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B FREBEAB S UD)RFTEEMCRL. AMEEP(XV)EEP(Va)iy i
R SR A a)id JRik, i R ey Efbid R e S b4l R S TR
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A BESE)TE AEXT B 7 4 (R EL A BE S 7 43 L S5 IR 1B SL R L LA iR, A
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A RS W nfE R 09 i 8 aE 1 iR R AR B R YU sh R B A kg R
ORI BB A B9 AR RE, FEE BRIFAVIR S 2 5 IR VB FE A e & R PR o 1
R, 2—MXERBRAEANLED.

AR ROR FTE AT IR IR A

1. kk /NR(BR S RHE DR AL BERE. & UM ) Y I0HE R (R0 30 [ R &5 3R BRI 1
MR AE A

& MY kk /D R(MBEE 200me/dl WA E), BEENEHOEE, K5, M
VL. FARES ORZRAGY, | R1KRHE4R, HEREAHE 1S - 18
/N S A I BE (E FVAA Z5 BT R RS (n = 6), SK S MAEFRIRR(%). HEBERE R
FREETILEIMNDNEERKEDL, 23REALEE, AEEEE/AEEX L
FRPVEEEEmyd)if T ERE, BIPR4mEE.

HERR, TREZOBHECRETHY, ERATAXANLESYE ME
HER AR R Z X2 T A B B 1K, 2 ORI 10mg/kg 254 Y M FR R SRR L
il 1 894 B0 47 % (P <0.01). SEREHI 2-b AYLE 4K 52 % (P <0.01). SCHEH
2-c BULE YA 50 % (P < 0.01) REEHER 4 FIfL &4 56 % (P <0.01). Mixsbszk
RAEH, FEAMNLMEYEFRITNBER TR EHIEER.

2. 1EE KR AR 1 BRI 30 (R 5 3K 40 WME 18 A7)

EH 7 AR SD RN, FHRER—-E®XE, MiloH, FHORE
EjfE, SEATITHE 2938 (oral glucose tolerance test, OGTT)(n=4). ZiR{L-EWIER
R &EEQe/ke, AR)FTI0AHZLOA. ERELZGSmgk) BT, B2
HHRCEOBEBEREMNERRFEKRL, 23REQLER, FIREEES
R EE RS EEEEmyd) 1T EE, BRIk MEE. A%
FEMEFERIAMNME FHESEEOgm)#TEEMAREMPESRME. H
gRE, WA 10mykg EHEH 4 MkEWE, SRIRAMMEML, BLAUC t
i, BREBERERSWE LT 3G, MAEEMEEX 0 %. NERERTFE, KLHAMN
L&Y RF RIFHIES E 5 IWMBH1ER.

Woh, A KRB A R S U R 25 1 Sk R s AR FT RER AR

FI A — A& H1 255 £ RV RV A SI L1 FE 2 F A AR KR E P E;
HENERBSMELEEY. RAXKANERAEGYN, TEOKHHR
RESHL #R. 2F7. RAFSEREASELZOL K.

AHBEAFEER. SAXNFERE. EANE, REDHNEESE SEE, —
e LA 25, A1 K 0.0lmg/kg ~ 100mg/kg, 7] 1 IRBZHTTSr 2 ~ 4 R4
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1 KW LIRMAT 5 2 K45 2.

wl B AERR AR E SR RIEEEELAY R

FRPMEZOA/LMEFAESYFTRARRL. R, BREN. 8O0 BRI
FEA., XEEEAEGYHRREST 1 MHI I MU LOEEYRAZD 1 FHIEER
B, plin, 3. HEEE. 588 BRESHEE. MAFHE . B
LIEMERESEER. TRAE. R HEEEIRE. PRE. CUERTHAFEREFEAEYF
BRRTIEERBENZ 58959, wm,@%@%%M%m\§%§Z@@%
SRR, FEEREN. FERIRLEREHEN. WERFASAR, &£
RE|EFE, EHIMNTEELERE. AR, BERESER. SREFEFLERLE
“HEREBEEKREBENE. HiEtEE

2 OATRRIRE S Y RIESEF L ARl mlr. B, A,
B SE, BEMEAOBERENCESEK. 2B, ZASYPRTIEERER
Z5h, ERAEERER. BFENEBR, EURA. BN, FEFFEAR.

%gu%?mﬁﬁﬂﬁﬁﬁﬁm@iﬁmﬁ%ﬁﬂ BEFME A, K
BRI EEN S EF R REBKEEEEK. %mfﬁﬁmﬁﬁ%5%¢
HERNIE, RLZBE, 7IAJlE. #UIM. ERMSEEYH, JBESEEE, M
B, iR 80 E)%E. SLHAYHTRTEEEEN. BEN. BER. 1
R ARG BER @I, ). BEN@I, AER. RLER). AERE
Rk EAAeY, BREFERAXENRITEELENBE®N. RE, FALRE
YIS T E A ERE &Y, e FIATRIK S T0E v SR R A AR B R A0 AR
H.

St & B A B AR TS

LITR, LASERE) 0 B R RS A & AT E MR B0 . A KBS YA
NRTUTEBmEHEELEY. CEFEMREXOEFRROLEY. K Hk
g9, BRIV RFOCHFMIE. RERELS&UYR. W, FRAANEMLED
B & T B NS Bl TR

S 1
ff N-2EEHR 1.87g M 4-F OB ERFBS 1.82g #1THIFR N, ¥K15 3.10g(2-
HEE 437 B B ES.
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& 3.05g2-FREFEEW-4-F) R PESIHIT KRN, KG 1L12gR-FHEE
HoEm 4 F) .

ZEH 3

3 2-(3-% EAE AR AR AL - 1H-1,2,4-= 6-5-25) Z B2 1 G 0.8¢ PR 2£IR 0.79g 3
e b N, 315 2-G-FEXT EEFERE-1H-1,2,4- =8 -5-5) LB B8
0.79g.

S 4
ff 1-FERM2-H 2B LR R L 8.72g AT R B, FRIBIRME-2-B 2
R EREhBREL 4.74g .

S 5
fFEpkns-2-F Z BR Z BEEL FR L 1.07g F1 4-E N 2R 1.69g 1T AL pE, 3R
15 1-4-EFE)Rm-2-HZ R 2R 0.75g.

2% 6
fff 2-FRZEBKME 1520 7l 4-FE LS HEOK DK 40.7g AT EALR L, #K18 2-F
-1-(4-THEETT ) BR Mk 24 8¢ .

