL AL PR
HIRIHL (SPIR-A-FLOW, FreundIndustrial Co.,Ltd. #li&) 78 Nk 4&F R A 8k /<R -
30°C e 1 e B - 150Tpm. AL AU R 57 18 AR 3. 3/ 43P LL K 25 UM < 1. Okg/ e, 73
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B HA R 2 B R RURL ), HL A pH R nl s PR RS (R — 2 pHAA Y
IWNEE N REHTE Ay ) AT T A o T A B AR ORI 8 e (R 543 3 710 1 m-1400 B m
(R RERIURLT o AR5 K BT 13 B (R BRER BRI 4E 40°CF B8 T8 16 /N o

[1157]  221. 86mg L3R B0k 77 i 20 1

[1158]  SZjfsl] 8 [ A A UKL F) 149. 86mg
[1159]  FZEPIGIRILEEY S 22. bmg
[1160]  FIENGERILERY) L 22. 5mg
[1161]1 &4 22. 5mg
[1162]  FFAEER = LI 4. 5mg
[1163] S 221. 86mg

[1164]  SLjtifh) 15

[1165] % 35. bmg 7 5K it 5] 8 v 15 21 (1) i 9 A< UkE 77 F1 168mg 7E 55 it 451 13 75 21 1)
PR PR TR AN, ] HHp NN 68. 2mg BIMEA L KE (T it 4 :PolyoxWSR Coagulant, Dow
Chemical Co., Ltd. #ili&) f32NREW. I3 RIKNEESWIHAN—MIKEE #1 P32 RER
(AT 30mg tbBEY A) .

[1166]  SZjfs) 16

[1167] % 35. bmg 7 5K it 5] 8 v 15 21 (1) iz 0 A< UkE 77 F1 168mg 7E S5 451 14 75 21 1)
R RORL SR AN, ] P N 68. 2mg I Lkt (B it 4 :PolyoxWSR Coagulant, Dow
Chemical Co., Ltd. #ili& ) FENREW. I3 RIKNEESWIHEAN—MIKE #1 1320 FEH)
(AT 30mg (b EY A) -

[1168]  SEjifsl 17

[1169] ¥ 35. 5mg 7ESLHtif5] 8 H 15 2 1 17 B A UL 5T 168mg 7E S5 13 15 2 ik
PRI FRTRAN, i3 2 RS YR — MU EE #3 P RIRER) (AT 30mg L&Y A) »
[1170]  sEjtifs) 18

[1171] % 35. Smg 7E St 151 8 15 2 ) A4 FiUki 51T 168mg 76 S5 14 W43 31 1458
WKL ARA, T3 BB S YHEAN — MU EE #3 PERIER (ST 30mg L& A) o
[1172] RIS SLjf) 5

[1173] W ZE A AR RAS RAE A 30ml 7K T HRRes 2576 St 14 P18 BRI ACEER . fEL )G
L /NI 2 /NI 4 AN 6 /NI LT NI 8 NI LR 10 /NI, A6 A W A B 2R IR EE 43 il A
403ng/mL.687ng/mL.803ng/mL.463ng/mL.329ng/mL..217ng/mL PL & 65ng/mlL.

[1174]  SEjtifs) 19

[1175] 4 100g 7F SEtE ) 1 A 45 21 i 0RO\ B O i AR IR il K2 AL (CF-mini, Freund
Industrial Co.,Ltd. #ili&), {EMEZ RN ILET HE B T NIE (8w/w% ) T IR VLK [E] I
TEAZRR ) _E FAE N B #8570 Ac-Di-Sol PLAURIF 32 w/w% [ LL B ZEATBL4¢, M5 21
TUERBURLA] (sphereical granule) . ZERPURIFIAE 40°CF EHA2 T4 16 /M, Tl L[5 TE
i3 2] 1400 wm BY S /N R0k 5 o

[1176]  SEJtifA) 20

[1177]  # 24g ZE P IL PG IR 2 2L bE R 280 RS WS T IO (1208) M1 RE (288g) 1,
TEITAF B 73 5L 488 VA1 BIBACHS M . F 100g 78S 5] 19 45 2 Tk H b

130



CN 101884629 B OB B 129/140 T

IR A SR FH PR AL IR R AL (SPTR-A-FLOW, Freund Industrial Co.,Ltd. #li&) 7F
TS RS (HE R :30°C VB F R IR A < 150rpm A TR R I R 13 1g/ o ep
DL 25 S . < 1. Okg/em’, 19 3 B R R 4 BRI 7)o T 75 2] O AR Ser 1) 8 1o [
JETHTF 3] 710 1 m=1700 0 m FIFEREEURT . AR 56 BT S 2 R ARER U ) 4E 40°C R 21
16 /N o

[1178]  130. Omg IR R S0k 551 1) 20 1

[1179]  SEjfsl] 19 BTk 100mg
[1180]  FIIENGIR A TS IEMEIL R Y RS 10. Omg
[1181] {&A 20. Omg
[1182] & 130. Omg

[1183]  SEjifs) 21

[1184] 44 104mg 7ESEHtf] 2 045 2 (1)l E AR 71 FT 420mg 7855 ] 20 F 43 2 (135 8
SOREFTREA, M AN 175mg SR L FE (R4 :PolyoxWSR Coagulant,Dow Chemical
Co.,Ltd. #ili& ) FENREW. Pl 2IFHREGWIEAN IR I EE #0 PAFRIREER] (HH4
T 30mg AP D) o

[1185]  SEjfEfs 22

[1186] 4 104mg 71 SEHif5) 2 45 21 K iz B AR ROk 71 F 420mg 78 St 1] 20 A 43 21 2B
FEFVRAN, B 2 TR S VN IR IR 52 #0 A5 B RCEER (AHS T 30mg (b &9 A)
[1187] K& S 4] 6

[1188] [l ARy HE /KA RATH 30m1 7K RS 2570 St fe] 21 A3 B IRHE . 45255
L/ 2 /NS4 /N6 NI T /N8 /NI BL R 10 /NI IRE, A6 -S4 A R SR 43 0 Ry
657ng/mlL.406ng/mlL.223ng/mlL.504ng/mL.399ng/mlL228ng/ml LA & 50ng/mL.

