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2-(2-(4-(3-N- Z BR F -N- FF 2 S B nlh o e -1- 58 ) 0 2 ) g ik -4- 5 )-3- FE 4

-6-ML BE -4- 5 -3H-ME I -4,

2-{2-[4-G-FE- TR T -1-F)F Dbk -4-5 }-3- F H-6-MLIE -4-FF

-3H- M BE -4,

N-(4-(4-(1- FF £ -6~ X -4- (ML B -4-FE )-1,6- — S WE g -2- 55 ) 1 Ik -2- 3 )- 3%

5)-Z. B,

N-(4-(4-(1,6- "5 -1- B 2 -6-5F, 1 -4,4'- B8 1 -2- 30 ) A I -2- 35 ) 38 )- Z, B

i

2-(2-(4-(2-Mk g 5 3 ) 2K 3L )0 k-4 )-3- FF B - 6T e -4 - -3 H- MR g -4

AR,

2-(2-(4-3F TN FE PR AR 2 3 ) 4 55 ) W Wbk -4- K )-3- Y - 6- MLt g -4-F -3H- % g

-4-T

2-(2-(4-FF TR 8 e 5 0 226 ) 20 5 ) N R -4 - 5k )-3- R R -6 E -4- 6 - 3H- 1 g

-4-d

2-(2-(4- T4 R R -3 -3 1 B ) IR 2 ) 1 Wk -4- 2K )-3- Y i -6- T 02 -4- 5 -3H- T

nE -4 ,

2-(2-(4-(N-JY =0k IR -3- 5 -N- B B s B ) 0 2 ) 15 bk -4 - 3 )-3- FFY - 6- I

-4-F -3H- W% 0E -4,

N-{4-[(28)-4-(1- FF F£-6-F K -4- AL BE -4-F -1,6- — & M5 g -2-F5 ) bk -2- % ]

17
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RE-2-IE g br-1-8 Z B

N-{4-[(2S)-4-(1- B £ -6-F AR -1,6- = & -4,4"- B W5 B -2- 55 ) W ppk -2- B | 2%
B }-2-nhng be-1-5 2B R,

N2,N2- = FF E-NI-{4-[(2S)-4-(1- FF £ -6-5 10 -1,6- — & -4,4'-BLE g -2-35)-
N bk -2- | R H R B R

{4-[(25)-4-(1- FF £ -6-F X -4- WLt BE -4-F -1,6- — S 0E -2- 55 ) G Ik -2- B 3
EYREFRF A,

{4-[(2S)-4-(1- F H -6-E AKX -1,6- — & -4,4'-BXWF BE -2- 55 )i bk -2-FE - 35 5 )
HEFRLME,

N-{4- B -3-[(2S)-4-(1- F £ -6- F A -4-PL B2 -4- 2 -1,6- — S W IE -2- 2 )-
k-2 B )R &} LB,

N-{4- B & -3-[(2S)-4-(1- B F: -6-F AR -1,6- — & -4,4"- B & BE -2- 1 ) 1 ok
2-HEIRE W, M

N-{3-[(2S)-4-(1- F F-6-5 % -4-ML BE -4-F -1,6- — 500 B -2- 5 ) W Bk -2- 2 ]

FEYOHBERE.
PR Uk ERLEYREENBERUIEKE

ALV (Blan) PR ERG &R (D RS

// /N
“ RL WIX
N N NH (Y)p N

N SN A NN R
Cl” °N” 0 g N~ "N 0

R! o K
(1) (R')q 0]

(EERRNGTRY, EMFESHEXNEELHB T KL E A

E. )
FRR D)) ARER 2-FEEEHET A S H % BT R Uk
W02003/027080 F1 W02003/037888 i B 45 o #i ik 19 77 4Tl % -
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REHRZENMTEY (1) 58 () REHEER (WEEL
. SEAE. FEMN. ZEM. RBRY. RBREH. BBRE. =2
We. ZRAHECERM 1,8- R W [5,4,01+—BR-7-1) FER. 7
0CH 200CTEFHAMWEREERET. ERARESAERELEBSKF
RN 1-100 /Mo, RBEIFHEMNALEY D .

ZRNMERNEGARE, fli, BENNEE. 8. 1-HE.
FAEE. NTE. 228, RI0; BEFNNZZE. FERTEE.
AR . FRAR; REBEMWE. FE. _FF, sREBEHNN=K
gt R —8Ohe: ERFREER AR, NN-ZFEFE
f&. NN-ZHEZBE. N-FEMEEE. —FER. BT, SH
EBBE =L, K%, BE, "LUCRAR—BERSE AmMEmEA UL
ME R R KRS, LAES TR

AEHKLEWABFME TPKI FHHEMER, FREEMES
P 8955 T BT R % Mg BR O R 3R] TPK 1 BIVEME, INTTIBH A g M2 FH
A1 PHF MR UL R MG M EA KT FHik, XR\ELEWTTH
EG I TE LAY, AR 2 RE 8% M AR AR b T b7 R/ B V6 97 B 7R K g B .
WA, AR B 4L A Wk wT DA 1 25 40 0 3 R R SR T B /B v T Bk
mMEREPEEE. FRESE. MiTHELERSER RS M, 3
ITHZ EHERRE. TRt Eemi. RREMERKESE. #
HFEMAE KEWERKESME-FRESE. BE/MMER . ERER.
FRE RN S MG RE. SRR, CEHERG. W
FERES . AEMER. UNBERMELR. ERSFRBERER
P AEREE. BIEMAR. BaRE. BRAE. $UE. EDHKK
B FORBE. TH B-ARALFER)LHFEZEESOME. BTFEK
HNLEMEERGHZEN AW h%ER, U ELEWER
2y RE IR R

ERARBRIZWEERS, "TUCRANYE R (D K&
REOLEY . EMAANE. ENOBEFTAMDEKEY. ZYERES
AUEAREHAWA S, RMEEFERAYUADAEYHTE
XA, HESHEIEERSN LR R E—FMaS—FM L LMY
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w. EAXRENEWITERS, TLUBRMREFHML L L
B FEE R .

MNAYHEYHIRERAFRA RS, FHEHaT UEAEAATOR
BNE BN IR Z A EY . Bla, Z5YE-E YT LR H R
(Blan) . OREZADAEDER, WK BHBAF . 7.
WA, RIKE. RN, IAF. BEE. BRE, RBBINELMN
YA EYRR, WHTHEKAN. WARNSEE TAA0EST. BT
Fl. BREEF.. SHEEGR. HEF. BRAR. B,

XA KK ARG 2R BN BT REANRE, FHEEMNTTL
WRIEE IR /BB ITTR . KRR, BHENEERER. K
PCEREEmE SR BF, RADRSZAFHFETLA 0.01
£ 1,000 Z% GEHERSMESR) , FETUSBREHA—REEFERFRLU
DRNELEHEIKR, HEILREH K. LHTRAAYAESFIE, XTI
NEHRIEZE TR 0.001 E 3000 2% (FEHERIHEER) UFEE
S E W3 IT A 2

5k 764
AKPKBZSRLHEOEEFRME . R, AEXHNTEEAR
TRIIEREG . KRB F LGRS E LRERREFRIEIR

L 1
N-(4-((2S)-4-(1- B £ -6-F AR -4- (Mt 02 -4- 7 )-1,6- — S0 0E -2- 25 )- 1 ik - 2-
HYEEVLBE (LEYRS 39)
2-18-(18)-1-(4- 1R FFH) L B

15 4080, Bilbe-TWErRm 4 &4 (1.0M (78 PO Sk 1
B, 270 ZFF, 270 ZE/R) 7E-30°C FIMAZI(S)-CBS ((8)-2-F %
-CBS-FEM TR, 50 ZFh, 1.0M FEWRB) WP HFHEE 15 08, R
JEERTFREN-32 8- 28CHILHT, 70 0HAMMNTEE S P
(350 ZFF) P 4-RFEFHEFER (75.0 7%, 270 ZEER). Bk 1
MG, BFENEBREEIZEER, FESBMAFE (10 ZF) , &
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JETE 10 238 I INSE 0.5M 2% (300 ZF) . HiH: 40 40405, AT
BHBEBOT IR K FRERIEE . 250H 0.5M H£E. 0.1M &%
WHIKB B E KR EHNEIE, HFEREKRBRH TR, K%
FHE, BEAREFEEHRYE 2-IR-(1S)-1-4-REE)LE (717 7) .

(28)-2-(4- R A TN EA L b

KBEEAPKEBERE (IM, 400 ZH) MAREZZE (400 ZH)
) 2-1R-(18)-1-(4- R FFK)Z 8 (77.0 7)) &, FHESETHEE 5 .
NEENEFHABEDRKE. ARKEEAHFHOENE, FBEHLK
MBRMTHE. REHN, BINRECHRDNECS)-2-4-REE)HE
ZFE (55.0 7))

(18)-1-(4- R X H)-2-((1R)-1-FK L H I L BE

¥ (29)-2-(A-RFEFVFFE 248 (55.0 7)) MR)-1-FEZfE (982 7,
810 ZEE/R) MIBEYAE SOC T 6 i, BEENELIEEEZ
G, MEAYWHRMATREE (200 ZF) , REdE, BEhAateRE
FI(1S)-1-(4- IR FF)-2-((IR)-1-F ZE )L (57.0 %) - BEETK
BRI AR B R Y RBATH — 4R, ARFEE 30 ZH)
IR EE, BRANEENERELEY (5.60 ) (FZEN 72.4%, 3
) .

(68)-6-(4-V8 FE 5E)-4-((1R)-1-7K Z, 3 )10 ik -3 -7
7E 30 b, R B (24.3 7, 215 ZER) & H 4 (100
BEF) I3 kA HHI(1S)-1-(4- IR EF)-2-((IR)-1- K ZH FH)Z
BE (62.6 7%, 215 ZEE/R) M=2Z & (21.8 7%, 215 ZE/R) W& HF
e (600 ZF) WHF, FAEMAREE THER 1. 458 0.5M #
. MARKBRENERMEKEREIRNER, FRITKRRETE.
MEREER, KBS (85%, 16.1 75, 244 ZEE/R) INABIFT
BRRIFEMRYESNEMEBRS, HHHE 16 M. EXREBER
FEMRAVEKRKNZRLBEZ RS 25 A 0.5M HER . WAKR
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SHMBBAEKEEEIE, HATKRBETR. BRERESEH,
12 3| A % B R 19 (65)-6-(4- 1R FE F)-4-((1R)-1- 5 20 ) 1 ik -3-
(702 7)) &

(28)-2-(4- ¥ K FE)-4-((1R)-1-2K Z, FE) 15 iph

7E 45 48, KRlse-PU Sk 48 &4 (1.0M B 7E DU Sk i 4 i
W, 510 ZF, 510 ZEI/R) A B KA #H K (65)-6-(4- R &
F)-4-((1R)-1-ZK Z. F)-1Bk-3-F (70.2 7¢) MITUEERE (500 ZF) &
W, HKBEBREMEBRE TR 1/, REEZEETHH 30 54,
/N HLE P EE (60 ZFH) IMAFIUKA A KER TG, BIERZHEH,
HEEFE (750 2F) FHEKYF 1M EEALPKBE (280 ZF)
7 80°C THEH: 1 /NEY, RIEF4E 15 43 8him—ik IM SEALHKEE (70
Z) . WEREBAHFERKRYEKMIBZEEZE B . 75 H
KFEKEEFENE, FALKRBRETR. REEN, Brha6
i 1A B (28)-2-(4- T8 FE F)-4-(IR)-1-FE Z E)B IR (65.0 7, FFHN
96.3%, 2 ) |
A 85-87C
IR: 1487, 1449, 1117, 1098, 809, 758, 699, 550 cm™*
'H-NMR (CDCl,) 8: 1.35(3H, d), 2.10 (2H, m), 2.60 (1H, m), 3.05(1H, m),
3.35(1H, q), 3.75(1H, m), 3.89 (1H, m), 4.55(1H, m), 7.25(7H, m), 7.46
(2H, d)

(29)-2-(4-FFEFEH)-4-((IR)-1-7K Z, FE )M ik
¥ (28)-2-(4-1R F=H)-4-((1R)-1-ZE Z. F)E Bbk (15.6 52, 45 ZER) .
THRHFFIERE (9 W, 50 ZER) « Z(ZEFRERER)E ZHO0)-F A
A (0.93 5, 0.9 BEE/RD . HUTBEW (6.0 3, 63 ZE/R) H2-(Z
T REBHEER0.53 7, 1.8 ZERMBER (135 FH) BHAEISCT
P 4 i, EFEREBRFFRK{VEKMZKRIBEZE 5. H
TAKBBM T IREVEFRER EER . A5 R D 1Y S0k
(180 ZF) W T A 6N 2% (180 ZFH) , H B BHNEBAYE
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EBRTHIE 1| M. EEREBRNHERKYEKNZR 282 84
ii. HLKBBRPTHEAINEHEREN. BEdEREAESE (T
-AcOEt, 2:1) #iLFTERHBRA|Y, MBI 0 MR8 (2S)-2-(4-K
BERE)-4-((IR)-1-F ZE)Y)GWE (122 3T, 96%)

N-(4-((28)-4-((1R)-1- Z, F )M ppk -2V F5 3 ) 7, Bk e

] (28)-2-(4-FF FH)-4-((IR)-1-FK Z.F)EHk (7.9 75, 28 ZAEIR)
M=2ZF% (8.5%, 84 ZE/R) HHEARKM (180 ZF) WHBFTMAZ
MR (4473, 56 ZAE/R) « HEINBEWEZSETHE 2 MEIFAAE
ZHKME A5 . AEKERENEDRY AT KRBMNTIE.
BUEREB R FES S EREEN H &E, HRREBEE, AR
B ARG AER N-(4-((28)-4-((1R)-1-7K Z )G I -2- 35 ) 5 ) £ B %
(647 32, 71%)

N-(4-((28)- "5 Wk -2-F ) F 3 ) 2, BE %

[f] N-(4-((29)-4-((1R)-1-K ZF )G mk-2-F) K E) L BE ik (6.47 38,
20 ZEEIR) MHFBRE (6.3 7, 100 ZEE/R) AENEAKR (136 ZH)
HEE (270 ZF) FK (70 Z2H) MEADFHRAIBERF A 10%
Bk GBS, 270 W) , HRKEBE OSCTTHE 3 . TIEE,
EFBREBRFFERKYAEKMN G F IR AR AEKRRBRHT
BEVNEFBERZRER, NTH B 0ECHRDE N-(4-((2S)-5 bk
2-FYRE)LBAE (578 7, BB .

N-(4-((28)-4-(1- F -6 -4 4R -4- (ML g -4-F)-1,6- — SUMERE -2- 55 )G Bk -2 )
FE) B

¥ N-(4-((29)-"Bmk-2-F) R BB (2.63 78, 11.9 ZE/R) | 2-
H-1-F -6 AR -4-(utL B -4-H)-1,6- —E W5 IE (2.60 T, 11.9 ZE/R)
M=2Zf (3.60 3%, 35.7 ZE/R) HUEABKRE (100 ZF) BWRE 95
CTHHE 1B . EEREBERFFEHRKYEKTN —KFRZE S,
AEKRBHTRENEFBEREZER. BdEREAEE (K-
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FEE, 10:1) AUFTBANBRY, NTEIANKRECREH
N-(4-((28S)-4-(1- FF £ -6-F AR -4- (Mt g -4-F5)-1,6- — W 0 -2-55 ) G0k -2- %)
IV WfE (2.8 7, 58%) .

L HE Y 2:
N-(4-((2S)-4-(1,6- —&.-1- B H-6-F X -4,4"- Bk W g -2- 55 )- WG bk -2- 2 )- 2%
BB (WEPHRS 40)

# N-(4-((2S)-"0pk-2-F6) K F) L BEiZ (5.78 7o, 262 ZEEER) .
2-5-1,6-—&-1-F -6-FX-4,4-BRWEIE (4.00 72, 18 ZE/R) =2
f& (6.00 3T, 60 ZEEE/R) MIUEBLAE(100 ZF)BWAE 95T THHF 1
M. EEBREBFFERKWEKM G R EH0. HEKR
BT 1R H LR HUE B 22 v 71« T8 o e AT 8 3 v (U0 - TR EE, 10:1)
SR EIMERKRY, NTBEIAREEREK N-(4-((29)-4-1,6-—=
-1-FR B -6- A -4,4"- BRI IE -2- 5 )- WG ik -2- 3 )- R B L BR iR (5.7 T,
30%) .

KB 3:
(S)-2-(2-(4-(N-FF T £ -N- FF B & 5 ) 30 55 ) 19 mpk -4- & )-3- B 2 -6-(4- MLt B2
B)-mE e -4-0 (hEWHRS 10D
(29)-2-(4-GF D EEFEV A E)-4-((1R)-1-F Z F) G Ik

HEZET, H(28)-2-(4-IRFEFE)-4-((1R)-1-ZK ZFE) Gk (7.62 7,
220 ZEIR) . B4 (198 Z75, 0.88 ZEE/R) . 2-(ZHUT EBHEC
(525 BT, 1.76 ZAE/R) MMTEH (296 7, 30.8 ZE/RK)
FE (40 Z2F) BEBERFMARDIE (3.78 7, 33.0 ZERK) . £
90°C T 2.5 Nt JE, BB REFRETEEE L. BUEWRYE ER,
HESEREEE (ERBEIECRETH 5%-25%48R L8 AbAR
¥, WNTIB 3N A6 &ER(S)-2-4-GF BB T E)FHE)-4-((R)-1-F 2 %)
Gk (6.95 7%, 87%) .

(2S)-2-(4-(N-F£ & -N- F B F F)FE F)-4-((1R)-1-7 £ F ) 1D ik
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EERT, ME)2-U-CREERE)EE)4-(R)-1-5 Z )G
(6.95 ¢, 19.1 ZEE/R) MAE/REH (35%, 8.18 ZF, 95.4 ZEE/R)
HRERTMAZ CBEEME W (12.1 78, 572 ZER) . HH 30
SehE, FRIANEFEBRELRZER INSEAPZALE. AR
LERAEBUKE. AHKEHEEFNAEIE, ARMRETHR, HHITE
WL BEERKAEE (ERBAECHKTE 5%-20%Z 8 28D 4
Wi R YD, W15 2] 0 IR & R P 9 (2S)-2-(4-(N-FF ©2-N-F & &)
EE)-4-(IR)-1-K ZE)EM (72737, EE) .

(28)-2-(4-(N-3F T, 5 -N- B B S ) FE 20 i ik

BEAKTEAN—NDNEFO2G-N-FOEN-FERE)XK
H)-4-(R)-1-FE ZFE)GHE (7.27 75, 19.07 ZEE/R) Al 10%4E R (3.0
) MZEE (30 ZF) BHM 300 ZF MK . BRNBEEWE 50C
TRIZUBEFE 10 MY, FAREE S HBIERENT, HRERBEIEE, I
18 21 0 2 FA R 40 B9(2S)-2-(4-(N-31 2R -N-F B s E) R E) Bk (4.95
W, 95%) .

2-((28)-2-(4-(N-3f T F -N- T 55 5 ) 8 50 ) W R -4 - 35t )-3- 3 -6-(4- it B
5 )-1% BE -4- g

7] (28)-2-(4-(N-3F C2-N-FF E R E)FE)QH (447 77, 16.30 =
BEIR) M=&fk (3.1 ZFf, 222 ZB/K) HINEAKRE (50 Z2F) Bl
b 2-8(0-3-FF B-6-(4-MLBE £ )-3H-ME 0 -4-F (3.28 o, 14.82
ZEER) . EEWRERZE, BERERNEEY. FR{WE IN
SR _EF Rz A0, AKGREEIE, ATKBRRHTIE,
HuE, HEERS, BRREACEGE, ACBEESEL, NUERENA
B AR 2-((29)-2-(4-(N-3F © 2 -N-F B & 2R E )Gk -4-5)-3-F &
-6-(4-MLRE 3)-ME R -4-B (5.15 %8, 75.7%) .

LW 4:
3- F AL -2-((28)-2-(4-((HL BE -2- 2 ) & 25 ) 2 2 ) W Wk -4- B )- 6-(HE e -4- 2 )- W
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BE-4GH)-Bl (b &W%&mS 48)
N-(4-((28)-4-((1R)-1-2F Z, 3 )10 ik -2 ) 25 e Ytk o -2 - %

¥ (28)-2-(4-FE X E)-4-(IR)-1-F ZE)Lmk (1.5 72, 531 B
R L 2-FAkEE (1.21 38, 10.6 BEI/R) « Z(ZEFERFNE)EG 4L
(0) (52.6 %, 0.05 ZAE/R) . MTEH (0.88%, 7.8 ZER) K
W 1,3-Z(2,6-Z R EE)K M (89.6 Z3, 0.21 ZEER) Rz
(17 ZFF) EBAE 9OCTFHHE 15 it BWEREZBEFHFREDE
KB ZBEZ B, ALKRRATRAENEFREZRER.
AR GIEDE (CHR-ZBZE, 1:2) gUFENREY, NE
B 9 4168 &5 4 B N-(4-((25)-4-((1R)-1-3= Z B )G Ik -2- 2 ) 35 2 )ik e -2-fi%
(0.68 7, 36%) .

N-(4-((28)- "5 Bk -2- 56 ) 7 FE Ytk o - 2- %

7] N-(4-((2S)-4-((1R)-1-2K Z 55 )G ppk-2- 5L ) 22 B YAt g -2-F% (0.89 T,
2.5 ZEER) B (0.78 7T, 12.5 ZEE/R) WINEMKR (15 Z7)
-FEE (24 ZF) K (18 ZF) BHEFMA 10%8x (B, 200 =
), HEBBRAEWAE OSTTFHRE 1 /i, SikfE, EFEREBENHAFE
BAYEKN R B 5 E . IR RS T 585 2w 5K
R, NTRIHEAHRYE N-(4-((2S)- G hk-2-58) 28 5 )tk e -2-
f& (0.60 52, 94%) .

3-F B -2-((28)-2-(4-( (Mt B -2-F5 ) L FE) FR 5 ) R bk -4 - 6 )- 6 - (nbk B -4 -5 ) -1
iE-4(3H)-Fi

B N-{(4-[(2S)-12 ipk-2-FE 1 K FE Yk mE -2-f% (0.2 38, 0.78 ZEEEIR)
2-5-1-FF E-6-F 18-4-(lt BE -4-F)-1,6- —E e (0.13 38, 0.62 ZE/RK)
MZZ R (023 52, 2.3 ZEE/R) MTDERRE (10 Z2FH)BE R 95C T
# 3 i, EEBREBRFFERK{VEKN _EFRZE . AL
KRBT IREVLEHBERGEAER . EdEREaEE (E07-F i,
10:1) SR IAMNERKRY, NTUHAIAIECWMRYEN 3-F &
-2-((2S)-2-(4-(( Mt B -2- 3 ) & 5 ) 2K B ) ) Wbk -4- FE )-6-( bk B -4- B )- 1 g
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-4(3H)-F (100 BH, 37%)

L 5
3- B B -2-((29)-2-(4-( FF £ (P B -2- 55 ) & 26 ) 35 4 ) 1 Wk -4- 2 )-6- (L e -4
)y e -43H)-B (hEWwmS 72)
N- B L -N-(4-((28)-4-((1R)-1- £ )1 ik -2- B )35 B Ytk e -2- i

] N-(4-((2S)-4-((1R)-1-2% Z, )i bk -2- 55 ) 35 B )tk Bg -2- % ( 0.57 7.
1.5 ZEE/R) ML (1.6 L, 11.2 ZEE/R) MUEKEG0 Z27H)%E
WAHMARTES (1.6%, 945 ZBE/R) . EERTHHF4PH)E,
MAKFERZBZEBEERFBNREAGY. ABKERENE, HEK
AT, FRKRER. BdEREAILE (SR-ZRLEE, 1:1)
A FBEMEEY, NTEIAIARAHRDH N-FE
“N-(4-((28)-4-((1R)-1-Z Z, &)\ ik -2- 55 ) 28 FE Yt BE -2-1£ (0.57 32, 81% )

N- B 2 -N-(4-((28)- M5 B -2- 6 ) 2 Byt e -2-fi&

[ N-F 3 -N-(4-((25)-4-((1R)-1-3 Z, B )M k- 2- K )- 2 5 YAtk e -2-f%
(0.57 3, 1.5 ZE/R) MHFBRE (048 7, 7.6 ZEI/RK) KTHERLTE
(15 ZF) -FEE (30 ZF) 7K (16 ZF) R IMA 10%H LR (8
&, 200 W) , FBEBEWAE OSCTHH 1 M. FIEE, BERK
EWFFFEREDE KN R ZM SR REKRRMTREH
B IR R B, MTEE 0GR A N-F B -N-(4-((2S)-G
S2-F)FEEHMLIE-2-fF (0.38 T, 94%)

3- FF 5 -2-((28)-2-(4-( FF Z (Rk e -2- 26 056 ) K 55 ) 1 Wbk -4~ 55 )-6- (Lt g -4-
3 )% g -4(3H)- K
¥ N-(4-((2S)-D 0k -2- ) A E )k we -2-f& (0.12 52, 0.46 ZEER)
SE-1-F -6 S -4-(k BE -4-3E)-1,6- — S ERE (0.08 3, 0.37 ZER)
M=Z8 (023 7, 2.3 ZE/R) KIUARKRR (10 2F) BRTE 95C
THER 3 A, BEF %%ﬁﬂﬁﬁ%ﬁ%zﬁaymﬂ RS Z B4 .
EEKBRBHTERENEFBRERFER. BadEREREE (-
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FEE, 10:1) A BHRAY,. NTIEAI N ZEHRYY 3-F&
-2-((28)-2-(4-(FF Z= (kg -2- 20 & 5 ) 4 55 ) HD Ik -4- 3 )-6- (AL BE -4- 2 )-8 B
-4H)-H (65 ZR, 13%) .