S 7
7E 32ml = ZBROFETE T, {8 2-F ZE-1-(4-FE FEE )0k Mk 24.8g F1 22ml S
B TR, RIS 1-(4-TEEF )R- 2-E ZRR 8K 13.9g.

ZE A4 8

FE 5.20g ZLRAERET, #(S)-2-FEEFENA LK 7.71g M 2-(4-THEFEE)
LREEREREL 10.34g AT FF IR N, FRIB(S)-1-FREEE-3-[[2-(4-FHEFR ) L EIE
#]-2-NBE 6.35¢g.

SEH| 9
fF(S)-1-FEEHE-3-[[2-(U-THEFRF) L VFH)-2-NEE 6.35g FIEREKR T

14
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10
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20

25

B d4g HATREEAL L, 3R18(S)-N-(2- B H-3-FFEHTTE)-N-[2-(4-THEFE) L )
FEPRRTHE 7.94¢g.

Z%1 10

# 7.94g(S)-N-QQ-BE-3-FHHEARE)-N-2-U-HEFE) CEIEEFRAT
Be AT IR SRR N, #K718 5.15g (S)-N-(2-BE-3-FEHENE)-N-2-4-BEFE)LH)
HERRATEE.

S 6 11
#(S)-1-E 5-3-F A H-2-NFE 4.90g Fl 4-FHERENEE 5.20g fiK48 5, 4
EWITRIER N, 318 8.63g (S)-1-[2-[3-[4-FHEE AR H A H | EE]-3-FEE-2-IN

it

ZZE ] 12

{# 621mg (S)-N-(2-F2#-3-F AT E)-N-[2-4-EEFE) L E| B EF B
T EEA 403mg 2-(2-FF B e -4-35) Z Bt TR AL R, 3K78 765mg (S)-N-(2-3%
3633 LT AE)-N- 2-[4-[[2-(2- B MU -4 30) 7 B AR 6 26 ) 2 26 08 Y A
T .

Z%1) 13

7E 4ml 4N U E-Z R BB IBRAET, {215 (S)-N-[Q-BE-3-FEHE)
Z 3E)-N-[2-[4-[2-[1-(4-FHEF )R- 2-F ) OB E B R E) CHE)EEF BT B
HATE R R B, 3718 960mg (S)-N-[(2-F2 =-3-F S #5) £ £ ]-N-[2-[4-[2- (K i -2- )
LB REIRE)CHE)E AR BT ER.

S 14

{# 340mg (S)-N-[(2-23-3-FE U 5E) 2 2 )-N-[2- [4-[2-(Bk e -2-35) Z BR L )%
B2V EE P AR TR 4- S A 110mg BT R, 78 160mg
(S)-N-[(2-32 2-3-FF ) Z 3 )-N-[2-[4-[2-[1-(4-F A EF )bk -2- 2 ) LB A E]
R EREFRAT .

15
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Z% ) 15

{# 370mg (S)-N-(2-F2 F-3-FEEE W E)-N-[2-[4-[[2-Q-F EEW-4-F)-2-Fk £
LEREBEIRE | EVEERBRT BR#EITERER N, K78 290mg (S)-N-(2-F -
3-HREENE)-N-[2-[4-[[2-2-FEEM-4- ) 2- R E BB B FE]|ZE]EEF
B AT B,

%) 16

i 2-(4-FHHEH) L AL T AT B 960mg F (- FHEHEN-4-H) 2B
WATB AL I, 3573 500mg [2-[4-[2-(2-FEE HEM-4-F) LB E HFEH) )
REFBRSUT EE.

ZE 4] 17

{# 1.00g [2-[4-[2-Q-FEEFEER 4 ) BERIFRE)CEIEERBHRT
BE AT R AR RN, 3K15 690mg N-[4-2-E 2 F)HFH]-2-Q-FEE F AL vEmL-4-3)
i

%1 18
ff N-FE-4-FEPEFEHITEREIN, KiF2-4-FEEEFE) K
4.61g.

2% 19
f 2-(4- R BEEEFE)ZLIF 2.03g FARRER M T g 3.20g HEATBEELR AL, 3R
15 2-(4-FEFARR) AR EFRMT B 3.20g.

S 20
F2-(1-FREIEF M- 2- )2 B2 B8 1.14g M 4-FHFHE 970mg #HITHE
FRRL, 3RA5 4'-FEFE-2-(1-FEFIFkmk-2- ) LB 1.19g.

S 21
4 FEPE-2-(1-FEFHFURM-2-F)OBEE R 1.15g #HITRIR R AL, K15
4'-(2-FBELF)-2-(1-FEFEFH R 2- )L BEFRZ 1.11g.

16
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30

2% 22

{F(S)-N-[2-(4-FEFRE) ZE]-N-Q-BE-I-FEERE) EHEFBRMNT
fig 1.52g FAEE 0. 23g HATERIZIL R, 3K1F 1. 69g (S)-N- (- E-3-FKEH
AZE)-N-[2-(4-NEEEFRE) ZE ]S EFRAT BE.

S5k E e 1~21 RFEEE, TREUTER [~20 imxtISEH 1-a~
21-a &Y. KH, BEH| 1-a ~ 1-n. &% 2-a ~ 2-y. BEH| 5-a~ 5-f,
BEF) T-a. BEH 9-a (REMEA) X 9-b (BRMERE) . SF 6] 10-a (KR4
B 10-b (B tRMEAR) . %46 12-a ~ 12-ml. B%H] 16-a F1 16-b. B%EF| 17-a
M 17-b. X 20-a. BHH| 21-a WHIEHESHNESEG 1. 2FF 2. &
G| 5. BEF 7. SEF 9. SEF 10, BEH| 12, BEH] 16. BEF 17, &
EAf] 20 SE 4 21 HHEA .

L 1

ff N-[4~-(-FEZE) FE]2- C-FEREBEM-4-5) ZBifZ 670mg
(S)-2-[ (EEE) FH I Z 5t 300mg £ 2-HEE 20ml FEBHNHEIG 3 AT,
MEXREBHGE, REAEREGEE BB S06/FE=10/1)¥%, RaE,
R EEARITES &, RS 250mg (S)-2-(2-FEEEBM-4-H)-4" -
[2-[(2-BE--FEERNB)EE]IZE]ILBFEKE.