[1189]  SLjitifsl 23

[1190] Kt 36g FILNIGIRILERY S\ 12¢ TEENIGIRILE Y L A 4. 8g 1A TR — L BRH i
THAIK (69. 12g) FITE/K LT (622. 08g) HITRFIEE T, 72453 B 7 8L 24g 10 A
13 BNELAEE I ¥ 100g 75 L1 19 H 45 20 i ks 551 FH R A0 45 WR) F B b i AL R Al
FiHl (SPTR-A-FLOW, Freund Industrial Co., Ltd. #li&) #& PR &M N 2 0538E -
30°C K IEE I T 150 pm, BLACHS TR 55 18R <3, 3g/ A B LA W5 UK < 1. Okg/cm’, 15
BIHA N RA IR R . BTS2 B Ak 0k 55 o [ JE R A 2] 710 1 m=1700 1 m ]
PERERURR . AR5 IS B IR ETRE AR 40°C F A3 16 /M.

[1191]  164. Omg FiR ¥R RIUkL 7] 1) 25 At

[1192]

52364 19 69k H] 100 mg
FIAHER R S 30.0 mg
A AR ERY L 10.0 mg
wa 20.0 mg
FeAR L = 2B 4.0 mg
A% 2 164.0 mg
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[1193]  SZjifs] 24

[1194] K 104mg 75 SEHEHY 2 A 73 20 1 A UKL FH 6 14mg E S5 23 HH 15 31 1 42 B8
FEFHVRAL, H AP 239mg B R OFE (R4 :Polyox WSR Coagulant, Dow Chemical
Co.,Ltd. #ili& ) 1FENRE. B3 BIHTRGYIHAPALEEI IREE #0 P13 BIREER]) (4H4
T 30mg HL &P A)

[1195]  SLjifs) 25

[1196] K 104mg £ESZHtE 51 2 H 73 320 1) B A JBURE 7R 6 14mg £E S 5] 23 Hp 75 31 1 423 B 50
Far AV, BT1S B VR AN P MOE I I 2 #0 TPA3 RIS EER] (A4 T 3omg tL & A) .
[1197] RIS Sjfs] 7

[1198] [ 2R (e JRBG R AEH 30ml 7K O IREE 25 (ESE ) 24 RSB BCEER . fEL 2 )G
L /NEE2 7B 4 ZNEE 6 ZNEE LT /B8 ANEE B R 10 ANBT B, Ak B ) A TR ISR IR P 3 S A
106ng/mL. 135ng/mL.639ng/ml.129ng/ml..49ng/mL. 16ng/mL L& Ong/mL,

[1199]  XJ bt SZiifs) 1

[1200]  [r) 25 f3 (1) BE JR M RAT FH 30m1 7K 1 AR 25 25 48 St 191 2 w45 30 1) — MO e s 22 551)
#0 (‘& M A14mg A TURFISE TS ) o TEZ5 25 )5 1 /NI L2 /NI 4 /NI L6 ZNIRE LT 7N 8 /N
PLA 10 /NI, AL A4 A B3R B2 43 531 2 2, 068ng/mL.689ng/mL\ 70ng/mL.0Ong/mL.Ong/
mL.Ong/mL VL& Ong/mL.

[1201]  SEjifs) 26

[1202] % 150g 15 A50g BRIREE  25g (KRB B A JEET YE 2 LU K 25g N FEAT 4 2%
BIFT 14208 WAL /K PR BB EVETR . 4 200g S5 imeT4E S (IR ) B BEREFAL R il
Bl (SPIR-A-FLOW, Freund Industrial Co.,Ltd. #ili& ) o, | FRBEEEEIE TR T
AT 5 3 /R 62°C VI FIER A 300 rpmy ALAC VAT 25 T8 % < 10g/ 2 Bh DL R Wi 2
UK i 1. Okg/em’ 15 B A T IR IBER R . BT 43 20 ER ORI FIAE 40°C B2 T4,
SR JE I B 5615 3] 500 1 m=-1400 wm {14 B Bk .

[1203]  41. 24mg 3R FURL ) 2H R

[1204]  Zifberdes (BoK) 22. 5mg
[1205] {L&A 11. 25mg
[1206]  BRFEREE 3. 75mg
[1207]  fREUARIRR N IRET 4E 2= 10. Omg
[1208] FRINEEAF4EE 1. 87mg
[1209] i 41. 24mg

[1210]  SEjEfs) 27

[1211] & 90g 54 AL 31. 5g TRIEREE 58, bg {F+ L EHE AN 22. 5g IR IR N SR 4T 4E 23
SIRAF B TGRS E R . B 110g 7ESEHER] 26 H A3 2 RURIFIBE N B0 AR R
HIRIHL (CF-mini, Freund Industrial Co., Ltd. #li& ) W, SR G AEWE 55 B N FL A 4 22 W
(2w/w% ) BRI v PR 1 73 2 o A, AT A5 22 Nl 4 Rl 3R kL ) o P
3R TAERBURRIAE 40°C F E AT 16 /NI, 2R 5 18 [ TE 5543 21 710 1 m=1400 u m [¥)50
K5 o