S 6:
2-((2S)-2-(4-(N- F Z£-N-((3R)- PU 5 Wk MR -3- 58 ) & 35 ) 28 2 ) 15 bk -4 - 5 )-3-
B -6- (W BE -4-55)-3H-TE e -4-B (b &Y% S 091)
4-((1R)-1-ZE Z, F£)-(25)-2-(4-(N-((3R)-JU &1k M -3 - 36 ) & 35 ) S 56 )- 1 bk
EERT, BHERABERR)-(+H)-3-FENIRME (2.0 &, 7.7
ZEEIR) MAE(2S)-2-(4-1RFEF)-4-((IR)-1-FE Z.F) Gk (2.4 7, 6.9
EE/R) . LB (65 ZF, 0.29 BEE/R) « 2-(ZHT EEHECE (170
ZE7, 0.57 ZE/R) MATEMH (3.4 75, 354 ZER) BHRTE (50
) BEBRF. 00CTm# 6 SAE, BEINBERESEE L
. WRIERGEEE, FREREISE (ERBAEEG PN 5%-10%F
) Atk &Y, NWTHEIIEE&EEH 4(R)-1-F &
H)-(28)-2-(4-(N-((3R)-TU & Wk IR -3- 35 ) & 2 ) K B )-E Ik (1.3 52, 53%) .
'H-NMR(CDCIl3) &: 1.35 (3H, d, J=6.8 Hz), 2.04-2.16 (4H, m), 2.55-2.62
(1H, m), 3.08-3.12 (1H, m), 3.33-3.38 (1H, m), 3.67-3.93 (5H, m),
3.98-4.02 (1H, m), 4.46-4.58 (2H, m), 6.57 (2H, d, J=7.2 Hz), 6.83 (1H, d,
J=9.0 Hz), 7.21-7.33 (7H, m)

(25)-2-(4-(N- B FE-N-((3R)- P 55 Wk MR -3-F5 ) S ) K ) -4-((IR)-1-F L &)
e Bk

HEET, B=ZZHEEMELS (247, 113 ZER) MAF
4-((1R)-1-F Z, H)-(28)-2-(4-(N-((BR)- U 5 Wk g -3-F& ) & 25 ) 5 25 )- 1G9 Ik
(1.3 7%, 3.69 ZEE/R) FHE/IR DM (35%, 1.6 5L, 18.6 ZEE/R) K-
SHEE (50 ZH) BBRF. B2 NE, FHEINBERELRSL
BeAl IN SENHZ AIAE. AZRZEEBKE. AHKEREIFH
HHE, AMBRETE, FHTESKRSE. AEREEE (BREN
EETH 5%-10%FE) dibBZLY, MG 0w amRy e
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(28)-2-(4-(N-F 2 -N-(BR)- T Sk Wi -3-25)E ) 2 )-4-(IR)-1- K Z.5)
gk (1.35 3%, 100%) .

'H-NMR (CDCL)3: 1.33 (3H, d, J=6.8 Hz), 2.02-2.13 (4H,m), 2.53-2.60
(1H, m), 3.00 (3H, s), 3.08-3.12 (1H, m), 3.30-3.34 (1H, m), 3.70-3.98 (5H,
m), 4.00-4.06 (1H, m), 4.46-4.58 (2H, m), 6.60 (2H, d, J=7.2 Hgz),
7.28-7.37 (TH, m)

(28)-2-(4-(N- B3 FE-N-((3R)- [0 4 Ik g - 3 -5k o L ) 2 L ) 6 R 1) b
ARAAT, B 10%4E xR (1.0 378) F((28)-2-(4-(N-FH £-N-((3R)-
U0 SR I -3-36 )& ) K FE)-4-((IR)-1-FK Z.F) B (3.69 ZE/R) K F
BE (10 ZF) WELE SOCTRIZIBER: 10 M. AEELREXEN
7, HBERBER. BRYH IN ELEN IR ZEBBRLE, iR
EwRds, BAKHECEHGK, BLEES R, MBI IACHKEN
(25)-2-(4-(N-F B -N-(BR)- T S Bk -3- B )R H ) E £ ) R gk (0.9 T,
73%) .
'H-NMR (DMSO-d6) &: 2.99 (3H, s), 3.00-3.12 (2H, m), 3.23-3.28 (1H,
m), 3.61-4.02 (9H, m), 4.51-4.53 (1H, m), 4.79 (1H, d, J=10.1 Hz),
7.42-7.48 (4H, m), 9.63 (2H, br)

2-((28)-2-(4-(N- B £ -N-((3R)- 4 = Mk M -3- 2 ) B A ) 25 2k ) NGh ik -4- K )-3-
B 2 -6-(WE BE -4-55)-3H - I g -4 -

EZERT, % 2-8-3-FH-6-(4-MENE -4-5)-3H-M 0E -4-F (0.24 7L,
1.08 ZEE/R) , (25)-2-(4-(N- B E-N-((3R)-TU & Wk -3-F)R )R H)
BBt (0.4 5%, 1.19ZE/R) =28 (0.6 W, 593 ZER)
PUE kM (20 Z2FH)BEWBEHE 15 M. FREWEKF &M Z @4,
FAIMKBEGERILE, ARRETE, AFEZTKRSE. AEREAIE
B (BB EE T 5%-10%F 8) gy, AmEBEhKE
BB 2-((25)-2-(4-(N-FF 5 -N-((3R)- U S BRI -3- 25 ) & 2 ) K Bk ) M
-4-FE)-3-F B -6-(WF g -4-55)-MERE-4-H9 (0.23 3, 47%)
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LB 7:
2-((2S)-2-(4-(3-(ML g - 1-ZE )R A 2 ) R 5 ) G 0k -4-F)-3- FF 2 -6- (T HE -4-
3)-mEnE-4-F (LEWHRE 202)
2-1R-1-(4- R FE R EY- 2, -1-F

EZET, BZRUEFEEZ=ZFHEE (276 7, 734 ZE/R) MAZ
4- 22 FHFEZE (100 7, 734 ZER) MPUEKRE (1000 E2H) &EFEK
i, B 3 NS, BEINSFEREE, HRERFER. =7
RBEE IR A, NITBEAAEGER 2-R-1-4-REXRE)-L-1-FH
(85 %, 54%) -
'H-NMR(CDCl,) 8: 3.84 (1H, br), 4.40 (2H, s), 6.98 (2H, d, J=7.2 Hz),
7.91 (2H, d, J=7.2 Hz)

IR 4-(2-1R LB BRI

£ 0OCT, MHBEEE (50 7%, 436 ZE/R) MAZE 2-R-1-(4-&
HEE)-2-1-8 (85 %, 395 ZRBE/R) M=2Zf% (48 3, 474 BER)
RIPDE e (1000 ZFH) BB T, FHBHBNESGYEZRTHH 30
kb, FIREMEKMZRZEZ BASR, FFRBEKEEREELE, H
MBEETER. REXRBENFH-_RABERERRY, NTAEAR
BRI PR 4-Q- IR E)RBE (96 3, 83%) o
'H-NMR (CDCl;) &: 3.22 (3H, s), 4.41 (2H, s), 7.41 (2H, d, J=7.2 Hz),
8.06 (2H, d, J=7.2 Hz)

F R B2 4-((28)-2-1R-1-F8 Z B S

715 480, BRs-INERESKEY (1.0M KI7E H SR 8
VAW, 330 Z2TFF) £E-30°C F A B(S)-CBS ((S)-2-F % -CBS-FEM: i 4%,
50 ZFF, 1.0M BERB) BEP, HE¥IENEREEHE 30 8. &
JETE R FRIEL R 4 -32 B-28°C IR, 78 70 43 % P ¥ in 52 78 U S BK
(500 ZF) B FPER 4-Q-IRZBEE)RER (96 7T, 328 ZEER). B
1ARE, BAEBREEIEER, FEEMAFE (10 E2H) , RE
7E 10 35 T INSE 0.5M #8 (300 BFH) . #4058, ¥
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HBEHT I ZBRZEERER. 45 H 0.5M 2. 0.1M SE4L8K
WA /KGR EHPFEIE, HERLKRBRATIER. REFGHLE,
BRI A HEIFE MR B PR 4-((29)-2-1R-1- R L E)XE.

'H-NMR (CDCl,) &: 2.72 (1H, d, J=1.2 Hz), 3.10 (3H, s), 3.44-3.58 (2H,
m), 4.93-4.97 (1H, m), 7.30 (2H, d, J=7.2 Hz), 7.46 (2H, d, J=7.2Hz)

FI#EIR 4-(S)-HE LE)VERE
EEET, BEEALMKER (IM, 600 ZF) MAZTEZ LB
(400 ZFH) R FHER 4-((29)-2-1R-1-F2 ZHE)KEE (328 ZFE/R) F
FEEE 5 AN, DEENEHHZRZERETRKE. FAHKERS I
MEVEIRLE KRB TIE. REZERKBRIFA S ABERRR
), NTI1E 3] B0 SR R 4-((S)-FFE L E)FEE (69 5, 98%) -
'H-NMR (CDCl) &: 2.75 (1H, dd, J=1.2 Hz, 6.8 Hz), 3.14-3.16 (4H, m),
3.88 (1H, dd, J=1.2 Hz, 7.2 Hz), 7.28 (2H, d, J=7.2 Hz), 7.42 (2H, d, J=7.2
Hz)

SR 4-((1S)-2-"F & E-1-12 Z )R

¥ B AR 4-((S)-FN R 2 5)FEE (69 7, 322 ZEE/R) A& (104
7, 971 ZEE/R) MIRESWEE 80CT ik 3 Mit. MERRTENF
IR R EBRRER AT, ATB RN B 6 RERNFRR 4-((15)-2-
FERE-1-BRLE)ED (7107, 69%) .
'H-NMR (CDCl;) &: 2.68-2.72 (1H, m), 2.96 (1H, dd, J=4.8 Hz, 10.2 Hz),
3.12 (3H, s), 3.84 (2H, d, J=1.2 Hz), 4.72 (1H, dd, J=1.2 Hz, 10.2 Hz),
7.23-7.43 (9H, m)

F R R 4-((28)-4-TF 2 -5-F AR -0k -2- 50 ) IR g

EEET, BEZBEQTS 7, 243 ZE/R)H N2 F LR
4-((19)-2- R H-1- 2 2 H)ER (71 3, 221 ZEE/R) 7 IN EHEALW
KSR (330 ZTH) FHIWW P IR 1 A, AEOERTERNE
W, HATLTKERM TR, REREEN. BEELH (85%, 17.5
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T, 265 ZEEIR) MARFBRRFZAMRDN 2-NE (600 ) W
B, HFBEEGYHHE 10 /M. EESREBAHERRDEKI
Z 8 E. 2 H A 0.5M EhEE . AR S SIS O 2R K BERE HLE FF
AEKGBRETHE. HERZEN, BIAAIFEAHRYKFBRR
4-((2S)-4-FF B -5-E AR -G Mpk-2-F)F B (79.8 7L, 100%)

'H-NMR (CDCl5) &: 3.13 (3H, s), 3.29-3.36 (2H, m), 4.36-4.46 (4H, m),
4.81 (1H, dd, J=1.2 Hz, 10 Hz), 7.24-7.42 (9H, m)

(28)-4-FEFE-2-(4-F2 TR 2 )T Ik
EEERT, B=WHEEEK (96 7, 884 ZEE/R) MABWEAL

M (9.6 75, 441 ZEE/R) MINEMR (500 Z2F) WP IHHEH 1 b
. B R 4-((2S)-4-FH-5-EAR-guk-2-F) KB (79.8 T8, 221 E
FEJR) HITHERRIE (200 ZF) BBMA R ERE R T HFE=RTHHF
1 /NEF. FEVKAEEIT, AOHMARE (60 Z2H) , REEEREER
Fl. REBEEME (145 70, 2.2 BR) MABFBHNERKYMELRE
(300 Z7H) Ak (300 Z2F) FHEWET, HKHBREREWE 80

THH 2 M. WEBREFBFIHHCRIBERZRRY, REHTL
KBRBRETIR. BEBF, B30 AEREKQS)-4-FE-2-4-BEK
H)Emk (39.8 30, 67%)
'H-NMR (CDCl;) &: 2.05-2.31 (2H, m), 2.72-2.89 (2H, m), 3.54 (2H, s),
3.81-3.86 (1H, m), 3.96-4.00 (1H, m), 4.50 (1H, dd, J=1.2 Hz, 10.2 Hz),
5.12 (1H, br), 6.75 (2H, d, J=7.2 Hz), 7.19-1.32 (7H, m)

(29)-2-(4-F2 £ R F0 )0 bk -4- 3R MR AU T IR
TEESRART, B 10%48E% (1.0 7)) F(Q2S)-4-FE-2-(4- B HEE)
ek (10 %5, 37.1 ZE/R) WHE (100 EF) WRAE 50°C TR 2
P10 . FAREE L BRIEEEAT, FHERSEEBR. £ 0CTF, ¥
TR AT EE (9.7 W, 44.4 ZER) MABBRKYE IN ZEMLM
CKYEW (200 ZF) PHEET, FBABHESYEZETHEAE 1/
. ERBNIESWEKMZBRZEZ SR, AEKEEEILE,
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FAMmBETER, REESHRSE. AERAEE (EHRBEAERGTH
5%-10%FF B2 4ifbR &%, NTTBEIA B AR &N (2S)-2-G-BREXRE)
g mk-4- R AT BE (8.6 78, 83%)

'H-NMR (CDCl;) &: 1.48 (9H, s), 2.80-3.07 (2H, m), 3.62-3.70 (1H, m),
3.86-4.02 (3H, m), 4.33 (1H, dd, J=1.2 Hz, 10.2 Hz), 5.72 (1H, br), 6.81
(2H, d, J=7.2 Hz), 7.22 (2H, d, J=7.2 Hz)

(28)-2-(4-(3-¥8 T4 48 5 )45 5k Nl b -4 - 32 R A5 T s

AZERT, BREAZRBR_-REL OREN 40%M7E PR
W, 13.6 75, 26.9 ZEEIR) MAF(2S)-2-(4-FFH K F)GIk-4- R T
BE (5.0 7%, 17.9 ZEE/R)  =FER (7.1 37, 27.1 ZE/R) 3-8
AR (3.75 5%, 27.0 ZE/R) MINEKRE (100 ZF) BT, PR
BRI R 10 M. B MIREYEKMLIRIEBEZESE. H
BAKBREEIE, ARRETHR, REETKRSE. AERAIEE (B
it 380 Ry 7 S AT P 5%-10% B R difbFR KW, MR 214 TGt Ry
(1 (2S)-2-(4-G-IR A A ) E )G Ik-4- SRR N T B (7.16 7, 100%)
'H-NMR (CDCl;) 8: 1.48 (9H, s), 2.29-2.35 (2H, m), 2.83-3.08 (2H, m),
3.58-3.70 (3H, m), 3.98-4.13 (5H, m), 4.36 (1H, d, J=1.2 Hz, 10.2 Hz),
6.90 (2H, d, J=7.2 Hz), 7.28 (2H, d, J=7.2 Hz)

(28)-2-(4-(3-(ME Mg v - 1 -3 ) PR 48 2 ) o 5 ) M bk -4 - 3R R A0 T TR

AEEET, ¥QS)-2-(4-G-RAEE)FE)GME-4- R RAT B (2.0
5, 5.0 BEER) MARSME GRE N 60%M 7E W+ M, 0.22 7,
5.50 ZEE/R) MMLMELE (0.43 32, 6.05 ZEE/R) KITNERR (40 ZH)
W, FUIEBNRESWE SOCTHAE S Mit. FREWEKNE
HZEaE. AHRKEEREIE, ARRETER REEZRSE. H
RERCAE G VR (VR AER P I 5%-10%F EE) bk R, M
2 3 2y To 6 R 0 19 (29)-2-(4-(3- (M s fe - 1- %)Wﬁ%)m%)r@m 4-1
BT HEE (1.13 5%, 58%)
'H-NMR (CDCl5) &: 1.48 (9H, s), 1.78-1.82 (4H, m), 1.99-2.03 (2H, m),
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2.53-2.67 (6H, m), 2.80-3.06 (2H, m), 3.62-3.68 (1H, m), 3.97-4.05 (5H,
m), 4.36 (1H, dd, J=1.2 Hz, 10.2 Hz), 6.88 (2H, d, J=7.2 Hz), 7.26 (2H, d,
J=7.2 Hz)

(28)-2-(4-(3-(Mit i - 1-55) T 4. 25 25 25 ) 21 R 1) ok

¥ EHUE R 2B L BB R AEN) A 2 (2S)-2-(4-(3-(E & 4 -1-2E) A
FE)FEE)CDIH-4- R T EE (1.13 7, 2.89 ZE/R) HREERT.
EERT, BEBEDHHE 1 MHFBREZXRER, BREACESE, B
LEREL G, NTE RN B G &EE(2S)-2-(4-(3-(RL % k- 1-F ) WA &)
FEVEE R G (0.9 7%, 86%) .
'"H-NMR(DMSO-d6) &: 1.88-2.18 (6H, m), 2.96-3.02 (4H, m), 3.01-3.22
(4H, m), 3.51-3.54 (2H, m), 3.91-3.96 (1H, m), 4.05-4.09 (3H, m), 4.74
(14, dd, J=1.2 Hz, 10.2 Hz), 6.94 (2H, d, J=7.2 Hz), 7.30 (2H, d, J=7.2
Hz), 9.60 (2H, br), 10.94 (1H, br)

2-((28)-2-(4-(3-(ML P& e - 1 -5 ) I 50 228 ) R 2 ) W Wk -4 - 26 )- 3 - FPY i - 6- (M B -4-
55)-3H-1E 0E -4-Ff

EERT, B 2-8-3-F E-6-(4-FE0E -4-5)-3H-EIE-4-Fd (0.15 3¢,
0.67 ZBE/R)  (2S)-2-(4-(3-(MkM& K- 1-F5) N E ) AR E) B R Dk (0.25
75, 0.69 ZEIR) M=ZZR (042 3T, 4.15 ZE/R) KA (10
ZF) BB 15 . FHRBHNEBEYWEKNENZESE. A
KBEEIE, ARRETE, RAEESKRSE. AEREEEE %
Bt A E AT 5%-10%F ) b L4, AR EAAE &N
2-((28)-2-(4-(3-(Mth i J - 1- 5 ) PR 48 25 ) 24 5 ) N bk -4 - 5 ) - 3 - A -6~ (FE5 E -4
F)-3H-MERE-4-H (90 Z3T, 28%) .

SE ) 8-

N-(2-2 5 - 2.5 )-4-[(28)-4-(1- B 2 -6- S AR -4- it 0E -4- B -1,6- — S WE BE -2-
COE)-G-2- - E R BARALE DR T 209)

4-[(28)-4-((1R)-1-FE FE- 7, FE)- 19 Bk -2-F£ - HH {8
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FE-78CT, [[M(28)-2-(4-IRFEF)-4-((1R)-1-F Z E) Gk (3.46 =,
10.0 ZEER) FIIUE RN (80 ZH) BZRTPMATETEE (7.7 ZF,
12.0 ZEEI/R, WEN 1.56M M7 CHH KER) . BRSYHHE 10 4
e, BEEBRTIKMAZREDF, HEREYWE-T8SCTHERE 1.5
N, RIGEHEZ ZBR 02N SEMAPKIBRZ M4 5. = ZE
Ve /AKEHH INERS . AZBRZBEEXRBIKKE. BHHAKES
IR, AR TRFESRE. STERESEY, BRIEES
K H) 4-[(28)-4-((1R)-1-F E-Z F)-Gik-2-F - 2K F IR (3.05 70, 98%) .
'H-NMR (CDCl;) &: 1.39 (3H, d, J=6.9 Hz), 2.10-2.18 (2H, m), 2.63 (1H,
m), 3.15 (1H,m), 3.41 (1H, q, J=6.9 Hz), 3.78 (1H, m), 3.93 (1H, m), 4.55
(1H, dd, J=10.2, 2.1 Hz), 7.25-7.39 (5H, m), 7.47 (2H, d, J=8.4 Hz), 8.07
(2H, d, 1=8.4 Hz)

N-(2-725- 2, #)-4-[(29)-4-((1R)-1-FK F - Z, FE)- M Bk -2- 3 |- % FH Bk i

£ OCT, % 1L,I'3kE KM (540 253, 3.30 ZFE/R) MAF
4-[(28)-4-((1R)-1-ZFE - L B)-IDMh-2-FE - K HEE (944 Z 77, 3.03 ZfE
R HZHFRBEBY . P2/ )E, BB (036 2F, 6.0%
FEIR) MAZIRNMBED T, HEFBHESGYRETIHR. EXKRYSE
i RER, FHBERGIES: (ZBIEE-C) 4ihkayw, AW
BREAL BRI E N-Q-BHE-ZF)-4-[(2S)-4-((1R)-1-FEH -7, #)-15
Wh-2-FE)-KEF B L (789 B, 73%) .
'H-NMR (CDCl;) 8: 1.36 (3H, d, J=6.9 Hz), 2.10-2.15 (2H, m), 2.61 (1H,
dd, J=11.7, 1.5 Hz), 3.11 (1H, m), 3.36 (1H, q, J=6.9 Hz), 3.59-3.64 (2H,
m), 3.73-3.77 (1H, m), 3.78-3.83 (2H, m), 3.84-3.91 (1H, m), 4.63 (1H, dd,
J=10.2, 2.4 Hz), 7.26-7.39 (2H, m), 7.41 (2H, d, J=8.4 Hz), 7.65 (3H, m),
7.75 (2H, d, J=8.4 Hz)

N-(2-F2 - Z, 5)-[(2S)-4- "2 bk -2-F£ 1-2E B9 ok iz
EESRSEAT, B N-Q-BE-ZH)4-[(28)-4-((1R)-1-ZEFH-Z H)-
M bk -2-3E]- 2 FR Rk (789 ZE T8, 2.20 ZEIR) F 20%E S ALE % (0.30
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%) MZEE (6.0 ZA) BRAESETHE 10 Mit. BESWE TR
BEITEIEERBER, SAEAHRIN N-Q-BE-Z
H)-[(2S)-4-MG ihk-2-F - F BERE (550 23, 100%) .
'H-NMR(CD;OD) &: 2.80 (1H, dd, J=12.6, 11.1 Hz), 3.02-3.06 (1H, m),
3.16-3.21 (1H, m), 3.51 (2H, d, J=5.7 Hz), 3.72 (2H, d, J=5.7 Hz),
3.80-3.97 (1H, m), 4.08-4.12 (1H, m), 4.65 (1H, dd, J=10.8, 2.4 Hz), 7.46
(2H, d, J=8.4 Hz), 7.84 (2H, d, J=8.4 Hz)

N-(2-32 % - £ 5)-4-[(28)-4-(1- F £ -6-F A -4-ML B -4-F - 1,6- — S 0 -2-
3)- 1 k-2 - B B A

B N-Q-B -7 5)-[(2S)-4-Gok-2- 2 - B HiE (190 Z3H, 0.76
ZEIR) « 2-F-3-FE-6-(4-Mt g 5)-ME g -4-F (111 Z3, 0.50 ZfE
/R) M=ZKE (0.28 ZFF, 2.0 ZER) WINEAKRE (6.0 ZF) B
EZRTHAE 6 M. EXERABHURNBEY, HERKWES
HERMAKZE . AZERRERENMER. AKBREFILE,
TRIFETKRE. A OB S RRERTEY, BEAAGRK
B N-Q2-F2%- 2.5 )-4-[(28)-4-(1- FF £-6-F L-4-mL Be -4-F-1,6- — S HEmE
-2-F)-MG-2-FE - R (90.8 3T, 42%) .