] 2

FRT, #S)-N-C-BE-3-FEHERE)-N-[2-[4-[[2- -FHEEM-4-
) -2-BEZBIEHIFZRE I ZEIETEFBMNT B 285mg £ FEZ 10ml FIHE BT
M AN FIENE -2 BB 10ml, BE T X RNEBRBHE 4 D R EHH,
BT 15 5% v P RE BOAE 538 vk (RE B EAh/HEE=T/1) K%, 3K1T 222mg (S)-4"-
[2-[(2-BE-3-FEERE)AEIZHE]-2- C-TEEM-4-7) -2-BE LEK
f - 2 EhERER.

L 3

(S)-N-[2-[4-[2--EEFETEER-4-K) ZHMEAE ]I XE ]| L E]-N-
(2-BH -FEEFE) TREPFBMTE 0. 40g B Z 8 10nl FIBEBHMA INHH
WE-ZBZEEER 1onl. ZETHREYHRHE KRG, BEZREHN. E£FF
g @& h N Sml FEE-Z.8 (4: DBEBEMARE. AHETE, KB 0.18z (5)-

17
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10

15

20

25

£ -2-[C-BE-I-FEEAE) ZHE]ZHE]2-[2-G-FEXREERFE) BH-4-F) ] &
B - 2 Thikh.

S 4

£ 470mg  (S)-N-[(2-RE-3-FEHE)REI-N-[2-[4-[2- C-FEHEEM
-4-F) CBEEIFEIZE IR EFBRATEFMA 20ml FEF 10ml 4N FEHL
S-2BZE, TR AL, REEZBNE, RLE-CBRZEXFEBH
ZRWITEL S, KB 150mg (5)-2-Q-FEFTEER-4-F) -4 -[2-[ 2-FB%&-
-EEERNE)REIZE]IZHFK - 2 2.

SR iEf] 1~4 FIFERIE, RBREBLUTER 21~27 IRmB LS 1~4-
dl K4k &4, £, EHF 1-a ~1-e. LHEH 2-a ~ 2-s. LHEH 3-a ~ 3-1i.
SEREH] 4-a~ 4-dl MBI FES B S EMHE 1. SERE 2. SEREE 3. LRSI 4
ZiEIE P

LT3 1~20.% 21~27 B HE R T &%) 1~22 pE LMY R F
MR LHEF) 1~4-d1 Kt gL EE R

RPFSHEXWT.

Rf: %6495, Ex: CHiBISRS, sal: 2, DATA: B2 H, Str:
2, mp: A, NMR: RBEIEIREIEIE (TMS A WA, ERIWERFHRE N
DMS0-d6], MS(m/z): JRESH{E (m/z), Me: B, Et: 4%, nPr: ERZE,
iPr: BA%, nHex: IFC#E, Ph: %, Naph: ZEZ, cHex: #a#:, Py: it
BERE, Th: BEMYZE, Fu: BRMIZE, Boc: MT AEMKE, 1-Me-1H-Bzim-2-yl: 1-
B3~ 1H-ZE Bk M-2-%, 1-Bn-1H-Bzim-2-yl: 1-"FZ-1H-ZKFFIKM-2-%,
1H-Impy-2-y1: 1H-BKMEF (4, 5-blmkpe % -2-%, 3-Su-1H-Traz-5-yl: 3-Ff&EE
FREEEEE-1H-1, 2, 4-=M~5-3%, 3-BnSu-1H-Traz-5-yl: 3-FENEERXBEHE
~1H-1, 2, 4-=Me-5-3L, 2-Me-Thdiaz-5-yl: 2-F %1, 3, 4-BE —M-5-%, 1H-
Bzim-2-yl: 1H-3E3FBkM-2-%, 1-Bn-1H-Im-4-yl: 1-FFFE-1H-BKME-4-3E,
Imthz—6-y1l: BKMEFE(2, 1-b]WEM-6-2E, Bzthz-2-yl: FRHMEM-2-%, 2-(Ph-
NH) -Thz-4-yl: 2-ZZEEFEMEM-4-F % 1-Bn-1H-Im—2-y1l: 1-FFFE-1H-DKME-2-
#.

18
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Meoﬂ\/éz,/)\x-R1
Rf | X R’ sal DATA ‘
1 [NH]| -CH2-Ph |-HCI| NMR & 3.55(2H,s), 3.61(3H,s), 4.42(2H,d,J=4.8Hz),
6.45(1H,s), 7.24-7.36(5H,m), 8.42(1H,brs)
1-b [NH [-(CH2)2-Ph |- HCI| NMR & 2.91(2H,t,J=7.0Hz), 3.64(3H,s), 3.50-3.85(4
H,m), 6.70(1H,s), 7.20-7.50(5H,m) .
1-c[NH| -CH2~(3- |-HCI| NMR &: 3.64(3H,s), 3.70(2H,s), 3.74(3H,s), 6.57-6.6
OMe-Ph) 3(1H,m), 6.73-6.75(1H,m), 7.02-7.05(1H,m), 7.22-7.2
6(1H,m), 7.29-7.30(1H,m), 10.80(1H,brs)
1-dNMg  -Me  |-HCI| NMR & 3.22(6H,s), 3.65(3H,s), 3.82(2H,s), 6.81(1H,
s)
1-e|NH| -(2-OMe- |-HCI| NMR (CDCla) &: 3.77(2H,s) , 3.82(3H,s), 3.92(3H,s),
Ph) 6.53(1H,s), 6.93-7.05(2H,m), 7.25-7.38(2H,m), 11.15(
: 1H,m)
1-f | NH |<(3-CF3-Ph)|-HCI| NMR (CDCl3) &: 3.77-3.86(5H,s), 6.62(1H,s), 7.53-7.
67(4H,m)
1-g[NH|-(4-CN-Ph)| — |NMR (CDCl3) & 3.72(2H,s), 3.76(3H,s), 6.62(1H,s),
7.42-7.50(2H,m), 7.54-7.70(1H,m)
1-h|NH |-(3-OH-Ph)| — |NMR (CDCl3) &: 3.67(2H,s), 3.74(3H,s), 6.48(1H,s),
6.54(1H,dd,J=2.4, 7.6Hz), 6.77(1H,dd,J=2.8, 7.6Hz),
6.92(1H,t,J=2.0Hz)
1-i [NH|-(3,4-diCl- | — [NMR (CDCls) & 3.69(2H,s), 3.75(3H,s), 6.53(1H,s),
Ph) 7.17(1H,dd,J=2.8, 8.8Hz), 7.35(1H,d,J=8.8Hz), 7.40(
1H,brs), 7.76(1H,s)
1+ [NH| -cHex — |NMR (CDCI3) &: 1.14-1.44(5H,m), 1.54-1.66(1H,m),
1.68-1.80(2H,m), 1.98-2.10(2H,m), 3.15-3.30(1H,m),
3.57(2H,s), 3.72(3H,s), 5.10-5.27(1H,br), 6.30(1H,s)
1-k [ NH | ~(2-CI-Ph) |-HCI| NMR (CDCl3) & 3.83(3H,s), 3.65(2H,s), 6.73(1H,s),
7.03-7.11(1H,m), 7.21-7.36(1H,m), 7.45-7.50(1H,m),
8.13-8.20(1H,m)
1-¢ |NH| ~(3-CI-Ph) |-HCI| NMR (CDCla) &: 3.85(3H,s), 3.68(2H,s), 6.75(1H,s),
6.94-7.00(1H,m), 7.31(1H,t,J=8.1Hz), 7.39-7.45(1H.m
), 7.84(1H,t,J=1.8Hz), 10.49(1H,brs)
1-m|NH |-(3-CN-Ph)|-HCI{ NMR (CDCl3) &: 3.66(3H,s), 3.70(2H,s), 6.78(1H,s),
7.35-7.39(1H,m), 7.50(1H,t,J=7.8Hz), 7.76-7.82(1H,m
), 8.16-8.19(1H,m), 10.73(1H,brs)
2
Rf Str DATA
1-a NMR (CDCl3) & 1.34(3H,t,J=7.2Hz), 3.77(2H,s)