[1212]  118. 03mg b IR JHURLFI I 4L Ak
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[1213]  SZjifs) 26 HIRURLFH] 41. 25mg
[1214]  ALEWA 33. 75mg
[1215]  TxPREER 11. 81mg
[1216]  JFALRERE 21. 94mg
[1217]  RERRRAZELT 4E R 8. 44mg
[1218] RN AYER 0. 84mg
[1219] i 118. 03mg

[1220]  s2jitifsl 28

[12211  AESifs) 27 A3 20 RO A A i) 2 160 4 3 VR B B Ak PR SR AL
(SPIR-A-FLOW, Freund Industrial Co.,Ltd. #ili&) f4¢, R )5 e BT 15 B A iR 4Lk
[RIRIORE R o 122 FH T H TR) J2 R B AR VBRI 4 20. 09g F2 TN 2 FR IR AT 4E 3% 2910 %5i# T 361. bbg
HAL K SR AR TS B R P 20 BL 8. 03g ZEALARAT 12, 05g W A5 3. AUARERVELE R
R GAT AT 1 OV :62°C VB 7 e % 18 200 pm . AL AT VR A 55 1 26 <3, 0g/ 4B LA
K% SR <1 Okg/cem’s BT3B RIFAERFIURIFILE 40 C R F A T4 16 /T, 48 5 18 i[5 7 i
8% 710 v m—1400 v m [FIHURIFH o

[1222]  133.03mg -3 H A [A) )2 0.4 FRIRIORE 751 (1) 4L

[1223]  SEjilifh) 27 IR 118. 03mg

[1224]
FRATRLHEE 2910 7.5 mg
B 4.5 mg
A4 3.0 mg
5% 2 133.03 mg

[1225]  SZjfs) 29

[1226] ¥ 25g Macrogol 6000 Fl 10g 5111 F4EERS 80 ¥ fif T 1206g 4L K, £ T3 2
(RIS 3 BL T8g M A 25g SEALER RN 866. Tg FHZE N IRIL W) LD (& 4H 5 &4 260g) 15
B T AESLHER] 28 Ao 13 31 1550k 77 F bk i B A v V) FH e R AL PR SR L
(SPIR-A-FLOW, Freund Industrial Co., Ltd. &) £ NiA &M FEA HE O 45T,
BT TR IR T :200rpm. BLAC TR MG 55 8% 13, 8g/ A B LL T E SR 1. Okg/cem’, B £E
LI O R 0 0 R BEAT TS 2 B N A 710 0 m-1400 v m [ i BRI . FT
13BN TAERBURRIAE 40°C TR A5 T4 16 /I

[1227]  165. 18mg |3 iz, 4 ks 551 (1 21 i,

[1228]
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52 3645) 28 49 AL A 133.03 mg
¥ A AR R4 LD 70 mg

(BA82E %4 21 mg)
i : 6.30 mg
Macrogol 6000 2.02 mg
A4k | 2.02 mg
ol BLEZ A5 80 0.81 mg
iSS A 165.18 mg

[1220]  sEjitafs) 30

[1230] ¥ 36g AL N MR IL R S\ 12¢ FIE NG IR IL R4 L Al 4. 8g iri5 R — L g ¥y
fit T 40K (69. 12g) FTE/K LEE (622. 08g) [FIRANH M, 76 B 13 B B ¥ ¥ 4 40 L 24g
AR EIEAE .. ¥ 100g 78 SZ ) 28 H 753 21 1 550k 751 b 3k B A< 9 TR F B
ALK IR HL (SPIR-A-FLOW, Freund Industrial Co., Ltd. 3% ) 7€ FiR &4 F LA -
HEOAIE 30°C P HEREEAE . 100rpm. AAR Y WU 2 K 13, 0g/ 7 Bh LA Wi 5 A UK -
1. Okg/cm’, 13 B HA M@ 4L i B R0k 1), S B pH ¥E vl R A Z (58
52 pHAERIIREE MR VG MR 2 ) BT TR . ATS B B BBk PR 771 18 1ok [ 78 5t 15 21
1180 1 m=1700 w m (R RERURI T o SR J5 4 T 45 B TR BRI E 40°C R B8 T188 16 /I
[1231]1  196. 88mg |- IR Bk 371 1) 2 ke

[1232]
] 28 # AL A 133.03 mg
VA AR ERY S 29.93 mg
VA AR ERY L 9.98 mg
oS 19.95 mg
ATHBR = T Bg 3.99 mg
&z 196.88 mg

[1233]  sEjifsl 31

[1234] % 24g FINIGIRIL M) S\ 24g F RN G IRILEY L A1 4. 8g i 1R = LR
fit T 407K (69. 12g) ALK LBE (622. 08g) [FIRANH M, 76 T 13 B 1 ¥ 40 L 248
WA EIEACE .. ¥ 100g 78 52t 28 H 53 21 1 50k 751 b 3 B A 9 TR F i B
ALK IR HL (SPIR-A-FLOW, Freund Industrial Co., Ltd. 3% ) 7€ FiR &4 R4 -
B ORE :30°C B TR IE BT 2 100rpm. A A T E 25 R 3. 0g/ 3 B DL Wi S SR -
1. Okg/cm’, £3 B B A T IR 21 B (1 45 B UKL 5], 2L R pH e nIE BB AR 2 (£
i —E pH RIS TR ISR ) AT TR, BT 3 AR ks 78 i [ 72 i 43 2
1180 1 m=1700 u m [RIAERERURI T o SR J5 4 T 45 B TR BRI AE 40°C R B8 T188 16 /o
[1235]  196. 88mg 347 B Uk 771 ) 2 ik
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[1236]
A 28 69 Bk 133.03 mg
WA AR R S 19.95 mg
A AR R L 19.95 mg
P 19.95 mg