L] 9:
N-(2-F2 2 - & & )-4-[(28)-4-(1- 7B 2 -6-F X -1,6- = S -[4,4' Bk 0 -2- 3 )-
Hk-2-F-E B EE (WEPRS 210)

¥ N-(2-BH-Z5)-[(2S)-4- M 0k-2- K- K BERE (190 27, 0.76
IR  2-F-3-FE-6-(4-MEig B )-EE-4-T (111 B3, 0.50 ZfE
/R) M=2C % (028 &, 2.0 ZEE/R) HNAKR (6 ZF) WA
EiRTWH 6 Mif. EXEERKMBHURNEESY, FHEREWE_EK
REERKZE . AZSRRERENMAR. AKEREEILE, T
BRAELTIRG . AF&ERRBHEEEE40RRY, BEhAGHR
B N-2-32H-Z5)-4-[(28)-4-(1- FF F-6-F AR -1,6- = &-[4,4"TBR W5 BiE -2-
5)-TGa-2-FE)-F R (498 W, 23%) .

96



200580030353. 5 o E79/119m

St 10:
N’,N*- = F 2 N (4-[(28)-4-(1- FF 2 -6- AR -1,6- = 51,-4,4"- BE W 0 -2- L)
Eh-2-FE 1Ry H A B (LA WR S 220)
2-8-N-{4-[(28)-4-((1R)-1-3 Z, F£ ) ok -2 | 3 10y 7, B iz

[6] (2S)-2-(4- B EFFH)-4-(IR)-1-FE Z. )Mk (2.93 75, 10 ZEE/R)
M=K (3.0 38, 30 ZEE/R) MIUERRRE (50 ZF) BB P MAER
LB (226 3, 20 BER) . BIBEVWAEZB THBEFR N, HE
HAKMEAN 2 B4 8. FEKEEEVERYHFHE KRR T1E.
R B E W R FE S S IR ENT H &Rk, ARRBER, B3N
HEABEN 2-8-N-{4-[(2S)-4-((IR)-1-F Z, )G ik -2- KL | 2 55 ) 7 Wk B
(3.5%, 97%)
'H-NMR(CDCl;) §: 1.35 (3H, d, J=6.6 Hz), 2.02-2.17 (2H, m), 2.60 (1H, d,
J=11.1 Hz), 3.08 (1H, d, J=11.1 Hz), 3.36 (1H, q, J=6.9 Hz), 3.75 (1H, td,
J=11.4 Hz, 2.4 Hz), 3.91 (1H, dd, J=9.9 Hz, 1.5 Hz), 4.19 (2H, s), 4.57
(1H, dd, J=10.2 Hz, 2.1Hz), 7.23-7.32 (5H, m), 7.36 (2H, d, J=8.4 Hz),
7.51 (2H, d, J=8.1 Hz), 8.21 (1H, br.s)

N2 N2 BN (4-[(28)-4-((1R)-1-7F Z, 3 g ppk-2- £ 125 30 H SR Bk ik
¥ 2-F-N-{4-[(29)-4-((1R)-1-K Z. F) G mk-2-FL | X H ) 2. BEfE (0.9
5, 2.5 BEE/R) \ BREREF (1.72 3, 12.5 ZE/R) MEM = F i (1.00
T, 12,5 ZEE/R) 7EDIERKI (40 ZF) MZEE (80 ZF) FHEE
FEOSTTHA 10 /b, TG, EEBREBFIFFER{WEKN K
FitZ B . AXKBRBRMNTRENEFBREREREN, B NE
R Y 1) N2 N B 3N (4-[(29)-4-((1R)-1-3 Z. 3 ) g ppk-2-FE | 26 3L
HEBE (1.157%, E8) .
'H-NMR(CDCl;) &: 1.35 (3H, d, J=6.6 Hz), 2.05-2.13 (2H, m), 2.38 (6H,
s), 2.57 (1H, m), 3.07 (2H, s), 3.10 (1H, m), 3.35 (1H, q, J=6.6 Hz), 3.72
(1H, m), 3.90 (1H, m), 4.56 (1H, dd, J=10.2Hz, 2.1Hz), 7.20-7.39 (7H, m),
7.56 (2H, d, J=8.4 Hz), 9.90 (1H, br.s)
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N°.N?-— B 3 -N'-{4-[(28)- 15 Bk-2- 6 1 2 0 y - S Bk e

[ N%N2-Z BN {4-[(28)-4-((1R)-1-3K Z. 5 ) i Bk -2- 3 3 30V 1
RBERE (091 3%, 2.5 ZEE/R) MERE (0.79 75, 12.5 ZEE/R) MY
SR (20 ZF) -FEE (40 ZFF) K (7 ZFH) BERTIMA 10%48E
w B, 300 B , HFWKBREWAE STTFHIE 3 e, THEE,
HEEREBRFERRKYEKN—EFRZASE. A KGR T
BENEFRERZREBERN, BEALTEHRYH NON-ZFE
N'-{4-[(2S)-BMk-2-F 1 H Y HEBEE (0.63 7, 96%)
'H-NMR(CDCl3) 8: 2.05-2.13 (2H, m), 2.38 (6H, s), 2.57 (1H, m), 3.07
(2H, s), 3.10 (1H, m), 3.72 (1H, m), 3.90 (1H, m), 4.56 (1H, dd, J=10.2 Hz,
2.1 Hz), 7.35 (2H, d, J=8.4 Hz), 7.56 (2H, d, J=8.4 Hz), 9.90 (1H, br.s)

N2N?- — B 3 -N'-{4-[(28)-4-(1- FF 3£ -6- 5 A0 -1.6- = S -4.4- BLME I -2 5 )
D bk -2 ] 2 B } H o I i
e N2 NZ-Z BN {4-[(2S)- G bk -2- R |26 5 ) H & B % (0.21 71,

0.8 ZEE/R) | 2-F-1,6-"&-1-F H-6-FA-4,4-BERE (0.14 7T, 0.64
EBE/R) M=Z 0K (040 7, 4 ZEE/R) MINEBRE (10 Z2F) BK
£ 9SCTHH 1 Pif. EXREZBAFFERRKYEKM A FHZ 1A
DB, ALKBBRMTRENEFBIERZEN . AEREERIEE (K
Ui/ EE=10/1) SLLFTBRAY), MTTEFIH EE & AN NN R
N'-{4-[(2S)-4-(1-FF £ -6-FAR-1,6- = 5 -4,4'- BRI I -2- 5 )0y Bk -2- 6 | 36
EIHRERBE (0.17 3%, 47%)

L) 11
(4-((2S)-4-(3- F F-4-F AK-6-(Mtk BE -4-FE )-3H- 15 g -2- 5 ) 1 ik -2- 2 )- 2K &)
REFBRFE (LEWHES 231D
4-((28)- "5 Bk -2- B ) 3K i

7] (2S)-2-(4- R EHEK)-4-(IR)-1-FK ZE) G0k (17.45 72, 61.8 ZE
/R) AR EE (11.7 58, 1854 EFEE/R) ENEKR (180 ZH) FfH
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B (180 ZFb) Mk (45 BH) MEBESWHEREEBR T MA 10%48
& B, 1.8%) , HFRBEEWE OSCTHHE 3 Mt. TiEE, EF
BREBNHERKRYEKN _EFHEZ @SR AEKRBRHGTEE
PEFBMEZEREN, BENRECREN 4-((2S)-1 Mk-2-5 )5 i%
(10.45 %8, 95%) .

'H-NMR (CDCl;) 8: 2.46-2.50 (2H, m), 2.68 (2H, d, J=5.8 Hz), 2.76 (1H,
d, J=12.2 Hz), 3.52 (1H, m), 3.79 (1H, d, J=10.9 Hz), 4.13 (1H, d, J=9.7
Hz), 4.95(2H, br.s), 6.49 (2H, d, J=8.1 Hz), 6.94 (2H, d, J=8.1 Hz)

2-[(28)-2-(4-F F5 AR 2 )M ik -4- 3 -3 FF JE-6- (i e -4- 3% )-8 1 -4(3H) -
B 4-((2S)-"Gntk-2-E)ERE (0.17 575, 0.95 ZEER) . 2-&-3-FH
-4-FAL-6-(IL IE -4-25)-3,4- — A MERE (0.17 3, 0.76 ZER) M=Zf%
(0.25 %, 2.85 ZJE/R) MINEARKR (10 ZF) WA 9SCTFHH 1
NEF. EEBREBERHEERKWEKN R R AHE. HEKRE
BT RENEHBIEREER. AEREEIEE (E40h/FE=10/1)
AT B R ARY), TR B A B3 A &A1 2-[(29)-2-(4- 8 E A 5) Sk
-4-F£1-3-F FE-6- (L IE -4-5)-E 0 -4(3H)-H] (0.15 3¢, 54%) .

EERT.BEAFRFEC0.13 7%, 1.38 ZEERDMAE 2-((28)-2-(4-
TR DIk -4-3E)-3- B B -6- (ML BE -4-3E )-3H-ME 1E -4-F (0.45 72, 1.24
ZER) M=K (02575, 2.47 ZE/R) MOEKER (20 27 B
W 1 e, FIREYAEKMEFZ @40, KGR EN
E, AMRETIR, REETKRE. AEKEEIEE (EHRBRAEER
15 R T 5%-10% F B AR R Y0, N8 20 3 & &4 (4-((25)-4-3-
B 5 -4- S A-6- (ML BE -4- T )-3H- g -2- 35 )G bk -2- 25 )- K 5 ) (0.35 72,
67%) .

KRB 12:
1,1- = FF EE-3-{4-[4-(1- FF 2-6- AR -4-nL 0E -4- 2 -1,6- — S -1 e -2- 3 )- 15
Wh-2-F-E 7R (&R S 237)
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¥ NN-— R EFBH(0.24 7%,2.23 ZEE/R)IMAF] 2-[(2S)-2-(4-
REE AT ) Bk -4- B ]-3- B EE-6-(Mh e -4- 5 )- T ¢ -4(3H)-FR (0.40 32, 1.10
ZER) M=k (1.1 7, 109 ZER) KNAKE (20 Z2F7) BK
F, I EWAE SOC THi#E 48 Mit. RS WEKME T Z 8 4.
BRAKBEHEENE, ARBETER, REELTKRSE . AEREIEE %k
AR R TEEAT T 5%-10%FEE) 4ifbZ &, NTIB 2N A6 &SN
1,1-Z F 3E-3-{4-[4-(1- FF £ -6-F AR -4-NL 0 -4-F -1,6- S M0 -2-35 )- 1 Ik
S2-F-EE-R (0.14 3F, 30%)
AE LRFTEHEANTREETERFHOLED. TERIHLEY
W SR TRENEWHRFWERS AN,

100



200580030353. 5 oo 5E83/119m

x4
ey HNR LC-MS
&5 Qi+1)
1 1.48(9H, s), 309-3.17(BH, m), 3.30(1H, m), 3.57-3.62(%H, m), 534

3.98(1H, td, J=2.4, 10.8Hz), 4.14(1H, dd, J=1.8, 10.8Hz), 4.65(1H,
dd, J=2.4, 10.8Hz), 6.94(2H, d, J=9.0Hz), 7.26-7.41(3H, m), 8. 14(1H,
dd, J=1.2, 4.8Hz), 8.85(1H; d, J=5.1Hz), 9.27(1H, d, J=1. 2Hz) (CDC1y)
2 2.19 (2H, quintet, J=17.1Hz), 2.64 (2H, +, J=7.1Hz), 3.11 (1H,
dd, J=10.5 12.9 Hz), 3.30 (1H, td, J=11.6, 2.1 Hz), 3.55 (1H,
d, J=11.6Hz), 3.58 (3H, s), 3.64 (1H, d, J=12.9 Hz), 3.89 (24,
t, J=7.1Hz), 400 (14, td, T=11.6, 2.1 Hz), 4.19 (H, dd, J =
11.6, 2.1 Hz), 4.73 (14, dd, J=10.5, 2.1 Hz), 6.71 (1H, s), 7.42
(?H, d, 7=8.4Hz), 7.66 (2H, d, J=8.4Hz), 7.80 (2H, d, J=5.1
Hz), 8.74 (2H, br's) (CDCl,)

3 2.19 (2H, quintet, J=7.0Hz), 2.63 (2H, t, J=7.0Hz), 3.10 (1H,
dd, J=13.0, 10.8 Hz), 3.27 (1H, td, J=12.7, 2.3 Hz), 3.53 (1H,
d, J=12.7Hz), 3.58 (3H, s), 3.63 (1§, d, J=13.0 Hz), 3.88 (2H,
t, J=7.0Hz), 400 (14, td, J=12.7, 2.3 Hz), 418 (14, 4, J =
12.7 Hz), 4.72 (1§, d, J = 10.8 Hz), 7.35 (14, s), 7.43 (2H, 4, J
=8.6 Hz), 7.66 (2H, d, J=8.6Hz), 8.14 (1H, d, J=5.1 Hz), 8.87
(14, d, J=5.1Hz), 9.27 (1H, s) (CDCL,)

4 2.29(3H, s), 3.01-3.05(4H,m), 3.12(1H, dd, J=10.8, 12.9Hz), 590
3.21-3.23(6H, m), 3.58(3H, s), 3.52-3.61(2H, m), 3.99(1H, m),
4.13(1H, m), 4.64(1H, d, J=9.0Hz), 5. 74(1H, s), 6.92(1H, d, J=4.2Hz),
6.95(1H, s), 7.26-7.30(5H, m), 7.41(1H, dd, J=7.5, 8.1Hz), 7.80(2H,
d, J=7.5Hz), 8.14(14, 4, J=5.4Hz), 8.86(1H, d, J=5.1Hz), 9.28(1H,
d, J=1.25Hz) (CDC1y)

5 2.29(3H, s), 3.01-3.05(4H,m), 3.12(1H, dd, J=10.8, 12.9Hz), 589
3.21-3.23(5H, m), 3.58(3H, s), 3.52-3.61(2H, m), 3.99(1H, m),
4.13(1H, m), 4. 64(1H, d, J=9.0Hz), 5. 73(1H, s), 6.69(1H, s), 6.93(2H,
d, J=8.8Hz), 7.26-7.32(4H, m), 7.41(1H, dd, J=7.5, 8.1Hz),
7.77-7.81(4H, w), 8.71(2H, d, J=5.9Hz) (CDCly)
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e H-NMR & : LCMS
B 1)
6 501
1.67-2.18(%H, m), 2.62-2.83(6H, m), 3.09-3.17(1H, m), 3.26~3.33(1H,
w), 3.53-3.74(7H, m), 3.93-4.00(1H, m), 4.13-4.17(1H, m), 4.62(1H,
dd, J=1.2, 10.2Hz), 6.69(1H, s), 6.93(2H, d, J=7.3Hz), 7.26(2H, 4,
J=1.3Hz), 7.79(2H, d, J=4.2Hz), 8.71(ZH, d, J=4.2Hz) (CDCl,)
7 1.64-2.15(9H, m), 2.61-2.83(6H, m), 3.09-3.17(1H, m), 3.26-3.33(1H, | 502
m), 3.51-3.70(7H, m), 3.93-4.00(1H, m), 4.13-4.17(1H, m), 4.61(1H,
dd, J=1.2, 10.2Hz), 6.94(2%H, d, J=7.3Hz), 7.28(2H, d, J=7.3Hz),
7.34(1H, s), 8.14(1H, d, J=4.2Hz), 8.86(1H, d, J=4.2Hz), 9.27(1H,
s) (CDCLy)
8 1.44~1.89(10H, m), 2.30-2.38(1H, m), 2.51-2.55(4H, m), 515

2.70-2.76 (28, m), 3.13-3.17(1H, m), 3.26-3.32(1H, m), 3.53-3.59(5H,
m), 3.75-3.79(2H, m), 3.92-4.00(1H, m), 4.12-4.16(1H, m), 4.62(1H,
dd, J=1.2, 10.2Hz), 6.69(1H, s), 6.92(2H, d, J=7.3Hz), 7.29(2H, 4,
=7, 3Hz), 7.78(2H, d, J=4.2Hz), 8.71(2H, d, J=4.2Hz) (CDCl,)

9 1.46-1.97(10H, m), 2.59-2.78(TH, m), 3.08-3.16(1H, m), 516
3.26-3.32(1H, m), 3.51-3.62(5H, m), 3.75-3.79(2H, w), 3.92-4.00(1H,
m), 4.12-4.16(1H, mw), 4.64(1H, dd, J=1.2, 10.2Hz), 6.93(2H, d,
J=7.3Hz), 7.26-7.33(3H, m), 8.13(1H, d, J=4.2Hz), 8.86(1H, d,
J=4. 2Hz), 9.27(1H, s)(CDCly) ,

10 1.14 (1H, m), 1.40 (4H, m), 1.66 (2H, m), 1.81 (3H, m), 2.79 (3H, | 460
s), 3.16 (14, dd, J=12.9, 10.8 Hz), 3.29 (1H, td, J=11.4, 1.5
Hz), 3.53 (3H, s), 3.54 (3H, m), 3.95 (14, td, J = 11.4, 1.5 Hz),
4:14 (1M, td, J=11.4, 1.5 Hz), 4.61 (14, dd, J = 10.8, 2.4 Hz),
6.69 (1H, s), 6.77 (34, d, T =8.9 Hz), 7.25 (24, d, J =8.9 Hz),
7.80 (2H, J=4.8, 1.5Hz, 2H), 8.71 (2H, dd, J=4.8, 1.5 Hz) (CDCLy)
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H-NMR S =

Le-¥s
1)

1.10-1.18(1H, m), 1.35-1.49(4H, m), 1.62-1.80(5H, w, 2.71(3H, s),
2.98-3.06(2H, m), 3.46(3H, s), 3.59-3.76(3H, m), 3.83-3.80(1H, m),
4.01-4.04(1H, m), 4.60(1H, d, 10.2Hz), 6.75(2H, d, J=7.2Hz), 6.88(1H,
s), 7.23(2H, d, J=7.3Hz), 8.19(1H, d, J=4.2Hz), 9.00(lH, d, J=4.2Hz),
9.29(1H, s) (CDCLy)

461

12

1.62(1H, br.s), 2.62(1H, t, J=5.3Hz), 2.68(4H, t, J=4.9Hz), 3.14(1H, &,
J=10.8, 12.9Hz), 3.23(4H, t, J=4.7Hz), 3.31(1H, m), 3.53-3.69(5H, m),
3.57(3H, s), 3.98(1H, m), 4.14(1H, m), 4.64(1H, dd, J=1.9, 10.4Hz),
6.70(1H, s), 6.95(2H, d, J=8.7THz), 7.31(2H, d, J=8.6Hz), 7.79(2H, d,
J=6.0Hz), 8.71(2H, d, J=6.0Hz) (CDC1,) '

477

13

1.61(1H, br.s), 2.61(1H, t, J=5.3Hz), 2.68(4H, t, J=4.9Hz), 3.13(1H, dd,
J=10.8, 12.9Hz), 3.24(4H, +, J=4.7Hz), 3.31(1H, m), 3.53-3.69(5H, m),
3.57(3H, s), S.98(1H, m), 4.16(1H, m), 4.63(1H, dd, J=1.9, 10.4Hz),
6.97(2H, 4, J=8.7Hz), 7.30(1H, ), 8.14(2H, 4, J=5.4Hz), 8.86(2H, d,
J=5. 1Hz), 9.28(1H, s) (CDC1,)

478

14

1.50(8H, m), 2.20(1H, m), 2.55(3H,m), 3.00(1H, m), 3.15(H, dd, J=10.8,
12.9Hz), 3.28-3.31(3H, m), 3.45-3.60(4H, m), 3.57(3H, s), 3.98(1H, m),
4,16 (1H, m), 4. 60(1H, dd, J=1.9, 10.4Hz), 6.97(2H, d, J=8.7Hz), 7. 30(1H,
s), 8.14(2H, d, J=5.4Hz), 8.86(2H, d, J=5.1Hz), 9.28(1H, s) (CDCl,)

502

15

1.47-1.65(8H, m), 2.20(0H, m), 2.55(3H,m), 3.00(1H, m), 3.15(1H, dd,
J=10.8, 12.9Hz), 3.28-3.31(3H, m), 3.45-3.60(4H, m), 3.57(3H, s),
3.98(1H, m), 4.16(1H, m), 4.60(1H, dd, J=1.9, 10.4Hz), 6.55(2H, d,
J=8.7Hz), 6.68(1H, s), 7.31(2H, d, J=8.6Hz), 7.79(2H, d, J=6.0Hz),
8.71(2H, d, J=6.0Hz) (CDC1,)

501

16

1.94(1H, m), 2.20(1H, m), 2.54(4H,mw), 3.00(1H, w, 3.16-3.62(8H, m),
3.56(3H, s), 3.74(4H, t, J=4.6Hz), 3.97(1H, mw), 4.16(1H, m), 4.61(lH,
dd, J=1.9, 10.4Hz), 6.55(2H, d, J=8.THz), 7.27(2H, d, J=8.7Hz), 7.35(1H,
s), 8.15(1H, d, J=5.4Hz), 8.85(1H, d, J=5.1Hz), 9.27(1H, s)(CDCLy)

504

17

1.90(1H, m), 2.20(1H, m), 2.54(4H,m), 3.00(1H, m), 3.14-3.60(8H, m),
3.57(3H, s), 3.76(4H, t, J=4.6Hz), 3.97(1H, m), 4.17(1H, m), 4 61(1H,
dd, J=1.9, 10.4Hz), 6.55(2H, d, J=8.7Hz), 6.69(1H, s), T.27(ZH d,
J=8.6Hz), 7.79(2H, d, J=6.0Hz), 8.70(2H, d, J=6.0Hz) (CDCL,)

503
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LC-MS
(1)

1.83-2.05(5H, m), 2.20(1H, m), 2.55(4H,m), 3.00(1H, m), 3.15-3.63(8H,
m), 3.56(3H, s), 3.97(1H, m), 4.16(1H, m), 4.61(1H, dd, J=1.9, 10.4Hz),
6.56(2H, d, J=8.7THz), 6.69(1H, s), 7.31(2H, d, J=8.6Hz), 7.80(2H, d,
J=6.0Hz), 8.71(2H, d, J=6.0Hz) (CDC1,)

486

19

1.47-1.94(7H, m), 2.20(1H, m), 2.55(4H, m), 3.00(lH, m), 3.15-3.63(8H,
m), 3.56(3H, s), 3.97(1H, m), 4.16(14, w), 4.61(1H, dd, J=1.9, 10.4Hz),
6.55(2H, d, J=8.7Hz), 6.69(1H, s), 7.31(2H, d, J=8.6Hz), 7.80(2H, 4,
J=6.0Hz), B.71(2H, d, J=6.0Hz) (CDCly)

500

20

1.94(10, m), 2.20(1H, m), 2.54(4H,m), 3.00(1H, m), 3.16-3.62(8H, mw),
3.56(30, s), 3.74(4H, t, J=4.6Hz), 3.97(IH, m), 4.16(1H, m), 4 61(1H,
dd, J=1.9, 10.4Hz), 6.55(2H, d, J=8.7Hz), 6.69(1H, s), 7.27(2H, d,
J=8.6Hz), 7.79(2H, d, J=6.0Hz), 8.70(2H, d, J=6.0Hz) (CDCL,)

502

21

1.68-1.73(4H, m), 1.80-1.86(1H, m), 2.12-2.18(1H, m), 2.81-3.26(10H,
m), 3.44(3H, s), 3.63-3.66(3H, m), 3.84-4. 00(2H, m), 4.58(1H, dd,
J=1.2Hz, 10.2Hz), 6.51(2H, d, J=7.2Hz), 6.82(1H, s), 7.21(2H, 4,
J=7.2Hz), 7.96(2H, d, J=4.2Hz), 8.68(2H, d, J=4.2Hz) (DMS0-d6)

487

22

1.68-1.72(4H, m), 1.87-1.91(1H, m), 2.07-2.11(1H, m), 2.98-3.18(10H,
m), 3.42(3H, s), 3.45-3.60(3H, m), 3.86-4.02(2H, m), 4.57(1H, dd,
J=1.9Hz, 10.2Hz), 6.51(2H, d, J=7.2Hz), 7.00Q1H, s), 7.23(%H, 4,
J=T7.2Hz), 8.19(1H, dd, J=1.2Hz, 4.2Hz), 9.00(1H, d, J=4.2Hz), 9.29(1H,
d, J=1.2Hz) (DMS0O-d6)

488

23

1.97-2.20(2H, m), 1.98(3H, s), 3.13-3.62(9H, m), 3.58(3H, s), 3.97(1H,
m), 4.60-4.64(2H, m), 6.58(2H, d, J=8.7 Hz), 6.69(1H, s), 7.32(2H, d,
J=9.0 Hz), 7.79(2H, d, J=6.0 Hz), 8.71(2H, d, J=6.0 Hz) (CDCL,)