EtO N/)\NH F

, 4.28(2H,q,J=7.2Hz), 6.59(1H,s), 6.98-7.22(3H,
m), 7.39-7.49(1H,m)

19
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Rf | X | -X-Rt |sal DATA

2 |NH| -CH2-Ph |-HCI| NMR &: 3.40(2H,s), 4.39(2H,d,J=6.0Hz), 6.35(1H,s),
7.23-7.35(5H,m), 8.00(1H.t,J=5.6Hz), 12.23(1H,brs)

2-a|NH| -(3-F-Ph) | — |NMR §&: 3.58(2H,s), 6.72(1H,s), 6.73-6.79(1H,m), 7.2 |

- 2-7.37(2H,m), 7.64-7.71(1H,m), 10.59(1H,brs)

2-bNMe  -Me — | NMR &: 3.26(8H,s), 3.77(2H,s), 6.83(1H,s), 11.80-12
.50(2H,m), 10.00(1H,brs)

2-c|NH|-(CH2)2-Ph| — | NMR §&: 2.83(2H,t,J=7.0Hz), 3.20-3.60(4H,m), 6.34(1
H,s), 7.15-7.40(5H,m)

2-d{NH| -CH2-(3- | — |NMR §: 3.54(2H,s), 3.73(3H,s), 6.46-6.57(1H,m), 6.6

OMe-Ph) 4(1H,s), 7.07-7.35(2H,m), 7.38(1H,t,J=2.3Hz), 10.15(
1H,brs), 12.30(1H,brs)

2-e |NH| -(2-OMe- |-HCI| NMR &: 3.58(2H,s), 3.84(3H,s), 6.68(1H,s), 6.93-7.0

‘ Ph) O(1H,m), 7.06-7.12(2H,m), 7.93-8.01(1H,m), 10.20(1
H,brs)

2-f | NH [<(3-CF3-Ph)|{-HCI| NMR &: 3.58(2H,s), 6.74(1H,s), 7.25(1H,m), 7.52(1H
t,J=8.0Hz), 7.76-7.84(1H,m), 8.32(1H,m), 10.53(1H,b
rs)

2-g|NH|-(3,4-diCI-| — |NMR &: 3.57(2H,s), 6.73(1H,s), 7.40-7.55( ), 8.05(

Ph) 2H,d,J=2.4Hz), 10.50(1H,brs)

2-h|NH |[-(4-CN-Ph)| — |NMR &: 3.60(2H,s), 6.81(1H,s), 7.70-7.80(4H,m), 10. .
73(1H,m), 12.38(1H,brs)

2-i [INH|-(3-OH-Ph)| — | NMR §&: 3.53(2H,s), 6.30-6.38(1H,m), 6.61(1H,s), 6.9
2-7.08(3H,m), 9.33(1H,m), 10.00(1H,brs), 12.32(1H,b

: rs)

2-)INH| -cHex | — |NMR & 3.58(2H,s), 6.74(1H,s), 7.25(1H,m), 7.52(1H
t,J=8.0Hz), 7.76-7.84(1H,m), 8.32(1H,m), 10.53(1H,b
rs)

2-k |NH| -(2-CI-Ph) |-HCI| NMR &: 3.58(2H,s), 6.75(1H,s), 7.15(1H,dt,J=1.5, 8.

, 1Hz), 7.36(1H,dt,J=1.5, 8.1Hz), 7.52(2H,dd,J=1.5, 8.
' 1Hz), 8.09(2H,d,J=8.1Hz)

2-£ |[NH | «(3-CI-Ph) |-HCI| NMR &: 3.58(2H,s), 6.72(1H,s), 6.94-7.01(1H,s), 7.3
O(1H,t,J=8.1Hz), 7.43-7.48(1H,m), 8.33(1H,tJ=1.8Hz)
, 10.58(1H,brs)

2-m|NH [-(3-CN-Ph)| — |NMR &: 3.59(2H,s), 6.75(1H,s),7.34-7.38(1H,m), 7.50
(1H,t,J=7.8Hz), 7.75-7.82(1H,m), 8.13-8.17(1H,m), 10
53(1H,brs), 12.37(1H,brs)