[1237] ¥R =R 3. 99mg

[1238] W& 196. 88mg

[1239]  SEjffhl 32

[1240] ¥4 28mg 7F SE it 5] 29 0 #5321 1) g £ A WURE 51 F 98, Tmg 7E St 441 30 Hh 43 31 11
R PR TR AN, o] HHp N 42. 3mg MR LKE (T it 4 :PolyoxWSR Coagulant, Dow
Chemical Co., Ltd. #ili&) fF2NREW. FriFRIKNESWIHAN—MIKEE #1 P32 REH
(AT 30mg (b BEY A) -

[1241]  SEjtifh) 33

[1242] ¥4 28mg 7F SE i 5] 29 o 75 21 1) g 5 A< WURE 51 F1 98, Tmg 7E S 441 31 +h 43 21 11
R PORL FVR AN, ] P N 42. 3mg MR LFE (B it 4 :PolyoxWSR Coagulant, Dow
Chemical Co., Ltd. #ili& ) FENREW. T RIKNREWIEAN—MIRE #1 P13 2R FEH
(FHHT 30mg (L&Y A) .

[1243]  sjiEfs) 34

[1244] ¥4 56mg 7E S 29 15 2 il B ACURE R A 197. dmg 755K 15 30 Hh 45 21 (145
FERURLFTEFN, 1S 2 HIR G VRN — MU % #2 PSR EER] (AH T 60mg 454 A)
[1245]  SCjitifhl 35

[1246] ¥ 84mg 7E S 29 715 2 iz B ACWIUR SR 296. 1mg 7E 5L 30 Hh 753 21 145
FERURL VRN, P15 2 PR S YN — MO EE #1 A3 BIRCEER (AT 90mg (L& A)
[1247]  SKjtifh) 36

[1248] ¥4 42mg 7ESEHtf] 29 P15 20 iz B ACRURI I FN 148. 05mg 78S 5] 30 775 2 1) 4%
FERURIFTRFN, 1S 2R GV — MU #E 43 P13 B ZER] (FEA T 45mg (LA A) o
[1240]  SEjifs) 37

[1250]  #f 48g FIEENIGIRILERY) S F 4. 8g 15 IR — L BRW R T1#4k7K (69. 12¢) FITG
IKEEE (622. 08g) FIVEFES T, 7EPT1T BRIV 40 B 248 18 A3 BRI BACE T . FF 100g
TS5 30 H 453 21 R RORE R FH b 348 g B0, 4 5 v ) FH 9 A R R (SPIR-A-FLOW,
Freund Industrial Co., Ltd. fili& ) 7E FIRSAT T A 1 ORI :30°C E F gk g -
100rpm ELA TR 0 55 3 % <3, 0g/ 3 Bh L KB 55 S M < 1. Okg/em’, 13 2 oA N R 241 sl %
FERURLR, FL T Hh pH HoE WIS IR R AAC S (AR — 2 pHAE IR EE R R IS M) )
AT TAAC . FTts B BB TR R i [ 615 2] 1180 u m—1700 w m KIFERBERURH . A5
BT 1S 2 AR ER BRI FAE 40°C R BT 16 /N,

[1251]  207. 52mg IR Fa R0k 771 (1 4L

[1252]  SEZjitfs] 30 FrSUR: ) 196. 88mg
[1253]  FELNIGIRILEY) S 6. 65mg
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[1254] ¥4 3. 32mg
[1255]  FPERIR = LBk 0. 67mg
[1256] & 207. 52mg

[1257] St 38

[1258] % 48g FEENIGIRILERY) S M 4. 8g Fr xR — L MRWs R T154k7K (69. 12¢) FITG
IKCTE (622. 08g) HITRAIE A, 75T 493 2 B H 73 8L 24 W A1 B . 4 100g
8 S 4] 31 vh 43 21 (1) R0RE 57 FH b figg 40,4 ¥ VR B o AL R i REATL. (SPIR-A-FLOW,
Freund Industrial Co., Ltd. #i&) 7E IR FAA 1 O :30°C 3 Fle it s g -
100rpm. FL A TR BT JH 2 13, 0g/ 8P LA K55S Mk 1. Okg/cm’, 19 B A N IR 4L 4%
RSOk, HH H pH PE PSR AR (FE# i — @ pHAE PR T B tH s Tk )
VAT TAAC . AT fs B AAER B0 1 8 [ TR 0 45 21 1180 u m=1700 1 m FIFRERTRI . AR5
BT 2 A ER BRI FZE 40°CF BT 16 /Mo

[1259]  207. 52mg FR$ERERIURLI 2 %

[1260]  SEpEfE] 31 [Tk F 196. 88mg
[1261]  FZEPGIRILERY S 6. 65mg
[1262] &4 3. 32mg