475

24

2.04-2.23(2H, m), 2.12(3H, s), 2.94(3H, s), 3.15(1H, dd, J=10.8,
12.8Hz), 3.25-3.35(3H, m), 3.47-3.63(4H, m), 3.56(3H, s), 3.98(1H, t,
J=4.6Hz), 4.12(1H, m), 4. 16(1H, m), 4. 62(1H, d, J=10.5Hz), 5.40(1H, m),
6.59(2H, d, J=8.7Hz), 6.69(lH, s), 7.29(2H, d, J=8.6Hz), 7.80(2H, 4,
J=6.0Hz), 8.70(2H, d, J=6.0Hz) (CDC1y)

488
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25 1.48(9H, s), 2.04-2.23(2H, m), 2.80(3H, s), 3.15(1H, dd, J=10.8, | 546

12.8Hz), 3.25-3.35(3H, m), 3.47-3.63(4H, m), 3.56(3H, s), 3.98(1H,
t, J=4.6Hz), 4.13(1H, m), 4.62(1H, dd, J=1.7, 10.3Hz), 4. 91(H, m),
6.59(2H, d, J=8.7Hz), 6.68(1H, s), 7.29(2H, d, J=8.6Hz), 7.80(2H,
d, J=6.0Hz), 8.70(2H, d, J=6.0Hz) (CDCly)

26 1.48(9H, s), 2.10-2.20(2H, m), 2.81(3H, s), 3.14-4. 62(9H, u), 547
3.98(1H, m), 6.58(2H, d, J=8.7 Hz), 6.69(1H, s), 7.28(2H, d, J=8.7
Hz), 7.79(2H, dd, J=4.8, 1.5Hz), 8 71(2H, dd, J=4.5, 1.2 Hz) (CDCL,)
27 2.04-2.21(2H, m), 2.07(3H, s), 2.94(3H, s), 3.15-3.58(7H, m), 489
3.56(3H, s), 3.98-4.15(2H, m), 4.61-4.64(2H, m), 5.44(1H, mw),
6.59(2H, m), 6.70(1H, s), 7.30(2H, m), 7.80(2H, d, J=5.4 Hz),
8.71(2H, d, J=5.4 Hz) (CDCl,)

28 1.60 (4H, m), 1.72 (2H, w), 1.86 (2H, m), 2.80 (31, s), 3.16 (1H, | 446
dd, J=12.8, 10.8 Hz), 3.30 (1H, dd, J = 11.4, 2.0 Hz), 3.56 (3H,
s), 3.57 (2H, w), 3.97 (18, td, J=11.4, 2.0 Hz), 3.56 (3H, s), 3.57
(2H, m), 3.97 (1H, td, J=11.4, 2.4 Hz), 4.18 (23H, m), 4.61 (1H,
dd, J=10.4, 2.2 Hz), 6.68 (1H, s), 6.82 (2H, d, J=8.0 Hz), 7.25
(2H, d, 7=8.0Hz), 7.80 (H, dd, J=4.8, 1.2 Hz), 8.71 (2H, dd,
J=4.8, 1.2 Hz) (CDCLy)

29 1.59 (4H, m), 1.72 (2H, m), 1.88 (24, m), 2.80 (3H, s), 3.15 (1H, | 447
dd, J=12.7, 10.5 Hz), 3.30 (1H, td, J=11.4, 2.0 Hz), 3.56 (2§,
m), 3.57 (3H, s), 3.97 (14, td, J=11.4, 2.0 Hz), 4.17 (24, m), 4.61
(14, dd, J=10.6, 2.1 Hz), 6.82 (2H, d, J=8.7 Hz), 7.25 (2H, d,
J=8.7Hz), 7.32 (18, s), 8.15 (I1H, d, J = 5.2 Hz), 8.86 (IH, d,
J = 5.2 Hz), 9.27 (14, s) (CDCLy)

30 1.51 (4H, m), 1,62 (4H, m), 1.72 (2H, m), 1.82 (GH, mw), 2.77 (3H, | 474
s), 3.16 (1H, dd, J = 12.8, 10.4 Hz), 3.13 (I1H, td, J = 11.4, 2.0
Hz), 3.56 (3H, s), 3.60 (20, m), 3.77 (14, m), 3.97 (W, td, J=1L4,
2.0 Hz), 4.14 (1H, dd, J= 11.4, 2.0 Hz), 4.60 (1H, dd, J = 10.4,
2.0 Hz), 6.68 (IH, s), 6.75 (20, 4, 7=9.2Hz), 7,25 (2H, 4, J =
9.2 Hz), 7.80 (2H, dd, J= 4.4, 1.6 Hz), 8.71 (28, dd, J=4.4, 1.6
Hz) (CDC1y
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31 1.52 (45, m), 1.64 (48, mw), L.72 (2H, m), 1.83 (20, m), 2.77 (31, | 475

s), 3.16 (1H, dd, J = 13.2, 10.8 Hz), 3.29 (1H, td, J = 11.4, 2.0
Hz), 3.56 (20, w), 3.57 (3H, s), 3.97 (IH, td, J = 11.4, 2.0 Hz),
417 (14, dd, T =114, 2.0 Hz), 4.60 (1H, dd, J = 10.8, 2.0 Hz),
6.75 (24, d, T=8.4Hz), 7.25 (20, d, J=8.4 Hz), 7.34 (14, 9),
8.15 (1H, dd, J=5.2, 1.2 Hz), 8.86 (1H, d, J=5.2 Hz), 9.27 (1H,
d, J=1.2 Hz) (CDCl,)

32 1.17 (8H, w), 1.36 (24, m), 1.62 (1H, m), 1.75 (2H, m), 2.03 (2H, | 446
m), 3.14 (1H, dd, J=12.9, 10.8 Hz), 3.29 (2H, m), 3.56 (3H, s),
3.57 (3H, wm), 3.97 (UH, t, J=11.7THz), 4.14 (1H, d, J=11.7 Hz),
4.58 (1H, dd, J=10.5 1.8 Hz), 6.59 (2H, d, J = 8.4 Hz), 6.69 (IH,
s), 7.19 (2H, d, J=8.4Hz), 7.80 (2H, dd, J=4.5, 1.8 Hz), 8.71
(2H, dd, J = 4.5, 1.8 Hz) (CDCLy) ;

33 1.44 (24, ), 1.62 (2H, m), 1.74 (2H, m), 2.02 (2H, m), 3.14 (IH, | 432
dd, J=12.8, 10.8 Hz), 3.30 (1H, td, J = 11.4, 2.8 Hz), 3.56 (3H,
s), 3.58 (2H, m), 3.71 (br s, 1H), 3.79 (I1H, w), 3.96 (UH, td, J =
11.4, 2.0 Hz), 4.13 (IH, td, 11.4, 2.0 Hz), 4.58 (IH, dd, J = 10.4,
2.0 Hz), 6.60 (20, d, J = 8.4 Hz), 6.68 (I1H, s), 7.20 (24, d, J =
8.4 Hz), 7.80 (2H, dd, J=6.0, 1.2 Hz), 8.71 (2H, dd, J=6.0, 1.2
Hz) (cDCl,)

34 3.13(1H, dd, J=10.8, 12.9Hz), 3.30(1H, w), 3.56(3H, s), 420
3.50-3.72(4H, m), 3.97-4.22(5H, m), 4.60(1H, dd, J=1.9, 10.4Hz),
4.80(1H, m), 6.49(2H, d, J=8.7Hz), 6.69(1H, s), 7.26(2H, 4,
J=8.6Hz), 7.79(2H, d, J=6.0Hz), 8.71(2H, d, J=6.OHz) (CDCl,

35 1.16 (3H, t, J=6.9 Hz), 1.16 (14, m), 1.39 (4H, m), 1.69 (1H, m), | 474
1.85 (44, m), 3.18 (1H, dd, J =12.9, 10.8 Hz), 3.30 (3H, m), 3.56
(3H, s), 3.57 (34, m), 3.97 (1H, t, J=12.9 Hz), 4.15 (IH, 4, T =
12.9 Hz), 4.59 (14, 44, J = 10.8, 2.1 Hz), 6.69 (1H, s), 6,72 (2H,
d, 7=8.THz), 7.24 (24, d, J=8.7THz), 7.81 (24, dd, J=6.4, 2.0
Hz), 8.72 (2H, dd, J = 6.4, 2.0 Hz) (CDCly)
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36 0.92 3H, t, J=8.0Hz), 117 (I, w), 1.38 (4, m), 154 (30, m), | 258

1.70 (14, d, J=13.3 Hz), 1.83 (4H, m), 3.11 (2H, t, J = 8.0 Hz),
3.17 (1H, dd, J = 12.8, 10.8 Hz), 3.30 (IH, td, J= 11.4, 2.0 Hz),
3.59 (3H, s), 3.61 (24, m), 3.96 (1H, td, J =114, 1.2 Ha), 4. 16
(1, d, T=11.4Hz), 459 (14, dd, J=19.4, 2.0 Hz), 6.68 (IH, s),
6,70 (2H, d, J=8.8Hz), 7.23 (24, d, J=8.8Hz), 7.79 (24, d, J
=6.0 Hz), 8.71 (%H, d, J=6.0Hz) (CDCly)

37 1.43 (24, m), 1.58 (2H, m), 1.79 (2H, m), 2.08 (2H, m), 2.77 (3H, | 476
s), 3.15 (1H, dd, J=13.2, 11.2 Hz), 3.30 (1H, td, J=11.4, 2.0
Hz), 3.59 (4H, m), 3.97 (18, td, J=11.4, 1.2 Hz), 4.14 (1, &, J
=11.4 Hz), 4.61 (14, dd, J=10.8, 2.4 Hz), 6.68 (IH, s), 6.78 (2H,
d, ]=8.8Hz), 7.26 (24, d, T=8.8 Hz), 7.80 (2H, d, J = 4.8 Hz),
8.71 (24, d, J = 4.8 Hz) (CDCly)

38 1.45 (2H, m), 2.03 (24, d, J=12.8Hz), 3.13 (1H, dd, T=13.2, 10.8 ] 448
Hz), 3.30 (1H, t, J=11.4Hz), 3.54 (6H, m), 4.00 (3H, m), 4. 12 (IH,
d, J=11.4Hz), 4.59 (IH, d, J=11.4Hz), 6.62 (2H, d, J= 8.4 Hz),
6.68 (1H, s), 7.21 (24, d, J=8.4Hz), 7.79 (2H, dd, J= 4.8, 1.6
Hz), 8.71 (20, dd, J=4.8, 1.6 Hz) (CDCLy)

39 2.20(3H, s), 3.15(1H, dd, J=10.8, 12.9Hz), 3.29(1H, m), 406
3.525-3.65(2H, m), 3.58(3H, s), 3.98(1H, m), 4. 16(14, m), 4. 70(1H,
dd, J=1.9, 10.4Hz), 6.70(1H, s), 6.91(1H, s), 7.38(2H, d, J=8.4Hz),
7.54(2H, d, J=8.4Hz), 7.79(2H, d, J=6.0Hz), 8.71(2H, d,

J=6. 0Hz) (CDCL,)

40 2.20(3H, s), 3.15(1H, dd, J=10.8, 12.9Hz), 3.29(1H, m), 407
3.52-3.65(2H, m), 3.63(3H, s), 3.98(1H, m), 4. 16(1H, m), 4 TO(1H
dd, J=1.9, 10.4Hz), 7.26(1H, s), 7.36(2H, d, J=8.THz), 7.39(1H, s),
7.55(2H, d, J=8.7THz), 8.14(IH, d, J=5.4Hz), 8.87(1H, d, J=5.1Hz),
9.27(1H, s) (CDC1y)
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41

1.88(3H, s), 3.15(1H, dd, J=10.8, 12.9Hz), 3.28(3H, s), 3.34(1H, m),
3.55-3.71(2H, w, 3.59(3H, s), 4.01(1H, m), 4.16(1H, m), 4.77(1H,
dd, J=1.9, 10.4Hz), 6.71(1H, s), 7.22(2H, d, J=8.4Hz), 7.48(2H, d,
J=8.4Hz), 7.79(2H, d, J=6.0Hz), 8.72(2H, d, J=6.0Hz) (CDCl,)

420

1.68 (9H,dd, J=11.2, 4.4Hz), 1.84 (2H, qd, J=11.2, 4.4 Hz), 2.81
(36, s), 3.15 (1H, dd, J =12.8, 10.4 Hz), 3.29 (1H, td, J =114,
2.0Hz), 3.51 3H, m), 3.56 (3H, s), 3.62 (1H, d, J=13.2 Hz), 3.83
(1H, m), 3.97 (18, td, J=11.4, 2.4 Hz), 4.07 (34, dd, J=11.2,
4.4 Hz), 414 (18, dad, J=11.4, 2.4 Hz), 4.62 (14, dad, J = 10.8,
2.4 Hz), 6.68 (1H, s), 6.82 (24, d, TJ=9.2 Hz), 7,27 (28, d, T =
9.2 Hz), 7.79 (2H, d, J=6.0Hz), 8.71 (9H, d, J =6.0 Hz) (CDCly)

462

43

1.68 (2H, dd, J=11.2, 44 Hz), 1.85 (2H, qd, J =112, 4 4 Hz),
3.14 (1H, dd, J=12.8, 10.8 Hz), 3.28 (1H, td, J = 11.4, 2.0 Hz),
3.45 (2H, ¢, J=11.8 Hz), 3.57 (3H, s), 3.58 (24, m), 3.82 (1H, m),
3.98 (1H, td, J=11.4, 2.4 Hz), 4.07 (2H, dd, J = 11.2, 4.4 Hz),
4.16 (18, dd, J=11.2, 4.4 Hz), 4.62 (UH, dd, J= 10.4, 2.0 Hz),
6.82 (24, d, J=11.6 Hz), 7.27 (2H, d, J = 11.6 Hz), 7.34 (1Y, s),
8.14 (1H, dd, J=4.8, 1.2 Hz), 8.85 (1Y, d, J = 4.8 Hz), 9.27 (H,
d, J=1.2Hz) (CDCly)

463

44

2.38(2H, t, J=7.3Hz), 3.13(1H, dd, J=10.8, 12.9Hz), 3.30(1H, m),
3.56(3H, s), 3.50-3.50(2H, m), 3.88(4H, t, J=7.3Hz), 3.96(1H, td,
J=2.2, 11.6Hz), 4.14(1H, d, J=11.8Hz), 4.61(1H, dd, J=2.1, 10.4Hz),
6.45(2H, d, J=8.6Hz), 6.68(1H, s), 7.24(2H, d, J=8.6Hz), 7.96(H,
d, J=6.0Hz), 8.71(2H, d, J=6.0Hz) (CDCL,)

404

45

2.38(2H, t, J=7.3Hz), 3.13(1H, dd, J=10.8, 12.9Hz), 3.30(1H, m),
3.56(3H, s), 3.50-3.59(2H, m), 3.88(4H, t, J=7.3Hz), 3.96(1H, td,
J=2.2, 11.6Hz), 4.14(1H, d, J=11.8Hz), 4.61(1H, dd, J=2.1, 10.4Hz),
6.47(2H, d, J=8.7Hz), 7.26(2H, d, J=8.THz), 7.34(1H, s), 8.14(IH,
d, J=b.4Hz), 8.87(1H, d, J=5.1Hz), 9.27(1H, s) (CDCL,)

405
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46 0.82 (14, w), 1.00 (2H, m), 1.39 (24, m), 1.68 (1H, m), 1.71 (2H, | 488

m, 1.73 (3H, &), 1.81 (24, m), 3.14 (I, dd, J = 13.1, 10.6 Hz),
3.36 (1H, td, J=11.4, 2.4 Hz), 3.57 (16, d, J=11.4 Hz), 3.60 (3H,
s), 3,72 (14, d, J=13.1Hz), 4.01 (1H, td, J=11.4, 2.4 Hz), 4.20
(1H, dd, T7=11.4, 1.8 Hz), 459 (1H, m), 4.79 (1§, dd, J = 10.6,
1.8 Hz), 6.70 (1H, s), 7.13 (24, d, J=8.3Hz), 7.46 (24, 4, J =
8.3Hz), 7.79 (%H, dd, J=4.8, 1.4 Hz), 8.72 (24, dd, T=4.8, 1.4
Hz) (CDCly)

47 0.88 (14, w), 1.01 (2H, m), 1.39 (2H, m), 1.68 (1H, m), 1.70 (2H, | 489
m), 1.73 (34, s), 1.81 (2H, m), 3.14 (IH, dd, J=12.8, 10.6 Hz), 3.33"
(1H, td, J=12.0, 2.4 Hz), 3.56 (IH, d, J=12.0), 3.61 (3H, s),
3.69 (IH, d, T=12.8 Hz), 4.03 (IH, td, J=12.0, 2.4 Hz), 4.21 (1H,
td, J=12.0, 2.4 Hz), 4.60 (1H, m), 4.79 (1H, dd, J=10.6, 1.6 Hz),
7.14 (24, d, Y =8.4 Hz), 7.36 (1H, s), 7.47 (2H, d, J = 8.4 Hz),
8.14 (1H, dd, T=4.8, 1.2 Hz), 8.88 (1H, d, J = 4.8 Hz), 9.28 (1H,
d, J=12Hz) (CDCl)

48 3.14(1H, dd, J=10.8, 12.9Hz), 3.31(1H, m), 3.52-3.65(2H, m), 441
3.61(3H, s), 3.99(1H, m), 4.16(1H, m), 4.69(1H, dd, J=1.9, 10.4Hz),
6. 58 (1H, br.s), 6.69-6.77 (1H, m), 6.87(1H, d, J=8.4Hz), 7.19(1H, m),
7.38(4H, m), 7.49-7.51(1H, m), 7.80(2H, d, J=6.2Hz), 8.21(1H, d,
J=6.0Hz), 8.72(2H, d, J=6.2Hz) (CDC1,)

49 3.14(1H, dd, J=10.8, 12.9Hz), 3.31(1H, m), 3.52-3.65(2H, w), 42
3.61(3H, s), 3.99(14, w), 4. 16(1H, m), 4.69(1H, dd, J=1.9, 10.4Hz),
6. 58 (1H, br.s), 6.69-6.77(1H, m), 6.87(1H, d, J=8.4Hz), 7.38(4H, m),
7.49~7.51(1H, m), 8.21(1H, d, J=6.0Hz), 8.14(1H, dd, J=1.2, 4.8Hz),
8.86(1H, d, J=5.1Hz), 9.28(1H, d, J=1.2Hz) (CDCly)

50 3.14(1H, dad, J=10.8, 12.9Hz), 3.30(1H, m), 3.58-3.67(24, m), 441
3.59(3H, s), 4 00(1H, m), 4.16(1H, m), 4.70(1H, dd, J=1.9, 10.4Hz),
6. 70(1H, s), 7.23(1H, s), 7.38(2H, d, J=8.3Hz), 7.55(2H, d, J=8.3Hz),
7.80(4H, m), 8.72(4H, m) (CDCL,)
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51 3.15 (18, dd, J = 10.8, 13.2 Hz), 3.32 (1H, m), 3.54-3.67 (2, w), | 441

3.58 (34, m), 4.00-4.16 (3H, m), 4.68 (1H, dd, J = 2.4, 10.8 Hz),
5.78 (1H, s), 6.70 (14, s), 7.10 (2H, d, J =8.4 Hz), 7.20-7.22 (1H,
m), 7.35 (24, d, T=8.7Hz), 7.36 (1H, mw), 7.80 (2H, d, J=6.0 Hz),
8.20 (14, dd, J=1.5, 4.5Hz), 8.41 (1H, d, J=2.7 Hz), 8.72 (2H,
d, J=6.0Hz) (CDCly o

52 0.85 (1H, m), 1.27 (2H, m), 1.37 (20, m), 1.58 (1H, m), 1.78 (2H, | 524
m), 1.97 (2H, m), 2.97 (34, s), 3.14 (1H, dd, T = 13.2, 10.8 Hz),
3.32 (1H, td, J=11.2, 2.0Hz), 3.56 (1H, d, J=11.2 Hz), 3.59 (34,
s), 3.71 (1H, d, J=13.2 Hz), 4.01 (1H, td, J=11.2, 2.0Hz), 4.08
(14, m), 4.19 (14, dd, J=11.2, 2.0 Hz), 478 (1H, 44, J = 10.8,
2.4Hz), 6.71 (1H, s), 7.29 (9H, d, T=8.4Hz), 7.46 (UH, d, J=
8.4 Hz), 7.80 (24, dd, J=4.8, 1.2 Hz), 8.73 (2B, dd, T=4.8, 1.2
Hz) (CDCLy)

53 0.87 (14, m), 1.18 (24, m), 1.39 (2H, m), 1.69 (1H, m), 1.78 (ZH, | 525
m), 1.97 (2H, m), 2.98 (34, m), 3.28 (1H, td, J=11.2, 2.2 Hz), 3.55
(1H, 4, T=11.2 Hz), 3.60 (3H, =), 3.69 (14, d, J = 13.2 Hz), 4.00
(1H, td, J=11.2, 2.2 Hz), 4.07 (OH, m), 4.20 (1H, dd, T = 1.2,
2.2Hz), 477 (1H, dd, J=10.4, 2.0 Hz), 7.30 (24, d, J =8.0 Hz),
7.37 (1H, s), 7.47 (2H, d, J=8.0 Hz), 8.16 (1H, dd, J=4.8, 1.2
Hz), 8.89 (1H, d, J = 4.8 Hz), 9.28 (1H, d, J = 1.2 Hz) (CDCIy)
54 0.97 (1H, m), 1.22 (2H, m), 1.42 (24, m), 1.60 (1H, w), 1.76 (2H, | 550
m), 1.95 (24, m), 3.01 (1H, dd, J = 12.8, 10.8 Hz), 3.30 (1H, td,
J=11.2, 2.4Hz), 3.52 (14, d, J=11.2Hz), 3.56 (3H, s), 3.57 (1H,
d, T=12.8 Hz), 3.95 (1H, td, J=11.2, 2.4 Hz), 4.16 (U4, dd, J
=11.2, 2.4 Hz), 4.66 (1H, m), 4.67 (1H, 4, J=10.8 Hz), 6.69 (1H,
s), 7.05 (94, 4, J=8.0Hz), 7.15 (1H, t, J=8.0 Hz), 7.256 (2§,
t, J=8.0Hz), 7.78 (24, dd, J=5.2, 1.2 Hz), 8.72 (%H, dd, J =
5.2, 1.2 Hz) (CDCly

-
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55 0.96 (1H, m), 1.20 (2H, m), 1.40 (24, m), 1.60 (1H, m), 1.78 (2H, | 551

m, 1.95 (2H, w), 3.01 (1H, t, J=11.7 Hz), 3.29 (1H, td, J=11.6,
2.4Hz), 3.51 (2H, m), 3.57 (38, s), 3.96 (1H, t, J=11.6 Hz), 4. 16
(1H, d, J=11.6 Hz), 4.66 (1H, m), 4.67 (1H, d, J=9.0 Hz), 7.06
(2H, d, J=8.0Hz), 7.15 (1H, t, J=8.0Hz), 7.26 (2H, t, T=8.0
Hz), 7.35 (1H, s), 8.11 (1, d, J=5.1Hz), 8.87 (1B d, J=5.1
Hz), 9.28 (1H, s) (CbCl,)

56 0.57 (2H, m), 0.90 (IH, m), 0.99 (2H, m), 1.07 (2H, m), 1.39 (2H, | 514
m), 1.59 (14, m), 1.74 (24, m), 1.83 (2H, m), 3.16 (1H, dd, J=12.8,
10.4 Hz), 3.38 (1H, td, J=13.2, 2.4 Hz), 3.57 (18, d, J = 13.2 Hz),
3.60 (31, s), 3.71 (1}, d, J=13.2Hz), 402 (1H, td, J=13.2, 2.4
Hz), 4.21 (4, dd, J=13.2, 2.4 Hz), 4.60 (H, m), 4.79 (1H, dd,
J=10.4, 2.0 Hz), 6.70 (1H, s), 7.22 (2H, d, J = 8.4 Hz), 7.47 (2H,
d, J=8.4Hz), 7.80 (%H, dd, J=5.2, 1.2 Hz), 873 (%H, dd, J =
5.2, 1.2 Hz) (CDCly)

57 0.50 (2H, m), 0.90 (1H, m), 0.99 (2H, m), 1.08 (2H, m), 1.40 (2H, | 515
m), 1.57 (14, m), 1.73 (24, m), 1.82 (2H, w), 3.15 (1H, 4d, J=12.8,
10.8 Hz), 3.37 (IH, td, J=13.2, 2.4 Hz), 3.57 (1H, d, J = 13.2 Hz),
3.61 (3H, s), 3.70 (1H, d, T=12.8Hz), 403 (IH, td, J=13.2, 2.4
Hz), 4.21 {1H, dd, J = 13.2, 2.4 Hz), 4.60 (1H, m), 4.79 (14, dd,
J=10.8, 2.0Hz), 7.23 24, d, J=8.0Hz), 7.36 (1H, s), 7.48 (2H,
d, J=8.0Hz), 8.15 (14, d, T=5.2 Hz), 8.88 (14, d, J = 5.2 Hz),
9.29 (1H, s) (CDC1,)