20
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Rf | X -R1 sal DATA
2-q| — | -CH2-(4-Cl-{-HCI] NMR &: 4.32(2H,s), 5.45(2H,s), 7.39(2H,d,J=8.8Hz),
Ph) 7.46(2H,d,J=8.8Hz), 7.70(2H,s), 14.00(1H,brs)
2-r{ — | -CH2-(4- ‘HCI| NMR &: 4.32(2H,s), 5.57(2H,s), 7.54(2H,d,J=8.0Hz),
CF3-Ph) 7.70-7.75(2H,m), 7.77(2H,d,J=8.0Hz)
2-s| — | -CH2-(4-Br-|-HCI{ NMR &: 4.31(2H,s), 5.43(2H,s), 7.32(2H,d,J=8.4Hz),
Ph) 7.61(2H,d,J=8.4Hz), 7.70(2H,s)
2-t| — | -CH2-(2- ‘HCI| NMR &: 4.37(2H,s), 5.61(2H,s), 7.45-7.50(1H,m), 7.
Naph) 52-7.60(2H,m), 7.70-7.76(2H,m), 7.8-7.90(4H,m)
2-u| — | -CH2-(4-F- |-HCI| NMR &: 4.33(2H,s), 5.43(2H,s), 7.21-7.27(2H,m), 7.
Ph) 42-7.47(2H,m), 7.68-7.69(2H,m)
2-v| — |-CH2-(4-1- [-HCI| NMR & 4.31(2H,s), 5.41(2H,s), 7.16(2H,d,J=8.3Hz),
Ph) 7.55-7.61(2H,m), 7.76(2H,d,J=8.3Hz)
2-w| — | -CH2-(4-iPr4-HCI| NMR &: 1.18(6H,d,J=6.6Hz), 2.88(1H,sep,6.6Hz), 4.
Ph) 32(2H,s), 5.38(2H,s), 7.27(2H,s), 7.66-7.68(4H,m)
2-x] — | -CH2-(4- -HCI| NMR &: 4.32(2H,s), 5.64(2H,s), 7.58(2H,d,J=8.9Hz),
NO2-Ph) 7.73-7.78(2H,m), 8.25(2H,d,J=8.9Hz), 14.00(1H,brs)
2-y| — | -Ph ‘HCI NMR &: 4.16(2H,s), 7.55-7.70(5H,m), 7.88-7.91(1H,
m), 7.98-8.00(1H.m)
=5
Rf Str DATA
2-n o N____\-H\Ij) NMR &: 3.78(2H,s), 5.42(2H,s), 7.38-7.44(6H,m
. 7.58(1H,brs), 9.26(1H,brs
AN ), 7.58(1H,brs), 9.26(1H,brs)
2-0 O HN-N NMR 6. 3.63(2H,s), 12.92(1H,brs), 13.15{1H,br

\ 'HCI
oS A AN

s), 13.32(1H,brs)

0

SH
Hn-N HC
\
HO/”\/QN)\SK )

NMR & 3.74(2H,s), 4.33(2H,s),7.20-7.39(5H,m)

S\:?D/Noz

3 O HN-N NMR (CDCl3) &: 3.78(3H,s), 3.91(2H,s), 4.34(2
eoﬂ\/L\N LN H.s), 7.20-7.39(5H,m)
4 O N NMR &: 1.22(3H,t,J=6.9Hz), 4.16(2H.q,J=6.9Hz)
tOM;} HCL | 4 06(2H,s), 7.62(2H,s)
6 NMR (CDCl3) & 2.32(3H,s), 5.19(2H,s), 6.88(1

H.d,J=1.4Hz), 6.98(1H,d,J=1.4Hz), 7.20(2H,d,J=
8.8Hz), 8.20(2H,d,J=8.8Hz)

21
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DATA

~CH2-(4-CI-Ph)

NMR (CDCl3) & 1.23(3H,t,J=7.3Hz), 3.73(2H,s), 4
12(2H,q,J=7.3Hz), 5.11(2H,s), 6.84(1H,d,J=1.4Hz)
. 7.02-7.06(3H,m), 7.30-7.34(2H,m)

[ CH2-(4-CF3-Ph)

NMR (CDCl3) & 1.22(3H,t,J=7.0Hz), 3.74(2Hs), 4
10(2H,q,J=7.0Hz), 5.21(2H,s), 6.86(1H,d,J=1.4Hz)
. 7.05(1H,d,J=1.4Hz), 7.20(2H,d,J=9.5Hz), 7.60(2

H,d,J=9.5Hz)

“CH2-(4-Br-Ph)

NMR (CDCl3) & 1.13(3H,t,J=6.7Hz), 4.01(2H,q,J=
6.7Hz), 4.42(2H,s), 5.46(2H,s), 7.31(2H,d,J=8.4Hz
), 7.60(2H,d,J=8.4Hz), 7.73(1H,d,J=1.5Hz), 7.77(1
H,d,J=1.5Hz)

-CH2-(2-Naph)

NMR (CDCl3) & 1.20(3H,t,J=7.3Hz), 3.76(2H,s), 4
09(2H,q,J=7.3Hz), 5.29(2H,s), 6.92(1H,d,J=1.4Hz)
, 7.05(1H,d,J=1.4Hz), 7.21-7.26(1H,m), 7.46-7.52
3H,m), 7.75-7.85(3H,m)

-CHz-(4-F-Ph)

NMR (CDCI3) & 1.23(3H,t,J=7.2Hz), 3.75(2H,s), 4
13(2H,q,J=7.2Hz), 5.10(2H,s), 6.84(1H,d,J=1.2Hz)
. 7.00-7.12(5H,m)

~CHz-(4-1-Ph)

NMR (CDCl3) & 1.23(3H,t,J=6.9Hz), 3.73(2H,s), 4
12(2H,q,J=6.9Hz), 5.08(2H,s), 6.83-6.86(3H,m), 7
.02(1H,d,J=1.5Hz), 7.67(2H,d,J=8.4Hz)

-CH2-(4-iPr-Ph)

NMR (CDCl3) & 1.20-1.26(9H,m), 2.89(1H,sep.J=
7.2Hz), 3.75(2H,s), 4.11(2H,q,J=6.9Hz), 5.09(2H,s
), 6.86(1H,d,J=1,2Hz), 7.02(2H,d,J=7.2Hz), 7.19(2
H.d,J=7.2Hz), 7.26(1H,d,J=1.2Hz)

-CHa-(4-NO2-
Ph)

NMR (CDCl3) & 1.23(3H,t,J=6.8Hz), 3.75(2H.s), 4
12(2H,q,J=6.8Hz), 5.28(2H,s), 6.87(1H,d,J=1.2Hz)
7.08(1H,d,J=1.2Hz), 7.26(2H,d,J=8.4Hz), 8.22(2

H,d,J=8.4Hz)

-Ph

NMR (CDCI3) & 1.19(3H,t,J=7.3Hz), 3.75(2H.s), 4
12(2H,q,J=7.3Hz), 7.06(1H,d,J=1.5Hz), 7.12(1H.d,
J=1.5Hz), 7.32-7.52(5H,m)
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RZa
Rb