[1263]  FFAxFER = LI 0. 67mg

[1264] i 207. 52mg

[1265]  SLjEfs] 39

[1266] % 28mg 7 SE 5] 29 1 15 2 1) iz €0 A4 ks 1) AT 103. 8mg 7 SE 441 37 mh 15 31 1)
2 R SORL A YR AN, 1] FEAp N 43. 9mg ZEMA Lkt (R dh 44 :PolyoxWSR Coagulant, Dow
Chemical Co., Ltd. #li& ) fF2ENEAEY). IR RIFNRGWIEAN—MEE #1 P13 R RFE
(AT 30mg tL &4 A) «

[1267]  SZjifs] 40

[1268] % 28mg 7E SZ M 29 7 15 21 1) i £ A< JUks 77 AT 103. 8mg 7E SZ e 38 15 31 1)
25 T8 JURL VR AT, ) LA i N 43. 9mg FINAR L% (R s 44 sPolyoxWSR Coagulant, Dow
Chemical Co., Ltd. #ili&) fFENREW. S RIKNESYIHAN— MR #1 1320 RZEH)
(A4 T 30mg 1L &4 A) «

[1269]  SZjifs] 41

[1270] ¥ 56mg £ESZHf5] 29 A 15 2 1 i B A Uk AT 207. Smg £F SR 37 HH A3 31 (1948
TR RN, BT B RS YEN — MR EE 42 PE BRI (M4 T 60mg 1L 59 A)
[1271]  SEjfs)] 42

[1272] ¥ 84mg 7ESZHf5] 29 H 15 B 1 A B A WU AT 311. Smg £ L5 37 HH A3 31 1948
TR RN, BT B R SYIEAN — MU EE #1 A RIER (AT 90mg (L& A)
[1273]  SEjfs)] 43

[1274] ¥ 42mg 7ESZHEH] 29 15 2 i B A MUK AT 155. 6mg £F SE e 37 HH 73 31 1945
FESIURLFARAL, BT BIKR A YIEN — MR EE #3 PARIREER (HMT 45mg (L& A) &
[1275]  sEjifsl] 44

[1276] % 300g 144 A.105g B 16 55 . 195g 74+ AL TE Bl A 75g IR BUAR [ B2 T JE 4T 4 &
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By S IRANAG B ] 105 M By R IO . 5 75 1AL HEBE L 48. 8g AL BN 18. 8g AR HUAX
[ 52 A i 2T Y R 3 S IR AF B A T [ 2 Ok o K 375 RERE « JER R (T b 44
Nonpareil—-101, Freund Industrial Co., Ltd. i ) XN EL AR FIRAL (CF-360,
Freund Industrial Co.,Ltd. #ili&) ™, fEWiZ5 A N FEET4E R (2w/w2% ) RIS, K e
B~ SRR FF ik T30 M4 2 0 R ., TORE 16 (I AGR IR A P B0
BRPURLFIE 40°C R A4, 16 /N, L TR S 3] 710 0 m=1400 b m [FIHE0H .

[1277]  158. 07mg L3R FIORL I (1 2H 1

[1278]  JEERE < JER TR 56. 25mg
[1279] BRNELAY4E = 0. 57mg
[1280]  FH T R J2 ISR

[1281] 4L&4 A 45. 00mg
[1282]  FRERER 15. 75mg
[1283] AL JEERE 29. 25mg
[1284] fIREUARIFR N IEET iR 11. 25mg
[1285] M= 158. 07mg

[1286]  SLjfs] 45

[1287]  FrAESiifs] 44 A 43 B0 AROR A A Ta) 2 0 4 VR I B Ak PR SR AL
(SPIR-A-FLOW, Freund Industrial Co.,Ltd. i) 42, R )5 5¢ 8 TRIE B A FiddLk
FRVRITRE R o 122 FH T 70 TR) J2 IR R A VB I 20. 09g F Ak AR 4T 4 25 2910 ¥ T 36 1. 55¢
ALK 8RR BT A B AR P 20 B 8. 03g AL AR AT 12, 05 1 A 795, AUARERIELE R
WA T FAT 3 VR 62°C VHE T IE S IE BT - 200rpm . A A T 25 2R 3. 0g/ 73 Bh LA
KOS <1, Okg/em’s FT 13 B MAERFURIFIAE 40°CF B AT 16 /NI, 2R J5 8 ik [3 7 9
33 710 1 m—1400 1 m FRIETR ) o

[1288]  188. 07mg F-idh FHI H [i) J2 A0 A R AIORE 751 (1) 4 e

[1289]
SE 345 44 AL A 158.07 mg
FERARTRAEE 2910 15.00 mg
i 9.00 mg
FAL4K 6.00 mg
&=z : 188.07 mg

[1200]  SiZjffsl 46

[1201] ¥4 36g FRENGERILEDY S\ 128 FENEGIRILEY) L M 4. 8g 171 = L FRH R
Tk (69. 12g) FTC/K LEE (622. 08g) [HTRFIVS I A , 6 AT A3 B A /0 8L 24g W6 H
FENEACEE I . ¥ 100g 78 S5 45 h 45 21 iR ) b IR A9 4 i VR B AL R il
il (SPIR-A-FLOW, Freund Industrial Co., Ltd. i) 78 FiR4ME FAEAR 1O -
30°C \H T e I BT - 100rpm. BLACHS VBT 25 B 2K :3. 0g/ 43 Bh LA B Wi55 S R+ 1. Okg/cm’, 15
BRA T IRA BB RN ), ¥ F0H B pH Yo nT s R A E (B —E pH A
PIIREE TR v PE LAY ) A . BT A5 B PER RIOR ) 8 o [ TR 743 31 1180 1 m=1700 1 m [
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FERERURI o AR K BT 1S B SR BURLFAIAE 40 C R B2 T8 16 /N
[1292]  278. 35mg IR R S 551 ) 2H 1

[1293]
2365 45 HFRAE A 188.07 mg
TR AHRERY S 42.32 mg
A AR R L 14.11 mg
i 2821 mg
AT R = L Bs 5.64 mg
i 2 278.35 mg

[1204]  SZjifs) 47

[1295] ¥ 35. 5mg £F SEH 51 8 0 15 21 ¥ 7 B0 A UKL AT 139. 2mg #F St 51 46 453 21 1)
PR RIURL SR AN, ] P NN 58. 2mg FBIAE LH4E (R4 :Polyox WSR Coagulant, Dow
Chemical Co., Ltd. #ili& ) 132NREW. T RIFNREWIHAN—MIRE #1 P3R5
(AT 30mg L& A) .