58 0.82 (1H, m), 1.05 (2H, m), 1.37 (2H, m), 1.65 (1H, m), 1.70 (2H, | 586
m), 1.82 (2H, m), 3.13 (1H, dd, J = 13.2, 10.6 Hz), 3.33 (IH, td,
J=13.6, 2.4 Hz), 3.55 (1H, d, J=13.6 Hz), 3.59 (3H, s), 3.70 (1K,
d, J=13.2Hz), 400 (1B, td, J=13.6, 2.4 Hz), 4.17 (24, m), 4.75
(1H, dd, J=10.6, 2.0 Hz), 6.71 (14, s), 7.07 (%H, d, J = 8.4 Hz),
7.38 (24, d, T=8.4Hz), 7.47 (%H, t, J=T7.6He), 7.56 (1H, t, J
=7.6Hz), 7.76 (2H, d, J=7.6Hz), 7.81 (2H, dd, T=4.4, 1.6 Hz),
8.74 (2H, dd, J = 4.4, 1.6 Hz) (CDC1y
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59 0.81 (IH, m), 1.05 (3§, w, 1.36 (2H, m), 1.63 (1K, m), 1.70 (2H, |587

m), 1.81 (28, m), 3.13 (1H, dd, J = 12.2, 10.8 Hz), 3.30 (IH, td,
J=13.2, 2.4Hz), 3.54 (14, d, J=13.2 Hz), 3.60 (3H, s), 3.68 (1,
d, J=12.2Hz), 4.01 (1H, td, J=13.2, 2.4 Hz), 4.15 (%, m), 4.75
(14, dd, J=10.8, 2.0 Hz), 7.07 (2H, d, T =7.6 Hz), 7.37 (1H, s),
7.38 (2H, d, J=T7.6Hz), 7.48 (2, t, J=17.6Hz), 7.56 (14, ¢, J
=7.6Hz), 7.77 (2H, d, J=8.0Hz), 8.18 (I, dd, J=5.2, 1.2 Hz),
8.90 (14, d, J =5.2 Hz), 9.29 (1H, d, J = 1.2 Ha) (CDCLy)

60 1.13 (1§, m), 1.39 (46, m), 1.67 (IH, m), 1.82 (4H, m), 3.15 (1H, |490
dd, 7=13.2, 10.8 Hz), 3.30 (1H, m), 3.39 (2H, t, J=6.2 Hz), 3.52
(2H, m), 3.56 (3H, s), 3.62 (1H, d, J = 12.8 Hz), 3.69 (2H, br s),
3.97 (1H, td, J=114, 2.4Hz), 4.15 (14, d, T=11.4 Hz), 4.62 (1H,
dd, J=10.8, 2.4Hz), 6.69 (1H, s), 6.87 (2H, d, J=8.8 Hz), 7.27
(24, d, T=8.8Hz), 7.80 (2H, dd, T =4.8, 1.6 Hz), 8.71 (2H, dd,
J =4.8, 1.6 Hz) (CDClp) '

61 1.12 (14, m), 1.38 (4H, m), 1.71 (IH, m), 1.83 (48, m), 3.15 (IH, | 491
dd, J=12.8, 10.4Hz), 3.30 (14, m), 3.39 (1H, t, J=6.2 Hz), 3.51
(1H, m), 3.58 (3H, s), 3.62 (1H, m), 3.69 (1H, q, J=6.2 Hz), 3.74
(1H, m), 3.98 (1H, td, J=11.4, 2.0Hz), 4.16 (1K, d, J=11.4 Hz),
4.62 (1H, dd, T=10.4, 2.0Hz), 6.88 (2H, d, J=8.4Hz), 7.27 (2H,
d, J=8.4Hz), 7.34 (1H, s), 8.15 (IH, dd, J=5.2, 0.8 Hz), 8.87
(18, d, J=5.2 Hz), 9.27 (14, d, J = 0.8 Hz) (CDCly)

62 3.07-3.12(2H, m), 3.62(3H, =), 3.62-3.63(1H, m), 3.76-3.80(2H, m), | 466
3.90-4.09 (5H, m), 4.38(2H, br), 4.70(1H, dd, J=1.2Hz, 4.2Hz),
6.72(1H, d&d, J=7.2Hz, 7.3Hz), 7.05-7.44(4H, m), 8.81(2H, 4,
J=7.2Hz), 8.48(2H, d, J=7.2Hz), 8.90-8.96(4H, m) (DMSO-d6).
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3.02-3.12(4H, m), 3.51(3H, s), 3.69-3.76(2H, m), 3.90-4.07 (4H, m),
4.70(1H, dd, J=1.2Hz, 10.2Hz), 6.73(1H, dd, J=7.2Hz, 7.3Hz),
7.01-7.26(6H, m), 7.43(2H, d, J=7.2Hz), 8.21(1H, dd, J=1.2Hz,
4.2Hz), 9.00(1H, d, J=4.2Hz), 9.30(1H, d, J=1.2Hz) (DMSO-d6).

467

64

0. 86-1.24(6H, m), 1.52-1. 63(7H, m), 2.33-2.36(1H, m), 2.62-2. 72(IH,
mw, 2.96-3.04(2H, m), 3.12-3.20(1H, m), 3.46(3H, s), 3.65-3.74(2H,
m), 3.83-3.86(1H, m), 4.03-4.06(1H, m), 4.69(1H, dd, J=I.2Hz,
10.2Hz), 6.83(1H, s), 7.10(2H, d, J=7.2Hz), 7.35(2H, d, J=7.2Hz),
7.96(2H, d, J=4.2Hz), 8.70(2H, d, J=4.2Hz) (DMSO-d6).

486

65

0.82-1.35(7H, m), 1.59-1.66(7H, m), 2.33-2.36(1H, m), 2.60-2.66(1H,
m), 2.98-3.00(2H, m), 3.04-3.18(1H, m), 3.47(3H, s), 3.67—4. 03(4H,
m), 4.68(1H, dd, J=1.2Hz, 10.2Hz), 6.87(1H, s), 7.10(2H, d,
J=7.2Hz), 7.38(2H, d, J=7.2%Hz), 8.20(1H, dd, J=1.2Hz, 4.2Hz),
9.02(1H, d, J=4.2Hz), 9.29(1H, d, J=1.2Hz) (DMSO-d6).

487

66

.05-1.95 (10H, m), 3.16 (1H, dd, J=12.8, 10.4 Hz), 3.31 (UH, m),
.37 (3H, s), 3.45 (4H, m), 3.54 (%4, m), 3.56 (3H, s), 3.57 (1,
, J=13.2 Hz), 3.97 (1H, td, J=13.3, 2.4 Hz), 4.13 (1H, dd, J
13.3, 2.4 Hz), 4.60 (1H, dd, T=10.4, 2.0 Hz), 6.69 (1H, s), 6.78
(%H, d, J=8.8Hz), 7.24 (2H, 4, T=8.8Hz), 7.80 (24, 4, J=4.8
), 8.71 (2H, d, J = 4.8 Hz) (CDCly

1
3
d

504
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67 1.18 (1H, m), 1.40 (44, m), 1.70 (IH, w, 1.83 (4§, m), 3.16 (1H, | 505

dd, J=13.2, 10.8 Hz), 3.31 (1H, m), 3.38 (3H, s), 3.45 (4H, m),
3.56 (44, m), 3.57 (34, s), 3.97 (H, m), 4.13 (14, m), 460 (1H,
dd, J = 10.8, 2.4 Hz), 6.78 (20, d, J=8.8Hz), 7.25 (2U, d, J =
8.8Hz), 7.26 (14, s), 8.15 (1, d, J=5.6 Hz), 8.86 (14, d, J =
5.6 Hz), 9.27 (1H, s) (CDCly) ’

68 1.27-1.98 (10, m), 2.24 (1H, m), 3.09 (1H, dd, J=10.8, 12.9 Hz), | 474
3.30 (IH, m), 3.53-3.65 (2H, m), 3.57 (3H, m), 3.99 (IH, td, J=2.1,
13.5Hz), 4.16 (1H, dd, J=2.1, 11.8Hz), 4.69 (1§, dd, J=2.4, 10.8
Hz), 6.70 (1H, s), 7.25 (IH, br.s), 7.37 (2H, d, J=8.7 Hz), 7.56
(2H, d, J=8.7Hz), 7.78 (2H, d, J=6.3 Hz), 8.71 (2, d, J =6.3Hz)
(cncly)

69 1.27-1.99 (10H, m), 2.20 (1H, t), 3.09 (1H, dd, J=10.8, 12.9 Hz), | 475
3.30 (1H, m), 3.51-3.67 (2H, m), 3.58 (3H, s), 3.99 (1H, td, J=2.1,
13.5 Hz), 4.16 (1M, dd, J= 2.1, 11.8 Hz), 4.70 (1H, dd, J = 2.4,
10.8 Hz), 7.20 (IH, br.s), 7.35 (1H, s), 7.36 (24, d, J = 8.4 Hz),
7.56 (2H, d, 7=8.4Hz), 8.13 (14, d, J=5.1 Hz), 8.86 (14, d, J
= 5.4 Hz), 9.27 (1H, s) (CDC1,)

70 3.12 (1H, dd, J=10.5, 12.9 Hz), 3.31 (1H, td, J=3.0; 12.0 Hz), | 468
3.54-3.68 (2H, m), 3.58 (3H, s), 4.01 (IH, td, J = 2.1, 11.4 Ha),
4.18 (1H, dd, J=1.8, 11.7 Hz), 4.73 (I1H, dd, T = 2.1, 10.5 Hz),
6.70 (1H, s), 7.42-7.57 (5H, m), 7.70 (24, d, J=8.1Hz), 7.79 (2H,
d, J=6.0Hz), 7.88 (24, d, J=8.1Hz), 7.92 (1K, br.s), 8.71 (24,
d, J=6.3Hz) (CDCly) -

71 3.12 (IH, dd, J = 10.4, 12.9 Hz), 3.29 (1H, td, J = 3.0, 12.0 Hz), | 469
3.52-3.66 (20, m), 3.59 (3H, s), 401 (14, td, J=2.1, 11.4 Ha),
4.20 (14, dd, J=1.2, 11.1Hz), 4.74 (14, dd, J=2.1, 10.5 Ha),
7.36 (1H, s), 7.43-7.55 (5H, m), 7.70 (24, d, J=8.4Hz), 7.88 (2,
d, J=8.4Hz), 7.92 (1H, -br.s), 8.14 (14, d, J=5.4 Hz), 8.87 (IH,
d, J=5.1Hz), 9.27 (1H, d, J = 1.2 Hz) (CDCly)
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72 3.17 (18, dd, J = 10.4, 12.9 Hz), 3.37 (14, t, J = 11.4 Hz), 3.49 | 455

(3H, s), 3.60 (3H, =), 3.58-3.72 (24, m), 4.01-4.20 (2H, m), 4.74
(14, d, J=10.5Hz), 6.60-6.67 (24, w), 6.71 (1H, s), 7.25-7.37 (14,
w, 7.31 (2H, d, J=8.4Hz), 7.45 (24, d, J= 8.4 Hz), 7.81 (2H,
d, J=6.0Hz), 8.24 (14, d, T=3.6 Hz), 8.72 (24, d, J = 6.0 Hz)
{cnc1,)

73 3.17 (1H, dd, J=10.8, 12.9 Hz), 3.32 (14, td, J=2.8, 11.4 Hz), | 456
3.49 (34, s), 3.61 (3H, s), 3.54-3.71 (2H, m), 4.02 (1H, td, J=2.4,
11.4 Hz), 4.18 (1H, dd, J=11.7, 18.0 Hz), 4.74 (H, dd, J = 2.3,
10.6 Hz), 6.61 (1H, d, J=8.8Hz), 6.65 (1H, d, J=1.9Hz), 7.26-7.36
(44, m), 7.45 (2, d, T=8.4Hz), 8.17 (14, d, J=6.5Hz), 8.24
(1H, d, J=3.5Hz), 8.88 (I1H, d, Y=5.1Hz), 9.28 (14, d, F=1.1
Hz) (CDCly) .

74 0.84-0.89 (2H, m), 1.08-1.13 (24, m), 1.51 (1H, m), 3.09 (1H, dd, | 432
J=10.6, 13.0Hz), 3.30 (1H, td, J=2.9, 13.0 Hz), 3.52-3.65 (2H,
m), 3.57 (3H, s), 3.98 (U4, td, J=2.1, 11.4Hz), 4.16 (14, dd, J
=11.7, 18.0Hz), 4.70 (14, dd, J= 1.9, 10.3 Hz), 6.69 (IH, 5), 7.36
(28, d, J=8.3 Hz), 7.50 (IH, br.s), 7.55 (24, d, J=8.3 Hz), 7.79
(9H, d, 7=6.0Hz), 8.71 (24, d, J = 6.0 Hz) (CDC1,)

75 0.86-0.90 (2H, m), 1.09-1.13 (2H, m), 1.51 (I1H, w), 3,19 (1H, dd, | 433
J=10.6, 13.0Hz), 3.28 (1H, t, J=9.9Hz), 3.52-3.65 (2H, m), 3.59
(3H, s), 3.98 (1H, td, J=2.1, 11.4 Hz), 4.16 (I8, dd, J = 1L.7,
18.0 Hz), 4.70 (14, dd, J=1.9, 10.3 Hz), 7.24-7.44 (34, m), 7.43
(1H, br.s), 7.56 (2H, d, J=8.4Hz), 8.13 (14, d, J=5.4 Hz), 8.86
(1H, d, J=5.4Hz), 9.27 (14, s) (CDC1y

76 i.05 (6H, d, J=6.9Hz), 1.74 (3H, s), 3.14 (1H, dd, J=10.8, 13.2| 448
Hz), 3.40 (1H, td, J=2.9, 13.0 Hz), 3.55-3.74 (24, m), 3.60 (3H,
s), 402 (1H, td, J=2.1, 11.4 Hz), 4.20 (18, 4d, J=11.7, 18.0
Hz), 4.80 (1H, dd, J=2.1, 10.5Hz), 5.02 (14, g, J=6.9 Hz), 6.71
(14, s), 7.15 (2H, d, T=8.4 Hz), 7.48 (24, d, J=8.4 Hz), 7.80
(2H, d, J=6.0Hz), 8.73 (2K, d, J = 6.0 Hz) (CDCly)
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77 1.05 (6H, d, J=6.8Hz), 1.74 (3H, s), 3.14 (14, dd, J=10.6, 12.8 | 449

Hz), 3.35 (1H, td, J=2.9, 11.4 Hz), 3.54-3.71 (2H, m), 3.61 (34,
s), 403 (1H, td, J=2.4, 11.6 Hz), 4.20 (1H, dd, J=11.7, 18.0
Hz), 4.80 (1H, dd, J=2.1, 10.6 Hz), 5.03 (1H, q J=6.8Hz), 7.15
(2H, d, T=8.3Hz), 7.27 (1Y, s), 7.48 (24, d, J = 8.3 Hz), 8.15
(1H, a4, J=1.1, 5.2 Hz), 8.88 (1H, d, J=5.1 Hz), 9.28 (IH, 4,
J = 1.2 Hz) (CDCly)

78 1.23 (9, s), 3.09 (1H, dd, J =10.5, 12.9 Hz), 3.27 (1H, td, J =| 448
3.0, 12.0 Hz), 3.51-3.64 (24, m), 3.58 (3H, s), 3.99 (1H, td, T =
2.1, 11.4 Hz), 418 (11, dd, J=11.7, 18.0 Hz), 4.70 (IH, dd, J =
2.1, 10.5 Hz), 6.70 (1H, s), 7.33 (1H, br.s), 7.38 (2H, d, T =8.4
Hz), 7.57 (2H, d, J=8.4Hz), 7.78 (2, 4, J = 6.0 Hz), B.70 (2,
d, J =5.7 Hz) (CDCl,)

79 1.23 (9H, s), 3.09 (1H, dd, J = 10.5, 12.9 Hz), 3.27 (1H, td, J =449
" 13.0, 12.0 Hz), 3.51-3.64 (24, m), 3.58 (3H, =), 3.99 (IH, td, J =
2.1, 11.4 Hz), 4.18 (14, dd, J=11.7, 18,0 Hz), 470 (14, dd, J =
2.1, 10.5Hz), 7.3¢ (1H, s), 7.40 (2H, d, J = 12.3 Hz), 7.43 (14
br.s), 7.59 (2H, d, J=12.3Hz), 8.13 (I1H, d, J=5.4 Hz), 8.86 (IH,
d J=51Hz), 9.27 (14, d, J = 1.5 Hz) (CDCIy)

80 1.62-1.68 (5H, m), 1.89 (6H, m), 2.04-2.11 (3H, m), 3.10-3.73 (6H, | 498
m), 3.56 (3H, s), 3.96 (14, t, J=12.6 Hz), 4.14 (I1H, 4, J = 11.7
Hz), 4.60 (1H, d, J =9.9 Hz), 6.69 (I1H, s), 6.79 (2H, d, T =6.6
Hz), 7.17 (2H, d, J=7.0Hz), 7.80 (2H, br.d), 8.71 (2H, br.d) (CDCl)

81 1.63-1.67 (6H, m), 1.84-1.90 (6H, m), 2.12 (3H, m), 3.14 (1H, dd, | 499
J=10.5, 12.9Hz), 3.29 (1H, td, J=3.0, 12.0 Hz), 3.40 (1H, br.s),
3.51-3.62 (2H, m), 3.57 (3H, s), 3.74 (1H, m), 3.97 (IH, td, J=2.4,
11.8 Hz), 4.13 (1H, dd, T=2.4, 11.7 Hz), 4.60 (18, d4d, J = 2.1,
10.5 Hz), 6.78 (24, d, J=10.8 Hz), 7.18 (2K, d, J=10.8 Hz), 7.35
(14, s), 8.16 (1H, dd, J=1.2, 5.1 Hz), 8.86 (IH, d, J = 6.1 Hz),
9.27 (1H, s) (CDCly)
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82 1.35-1.67 (12H, m), 2.07 (3H, m), 2.79 (3K, s), 3.14 (IH, dd, J=|512

10.5, 12.9 Hz), 3.29 (1H, td, J=3.0, 12.0 Hz), 3.54-3.69 (1H, td,
J=3.0, 12.0 Hz), 3.54-3.69 (24, m), 3.58 (3H, s), 3.99 (1H, td,
J=24, 11.8Hz), 417 (1M, dd, J=2.4, 11.7 Hz), 4.70 (1H, dd,
J=2.1, 10.5Hz), 6.70 (1H, s), 7.16 (2H, d, J=8.1 Hz), 7.30 (2H,
d J=8.1Hz), 7.80 (14, d, J=6.3Hz), 8.72 (1H, d, J = 6.3 Hz)
(coely)

83 1.52-1.73 (12H, m), 2.06 (3H, m), 2.78 (3H, s), 3.14 (1H, dd, J =] 513
10.5, 12.9 Hz), 3.29 (1H, td, J=3.0, 12.0 Hz), 3.53-3.68 (2H, m),
3.59 (3H, s), 3.99 (IH, +d, T=2.4, 11.7Hz), 4.17 (1H, dd, J=2.4,°
11.7 Hz), 4.68 (14, dd, J=2.1, 10.5Hz), 7.16 (2H, d, J =8.2 Hz),
7.31 (%4, d, 7=8.2 Hz), 7.35 (1H, s), 8.16 (IH, d, J = 5.3 Hz),
8.88 (1H, d, J=5.2 Hz), 9.28 (1H, d, J = 1.1 Hz) (CDCL,)

84 1.58-2.05 (14H, m), 3.15 (14, dd, J=10.5, 12.9 Hz), 3.30 (1H, td, | 498
J =383, 12.0 Hz), 3.53-3.62 (3H, m), 3.56 (3H, s), 3.97 (IH, 4,
J=2.1, 1.8 Hz), 4.00 (1H, m), 4.14 (1H, td, J=2.1, 4.4 Hz), 4.58
(14, dd, T=2.1, 10.5 Hz), 6.59 (2H, d, J=8.0Hz), 6.69 (1H, s),
7.19 (2H, d, J=8.0Hz), 7.80 (24, 4, T=6.3 Hz), 8.70 (24, 4, J
= 6.3 Hz) (CDCl,)

85 1.58-2.04 (14H, m), 3.14 (1H, dd, J=10.8, 12.9 Hz), 3.28 (I1H, td, | 499
J=13.0, 12.0 Hz), 3.57-3.61 (3H, m), 3.57 (34, s), 4.00 (1H, td,
J=21, 1.7 Hz), 4.07 (14, m), 4. 14 (14, td, J= 2.1, 11.4 Hz),
4.57 (1H, dd, J=1.8, 10.5 Hz), 6.60 (2H, d, Y=8.7 Hz), 7.19 (2H
d, J=8.7THz), 7.34 (1H, s), 8.16 (2H, dd, J=0.9, 3.1 Hz), 8.86
(14, d, J=5.1 Hz), 9.27 (14, s) (€DCly)

86 1.40-1.85 (10H, m), 2.06-2.11 (4H, m), 2.78(1H, dd, J = 10.5, 12.9]512
Hz), 3.30 (1H, td, J=3.3, 12.0 Hz), 3.53-3.62 (3H, m), 3.56 (3H,
s), 8.97 (1H, td, J=2.1, 11.8 Hz), 4.00 (IH, m), 4. 14 (1H, td, J
=21, 44Hz), 458 (4, dd, J=2.1, 10.5 Hz), 6.59 (24, d, J =
8.0Hz), 6.69 (1H, s), 7.19 (24, 4, J=8.0 Hz), 7.80 (%4, 4, J =
6.3 Hz), 8.70 (24, d, J = 6.3 Hz) (CDCL,)
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87

1.26-1.86 (10H, m), 2.06-2.11 (4H, m), 2.78 (3H, s), 3.14 (1H, dd,
J=10.8 13.2 Hz), 3.20 (1H, s), 3.30 (1H, td, J = 3.0, 12.0 Hz),
3.51-3.65 (24, w), 3.58 (3H, s), 3.99 (IH, td, J= 2.7, 11.4 Hz),
4.14 (1H, td, J=11.7, 18.0 Hz), 4.60 (1H, dd, J = 2.1, 10.5 Hz),
7.07 (H, d, T=11.0Hz), 7.29 (24, d, J=11.0 Hz), 7.35 (1H, s),
8.16 (1H, dd, J=1.5, 5.4 Hz), 8.87 (14, d, J=5.4 Hz), 9.27 (IH,
s) (Cpcly)

513

88

1.90 (1H, s), 2.24-2.28 (1H, m), 3.14 (1H, dd, J = 10.5, 12.9 Hz),
3.30 (1H, td, J=3.0, 12.0 Hz), 3.53-3.58 (2H, m), 3.56 (3H, s),
3.84-4.13 (8H, m), 4.60 (1H, dd, J=2.1, 10.5 Hz), 6.60 (2H, J =
8.7 Hz), 6.69 (1H, s), 7.20 (2H, d, J=8.7Hz), 7.79 (8H, 4, J =
6.3 Hz), 8.70 (20, d, J = 6.3 Hz) (CDCl,)

434

89

1.90 (1H, s), 2.24-2.28 (I1H, m), 3.14 (1H, dd, J = 10.5, 12.9 Hz),
3.30 (IH, td, J=3.0, 12.0 Hz), 3.53-3.58 (24, m), 3.56 (3H, ),
3.84-4.13 (8H, m), 4.60 (1H, dd, J= 2.1, 10.5 Hz), 6.62 (2H, J =
8.7Hz), 7.32 (2H, d, J=8.4Hz), 7.36 (IH, s), 8.15 (1H, d, T =
4.8 Hz), 8.86 (1M, d, J = 5.1 Hz), 9.28 (1H, s) (CDCLy)

435

90

1.90-1.96 (1H, m), 2.20-2.25 (1H, m), 2.88 (3H, =), 3.15 (1H, dd,
J=10.8, 1229 Hz), 3.30 (14, td, J=3.0, 12.0 Hz), 3.53-3.64 (2H,
m), 3.57 (3H, s), 3.75-4.13 (6H, m), 4.48 (14, m), 4,63 (1H, dd, J
= 1.8, 10.5 Hz), 6.89 (1H, s), 6.83 (20, J=8.7 Hz), 7.27 (%4, 4,
J=8.7Hz), 7.80 (24, d, J=6.3Hz), 8.71 (24, d, J=6.3Hz) (CDCly)