Rf | -R' |-R2a| -Rb DATA

8 | H| H [-NO2| NMR (CDCI3) &: 2.78-3.01(6H,m), 3.97(2H,d,J=4"9Hz), 4.01
-4.05(1H,m), 6.89(2H,d,J=7.8Hz), 6.96(1H,t,J=7.3Hz), 7.27(2
H.d,J=7.3Hz), 7.37(2H,d,J=9.2Hz), 8.15(2H,d,J=8.6Hz)

9 |Boc| H |-NO2{ NMR (CDCI3) &: 1.44(SH,s), 2.91-3.05(2H,m), 3.40-3.60(4H,
m), 3.85-4.00(2H,m), 4.10-4.20(1H,m), 6.90(2H,d,J=8.0Hz),
6.98(1H,t,J=7.0Hz), 7.08-7.32(4H,m), 8.15(2H,d,J=8.8Hz)
9-a|Boc|-Me|-NO2{ NMR (CDCI3) §: 1.24-1.30(3H,m), 1.35(SH,s), 2.75-3.50(4H,
) m), 3.80-3.90(1H,m), 3.95-4.30(3H,m), 6.89-7.00(3H,m), 7.2
i 3-7.35(4H,m), 8.15(2H,d,J=8.3Hz)

9-b |Boc|{-Me|-NO2| NMR (CDCI3) &: 1.25-1.28(3H,m), 1.44(9H,s), 2.80-3.40(2H,
m), 3.80-3.90(1H,m), 3.95-4.40(3H,m), 6.85-7.00(3H,m), 7.2
6-7.35(4H,m), 8.12(2H,d,J=8.3Hz)

10 |Boc| H |-NH2| NMR (CDCI3) &: 1.46(9H,s), 2.67-2.80(2H,m), 3.30-3.48(4H,
m), 3.57(2H,brs), 3.82-4.00(2H,m), 4.06-4.20(2H,m), 6.61(2
H, d,J=8.0Hz), 6.87-7.00(5H,m), 7.25-7.32(2H,m)
10-aBoc|-Me|-NH2] NMR (CDCI3) & 1.18-1.25(3H,m), 1.38(9H,s), 2.50-2.75(2H,
m), 3.30-3.60(4H,m), 3.80-4.20(4H,m), 6.57(2H,d,J=8.3Hz),
6.85-7.00(5H,m), 7.25-7.35(2H,m)

10-b|Boc|-Me|-NH2| NMR (CDCI3) & 1.15-1.25(3H,m), 1.45(9H,s), 2.55-4.10(8H,
m), 6.55(2H,d,J=8.3Hz), 6.85-7.00(5H,m), 7.26-7.32(2H,m)
11| H |-Me|-NO2{ NMR (CDCIi3) & 1.10(3H,d,J=6.4Hz), 2.68-3.02(5H,m), 3.91
-4.02(3H,m), 6.86-6.98(3H,m), 7.28-7.52(4H,m), 8.13-8.18(2
Hm)
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Rf

-R'

DATA

12

-Me

NMR (CDCls) &: 1.46(9H,s), 2.65-2.80(5H,m), 3.30-3.55(4H
.m), 3.79(2H,s), 3.85-4.00(2H,m), 4.05-4.20(2H,m), 6.85-7.0
0(4H,m), 7.05-7.15(2H,m), 7.25-7.30(2H,m), 7.44(2H,d,J=8.
4Hz), 9.07(1H,brs)

12-a

NH

-Boc

NMR (CDCl3) & 1.46(9H,s), 1.57(9H,s), 2.75-2.86(2H,m),
3.30-3.50(4H,m), 3.71(2H,s), 3.82-4.00(2H,m), 4.09(2H,brs),
6.73(1H,s), 6.89(2H,d,J=7.6Hz), 6.96(1H,t,J=8.0Hz), 7.03-7
A5(2H,m), 7.29(2H,d,J=7.6Hz), 7.41(2H,d,J=7.6Hz), 8.64(1
H,brs)

12-b

NH

-Ph

NMR (CDCI3) & 1.49(SH,s), 2.70-2.90(2H,m), 3.30-3.50(4H
M), 3.69(2H,s), 3.80-4.00(2H,m), 4.11(1H,brs), 6.44(2H,s),
6.89(2H,d,J=8.0Hz), 6.95(1H,t,J=7.2Hz), 7.02-7.14(3H,m),

7.24-7.32(2H,m), 7.37-7.44(6H,m), 9.13(1H,s)

NH

~(3-F-Ph)

NMR (CDCla) & 1.45(SH,s), 2.71-2.82(2H,m), 3.34-3.48(4H
M), 3.68(2H,s), 3.83-3.97(2H,m), 4.07-4.16(1H,m), 6.42(1H
s), 6.65-7.45(13H,m), 9.09-9.17(1H,s)

NH

NMR (CDCIs) & 1.46(SH,s), 2.65-3.10(5H,m), 3.30-4.25(7H
.m), 3.61(2H.s), 6.30(1H,s), 6.80-7.55(9H,m)

iINMe

NMR (CDCl3) &: 1.46(SH,s), 2.70-2.88(2H,m), 3.16(6H,s),
3.30-3.52(4H,m), 3.62(2H,s), 3.80-4.00(2H,m), 4.05-4.16(2H
.m), 6.28(1H,s), 6.89(2H,d,J=8.0Hz), 6.96(1H,t,J=7.2Hz), 7.
03-7.16(2H,m), 7.27-7.30(2H,m), 7.44(2H,d,J=8.8Hz), 9.77(
1H,s)

12+

NH

-(CH2)2-
Ph

NMR &; 1.35(9H,s), 2.72(2H,t,J=7.0Hz), 2.84(2H,t,J=7.0Hz),
3.30-3.45(6H,m), 3.49(2H,s), 3.78-4.00(3H,m), 6.35(1H,s).
6.88-7.30(11H,m), 7.51(2H,d,J=8.0Hz), 7.64(1H.t,J=6.0Hz)

12-k

NH

-(3-OMe-

Ph)

NMR (CDCI3) &: 1.46(9H,s), 2.70-2.88(2H,m), 3.30-3.52(4H

\m), 3.69(2H,s), 3.82(3H,m), 3.82-4.00(2H,m), 4.05-4.17(2H

\m), 6.45(1H,s), 6.67(1H,dd,J1=4.8Hz,J2=8.0Hz), 6.89(2H,d,

J=8.4Hz), 6.94-6.96(2H,m), 7.02-7.12(3H,m), 7.21-7.30(3H,
m), 7.43(2H,d,J=8.4Hz), 9.08(1H,s)