[1296]  SLjfsl] 48

[1297] ¥4 Timg 7ESZH5) 8 45 20 i iz (0 A UKL FF R 278. 35mg 75 L5 46 rh 45 2 (145
TR VRN, BT B R SYEAN — MU EE #1 A RIER (AT 60mg (L& A)
[1298]  SLjiafs 49

[1299] % 106. 5mg 7E 5L 4] 8 13 2 (1)l L ACRIURL R AT 417. Smg 76 5L i 19 46 453 21 4
TR VRN, P15 B FR SN — MR EE #2 P E BRI (A4 T 90mg tbEW A)
[1300]  Sijifsi] 50

[1301] ¥ 53. 3mg £E St 8 Hr 15 2 ¥ i B0 A4 Uk A 208. 8mg £E St 46 173 21 145
FERURL VRN, P15 2 PR S YA — MO EE #2 P13 RIRCEER (A4 T 45mg (L& A)
[1302]  SZjffs] 51

[1303]  ¥f 824. 4g 4k & 4 A.303. 2g T IR BE. 1062g 19 4k i #E Fl1 228. 2g IRELAR I B2 A
FLET Y R ISR AT B T JZ O o FF 722, 4g HEME « VERITIOK (R A -
Nonpareil-101, Freund Industrial Co., Ltd. il ) A B0 AR IR kAL (CF-360,
Freund Industrial Co.,Ltd. #li&) ™, 7EMI S IR NI 4E R (2w/wo% ) HIIRIIN, 4 7
BE = SER TR A IR B 35 T 23 2 IR HEOR 0 A4 5 S RE ) 24 15 BBk Bk 51 . BT 1S B 5
BREURIFIAE 40°C F EA T4 16 /N, Wi FTE S 2] 710 0 m=1400 1w m FEIH0E

[1304]  86.67mg b Sk I 2L Rk

[1305]  JHHE « VETHEK 20. 64mg
[1306] FRNZLLT4ER 0. 24mg
[1307]  FH T T 53 2 3Ok

[1308] 4L&W A 22. 50mg
[1309]  FRPREE 8. 25mg
[1310]  #Ffb e 28. 83mg
[1311]  REURRR IR LT 4E R 6. 21mg

138



CN 101884629 B OB B 137/140 T

[1312] = 86. 67mg

[1313]  SLjifs)] 52

(13141 KA SCiifs] 51 A0 43 20 ARORLR A A T 18] 2 R0 A VR B B Ak PR SR AL
(MP-10,Powrex Co.,Ltd. &) BA4<, 2R )5 56 8ETIR15 2 HA T R A SRRl %M T
TR J2 A AR VR DK 270, 0g FRTATSE AR R 4T 4 % 2910 W T 4874 154k /K 4R Ji5 T AE
BT A3 B (R 43 B 163, 5g S8 ALERFT 108g 1 A 1338, BACERAEAE TR 4 N T 3E 0
A 67C AR <1 5w’/ 3B RV TRWE ZH R 112, 0g/ A BP BEE S 0. 28MPa L)
SRS SARRAR 90N/ /NI o T AR B BIBSER BIORIFIAE 40°C R ZL28 T4 16 /NE, AR5 ik
[ TE 54330 710 1 m—1400 v m (TR .

[1315]  97.50mg ki FH A ] 2 A0 A4 R 0RE 351 1) 2 ok

[1316]  SCjtfs) 51 (IFURF 86. 67mg
[1317]  FRNEFELAYEER 2910 5. 40mg
[1318] ¥ A 2. 16mg
[1319]  4HALEK 3. 27mg
[1320] i 97. 50mg

[1321]  SLjfs)] 53

[1322] 4 57.60g Macrogol 6000 A1 26. 40g 58 L AL ES 80 Y5 #E T 2724g ¥4k, 76
13 2 HIE T 3 B 1748 WA 57, 6g S ALERAT 19323g AL A4 BE 3L 2840 LD ( [EAH & 28
579. 62) 132N EUACH I . W ARSI 52 43 2 R0k A E IR i B K U F B FE it
WIRTHIRIHL (MP-10, Powrex Co., Ltd. #ili& ) B FIRAAF FAA 2 0 :65°C 3Tk
B :1.5m°/ 43 B AL A VI 550 % <15, 0g/ /3 B Wi 35S K 0. 30MPa LA S W 58 S A AR
9ONL/ 7N o 25 7 L8 it (5 TR 0 14D [ B R AT 4845 31 B IR 4L R 710 1 m—1400 1 m [
W A TURI ) o BT 73 B I BER ORI FIAE 40°C N B2 16 /N, SR 5 1] 1918g 1071+
I 0. 96g ¥E-AF1 0. 96g A 50kt (aerosil) 330t AR