91

1.90~1.97 (1H, m), 2.20-2.25 (1H, m), 2.88 (3H, s), 3.156 (1H, dd,
J=10.5, 12.9 Hz), 3.51-3.62 (2H, m), 3.58 (3H, s), 3.75-4.13 (74,
m, 444 (14, m), 4.62 (1H, dd, J=2.1, 10.5 Hz), 6.83 (2H, J=8.7
Hz), 7.29 (2H, d, J=8.7THz), 7.34 (14, ), 8.15 (14, dd, J= 1.2,
5.1Hz), 8.85 (14, d, J=5.1Hz), 9.27 (14, d, J= 1.2 Hz) (CDCL,)

449
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1.89 (3H, s), 3.12 (1H, dd, J ="10.8, 13.2 Hz), 3.28 (3H, s),
3.30 (1H, td, J = 10.5, 12.9 Hz), 3.54-3.74 (2H, m), 3.60 (3H,
s), 4.02 (14, td, J=2.7, 11.4 Hz), 4.19 (1H, dd, J = 11.7,
18.0 Hz), 4.76 (1H, dd, J= 1.8, 10.5 Hz), 7.25 (24, d, J=8.4

Hz), 7.36 (1H, s), 7.48 (2H, d, J = 8.4 Ha), 8.13(1H, d, T =|

5.1 Hz), 8.87 (1H, d, J = 5.1 Hz), 9.28 (1H, s) (CDCly)

421

93

1.90 (1H, m), 2.85 (14, m), 2.90-2.93 (2H, m), 3.16 (1H, dd,
J =10.8, 12.9 Hz), 3.54-3.64 (2H, m), 3.57 (3H, s), 4.00 (24,
td, J=2.1, 11.8 Hz), 4.14 (1H, dd, J = 2.1, 10.5 Hz), 4.62
(1H, dd, J = 2.1, 10.5 Hz), 5.00 (1H, m), 6.69 (1H, s), 6.72
(2H, d, T=5.5Hz), 7.25 (34, d, J = 5.5 Hz), 7.20-7.37 (4H,
m), 7.80 (2H, d, T =6.0 Hz), 8.72 (2H, 4, J = 6.0 Hz) (CDCL,)

480

94

1.92 (1H, m), 2.59 (1H, m), 2.88-3.03 (24, m), 3.12-3.29 (2H,
m), 3.34-3.63 (2H, m), 3.59 (3H, s), 4.01 (14, t, J = 8.7 Hz),
4.16 (1H, d, J=12.7 Hz), 4.61 (1H, d, J = 10.5 Hz), 5.03 (1H,
m), 6.74 (2H, d, J=8.4Hz), 7.25 (2H, d, J=8.4Hz), 7.24-7.37
(6H, m), 8.16 (1H, d, J = 5.1 Hz), 8.87 (1H, 4, J = 5.1 Hz),
9.28 (1H, s) (CDCl,)

481

95

2.04-2.31(2H, m), 2.13(3H, s), 2.94(3H, s), 3.10-3.61(7H, m),
3.57(3H, s), 3.94-4.18(2H, m), 4.62(1H, m), 5.43(I1H, m),
6.58(2H, m), 7.28(2H, m), 7.34(1H, s), 8.14(1H, d, J=4.8 Hz),
8.85(1H, d, J=5.1 Hz), 9.27(1H, s) (CDCIl,)

490

96

2.64 (4H, t, J=4.5Hz), 3.10 (1R, dd4, J =10.5, 12.9 Hz), 3.16
(24, s), 3.30 (1H, td, J = 10.5, 12.9 Hz), 3.53-3.66 (2H, m),
3.58 (34, s), 3.79 (4H, t, T=4.5Hz), 3.99 (1H, t, J = 11.7
Hz), 4.18 (14, d, J=9.3 Hz), 4.72 (14, 4, J = 10.5 Hz), 6.71
(1H, s), 7.32 (28, d, T =8.7 Hz), 7.40 (24, d, J = 8.7 Hz),
7.79 (2H, d, J=6.0Hz), 8.71 (2H, d, J = 6.0 Hz), 9.11 (1H,
br.s) (CDC1,)

491
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97

2.66 (44, t, J=4.5Hz), 3.11 (1H, dd, J =10.0, 12.7Hz), 3. 15
(2H, s), 3.32 (1H, td, J = 10.5, 12.9 Hz), 3.50-3.66 (2H, m),
3.60 (3H, s), 3.79 (4H, t, J = 4.5 Hz), 3.99 (1H, t, J=11.7
Hz), 4.18 (1H, d, J=19.0 Hz), 4.72 (1H, d, J = 10.6 Hz), 6.71
(14, s), 7.32 (2H, d, J = 8.7 Hz), 7.40 (2H, d, J = 8.7 Hz),
8.13 (1H, d, J=5.1Hz), 8.87 (1H, d, J =5.1 Hz), 9.28 (IH,
s) (CDCly)

492

98

2.36 (3H, s), 2.53-2.67 (8H, s), 3.11 (I1H, dd, J = 10.0, 12.7
Hz), 3.16 (2H, s), 3.34 (1H, t, J=9.0 Hz), 3.47-3.61 (2H, m),
3.57 (3K, s), 3.99 (1H, t, J=11.8 Hz), 4.17 (1H, d, JT=11.8
Hz), 4.72 (1H, d, J=8.3 Hz), 6.70 (1H, s), 7.39 (2H, d, J =
8.5 Hz), 7.61 (2H, d, J=8.4Hz), 7.80 (2H, d, J = 6.2 Hz),

(8.71 (2H, d, J = 6.2 Hz), 9.18 (1H, br.s) (CDC,)

504

99

2.34 (3H, s), 2.52-2.67 (8H, s), 3.12 (1K, dd, J = 10.0, 12.7
Hz), 3.16 (2H, s), 3.29 (1H, td, J = 12.3, 2.7 Hz), 3.52-3.71
(2H, m), 3.59 (3H, s), 4.00 (1H, ¢, J = 9.6 Hz), 4.18 (1H, 4,
J=11.4Hz), 4.72 (14, 4, T=8.7 Hz), 7.32 (1H, s), 7.38 (24,
d, 7=8.3Hz), 7.61 (2, d, T=8.3 Hz), 8.14 (IH, d, J= 4.8
Hz), 8.86 (1H, d, J =5.1 Hz), 9.19 (1H, br.s), 9.28 (1H, s)
(CDC1,)

505

100

2.81 (44, t, J=5.1Hz), 3.10 (1H, 4d, J = 10.8, 13.2 Hz),
3.23 (24, s), 3.28 (4H, t, J=6.1Hz), 3.40 (IH, m), 3.52-3.66
(2B, m), 3.57 (3H, s), 8.99 (1H, td, J = 2.1, 11.8 Hz), 4.15
(1H, d, J=11.4Hz), 472 (14, dd, J=2.1, 10.5 Hz), 6.70 (1H,
s), 6.90-6.98 (4H, m), 7.30 (1H, d, J = 7.8 Hz), 7.40 (2H, d,
J=8.7THz), 7.62 (24, d, J=8.4Hz), 7.79 (2H, 4, J = 6.3 Hz),
8.71 (2H, d, J = 6.3 Hz), 9.19 (1H, br.s) (CDC1,)

566

101

12.81 (4H, t, J = 4.9 Hz), 3.10 (1H, dd, J = 10.2, 12.8 Hz),

3.23 (2H, s), 3.28 (44, t, J=4.9 Hz), 3.30 (IH, m), 3. 51-3.67
(24, m), 3.59 (3H, s), 3.99 (1H, td, J = 2.1, 11.8 Hz), 4.15
(14, 4, J=11.4 Hz), 4.72 (14, dd, J=2.1, 10.5 Hz), 6.91-6.98
(4H, m), 7.26-7.41 (4H, m), 7.61 (2H, d, J=8.6 Hz), 8.14 (14,
d, J=6.2Hz), 8.86 (1H, d, J=5.1Hz), 9.20 (IH, br.s), 9.27
(1H, br.s) (CDCl,)

567
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201]1.90-2.14 (6H, m), 2.95-3.18 (8H, m), 3.46 (3H, s), 3.65-3.69 (2H, 476
m), 3.87-3.91(1H, m), 4.03-4.07(3H, m), 4.68 (1H, dd, J=1.2Hz,
10.2Hz), 6.84 (1H, s), 6.96 (2H, d, J=7.2Hz), 7.38 (2H, d, J=7.2Hz),
7.96 (2H, d, J=4.2Hz), 8.68 (2H, d, J=4.2Hz) (CDCL,)

202[1.94-2.17 (6H, m), 2.97-3.18 (8H, m), 3.50 (3H, 8), 3.67-3.72 (2H, 477
m), 3.86-3.90 (1H, m), 4.03-4.09 (3H, m), 4.68 (1H, dd, J=1.2Hz,
10.2Hz), 6.96 (2H, d, J=7.2Hz), 7.00 (1H, s), 7.38 (2H, d, J=7.2Hz),
8.19 (1H, dd, J=1.2Hz, 4.2Hz), 8.99 (1H, d, J=4.2Hz), 9.30 (1H, d,
J=1.2Hz) (CDCls)

203|1.41-1.44 (2H, m), 1.48-1.58 (4H; m), 1.82-1.87 (2H, m), 2.32-2.39 | 490
(6H, m), 2.97-3.05 (1H, m), 3.17-3.20 (1H, m), 3.45 (3H, s) , 3.64-
3.69 (2H, m), 3.86-3.90 (1H, m), 3.97-4.01 (3H, m), 4.67 (1H, dd,
J=1.2Hz, 10.2Hz), 8.84 (1H, s), 6.93 (2H, d, J=72Hz) , 7.35 (2H, d,
J=7.2Hz), 7.96 (2H, d, J=4.2Hz), 8.69 (2H, d, J=4.2Hz) (CDCl,)

204[1.41-1.44 (2H, m), 1.52-1.60 (4H, m), 1.92-1.96 (2H, m), 2.52-2.83 | 491
(6H, m), 2.97-3.05 (1H, m), 3.17-3.20 (1H, m), 3.49 (3H, s) , 3.67-
3.72 (2H, m), 3.86-3.90 (1H, m), 3.97-4.07 (3H, m), 4.67 (1H, dd,
J=1.2Hz, 10.2Hz), 6.93 (2H, d, J=7.2Hz), 7.00 (1H, ), 7.36 (2H, d,
J=7.2Hz), 8.20 (1H, dd, J=1.2Hz, 4.2Hz), 8.99 (1H, d, J=4.2Hz), 9.29
(1H, d, J=1.2Hz) (CDCl)

205[1.83-1.88 (2H, m), 2.14 (3H, s), 2.31-2.45 (9H, m), 2.98-3.05 (1H, 505
m), 3.13-3.20 (1H, m), 3.26-3.30 (1H, m), 3.45 (3H, s), 3.67-3.69
(2H, m), 3.86-3.88 (1H, m), 3.97-4.02 (3H, m), 4.67 (1H, dd,
J=1.2Hz, 10.2Hz), 6.84 (1H, s), 6.93 (2H, d, J=7.2Hz), 7.35 (2H, d,
J=7.2Hz) , 7.96 (2H, d, J=4.2Hz), 8.68 (2H, d, J=4.2Hz) (CDCly)

206[1.83-1.88 (2H, m), 2.14 (3H, s), 2.31-2.45 (9H, m), 2.98-3.05 (1H, 506
m), 3.14-3.20 (1H, m), 3.26-3.30 (1H, m), 3.47 (3H, s), 3.67-3.72
(2H, m), 3.86-3.90 (1H, m), 3.97-4.02 (3H, m), 4.67 (1H, dd,
J=1.2Hz, 10.2Hz), 6.93 (2H, d, J=7.2Hz), 7.00 (1H, s), 7.36 (2H, d,
J=7.2Hz), 8.20 (1H, dd, J=1.2Hz, 4.2Hz), 8.9 (1H, d, J=4.2Hz), 9.29
(1H, d, J=1.2Hz) (CDCly)

207|1.19-1.50 (5H, m), 1.57-1.79 (3H, m), 2.03-2.06 (2H, m), 3.08 (1H, 474
dd, J=12.9, 10.5Hz), 3.16 (1H, m), 3.563-3.58 (1H, m), 3.58 (3H, s),
3.65-3.69 (1H, m), 3.97-4.04 (2H, m), 4.18-4.21 (1H, m), 4.80 (1H, d,
J=10.5Hz), 5.95 (1H, d, J=8.4Hz), 6.71 (1H, s), 7.48 (2H, d,
J=8.1Hz), 7.77-7.80 (4H, m), 8.71 (2H, d, J=6.0Hz) (CDCl,)
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208/1.22-1.47 (5H, m), 1.63-1.79 (3H, m), 2.03-2.06 (2H, m), 3.07 (1H, 475
dd, J=12.9, 10.5Hz), 3.16 (1H, m), 3.52-3.59(1H, m), 3.59 (3H, s),
3.61-3.67 (1H, m), 3.96-4.01 (2H, m), 4.18-4.21 (1H, m), 4.78 (1H,
dd, J=10.5, 2.1Hz), 5.95 (1H, d, J=7.8Hz), 7.36 (1H, ), 7.48 (2H, d,
J=8.4Hz), 7.79 (2H, d, J=8.4Hz), 8.11 (1H, dd, J=5.1, 1.2Hz), 8.86
(1H, d, J=5.4Hz), 9.28 (1H, d, J=1.2Hz) (CDCl,)

209(3.08 (1H, dd, J=12.9, 10.8Hz), 3.31 (1H, m), 3.46-3.53 (1H, m), 3.58 | 436
(3H, s), 3.65-3.70 (3H, m), 3.84-3.87 (2H, m), 4.00 (1H, m), 4.18-
4.21 (1H, m), 4.81 (1H, d, J=8.4Hz), 6.61 (1H, m), 6.71 (1H, s), 7.50
(2H, d, J=8.4Hz), 7.75 (2H, d, J=6.0Hz), 7.84 (2H, d, J=8.4Hz), 8.71
(2H, d, J=6.0Hz) (CDCl,)

210[3.08 (1H, dd, J=12.9, 10.8Hz), 3.29 (1H, m), 3.52-3.56 (1H, m), 3.50 | 437
(3H, s), 3.63-3.68 (3H, m), 3.83-3.88 (2H, m), 4.01 (1H, m), 4.18-
4.21 (1H, m), 4.81 (1H, dd, J=12.9, 2.4Hz), 6.65 (1H, m), 7.36 (1H,
s), 7.51 (2H, d, J=8.4Hz), 7.84 (2H, d, J=8.4Hz), 8.10 (1H, dd, J=5.7,
1.5Hz), 8.86 (1H, d, J=5.1Hz), 9.27 (1H, d, J=1.2Hz) (CDCLy)

211]2.99-3.14 (7H, m), 3.31 (1H, m), 3.54-3.58 (1H, m), 3.58 (3H, s), 420
3.64-3.69 (1H, m), 4.00 (1H, m), 4.17-4.22 (1H, m), 4.81 (1H, d,
J=10.5, 2.1Hz), 6.71 (1H, ), 7.46 (4H, s), 7.79 (2H, dd, J=4.8Hz,
1.5Hz), 8.71 (2H, dd, J=4.8Hz, 1.5Hz) (CDCly)

212|2.99-3.14 (7H, m), 3.28 (1H, m), 3.63-3.57 (1H, m), 3.59 (3H, s), 421
3.61-3.66 (1H, m), 4.01 (1H, m), 4.17-4.22 (1H, m), 4.77 (1H, d,
J=10.5Hz, 2.4Hz), 7.37 (1H, ), 7.47 (4H, s), 8.14 (1H, dd, J=5.4Hz,
1.5Hz), 8.88 (1H, d, J=5.1Hz), 9.28(1H, s). (CDCly)

213|2.99 (3H, s), 3.09 (1H, t, J=11.9H2), 3.38 (2H, m), 3.59 (3H, s), 3.67 | 442
(1H, d, J=11.7Hz), 4.01 (1H, t, J=11.6Hz), 4.19 (1H, d, J=11.7Hz),
4.73 (1H, d, J=10..2Hz), 5.32 (1H, s), 6.72 (1H, s), 7.28 (2H, d,
J=8.4Hz), 7.40 (2H, d, J=8.4Hz), 7.86 (2H, d, J=4.8Hz), 8.66 (2H, d,
J=4.8Hz) (CDCl,)

2143.04 (3H, s), 3.10 (1H, dd, J=10.8Hz, 12.8Hz), 3.20 (1H, td, J=3.0Hz,| 443
12.0Hz), 3.52-3.65 (2H, m), 3.59 (3H, s), 4.00 (1H, td, J=2.4Hz,

11.0Hz), 4.18 (1H, dd, J=1.8Hz, 11.4Hz), 4.73 (1H, dd, J=2.1Hz,
10.5Hz), 6.67 (1H, br.s), 7.26-7.29 (3H, m), 7.42 (2H, d, J=8.4Hz),
8.14 (1H, dd, J=1.2Hz, 5.1Hz), 8.87 (1H, d, J=5.1Hz), 9.28 (1H, d,
J=1.2Hz) (CDCly)
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215[1.50 (2H, m), 1.67 (4H, t, J=5.7Hz), 2.54 (4H, m), 3.08 (2H, s), 3.11 | 489
(1H, dd, J=2.4Hz, 13.2Hz), 3.30 (1H, td, J=3.0Hz, 11.9Hz), 3.53-3.66
(2H, m), 3.58 (3H, s), 3.99 (1H, t, J=2.4Hz, 11.6Hz), 4.16 (1H, dd,
J=1.5Hz, 11.7Hz), 4.71 (1H, dd, J=1.8Hz, 10.2Hz), 6.70 (1H, s), 7.39
(2H, d, J=8.7Hz), 7.62 (2H, d, J=8.4Hz), 7.79 (2H, d, J=6.0Hz), 8.71
(2H, d, J=6.3Hz), 9.33 (1H, br.s) (CDCl,)

216(1.51 (2H, m), 1.60-1.67 (4H, m), 2.55 (4H, m), 3.04 (2H, s), 3.1 (1H,| 490
dd, J=2.4Hz, 13.2Hz), 3.29 (1H, td, J=3.0Hz, 11.9Hz), 3.51-3.63 (2H,
m), 3.58 (3H, ), 3.99 (1H, t, J=2.4Hz, 11.6Hz), 4.17 (1H, dd,
J=1.5Hz, 11.7Hz), 4.71 (1H, dd, J=1.8Hz, 10.2Hz), 6.89 (1H, s), 7.38
(2H, d, J=8.7Hz), 7.61 (2H, d, J=8.7Hz), 7.95 (1H, d, J=5.1Hz), 8.51
(1H, d, J=4.8Hz), 8.55 (1H, d, J=3.0Hz), 9.34 (1H, br.s) (CDCls)

217|1.85 (4H, m), 2.27 (4H, m), 3.10 (1H, dd, J=10.8Hz, 12.9Hz), 3.29 475
(2H, s), 3.33 (1H, m), 3.53-3.66 (2H, m), 3.62 (3H, s), 3.99 (1H, td,
J=2.1Hz, 11.7Hz), 4.18 (1H, dd, J=2.4Hz, 12.0Hz), 4.71 (1H, dd,
J=2.1Hz, 10.5Hz), 6.70 (1H, s), 7.38 (2H, d, J=8.4Hz), 7.62 (2H, d,
J=6.0Hz), 7.79 (2H, d, J=3.0Hz), 8.71 (2H, d, J=6.3Hz), 9.16 (1H,
br.s) (CDCly)

218|1.87 (4H, m), 2.70 (4H, m), 3.09 (1H, dd, J=10.8Hz, 12.6Hz), 3.28 476
(1H, m), 3.30 (2H, s), 3.58-3.67 (2H, m), 3.59 (3H, s), 4.00 (1H, td,
J=2.1Hz, 11.7Hz), 4.16 (1H, dd, J=2.4Hz, 12.0Hz), 4.71 (1H, dd,
J=2.1Hz, 10.5Hz), 7.26 (1H, s), 7.35 (2H, d, J=8.7Hz), 7.62 (2H, d,
J=8.7Hz), 8.13 (1H, d, J=6.3Hz), 8.86 (1H, d, J=5.1Hz), 9.16 (1H,
br.s), 9.28 (1H, s) (CDCl,)

219]2.39 (6H, s), 3.06-3.14 (1H, m), 3.09 (2H, s), 3.31 (1H, id, J=3.0Hz, | 449
12.0Hz), 3.53-3.66 (2H, m), 3.57 (3H, s), 3.96 (1H, td, J=2.0Hz,
11.3Hz), 4.17 (1H, d, J=9.7Hz), 4.71 (1H, dd, J=2.6Hz, 10.5Hz), 6.70
(1H, s), 7.39 (2H, d, J=8.4Hz), 7.63 (2H, d, J=8.5Hz), 7.79 (2H, d,
J=6.1Hz), 8.71 (2H, d, J=6.0Hz), 9.16 (1H, br.s) (CDCly)

220{2.39 (6H, s), 3.07-3.14 (1H, m), 3.09 (2H, s), 3.28 (1H, 1d, J=3Hz, 450
12Hz), 3.52-3.64 (2H, m), 3.59 (3H, s), 4.00 (1H, td, J=3.2Hz,
11.3Hz), 4.17 (1H, d, J=9.7Hz), 4.71 (1H, dd, J=2.1Hz, 10.6Hz), 7.26
(1H, s), 7.39 (2H, d, J=8.4Hz), 7.63 (2H, d, J=8.5Hz), 8.14 (1H, dd,
J=1.4Hz, 5.4Hz), 8.86 (1H, d, J=5.1Hz), 9.17 (1H, br.s), 8.27 (1H, d,
J=1.2Hz) (CDCly)

221(3.09 (1H, dd, J=12.9, 10.5Hz), 3.31 (1H, m), 3.53-3.58 (1H, m), 3.58 | 392

(3H, s), 3.67-3.7 1(1H, m), 4.01 (1H, ddd, J=11.7Hz, 11.7Hz, 2.4Hz),

4.18-4.22 (1H, m), 4.82 (1H, dd, J=10.5Hz, 2.1Hz), 6.71 (1H, s), 7.52

(2H, d, J=8.1Hz), 7.79 (2H, dd, J=4.5Hz, 1.5Hz), 7.86 (2H, d,
=8.1Hz), 8.72 (2H, d, J=4.5, 1.5Hz) (CDCls)
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222|3.09(1H, dd, J=12.8Fz, 10.7Hz), 3.29(1H, ddd, J=12.3Hz, 12.3Hz, 393
3.1Hz), 3.53-3.57(1H, m), 3.60(3H, s), 3.64-3.69(1H, m), 4.02(1H,
ddd, J=11.7Hz, 11.7Hz, 2.3Hz), 4.21(1H, dd, J=12.6Hz, 2.0Hz),
4.81(1H, dd, J=10.4Hz, 1.9Hz), 7.36(1H, s), 7.52(2H, d, J=8.1Hz),
7.87(2H, d, J=8.1Hz), 8.12(1H, d, J=5.3Hz), 8.86(1H, d, J=5.1Hz),
9.28(1H, s) (CDCly)

223[2.30 (3H, s) , 2.64-2.80 (8H, m) , 2.82 (2H, t, J=7.2Hz) , 3.11-3.15 491
(1H, m) , 3.26-3.32 (1H, m) , 3.53-3.63 (2H, m) , 3.59 (3H, s) , 3.98-
4.02 (1H, m), 4.10-4.18 (3H, m) , 4.67 (1H, dd, J=1.2Hz, 10.2Hz) ,
6.93 (1H, s) , 6.94 (2H, d, J=7.2Hz) , 7.31 (2H, d, J=7.2Hz) , 7.78
(2H, d, J=4.2Hz) , 8.71 (2H, d, J=4.2Hz) (CDCly)

224[1.52-1.93 (6H, m), 3.11 (1H, dd, J=12.9, 10.5Hz), 3.30-3.37 (3H, m), | 460
3.54-3.58 (1H, m), 3.58 (3H, s), 3.65-3.74 (3H, m), 4.00 (1H, m),
4.19 (1H, dd, J=11.7, 2.1Hz), 4.78 (1H, dd, J=10.5, 2.1Hz), 6.71 (1H,
s), 7.38-7.45 (4H, m), 7.79 (2H, d, J=5.4Hz), 8.72 (2H, m) (CDCl)

225(1.60-1.69 (8H, m), 3.10 (1H, dd, J=12.9, 10.5Hz), 3.27-3.35 (3H, m), | 461
3.52-3.57 (1H, m), 3.59 (3H, s), 3.61-3.67 (3H, m), 4.01 (1H, m),
4.47-4.19 (1H, m), 4.78 (1H, dd, J=10.5, 2.4Hz), 7.36 (1H, s), 7.41-
7.48 (4H, m), 8.13 (1H, dd, J=5.1, 1.2Hz), 8.88 (1H, d, J=5.1Hz),
9.28 (1H, d, J=1.2Hz) (CDCly)

226(3.04 (1H, dd, J=10.5Hz, 12.6Hz), 3.27 (1H, td, J=11.7Hz, 2.4Hz), 505
3.48-3.58 (2H, m), 3.50 (3H, s), 3.97 (1H, td, J=2.1Hz, 11.7Hz), 4.18
(1H, dd, J=11.8Hz, 2.1Hz), 4.67 (1H, d, J=10.5Hz), 7.11 (1H, br.s),
7.13 (2H, d, J=8.4Hz), 7.27-7.55 (6H, m), 7.80 (2H, d, J=7.2Hz), 8.12
(1H, dd, J=1.2Hz, 5.1Hz), 8.87 (1H, d, J=5.1Hz), 9.27 (1H, d,
J=0.9Hz) (CDCl,)

227(3.07 (1H, m), 3.14 (3H, d, J=4.4Hz), 3.30 (1H, t, J=11.8Hz), 3.48- 437

3.58 (2H, m), 3.50 (3H, s), 4.00 (1H, t, J=11.6Hz), 4.18 (1H, d, '
J=11.6Hz), 4.75 (1H, d, J=10.4Hz), 6.09 (1H, br.s), 8.71 (1H, s), 7.26
(2H, d, J=7.5Hz), 7.49 (2H, d, J=8.1Hz), 7.78 (2H, d, J=5.5Hz), 7.93
(1H, br.s), 8.71 (2H, d, J=5.7Hz) (CDCl).