12-¢

NH

~(2-OMe-

Ph)

NMR (CDCla) & 1.45(SH.s), 2.70-2.82(2H.m), 3.32-3.50(4H
m), 3.75(2H,s), 3.82-3.90(2H,m), 3.92(3H,s), 4.07-4.15(1H,
m), 6.44(1H,s), 6.77-7.90(13H,m), 9.24(1Hbrs)

12-m

NH

~(2-Cl-Ph)

NMR (CDCl3) &: 1.46(9H,s), 2.65-2.80(2H,m), 3.28-3.50(4H
.m), 3.72(2H,s), 3.80-3.95(2H,m), 4.10(1H,brs), 6.54(1H,brs
), 6.83-7.50(12H,m), 8.12-8.18(1H,m), 8.99(1H,s)
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12-n| NH [-(3-CI-Ph)| NMR (CDCl3) & 1.45(SH,s), 2.72-2.84(2H,m), 3.30-3.50(4H
\m), 3.70(2H,s), 3.82-3.99(2H,m), 4.05-4.16(1H,m), 6.47(1H
s), 6.85-7.43(12H,m), 7.58(1H,s) , 8.02(1H,brs) , S.11(1H,
brs)
12-0f NH | «(3-CN- | NMR (CDCla) &: 1.45(9H,s), 2.73-2.85(2H,m), 3.35-3.46(4H
Ph) |,m), 3.73(2H,s), 3.82-3.95(2H,m), 4.05-4.16(1H,m), 6.54(1H
), 6.80-7.84(13H,m), 8.76(1H,s)"
12-p| NH [ (3-CFa- [ NMR (CDCla) &: 1.45(SH,m), 2.67-2.88(2H,m), 3.28-3.52(4
Ph) | H,m), 3.71(2H,s), 3.80-4.00(2H,m), 4.03-4.15(1H, m), 6.51(
1H,s), 6.80-7.10(5H,m), 7.20-7.76(8H,m), 8.86(1H,brs)
12-g| NH |-(3,4-diCl{ NMR (CDCla) &: 1.46(9H,m), 2.70-2.90(2H,m), 3.20-3.50(4
Ph) | H,m), 3.71(2H,s), 3.80-4.00(2H,m), 4.05-4.15(1H,m), 6.51(1
H,s), 6.80-7.20(5H,m), 7.25-7.50(6H,m), 7.71(1H,d,J=2.4Hz)
. 8.88(1H,brs)
12-r| NH| -(4-CN- | NMR (CDCl3) &: 1.46(9H,m), 2.70-2.90(2H,m), 3.20-3.50(4
Ph) * | H,m), 3.74(2H,s), 3.80-4.00(2H,m), 4.03-4.15(1H,m), 6.61(1
H,s), 6.80-7.70(13H,m), 8.68(1H,brs)
12-s| NH [ <(3-OH- [ NMR (CDCl3) &: 1.45(9H,m), 2.70-2.90(2H,m), 3.20-3.50(4
Ph) | H,m), 3.65(2H,s), 3.80-4.00(2H,m), 4.05-4.15(1H,m), 6.40(1
H,s), 6.55-6.63(1H,m), 6.80-7.50(12H,m), 9.12(1H,brs)
12-t| NH| -cHex |NMR (CDCla) & 1.25-1.50(14H,m), 1.60-1.70(1H,m), 1.75-
1.85(2H,m), 2.00-2.20(2H,m), 2.70-2.90(2H,m), 3.20-3.50(5
H,m), 3.65(2H,s), 3.80-4.00(2H,m), 4.05-4.15(1H,m), 6.34(1
H,s), 6.80-7.90(9H,m), 7.25-7.50(6H,s), 7.71(1H,d,J=2.4Hz),
9.30(1H,brs)
12-ulNMe| -Ph | NMR (CDCI3) &: 1.45(SH,m), 2.70-2.90(2H,m), 3.20-3.50(4
| H,m), 3.65(2H,s), 3.80-4.00(2H,m), 4.05-4.15(1H,m), 6.40(1
H,s), 6.55-6.63(1H,m), 6.80-7.50(12H,m), 9.12(1H,brs)
12-v| — | -CH2-(4- | NMR (CDCIl3) &: 1.60(SH,s), 2.70-2.85(4H,m), 3.28-3.38(2H
OH-Ph) | ,m), 3.78(2H,s), 3.82-3.97(2H,m), 4.15-4.20(1H,m), 4.24(2H
| ,s), 4.61(1H,brs), 6.77(2H,d,J=8.3Hz), 6.88(2H,d,J=8.8Hz),
6.94-7.30(10H,m), 7.53(1H,brs), 9.34(1H,brs)
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DATA

12-W]

=6 |NMR (CDCla) & 1.46(SH,s), 2.75-2.95(2H,m), 3.35-3.55(4H,m),
3.75-4.00(2H,m), 4.00-4.15(1H,m), 5.46(2H,s), 6.90(2H,d,J=8.4
Hz), 6.96(1H,t,J=7.6Hz), 7.15-7.31(8H,m), 7.80(2H,d,J=8.4Hz),

8.80(1H,s), 9.11(1H.s)

15

1 T-OR[NMR (CDCh) & 1.46(SH,s), 2.70-2.90(2H,m), 3.30-3.55(4H,m),
3.80-4.00(2H,m), 4.03-4.17(2H,m), 4.29(1H,brs), 4.99(2H brs),
5.12(1H,d,J=1.2Hz), 6.66(1H,d,J=1.2Hz), 6.85-7.00(3H,m), 7.05-
7 15(2H.m), 7.25-7.31(2H,m), 7.47(2H,d,J=8.4Hz), 8.11(1H.brs)

OH CO,C(CH)),

)
©/ \/\@ﬁ/“\@x-w

Rf

-A-X-R'

DATA

12-X

2-Me-Thdiaz-
5-yl

NMR (CDCla) & 1.46(SH,s), 2.79(3H,s), 2.79-2.85(2H.m),
3.35-3.52(3H,m), 3.75-4.00(2H,m), 4.05-4.15(2H,m), 4.3
4(2H,s), 6.89(2H,d,J=7.6Hz), 6.96(1H,t,J=7.2Hz), 7.06-7.1
B8(2H,m), 7.27-7.30(2H,m), 7.46(2H,d,J=8.4Hz), 8.79(1H,b
rs)