[1323]  120. Omg |3 iz 04 ks 751) (4 20 i,

[1324]  SZjffs) 52 (IR0 97. 5mg

[1325]  FIEPIAGIRILE Y LD 48. 3mg

[1326] (BIAHE 228 14. 49mg)
[1327] ¥4 4. 35mg

[1328] Macrogol 6000 1. 44mg

[1329]  ZALEK 1. 44mg

[1330] 2R 1LALEERE 80 0. 66mg

[1331] ¥4 0. 06mg

[1332] AAH Akt 0. 06mg

[1333] S= 120. Omg

[1334] St 54

[1335] % 1131g 4k & 4 A.303. 2g Tk IR BE750. 1g 4 1L 1E A1 226. 8g IR HUAR K N
FEETYE 2 2 S IR NG B A 105 1 o) JE B O . A 720. 0g BERE < JERMIEER (T4
Nonpareil-101, Freund Industrial Co., Ltd. fili& ) $HXN LR IR AL (CF-360,
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Freund Industrial Co.,Ltd. #ili& ) ™, fEWIZ RN ILETYE RIS (2w/w% ) KRS, ¥ 1
Bl o VER AR R F T P 20 2 RO B A, ST ) 25 493 B BORL 1) o BT 1 380 ) 1k
TRERIFIZE 40°C FELZS T4 16 /M, T BITEF/E3) 710 v m—1400 v m 0K «

[1336]  189. Omg IR FIURLFI 120

[1337]  JERE « JER Ik 45. Omg
[1338] FRNZEL4E% 0. 54mg
[1339] AT MY 2 IR
[1340] 4L&EWA 67. bmg
[1341]  BRPREE 18. Omg
[1342] AL ERE 44. 46mg
[1343] fIREUARIR N IEET 4E R 13. bmg
[1344]
38 2 189.0 mg

[1345]  Sijify] 55

(13461 (R SEHER] 54 H 45 2 A RITRL R AT T 70 18 2 L A VRN 3 R AL R R REATL
(MP-10, Powrex Co. ,Ltd. fili& ) BAC, 2R )5 58 BT 4459 B HA T IR A s BURL R . 12 H T
Hh ) 2 B AV VRO 1 236. 4g FRINEE T EELTYE SR 2910 ¥R T 4255g 1AL K th AR Ji5 AR
FEA BT 43 0 141. 6 FALBR 94. 8g WA 13 B EAKRIEAE PB4 T AT <00
R 65°C VHETARRR (1. B’/ S Bh ELACVR VR 55 MR 12, 0g/ 43 B BE 55 U <0, 26MPa LA
LR SRR 290N/ /N o BT 45 B B RERBIUREFRIAE 40°C TR B8 T4 16 /i, SR 5 T
G435 710 1 m—1400 » m (R .

(13471 212. 64mg b3 I Hh 8] J2 A0 4 RO SIURL 771 ) 2

[1348]
A 54 6 FRALF 189.0 mg
BRATES%E 2910 11.82 mg
A 4.74 mg
4K 7.08 mg
%z 212.64 mg

[1349]  SEjfs) 56

[1350]  ff 382.8g HENMIRILE W S\ 127. Tg REENMIRILE Y L 1 50. 88g FriF1R —
LR T ¥ /K (734. 8g) FIIC/K LT (6614g) [ITRFIV IR T, 75 F1 15 2 IS 43 81
255. 1g W A R R A . A5 SEHE) 55 P75 B A ks 771 A 3 A0 A4 v v AR FH 0 i
LR EIRIAL (MP-10, Powrex Co., Ltd. #li& ) £ P& F A 8 0 :65°C Bk
F: L om’/ 23 Bh  ELACHS VBT 55 R 15, 0g/ 7387 Wi 55K 0. 30MPa DL K Wi 55 AR AR
9ONL/ /NN, 15 B HAG T IR 4 s i 4R Ok 7], FoA el pH doE ml s ek = (7R
o pHAERIIREES MR G MRy ) BT TR . AT S B ek moR: 771 8 i[5 B i 15 21
1180 1 m=1700 v m IR o SR 54 I 45 B IR BN FAAE 40°CTF 254 16 /I,
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SRIG I 1101g ZFUR RN 0. 525¢ ¥ A A1 0. 526¢ SAH 8 AL A3 B I A ki 771
[1351]  315. Omg |3 44 JE S0k 351) 1) £ Ji

[1352]  SEjfs] 55 HIRURLF 212. 64mg
[1353]  FZENMGIRIL Y S 47. 85mg
[1354] NG EY L 15. 96mg
[1355] I A4 31. 89mg
[1356] #7451 — LMk 6. 36mg
[13571 ¥4 0. 15mg
[1358]  SAH & Abht 0. 15mg
[1359] i 315. Omg

[1360]  sLjfs] 57

[1361] % 120mg 7E 3Lt 53 H 13 2 i A Uk F7IAT 315mg £ESL i) 56 W15 2 1 R
BRI AR, AT R FR SN — MU T #1 PRI (4T 90mg (L&Y A)
[1362]  SiZjffhl 58

[1363] ¥ 80mg £E L5 53 A 15 B i A B AR FFIAT 210mg £E 3L 5] 56 H 15 2 18
BRI FRA, FTAS BB S EN — MR FE #2 A RIREE (AT 60mg (L& A) .
[1364]  SLjfs] 59

[1365] 4% 40mg 7E S5 53 A1 45 21 1l B ACURE R AT 105mg 78 5L Jifs)] 56 45 21 145k
BRI FRAN, FTAS B TR S EN —MUREE #3 PRI EES) (AT 30mg (L& A) .
[1366]  SZjfs] 60