228|3.11 (1H, dd, J=12.9Hz, 10.8Hz), 3.32 (1H, td, J=3.0Hz, 12.0Hz), 499

3.52-3.67 (2H, m), 3.58 (3H, s), 3.99 (1H, td, J=2.1Hz, 11.7Hz), 4.17

(1H, d, J=11.7Hz), 4.73 (1H, dd, J=1.5Hz, 9.9Hz), 6.71 (1H, §), 7..25-

7.47 (8H, m), 7.72 (1H, br.s), 7.78 (2H, d, J=6.0Hz), 8.70 (2H, d,
=6.0Hz) (CDCly).
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229]3.11 (1H, dd, J=12.9Hz, 10.5Hz), 3.14 (3H, d, J=4.5Hz), 3.30 (1H, td,| 4386
J=12..0Hz, 3.0Hz), 3.53-3.67 (2H, m), 3.59 (3H, s), 4.01 (1H, td,
J=2.4Hz, 12.0Hz), 4.18 (1H, dd, J=2.1Hz, 11.7Hz), 4.75 (1H, dd,
J=2.1Hz, 10.5Hz), 6.11 (1H, br.s), 7.28 (2H, d, J=8.4Hz), 7.35 (1H,
s), 7.50 (2H, d, J=8.4Hz), 8.00 (1H, d, J=6.6Hz), 8.12 (1H, d,
J=5.4Hz), 8.87 (1H, d, J=5.1Hz), 9.27 (1H, d, J=1.2Hz) (CDCL,).

230|3.11 (1H, dd, J=12.9Hz, 10.5Hz), 3.30 (1H, td, J=12.0Hz, 3.0Hz), 500
3.33-3.67 (2H, m), 3.59 (3H, s), 4.00 (1H, td, J=2.4Hz, 12.0Hz), 4.18
(1H, dd, J=2.1Hz, 11.7Hz), 4.75 (1H, dd, J=2.1Hz, 10.5Hz), 7.26-
7.48 (10H, m), 8.15 (1H, d, J=5.4Hz), 8.87 (1H, d, J=5.1Hz), 9.27
(1H, s) (CDCls)

231[3.07-3.14 (1H, m), 3.30-3.34 (1H, m), 3,53-3.65 (5H, m), 3.79 (3H, 422
5), 3.96-4.02 (1H, m), 4.15-4.19 (1H, m), 4.71 (1H, dd, J=1.2Hz,
10.2Hz), 8.70 (1H, s), 6.73 (1H, br.s), 7.26-7.38 (4H, m), 7.79 (2H, d,
J=4.2Hz), 8.71 (2H, d, J=4.2Hz) (DMSO-d6)

232[3.06-3.10 (1H, m), 3.25-3.31 (1H, m), 3.51-3.63 (5H, m), 3.79 (3H, 423
s), 3.96-4.00 (1H, m), 4.16-4.20 (1H, m), 4.69 (1H, dd, J=1.2Hz,
10.2Hz), 6.68 (1H, br), 7.33-7.44 (5H, m), 8.13 (1H, dd, J=1.2Hz,
4.2Hz), 8.86 (1H, d, J=4.2Hz), 9.27 (1H, d, J=1.2Hz) (DMSO-d6)

233|1.84-1.88 (4H, m) , 2.49-2.55 (3H, m) , 2.69-2.71 (2H, m) , 2.78-2.82| 492
(1H, m) , 3.08-3.15 (1H, m) , 3.24-3.32 (1H, m) , 3.53-3.64 (2H, m) ,
3.57 (3H, s) , 3.99-4.14 (5H, m) , 4.68 (1H, dd, J=1.2Hz, 10.2Hz) ,
6.95 (1H, s) , 6.95 (2H, d, J=6.8Hz) , 7.33 (2H, d, J=6.8Hz) , 7.78
(2H, d, J=4.2Hz) , 8.71 (2H, d, J=4.2Hz) (CDCly)

234[1.78-1.85 (4H, m) , 2.50-2.55 (3H, m) , 2.70-2.72 (2h, m) , 2.79-2.82 | 493
(1H, m) , 3.08-3.12 (1H, m), 3.23-3.28 (1H, m) , 3.52-5.62 (2H, m) ,
3.58 (3H, s) , 4.00-4.15 (5H, m) , 4.67 (1H, dd, J=1.2Hz, 10.2Hz) ,
6.97 (2H, d, J=6.8Hz) , 7.32 (2H, d, J=6.8Hz) , 8.13 (1H, dd,
J=1.2Hz, 4.2Hz) , 8.86 (1H, d, J=4.2Hz) , 9.27 (1H, d, J=1.2Hz)
(CDCly)

235(3.06-3.10 (1H, m), 3.24-3.32 (1H, m), 3.48-3.65 (9H, m), 3.73-3.77 477
(4H, m), 3.96-4.02 (1H, m), 4.12-4.18 (1H, m), 4.68 (1H, dd,
J=1.2Hz, 10.2Hz), 6.40 (1H, br), 6.97 (1H,'s), 7.34-7.41 (4H, m),
7.78 (2H, d, J=4.2Hz), 8.71 (2H, d, J=4.2Hz) (CDCl)
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236(3.06-3.10 (1H, m), 3.18-3.28 (1H, m), 3.48-3.62 (9H, m9, 3.743.77 | 478
(4H, m), 3.92-4.00 (1H, m), 4.15-4.20 (1H, m), 4.68 (1H, dd,
J=1.2Hz, 10.2Hz), 6.43 (1H, br.s), 7.34-7.41 (5H, m), 8.14 (1H, dd,
J=1.2Hz, 4.2Hz), 8.86 (1H, d, J=4.2Hz), 9.27 (1H, d, J=1.2Hz)
(CDCly)

237]3.04 (6H, s), 3.14-3.18 (1H, m), 3.26-3.34 (1H, m), 3.52-3.64 (5H, 435
m), 3.95-4.01 (1H, m), 4.14-4.18 (1H, m), 4.68 (1H, dd, J=1.2Hz,
10.2Hz), 6.38 (1H, br.s), 6.97 (1H, s), 7.33 (2H, d, J=7.2Hz), 7.42
(2H, d, J=7.2Hz), 7.80 (2H, d, J=4.2Hz), 8.71 (2H, d, J=4.2Hz)
(CDCly)

238[3.05 (6H, s), 3.10-3.14 (1H, m), 3.27-3.34 (1H, m), 3.51-3.62 (5H, 436
m), 3.96-4.02 (1H, m), 4.15-4.20 (1H, m), 4.67 (1H, dd, J=1.2Hz,
10.2Hz), 6.37 (1H, br.s), 7.28-7.43 (5H, m), 8.15 (1H, dd, J=1.2Hz,
4.2Hz), 8.87 (1H, d, J=4.2Hz), 9.27 (1H, d, J=1.2Hz) (CDCl,)

239[3.11 (1H, dd, J=10.8Hz, 13.2Hz), 3.31 (1H, td, J=12.1Hz, 3.0Hz), 519
3.54-3.67 (2H, m), 3.59 (3H, s), 4.00 (1H, td, J=11.7Hz, 1.8Hz), 4.20
(1H, d, J=11.7Hz), 4.34 (2H, s), 4.73 (1H, dd, J=1.8Hz, 10.5Hz), 6.72
(1H, br.s), 7.19-7.42 (10H, m), 8.14 (1H, dd, J=0.9Hz, 5.1Hz), 8.86
(1H, d, J=5.1Hz), 9.26 (1H, s) (CDCl)

240(2.87 (6H, s), 2.99 (1H, dd, J=10.6Hz, 13.3Hz), 3.21 (1H, td, 598
J=12.1Hz, 3.0Hz), 3.47-3.50 (3H, m), 3.55 (3H, s), 3.92 (1H, td,
J=2.1Hz, 11.7Hz), 4.11-4.16 (1H, m), 4.59 (1H, dd, J=1.9Hz,
10.4Hz), 7.02 (2H, m), 7.19-7.42 (10H, m), 8.14 (1H, dd, J=0.9Hz,
5.1Hz), 8.86 (1H, d, J=5.1Hz), 9.26 (1H, s) (CDCl,)

241[3.09 (1H, dd, J=10.6Hz, 12.8Hz), 3.28 (1H, td, J=12.1Hz, 3.0Hz), 501
3.52-3.67 (2H, m), 3.58 (3H, s), 3.92 (1H, td, J=2.1Hz, 11.7Hz), 4.17
(1H, m), 4.75 (1H, dd, J=2.4Hz, 10.8Hz), 7.34 (2H, m), 7.43 (2H, d,
J=8.7Hz), 7.51 (1H, d, d, J=8.7Hz), 8.05 (1H, m), 8.10 (1H, br.s),
8.13 (1H, dd, J=1.2Hz, 5.1Hz), 8.43-8.45 (2H, m), 8.51 (2H, dd), 8.86
(1H, d, J=5.1Hz), 8.27 (1H, d, J=1.2Hz) (CDCls)

242|3.05 (1H, dd, J=10.7Hz, 12.8Hz), 3.30 (1H, td, J=12.2Hz, 3.0Hz), 504
3.51-3.62 (2H, m), 3.56 (3H, 5), 3.96 (1H, 1d, J=11.4Hz, 2.0Hz), 4.00-
4.17 (1H, m), 4.67 (1H, dd, J=1.9Hz, 10.4Hz), 6.71 (1H, s), 7.13 (2H,
[d, J=8.6Hz), 7.27 (2H, d, d, J=8.6Hz), 7.41-7.46 (3H, m), 7.54 (1H, t,
J=7.4Hz), 7.78-7.80 (4H, m), 8.71 (2H, d, J=6.0Hz) (CDCly).
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243[3.11 (1H, dd, J=10.8Hz, 13.2Hz), 3.31 (1H, td, J=12.1Hz, 3.0Hz), _ 518
3.54-3.67 (2H, m), 3.59 (3H, s), 4.00,(1H, td, J=11.7Hz, 7.8Hz), 4.20
(1H, d, J=11.7Hz), 4.34 (2H, s), 4.73 (1H, dd, J=9.8Hz, 10.5Hz), 6.68
(1H, s), 6.94 (1H, br.s), 7.18-7.41 (9H, m), 7.83 (2H, dd, J=1.5Hz,
4.5Hz), 8.69 (2H, dd, J=1.2Hz, 4.5Hz) (CDCl,)

244[2.87 (6H, s), 2.97 (1H, dd, J=10.6Hz, 13.3Hz), 3.14 (1H, td, 597
J=12.1Hz, 3.0Hz), 3.46-3.60 (2H, m), 3.53 (3H, s), 3.90 (1H, m),
4.08-4.16 (1H, m), 4.57 (1H, dd, J=1.9Hz, 10.4Hz), 6.70 (1H, s), 7.01
(2H, d, J=B.7Hz), 7.17-7.20 (3H, m), 7.45 (1H, t, J=8.1Hz), 7.57 (1H,
d), 7.76 (2H, dd, J=1.5Hz, 4.5Hz), 8.21 (1H, d, J=7.8Hz), 8.33 (1H,_
d, J=8.6Hz), B.48 (1H, d, J=7.8Hz), 8.71 (1H, dd, J=1.5Hz, 4.5Hz)
(CDCls)

245|3.09 (1H, dd, J=10.8Hz, 12.8Hz), 3.28 (1H, td, J=7.0Hz, 12.0Hz), 500
3.52-3.67 (2H, m), 3.58 (3H, s), 4.00 (1H, td, J=12.0Hz, 3.1Hz),

4.18 (1H, d, J=12.0Hz), 4.75 (1H, dd, J=2.4Hz, 10.8Hz), 6.71 (1H, 8),
7.36-7.54 (5H, m), 7.78 (2H, d, J=4.8Hz), 7.90 (1H, br.s), 8.10 (1H,
d), 8.20 (1H, br.s), 8.47 (1H, d, J=5.1Hz), 8.61 (1H, d, J=2.7Hz),
8.70 (2H, d, J=4.8Hz) (CDCls)

246|3.06-3.11 (1H, m), 3.26-3.32 (1H, m), 3.53-3.65 (5H, m), 3.95-3.99 498
(1H, m), 4.15-4.18 (1H, m), 4.68 (1H, dd, J=1.2Hz, 10.2Hz), 5.21
(2H, s), 8.70 (1H, 5), 6.79 (1H, br), 7.35-7.45.(9H, m), 7.80 (2H, d,
J=7.2Hz), 8.71 (2H, d, J=7.2Hz) (CDCls)

247|2.63-2.68 (2H, m), 2.97-3.12 (3H, m), 3.22-3.32 (1H, m), 3.54-3.64 418
(5H, m), 3.98-4.04 (1H, m), 4.14-4.18 (1H, m), 4.68 (1H, dd,
J=1.2Hz, 10.2Hz), 4.68 (1H, s), 6.78 (1H, d, J=7.2Hz), 7.20-7.26 (2H,
m), 7.79 (2H, d, J=4.2Hz), 7.97 (1H, br.s), 8.72 (2H, d, J=4.2Hz)
(CDCly)

248|2.63-2.68 (2H, m), 2.98-3.15 (3H, m), 3.21-3.32 (1H, m), 3.53-363 | 419
(5H, m), 3.96-4.01 (1H, m), 4.15-4.20 (1H, m), 4.66 (1H, dd,
J=1.2Hz, 10.2Hz), 6.78 (1H, d, J=7.2Hz), 7.21-7.26 (2H, m), 7.36
(1H, s), 7.59 (1H, br.s), 8.13 (1H, dd, J=1.2Hz, 4.2Hz), 8.57 (1H, d,
J=4.2Hz), 9.28 (1H, d, J=1.2Hz) (CDCI)

249|1.36 (6H, s), 2.50 (2H, s), 3.09-3.16 (1H, m), 3.34-3.39 (1H, m), 446
3.55-3.67 (5H, m), 3.99-4.05 (1H, m), 4.16-4.20 (1H, m), 4.70 (1H,
dd, J=1.2Hz, 10.2Hz), 6.71 (1H, s), 6.79 (1H, d, J=7.2Hz), 7.21 (1H,
dd, J=1.2Hz, 7.2Hz), 7.34 (1H, d, J=1.2Hz), 7.73 (1H, br), 7.78 (2H,
d, J=4.2Hz), 8.72 (2H, d, J=4.2Hz) (CDCl,)
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250[1.36 (6H, s), 2.50 (2H, s), 3.08-3.16 (1H, m), 3.32-3.36 (1H, m), 447
3.51-3.62 (5H, m), 3.97-4.05 (1H, m), 4.17-4.21 (1H, m), 4.71 (1H,
dd, J=1.2Hz, 10.2Hz), 6.78 (1H, d, J=7.2Hz), 7.22-7.26 (2H, m), 7.35
(1H, s), 7.83 (1H, br.s), 8.13 (1H, dd, J=1.2Hz, 4.2Hz), 8.87 (1H, d,
J=4.2Hz), 9.28 (1H, d, J=1.2Hz) (CDCly)

251[3.06-3.11 (1H, m), 3.24-3.31 (1H, m), 3.561-3.62 (5H, m), 3.9604.02 | 499
(1H, m), 4.16-4.20 (1H, m), 4.67 (1H, dd, J=1.2Hz, 10.2Hz), 5.22
(2H, 5), 6.74 (1H, br), 7.26 (1H, s), 7.36-7.45 (9H, m), 8.14 (1H, dd,
J=1.2Hz, 4.2Hz), 8.87 (1H, d, J=4.2Hz), 9.28 (1H, d, J=1.2Hz)
(CDCL)

252|1.31 (3H, t, J=7.2Hz), 3.07-3.11 (1H,.m), 3.28-3.33 (1H, m), 3.53- 436
3.65 (5H, m), 3.964.00 (1H, m), 4.154.26 (3H, m), 4.68 (1H, dd,
J=1.2Hz, 10.2Hz), 6.70 (1H, s), 6.72 (1H, br.s), 7.36 (2H, d,
J=7.2Hz), 7.40 (2H, d, J=7.2Hz), 7.78 (2H, d, J=4.2Hz), 8.72 (2H, d,
J=4.2Hz) (CDCl,)

253|1.32 (3H, t, J=7.2Hz), 3.07-3.10 (1H, m), 3.27-3.31 (1H, m), 3.52- 437
3.63 (5H, m), 3.96-4.02 (1H, m), 4.16-4.27 (3H, m), 4.69 (1H, dd,
J=1.2Hz, 10.2Hz), 6.65 (1H, br.s), 7.33-7.44 (5H, m), 8.14 (1H, dd,
J=1.2Hz, 4.2Hz), 8.87 (1H, d, J=4.2Hz), 9.28 (1H, d, J=1.2Hz)
(CDCly)

2543.11 (1H, dd, J=12.9Hz, 10.5Hz), 3.30-3.43 (1H, m), 3.54-3.58 (1H, | 461
m), 3.64 (3H, s), 3.64-3.75 (9H, m), 4.01 (1H, m), 4.17 (1H, m), 4.78
(1H, dd, J=10.5Hz, 2.1Hz), 6.71(1H, s), 7.44-7.50(4H, m), 7.79(2H,
dd, J=5.1Hz, 1.5Hz), 8.71(2H, dd, J=4.8Hz, 1.5Hz) (CDCls)

255]3.09 (1H, dd, J=12.9Hz, 10.5Hz), 3.28 (1H, m), 3.56-3.58 (1H, m), 462
3.59 (3H, s), 3.61-3.75 (9H, m), 4.02 (1H, m), 4.17 (1H, m), 4.78 (1H,
dd, J=105Hz, 2.1Hz), 7.36 (1H, s), 7.43-7.51 (4H, m), 8.13 (1H, dd,
J=5.1Hz, 1.2Hz), 8.87 (1H, dd, J=5.1Hz, 2.1Hz), 9.28 (1H, d,
J=0.9Hz) (CDCL,)

256/2.16 (3H, s), 2.79 (1H, dd, J=12.6Hz, 9.9Hz), 3.26-3.36 (1H, m), 436
3.54-3.61 (1H, m), 3.61 (3H, s), 3.81-3.84 (1H, m), 3.84 (3H, 5), 4.00
(1H, m), 4.18-4.22 (1H, m), 5.02(1H, dd, J=9.6Hz, 1.8Hz), 6.69 (1H,
s), 6.86 (1H, d, J=9.0Hz), 7.09 (1H, m), 7.46 (1H, d, J=2.4Hz), 7.60
(1H, dd, J=8.7Hz, 2.7Hz), 7.82 (2H, dd, J=4.5Hz, 1.5Hz), 8.71 (2H,
dd, J=4.8Hz, 1.5Hz) (CDCl)
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257[2.17 (3H, s), 2.80 (1H, dd, J=12.9Hz, 10.2Hz), 3.29-3.34 (1H, m), 437

3.52-3.57 (1H, m), 3.63 (3H, s), 3.79-3.83 (1H, m), 3.85 (3H, s), 4.00
(1H, ddd, J=12.0Hz, 12.0Hz, 2.4Hz), 4.18 (1H, dd, J=11.7Hz, 2.4Hz),
5.02 (1H, d, J=14.1Hz), 6.69 (1H, s), 6.86 (1H, d, J=8.7Hz), 7.15
(1H, s), 7.35 (1H, 8), 7.48(1H, d, J=2.4Hz), 7.58(1H, dd, J=8.7z,
2.7Hz), 8.20(1H, dd, J=5.1, 1.2Hz), 8.87 (1H, d, J=5.4Hz), 9.28 (1H,
d, J=1.2Hz) (CDCl,)

258]2.19 (3H, ), 3.07-3.14 (1H, m), 3.27-3.46 (1H, m), 3.52-3.57 (1H, 406
m), 3.58 (3H, s), 3.66-3.71 (1H, m), 3.94-4.02 (1H, m), 4.15-4.19
(1H, m), 4.74 (1H, d, J=9.6Hz), 6.70 (1H, s), 7.16 (1H, m), 7.31-7.40
(3H, m), 7.71 (1H, s), 7.80 (2H, d, J=3.9Hz), 8.72 (2H, d, J=3.9Hz)
(CDCly)

250|2.20 (3H, s), 3.10 (1H, dd, J=13.2Hz, 10.5Hz), 3.29-3.34 (1H, m), 407
3.50-3.54 (1H, m), 8.62 (3H, s), 3.72-3.79 (1H, m), 3.98 (1H, ddd,
J=11.7Hz, 11.7Hz, 2.4Hz), 4.11 (1H, m), 4.76 (1H, dd, J=10.5,
2.1Hz), 7.16-7.21 (2H, m), 7.35-7.38 (3H, m), 7.76 (1H, s), 8.18 (1H,
d, J=5.4Hz), 8.91 (1H, d, J=5.4Hz), 9.28 (1H, d, J=0.9Hz) (CDCly)

260(1.23 (6H, t, J=7.2Hz), 3.06-3.13 (1H, m), 3.28-3.42 (5H, m), 3.52- 463
3.63 (5H, m), 3.94-4.00 (1H, m), 4.14-4.18 (1H, m), 4.70 (1H, dd,
J=1.2Hz, 10.2Hz), 6.38 (1H, br.s), 6.70 (1H, s), 7.30 (2H, d,
J=7.2Hz), 7.41 (2H, d, J=7.2Hz), 7.79 (2H, d, J=4.2Hz), 8.71 (2H, d,
J=4.2Hz) (CDCly)

261|1.24 (6H, t, J=7.3Hz), 3.06-3.13 (1H, m), 3.26-3.42 (5H, m), 3.51- 464
3.62 (5H, m), 3.96-4.00 (1H, m), 4.14-4.17 (1H, m), 4.68 (1H, dd,
J=1.2Hz, 10.2Hz), 6.31 (1H, br.s), 7.32-7.38 (3H, m), 7.43 (2H, d,
J=7.2Hz), 8.14 (1H, dd, J=1.2Hz, 4.2Hz), 8.87 (1H, d, J=4.2Hz), 9.27
(1H, d, J=1.2Hz) (CDCly)

262(3.08-3.13 (1H, m), 3.28-3.33 (1H, m), 3.54-3.64 (7H, m), 3.96-4.03 404
(1H, m), 4.15-4.20 (1H, m), 4.68 (1H, dd, J=1.2Hz, 10.2Hz), 6.71
(1H, s), 6.90 (1H, d, J=7.2Hz), 7.26 (1H, dd, J=1.2Hz, 7.2Hz), 7.33
(1H, d, J=1.2Hz), 7.78 (2H, d, J=4.2Hz), 8.00 (1H, br.s), 8.72 (2H, d,
J=4.2Hz) (CDCly)

263(3.08-3.13 (1H, m), 3.28-3.32 (1H, m), 3.52-3.82 (7H, m), 3.96-4.02 405
(1H, m), 4.16-4.20 (1H, m), 4.69 (1H, dd, J=1.2Hz, 10.2Hz), 6.89

(1H, d, J=7.2Hz), 7.25-7.35 (3H, m), 7.84 (1H, br), 8.12 (1H, dd,
J=1.2Hz, 4.2Hz), 8.86 (1H, d, J=4.2Hz), 9.28 (1H, d, J=1.2Hz)
(CDCly)
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264(3.10 (1H, dd, J=10.6Hz, 12.8Hz), 3.29 (1H, d, J=12.1Hz, 2.5Hz), 477

3.52-3.66 (2H, m), 3.60 (3H, s), 4.03 (1H, td, J=11.7Hz, 7.2Hz), 4.20

(1H, d, J=11.6Hz), 4.48 (2H, s), 4.73 (1H, dd, J=10.5Hz, 2.1Hz), 7.34
(2H, d, J=6.4Hz), 7.36 (1H, br.s), 7.45 (2H, d, J=5.6Hz), 8.13 (1H, d,

J=5.6Hz), 8.88 (1H, d, J=5.2Hz), 9.28 (1H, d, J=1.3Hz) (CDCl,).