[1367] % 240mg 7E 5L 53 75 2 iz B AU FRIFN 210mg 7E 5L 9] 56 1S 2 14k
WORIFNRA, FT 3 2R SN — PO EE #1 TP RS (A4 T 90mg (L& A) »
[1368]  SLjif) 61

[1369]  ¥f 160mg £ESZif5] 53 H 15 21 (1) 7 G A Uk 551 280mg £E Lt 56 H15 21 il k¢
WORIFNEF, BT3B SN — MU #1 PR (24T 90mg LA A) «
[1370]  sEjifs] 62

[1371] % 192mg 7E St 53 H 153 EI ) i B A B0k 1A 252mg 7E 5L 56 W15 21 18 R
BORIFRA, AT R R SN — UK TE #1 PR R (AT 90mg LA A) «
[1372]  sEjfs] 63

[1373] % 160mg 7E 3Lt 53 H 13 EI ) i A Uk 7R 210mg £ESZ i) 56 W15 21 1 R
BRI AR, AT R FR SN — MU T #1 PRI (A4 T 7omg (L&Y A)
[1374]  SCjtEfe) 64

[1375] % 100mg 7E 3L 53 H 15 21 i AUk SRR 262, 5Smg 7E St 56 A 13 211145
TR RN, BT B R SYEAN — MU EE #1 PAERIER (AT Tomg (L& A)
[1376]  SLjfs] 65

[1377] 4% 133. 3mg 7L 53 45 2 1 g A AUk 1) AT 233. 3mg 7E 5L it 51 56 43 2
[RIFE R RURERTR AN, P 1S B RVE S VEAN — MUK EE #1 P13 R REER (AT 75mg 454
A) o

[1378]  SZjfs] 66
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[1379] % 200mg 7E 3L 53 45 2 iz B A UK FRIFN 175mg 7E 5L 5] 56 15 2 14k
RORLFIVRAN, Prfs 2 KR S PEAN— MO EE #1 P13 RRER (A5 T Tomg (L5 A) »
[1380]  SEZjfafs] 67

[1381] % 106. Tmg 7ESE ] 53 " 15 2 [l A A FIURL R A 186. Tmg 78 SE 4] 56 115 3]
(R R RORL VR AT, i BIRR S WIEAN — MU 38 #2 P32 %R (A4 T 60mg (L&)
Ao

[1382]  sLjifsl] 68

[1383] % 128mg 7E St 53 H 15 EI ) i B A 0k 1A 168mg 7E 5Ll 56 W15 2 18 R
BRI TR A, FTE B RS AN — MR EE #2 PR RIRZER) (AT 60mg tLE) A) .
[1384]  sEjifsl] 69

[1385] % 160mg 7E 3Lt 53 H 153 EI ) i A B0k F7IAT 140mg 7E 5L 56 W15 21 18 R
FORLFIVRF, TS 2 KR S WIEN— MR EE #2 P13 2IEET ) (AH4 T 60mg (L5 A) o
[1386]  sLjfs] 70

[1387] ¥ 60mg £ESZHtif5] 53 A 15 B i B A WUk AN 157. Smg £F L5 56 H 73 3145
FERURLFAR A, FrA3 2 RR-SVIEAN — MR #2 PAARIREER (HAT 45mg (& A) »
[1388]  SLjfsl] 71

[1389] % 120mg 7E 3Lt 53 H 13 EI 0 i B A B0k 57 AT 105mg £ESZ 9] 56 HH 15 21 [ R
BRI FRAN, BT3B VR A WA — MR #2 PR RIREER) (AT 45mg tLEW D) .
[1390]  SLjfs)] 72

[1391] 4% 80mg 7ESZHif5) 53 H1 45 2 il B ACURL R AT 140mg 78 5L Jif5) 56 45 21 145k
RORLFIVRAN, T3 B R S EHA — MR #2 PR3 RIRER (AHAT 45mg (&P A) »
[1392]  SZjafs) 73

[1393] % 96mg 7E 5t 53 13 2 1) L ACRUR R AT 126mg 75 St 56 15 2 (1458
ORI FVEF, TS 2 KR S — MO EE #2 TP RIRCEES ) (A4 T 45mg (AP D) o
[1394]  sEjifs] 74

[1395] ¥ 53. 3mg AESEHEMW] 53 A 15 2 (1) 7 E A FUks AN 93. 3mg AESL ] 56 A 15 B (142
TR VRN, BT3B S YIEN — MU HE #3 P RIER (AT 30mg (L& A)
[1396]  sLjfs] 75

[1397] ¥4 64mg 7ESLHEM] 53 H 15 B 19 B AR FIAN 84mg 7E 5L 56 H 153 B F B
FEFVRAN, PTAE R KR SYEN— Mg #3 hERIRFER (A4 T 30mg 1b59) A) »
[1398]  sLjfs] 76

[1399] ¥4 80mg 7ESLJEf] 53 13 B 1 B ACRURFIAT 70mg 7E 5L 1] 56 153 B f B
FEFVRA, PTAE R KR SYEN— MO EE #3 hERIRRFER (4T 30mg tb&W) A) »
[1400] oMb A 7%

(14011  FH T A B )43 8 il ) ] CATE i 428 ) 3 1 ol 7 B I T PR HE TS V8 7 28R,
PR G mT DASRAS A AT & 1B AT Y897 592800 R0 B ARG IR i 2494 B T v i 5 | S iy | S BA %
IR/ 5 25 T8
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