265|3.12 (1H, dd, J=10.5Hz, 12.9Hz), 3.33 (1H, m), 3.57-3.69 (2H, m), 476
3.58 (3H, s), 4.00 (1H, td, J=11.7Hz, 2.4Hz), 4.19 (1H, dd, J=11.7Hz,
2.1Hz), 4.48 (2H, s), 4.73 (1H, dd, J=10.8Hz, 2.4Hz), 6.72 (1H, s),
7.34 (2H, d, J=6.3Hz), 7.42 (2H, d, J=6.3Hz), 7.85 (2H, d, J=6.0Hz),
8.66 (2H, d, J=6.3Hz) (CDCl,).

266(3.03 (3H, s), 3.10 (1H, dd, J=13.2Hz, 10.5Hz), 3.24 (1H, m), 3.53- 442
3.57 (1H, m), 3.58 (3H, s), 3.66-3.71 (1H, m), 4.00 (1H, m), 4.15-
4.19 (1H, m), 4.75 (1H, dd, J=10.5Hz, 2.1Hz), 6.71 (1H, s), 6.92 (1H,
s), 7.20-7.42 (4H, m), 7.80 (2H, dd, J=4.5Hz, 1.5Hz), 8.72 (2H, dd,
J=4.8Hz, 1.5Hz). (CDCl;)

267|3.04 (3H, s), 3.10 (1H, dd, J=12.9Hz, 10.8HZ), 3.23 (1H, m), 3.53- 443
3.58 (1H, m), 3.59 (3H, s), 3.68-3.72 (1H, m), 3.99 (1H, m), 4.15-
4.20 (1H, m), 4.77 (1H, dd, J=10.2Hz, 1.6Hz), 7.03 (1H, s), 7.21-7.43
(5H, m), 8.15 (1H, d, J=5.1Hz), 8.89 (1H, d, J=5.4Hz), 9.27 (1H, s)
(CDCl)

268(2.73 (6H, s), 3.11 (1H, dd, J=10.6Hz, 12.9Hz), 3.35 (1H, 1d, 456
J=12.6Hz, 3.3Hz), 3.55-3.41 (2H, m), 3.61 (3H, s), 4.03 (1H, td,
J=11.7Hz, 2.1Hz), 4.20 (1H, dd, J=11.4Hz, 2.1Hz), 4.83 (1H, dd,
J=10.5Hz, 1.8Hz), 6.72 (1H, s), 7.61 (2H, d, J=8.4Hz), 7.81-7.84 (4H,
m), 8.81 (2H, m) (CDCly)

269]2.73 (6H, s), 3.11 (1H, dd, J=10.6Hz, 12.9Hz), 3.35 (1H, td, 457
J=12.6Hz, 3.3Hz), 3.55-3.41 (2H, m), 3.61 (3H, s), 4.03 (1H, td,
J=11.7Hz, 2.1Hz), 4.20 (1H, dd, J=11.4Hz, 2.1Hz), 4.83 (1H, dd,
J=10.5Hz, 1.8Hz), 7.36 (1H, s), 7.62 (2H, d, J=8.4Hz), 7.83 (2H, d,
J=8.4Hz), 8.12 (1H, d, J=1.2Hz), 8.88 (1H, d, J=5.1Hz), 9.29 (1H, d,
J=1.2Hz) (CDCl).

270|0.68 (1H, m), 1.15 (3H, d, J=3.4Hz), 1.25 (2H, m), 1.44 (1H, m), 3.09| 446
(1H, t, J=11.7Hz), 3.29 (1H, t, J=11.1Hz), 3.52-3.64 (2H, m), 3.57
(3H, s), 3.98 (1H, dd, J=10.4Hz, 11.0Hz), 4.16 (1H, d, J=11.3Hz),
4.69 (1H, d, J=9.9Hz), 6.70 (1H, s), 7.35 (2H, d, J=8.1Hz), 7.55 (2H,
d, J=7.4Hz), 7.63 (1H, br.s), 7.79 (2H, d, J=4.9Hz), 8.71 (2H, d,
J=4.9Hz) (CDCly).
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271[0.69 (1H, m), 1.14 (3H, 4, J=3.4Hz), 1.25 (2H, m), 1.44 (1H, m), 3.00| 447
(1H, t, J=11.7Hz), 3.29 (1H, t, J=11.1Hz), 3.52-3.64 (2H, m), 3.57
(3H, 8), 3.98 (1H, dd, J=10.4Hz, 11.0H2), 4.16 (1H, d, J=11.3Hz),
4.69 (1H, d, J=9.9Hz), 7.27 (1H, s), 7.36 (2H, d, J=7.5Hz), 7.55 (1H,
br.s), 7.56 (2H, d, J=7.5Hz), 8.14 (1H, d, J=4.7Hz), 8.86 (1H, d,
J=5.0Hz), 9.27 (1H, s) (CDCly).

272{1.61-1.94 (8H, m), 2.89 (1H, t, J=8.1Hz), 3.09 (1H, dd, J=10.8Hz, 460
12.8Hz), 3.25 (1H, td, J=3.0Hz, 12.0Hz), 3.52-3.84 (2H, m), 3.57
(3H, s), 3.98 (1H, td, J=12.0Hz, 2.1Hz), 4.15 (1H, dd, J=12.0Hz,
1.5Hz), 4.70 (1H, dd, J=10.8Hz, 2.1Hz), 6.70 (1H, s), 7.32 (1H, br.s),
7.35 (2H, d, J=8.4Hz), 7.56 (2H, d, J=8.4Hz), 7.78 (2H, d, J=4.8Hz),
8.71 (2H, d, J=4.8Hz) (CDCl;)

273[1.61-1.95 (8H, m), 2.69 (1H, t, J=8.1Hz), 3.09 (1H, dd, J=10.8Hz, 461
12.8Hz), 3.25 (1H, td, J=3.0Hz, 12.0Hz), 3.51-3.63 (2H, m), 3.58
(3H, s), 3.99 (1H, td, J=12.0Hz, 2.1Hz), 4.16 (1H, dd, J=12.0Hz,
1.5Hz), 4.70 (1H, dd, J=10.8Hz, 2.1Hz), 7.27 (1H, s), 7.31 (1H, br.s),
7.36 (2H, d, J=8.4Hz), 7.57 (2H, d, J=8.4Hz), 8.14 (1H, dd, J=5.4Hz,
1.5Hz), 8.88 (1H, d, J=5.1Hz), 9.27 (1H, d, J=1.2Hz) (CDCl,)

274[0.69 (2H, m), 1.32 (2H, m), 1.72 (3H, s), 3.09 (1H, dd, J=10.8Hz, 4486
13.4Hz), 3.30 (1H, td, J=7.0Hz, 12.0Hz), 3.52-3.64 (2H, m), 3.57
(3H, 8), 4.01 (1H, td, J=11.4Hz, 2.1Hz), 4.15 (1H, d, J=12.0Hz), 4.69
(1H, d, J=8.48Hz), 6.70 (1H, s), 7.37 (2H, d, J=8.4Hz), 7.53 (1H,
br.s), 7.55 (2H, d, J=8.4Hz), 7.79 (2H, d, J=4.5Hz), 8.71 (2H, dd,
J=4.5Hz, 1.5Hz) (CDCly)

275(0.69 (2H, m), 1.32 (2H, m), 1.49 (3H, s), 3.09 (1H, dd, J=10.BHz, 447
12.8Hz), 3.27 (1H, td, J=7.0Hz, 12.0Hz), 3.51-3.62 (2H, m), 3.65
(3H, s), 4.02 (1H, td, J=12.5Hz, 2.3Hz), 4.17 (1H, dd, J=12.0Hz,
1.9Hz), 4.70 (1H, dd, J=10.5Hz, 2.1Hz), 7.35 (1H, s), 7.37 (2H, d,
J=6.7Hz), 7.61 (1H, br.s), 7.54 (2H, d, J=6.7Hz), 8.14 (1H, dd,
J=5.4Hz, 1.5Hz), 8.86 (1H, d, J=5.1Hz), 9.27 (1H, d, J=1.1Hz)
{CDCls)

276|1.56 (6H, s), 3.03 (1H, br.s), 3.10 (1H, dd, J=10.7Hz, 13.0Hz), 3.30 450
(1H, td, J=2.9Hz, 12.2Hz), 3.63-3.65 (2H, m), 3.57 (3H, s), 3.99 (1H,
td, J=11.4Hz, 1.9Hz), 4.16 (1H, dd, J=11.5Hz, 1.8Hz), 4.71 (1H, dd,
J=10.4Hz, 2.0Hz), 6.70 (1H, s), 7.38 (2H, d, J=8.5Hz), 7.63 {2H, d,
J=8.5Hz), 7.80 (2H, d, J=5.9Hz), 8.70 (2H, d, J=6.2Hz), 8.80 (1H,
br.s) (CDCl3)

277]1.57 (6H, s), 2.16 (1H, br.s), 3.10 (1H, dd, J=10.7Hz, 13.0Hz), 3.30 | 451
(1H, td, J=2.9Hz, 12.2Hz), 3.52-3.64 (2H, m), 3.59 (3H, s), 4.00 (1H,
td, J=11.4Hz, 1.9Hz), 4.16 (1H, dd, J=11.5Hz, 1.8Hz), 4.71 (1H, dd,
J=10.4Hz, 2.0Hz), 7.25 (1H, s), 7.39 (2H, d, J=B.4Hz), 7.63 (2H, d,
J=8.4Hz), 8.14 (1H, d, J=5.4Hz), 8.75 (1H, br.s), 8.86 (1H, d,
J=5.1Hz), 9.27 (1H, d, J=1.2Hz) (CDCl,)
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278|2.97-3.04 (1H, m), 3.20-3.25 (1H, m), 3.33 (1H, br.s), 3.48 (3H,s), | 394
3.70-3.82 (2H, m), 3.86-3.94 (1H, m), 4.07-4.11 (1H, m), 4.86 (1H,
dd, J=1.2Hz, 10.2Hz), 7.02 (1H, s), 7.58 (2H, d, J=6.8Hz), 7.97 (2H,
d, J=6.8Hz), 8.20 (1H, dd, J=1.2Hz, 4.2Hz), 8.99 (1H, d, J=4.2Hz),
9.29 (1H, d, J=1.2Hz) (CDCl,)

279(1.45 (3H, 5), 1.47 (3H, s), 3.08-3.37 (3H, m), 3.19 (3H, 5), 3.48 (3H, | 478
s), 3.58-3.67 (2H, m), 3.58 (3H, s), 4.00 (1H, td, J=11.5Hz, 1.8Hz),
4.76 (1H, dd, J=10.5Hz, 2.1Hz), 6.70 (1H, s), 7.24 (2H, d, J=8.3Hz),
7.43 (2H, d, J=8.3Hz), 7.80 (2H, d, J=6.1Hz), 8.72 (2H, d, J=6.1Hz)
(CDCL)

280(1.45 (3H, s), 147 (3H, s), 3.08-3.37 (4H, m), 3.20 (3H, 5), 3.38 (3H, | 479
s), 3.59 (3H, s), 4.01 (1H, t, J=11.5Hz), 4.20 (1H, d, J=11.8Hz), 4.75
(1H, d, J=10.6Hz), 7.25 (2H, d, J=7.9Hz), 7.36 (1H, ), 7.44 (2H, d,
J=7.8Hz), 8.15 (1H, d, J=5.1Hz), 8.88 (1H, d, J=4.8Hz), 9.27 (1H, 5)
(CDCly)

281]1.20 (6H, s), 3.11 (1H, dd, J=10.5Hz, 12.9Hz), 3.30-3.37 (1H, m), 464
3.32 (3H, 5), 3.54 (1H, m), 3.60 (3H, s), 3.71 (1H, d, J=12.9Hz), 4.01
(1H, 1d, J=11.7Hz, 2.1Hz), 4.20 (1H, dd, J=11.8Hz, 2.1Hz), 4.37 (1H,
br.s), 4.80 (1H, dd, J=10.2Hz, 1.8Hz), 6.71 (1H, s), 7.29 (2H, d,
J=8.4Hz), 7.49 (2H, d, J=8.4Hz), 7.79 (2H, d, J=6.0Hz), 8.73 (2H, d,
J=6.0Hz) (CDCl,)

282[1.21 (6H, s), 3.11 (1H, dd, J=10.5Hz, 12.9Hz), 3.30-3.37 (1H, m), 465
3.32 (3H, s), 3.50 (1H, m), 3.60 (3H, s), 3.71 (1H, d, J=12.9Hz), 4.01
(1H, td, J=11.7Hz, 2.4Hz), 4.20 (1H, dd, J=11.8Hz, 2.1Hz), 4.37 (1H,
br.s), 4.80 (1H, dd, J=10.2Hz, 1.8Hz), 7.25 (2H, d, J=8.1Hz), 7.31
(1H, s), 7.49 (2H, d, J=8.1Hz), 8.13 (1H, d, J=5.0Hz), 8.88 (1H, d,
J=5.1Hz), 9.28 (1H, s) (CDCl3)

583(0.84-0.88 (2H, m), 1.09-1.12 (2H, m), 1.52 (1H, m), 3.10 (1H, dd, 432
J=12.9Hz, 10.5Hz), 3.27-3.46 (1H, m), 3.52-3.56 (1H, m), 3.57 (3H,
5), 3.69 (1H, dd, J=12.9Hz, 1.8Hz), 3.97 (1H, m), 4.15-4.18 (1H, m),
4.74 (1H, dd, J=10.5Hz, 2.1Hz), 6.70 (1H, s), 7.13 (1H, m), 7.33-7.37
(2H, m), 7.57 (1H, s), 7.80(2H, dd, J=4.5, 1.5Hz), 7.81 (1H, s), 8.72
(2H, dd, J=4.5Hz, 1.5Hz) (CDCls)

2840.86-0.81 (2H, m), 1.08-1.12 (2H, m), 1.50 (1H, m), 3.11 (1H, dd, 433
J=13.2Hz, 10.8Hz), 3.31 (1H, m), 3.50-3.54 (1H, m), 3.58 (3H, s),
3.70 (1H, m), 3.96 (1H, m), 4.17 (1H, dd, J=11.7Hz, 2.4Hz), 4.76
(1H, dd, J=10.5, 2.1Hz), 7.15 (1H, m), 7.31-7.40 (4H, m), 7.85 (1H,
s), 8.17 (1H, dd, J=6.0Hz, 1.2Hz), 8.90 (1H, d, J=5.4Hz), 9.28 (1H, s)
(CDCly)

132



200580030353. 5 o P ZE115/1193

HEW [HNMR S ' ' MS(M+1)
w5

285(0.82-0.86 (2H, m), 1.07-1.10 (2H, m), 1.52 (1H, m), 2.81 (1H, dd, 462
J=12.3Hz, 10.2Hz), 3.31 (1H, m), 3.54-3.58 (1H, m), 3.61 (3H, s),
3.80-3.83 (1H, m), 3.84 (3H, s), 4.00 (1H, m), 4.18 (1H, m), 5.05 (1H,
d, J=8.1Hz), 6.69 (1H, s), 6.85 (1H, d, J=8.7Hz), 7.32 (1H, m), 7.53-
7.57 (2H, m), 7.82 (2H, dd, J=4.5, 1.5Hz), 8.72 (2H, dd, J=4.5,
1.5Hz) (CDCls)

286(0.83-0.86 (2H, m), 1.07-1.10 (2H, m), 1.52 (1H, m), 2.81 (1H, dd, 463
J=12.6Hz, 10.2Hz), 3.31 (1H, m), 3.52-3.57 (1H, m), 3.63 (3H, s),
3.78-3.82 (1H, m), 3.84 (3H, s), 4.00 (1H, m), 4.19 (1H, m), 5.05 (1H,
d, J=8.4Hz), 6.85 (1H, m), 7.32 (1H, m), 7.34 (1H, s), 7.47-7.59 (2H,
m), 8.20 (1H, d, J=5.4Hz), 8.87 (1H, d, J=5.4Hz), 9.28 (1H, d,
J=1.2Hz) (CDCl,)

287|2.77 (1H, m), 2.98 (3H, s), 3.36 (1H, m), 3.54-3.50 (1H, m), 3.62 (3H,| 472
s), 3.83-3.86 (1H, m), 3.86 (3H, s), 4.03 (1H, m), 4.22 (1H, m), 5.04
(1H, d, J=9.3Hz), 6.44 (1H, s), 6.70 (1H, s), 6.89 (1H, d, J=8.7Hz),
7.30-7.39 (1H, m), 7.32 (1H, m), 7.82 (2H, d, J=5.1Hz), 8.71 (2H, d,
J=5.1Hz) (CDCly)

288|2.76 (1H, dd, J=12.9Hz, 10.5Hz), 2.98 (3H, s), 3.34 (1H, ddd, 473
J=12.6Hz, 12.6Hz, 3.0Hz), 3.53-3.57 (1H, m), 3.63 (3H, s), 3.81-3.85
(1H, m), 3.87 (3H, s), 4.00 (1H, ddd, J=11.7Hz, 11.7Hz, 2.4Hz), 4.22
(1H, dd, J=11.7Hz, 2.1Hz), 5.04 (1H, dd, J=10.2Hz, 1.8Hz), 6.32
(1H, s), 6.90 (1H, d, J=8.7Hz), 7.26-7.29 (1H, m), 7.35 (1H, s), 7.40
(1H, d, J=2.7Hz), 8.19 (1H, d, J=2.7Hz). 8.87 (1H, d, J=2.4Hz), 9.28
(1H, d, J=0.9Hz) (CDCl5)

289(2.90-3.00 (1H, m), 3.15-3.20 (1H, m), 3.45 (3H, s), 3.65-3.71 (2H, 420
m), 3.84-3.91 (1H, m), 4.03-4.07 (1H, m), 4.57 (2H, s), 4.68 (1H, dd,
J=1.2Hz, 10.2Hz), 6.84 (1H, s), 6.93-7.01 (3H, m), 7.97 (2H, d,
J=4.2Hz), 8.70 (2H, d, J=4.2Hz), 10.75 (1H, br.s) (CDCly)

2902.92-3.00 (1H, m), 3.13-3.20 (1H, m), 3.47(3H, s), 3.67-3.74 (2H, m),| 421
3.85-3.92 (1H, m), 4.03-4.07 (1H, m), 4.56 (2H, s), 4.68 (1H, dd,
J=1.2Hz, 10.2Hz), 6.94-7.02 (4H, m), 8.20 (1H, dd, J=1.2Hz, 4.2Hz),
9.00 (1H, d, J=4.2Hz), 9.30 (1H, d, J=1.2Hz), 10.75 (1H, br.s)
(CDCl,)

291|1.22-1.62 (2H, m), 1.44-1.46 (2H, m), 3.10 (1H, dd, J=10.7Hz, 449
13.0Hz), 3.30 (1H, td, J=2.9Hz, 12.2Hz), 3.51-3.63 (2H, m), 3.58
(3H, 8), 4.00 (1H, td, J=11.4Hz, 1.9Hz), 4.16 (1H, dd, J=11.5Hz,
1.8Hz), 4.27 (1H, br.s), 4.71 (1H, dd, J=10.4Hz, 2.0Hz), 7.27 (1H, s),
7.39 (2H, d, J=8.5Hz), 7.62 (2H, d, J=8.5Hz), 8.14 (1H, d, J=5.4Hz),
8.84 (1H, br.s), 8.86 (1H, d, J=5.1Hz), 9.27 (1H, d, J=1.2Hz) (CDCls)
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waEY |'"H-NMR 8 ' MS(v+1)

292|1.15-1.17 (2H, m), 1.37-1.42 (2H, m), 3.10 (1H, dd, J=10.7Hz, 463
13.0Hz), 3.30 (1H, td, J=2.9Hz, 12.2Hz), 3.49 (3H, s), 3.52-3.64 (2H,
m), 3.59 (3H, s), 4.00 (1H, td, J=11.4Hz, 1.8Hz), 4.16 (1H, dd,
J=11.5Hz, 1.8Hz), 4.71 (1H, dd, J=10.4Hz, 2.0Hz), 7.27 (1H, s), 7.38
(2H, d, J=8.5Hz), 7.62 (2H, d, J=8.5Hz), 8.14 (1H, d, J=5.4Hz), 8.51
(1H, br.s), 8.86 (1H, d, J=5.1Hz), 9.27 (1H, d, J=1.2Hz) (CDCl;)
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RE 1: ZRRPZAYXE 40 TPK1 §1 P-GS1 BEEE 4L f 3 4175
¥&H 100 ZE/R/F K MES-EAEM4H (pH6.5) . 1 BE/R/FHH
ZEREE. 0.5 ZEE/R/FHE EGTA. 5 ZBE/R/FHH B-FREZEE. 0.02%[1
M8 20, 10% ) H 1+ 12 B 50 /2 7+ B9 P-GS1.41.7 S4B /R /F+ B [y->*P]ATP
(68 TIA[/ZF) . 4 TPKI MWRFFIRUEDNREY (BT
HERBUEYHB R FEALE 10%H DMSO, FiIUlBRAKRBREDEH
1.7% DMSO) 1EARMAER. EidmA ATP BEhBERE RN, FH
#i% R N AE 25°C THHT 2 M, REBEIEKAETIA 21%EH KK
sk ERN. B RNIBEYE 12,000 B/ash TEL 5 48R T
P81 4% (Whatmann) b, SRE¥ZHKA 75 ZEE/R/F MBS 4 IR,
IKVES 3 IRFTREISEE 1 W BZEKT R, FRBERETHSENE
BRARBEERE. EROTERR. RRLEWEENHTE TPKI
1 P-GS1 B fb. ZE BB RERKPARNAYIME T TPK1 K
M, BETHEST A B MWMEFMM PHF MK, UREKRHKEYE
% TR F0/B IR T7 B IR 2R B R b SR BRI

xS
W&V %S ICso (4 EE/R/FT)
6 3.4
24 6.4
50 4.8
70 5.1
100 5.2
091 6.1
202 0.43
210 5.4
220 0.48
231 5.8
237 9.7

R 2. SRR oBERR 4L B3 HI3E A
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S RREEYU I BR/ TR, 38%R/TR. 10ZEE/TR. 30
ZE5/ T3 (0.5%8E/KBEFER) HFIES 5-6 ARIE 25-35 T
et CD-1 K8 (78 B HZ Charles River A #)) DOk, 34 1 /MEE,
KRKUIT, RBERTRE, REEREPAG. HEH 2.3%H SDS
SWEME (AN 62.5 ZAEE/R/F Tris-HCl, 2.3%H] SDS, 47l
1 ZEE/R/FH EDTA. EGTA M1 DTT, &6 0.2 WER/FA 4-Q-8&E
LE)FHBEE (AEBSF) . 13 fEBE/R/FAXRTMWHIE, 1.4 HER/F
E-64. 0.1 ZE/R/FRZINEERK. 30 48 /R/F 30 BK B 1 & A B30 5157078
&%) (P2714, 138 Sigma A7) ; pH{EN 6.8) ¥RESIK, HE4
CTH 15000X g MI&HETEL 15 44, A DC EARERASG (BH
BIO-RAD 2 F)) WEEARKE. LEBRHEESZMHME (LAN:
62.5 ZE/R/Ft Tris-HCl, 25%H i, 2%M SDS, 0.01%REy#E: pHE
H68) HMEBANIEARKENOOS2ER/ZERAA, RERESH
b, ¥ 10 TR RS INAER) 10% SDS-PAGE WA REERL b, HF2EE
B PVDFE L. BZBEHEE S%RETNK PBS EZHETERE 1 /AN,
X J5 P pS396 itk (48 B BIOSOURCE 2 #]) fEAHREE 4CT IR
¥ HRP BB R 1gG Hifk (18 B Promega AF)) FESE k. K
ZERA ECL R*7& (8 8 Amerasham Bioscience 2 #]) R1% 3 H
LAS1000 (78 B Fuji Photo Film 2 &) BTN,

1 77 & Jita 51

(1) F#

PAE TR E T OIS R E R & ER
LHER 1 L&D 30 B3

AR E 60 Z 7,
TKiE R 100 ZE %
HbE 200 272

AR B 4B
(2) WIRE
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DEMTERE TH RS HETRKRE.

LR 1 e 30 &R
B 300 E5%
S % A 20 Z g
T b se R

FEWKLEYRF I TPK1 EHMIER. H BT HELGDE
P o ATREB M1/803R 7 B T TPK1 &R % A & 5 B 5% a i &
BB (BB /R KGR A LT R KRR
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