1H-Bzim-2-yl

NMR (CDCP) o 1.45(9H,s), 2.75-2.80(2H,m), 3.30-3.55(
4Hm), 3.82(2H.s), 3.82-4.00(2H,m), 4.09-4.11(2H,m), 6.8
8(2H,d,J=8.0Hz), 6.90-7.00(1H,m), 7.00-7.20(2H,m), 7.20-
7.75(8H,m), 9.75-10.05(2H,m)

12-z

imthz-6-yl

NMR (CDCIs) &, 1.46(9H,m), 2.70-2.90(2H,m), 3.20-3.50(
AH.m), 3.75(2H,s), 3.80-4.00(2H,m), 4.03-4.15(1H,m), 6.5
1(1H,s), 6.80-7.50(12H,m), 9.28(1H,brs)

12-a1

3-Su-1H-Traz-
5-yl

NMR (CDCl3) & 1.46(SH,s), 2.70-2.88(2H,m), 3.30-3.56(
4H,m), 3.75(2H,s), 3.80-3.98(2H,m), 4.05-4.15(1H,m), 6.8
5-7.50(9H,m), 9.14(1H,s), 12.56(2H,brs)

12-b1

3-BnSu-1H-Traz-
5-yl

NMR (CDCl3) o 1.44(SH,s), 2.68-2.82(2H,m), 3.35-3.50(
AH.m), 3.84-3.95(4H,m), 4.07-4.16(1H,m), 4.34(2H.s). 6.8
3-7.48(14H,m), 9.61(1H,s)

"[12-c1

1-Bn-1H-Im-4-yl

NMR (CDCh) & 1.46(SH,s), 2.78(2H,brs), 3.43(4H,m), 3.
62(2H.5), 3.89-3.94(2H,m), 4.11(1H,brs), 5.09(2H,s), 6.80
(1H.s) 6.89(2H,d,J=8.3Hz), 6.98(1H tJ=7.2Hz), 7.07(2H,
brs) 7.18(2H,dd,d=2.1, 7.2Hz), 7.26-7.31(2H,m), 7.36-7.4
0(3H,m), 7.46(2H.d,J=8.3Hz), 7.56(1H.5) 9.44(1H brs)
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1241 — | -CHz-(4- | NMR (CDCls) & 1.46(9H,s), 2.75-2.87(2H,m), 3.30-3.50(

CLPh) | 4H,m), 3.71(2H,s), 3.80-4.00(2H,m), 4.05-4.10(1H,m), 5.
21(2H,s), 6.89-7.20(10H,m), 7.25-7.30(3H,m), 7.45(2H.d,
J=8.3Hz), 10.15(1H,brs)

561 — | -CH2-(4- | NMR (CDCla) &: 1.46(9H,s), 2.75-2.80(2H,m), 3.30-3.50(
CFa-Ph) | 4H,m), 3.72(2H,s), 3.80-4.00(2H,m), 4.05-4.10(1H,m), 5.
25(2H.5), 6.89-6.97(4H,m), 7.09-7.30(7H,m), 7.45(2H,d,J
=8.8Hz), 7.60(2H,d,J=8.3Hz),” 10.05(1H,brs)

1591 = | -CHz(4- | NMR (CDCl3) &: 1.46(9H,s), 2.75-2.85(2H,m), 3.30-3.50(
Br-Ph) | 4H,m), 3.70(2H,s), 3.80-4.00(2H,m), 4.05-4.15(1H,m), 5.
11(2H.5), 6.89-6.98(6H,m), 7.00-7.15(3H,m), 7.20-7.35(2
H.m), 7.40-7.50(4H,m), 10.14(1H,brs)

291 — | -CHz(2- |NMR (CDCl3) &: 1.46(SH,s), 2.75-2.85(2H,m), 3.30-3.50(
Naph) | 4H,m), 3.76(2H,s), 3.80-4.00(2H,m), 4.00-4.05(1H,m), 5.
30(2H.s), 6.89-7.12(7H,m), 7.20-7.30(3H,m), 7.44-7.50(5
H.m), 7.74-7.83(3H,m), 10.30(1H,brs)

3 h — | -CHa-(4-F{ NMR (CDCls) & 1.46(9H,s), 2.75-2.85(2H,m), 3.30-3.50(
Ph) 4H.m), 3.80-4.00(4H,m), 4.05-4.10(1H,m), 5.32(2H,s), 6.
887 16(11H,m), 7.26-7.36(2H,m), 7.59(2H,d,J=8.3Hz), ©.

: 97(1H,brs)
1271 — | -CHz-(4--| NMR (CDCl3) & 1.46(SH,s), 2.75-2.80(2H,m), 3.30-3.50(
| Ph) 4H.m), 3.30-3.50(4H,m), 3.72(2H,s), 3.80-4.00(4H,m), 4.

05-4.15(1H,m), 5.12(2H,s), 6.82(2H,d,J=8.3Hz), 6.87-6.9
8(4H,m), 7.05-7.12(3H,m), 7.28-7.31(2H,m), 7.46(2H,d J
: =8.3Hz), 7.66(2H,d,J=8.3Hz), 10.08(1H,brs)
1251 — | -CHa<4- | NMR (CDCl3) & 1.22(6H,d,J=6.9Hz), 1.46(9H,s), 2.75-2.
iPr-Ph) | 85(2H,m), 2.88(1H,sep,J=6.9Hz), 3.30-3.50(4H,m), 3.80(
- | 2H.s), 3.85-4.00(2H,m), 4.05-4.15(1H,m), 5.18(2H,s), 6.8
9-7.09(9H,m), 7.19(2H,d,J=7.8Hz), 7.25-7.30(2H,m), 7.53
(2H.d,J=8.3Hz), 10.26(1H,brs)
12k1 — |-CHz-(4- |NMR (CDCls) & 1.47(3H,s), 2.75-2.85(2H,m), 3.30-3.50(
NO2-Ph) | 4H,m), 3.80-4.00(4H,m), 4.05-4.10(2H,m), 5.50(2H.s), 6.
88-6.98(4H,m), 7.05-7.15(3H,m), 7.25-7.75(4H,m), 8.19(2
H.d,J=8.8Hz), 9.78(1H,brs)
12-¢1 — [-Ph NMR (CDCl3) & 1.47(9H,s), 2.75-2.85(2H,m), 3.35-4.00(
4H.m), 3.73(2H,s), 3.80-4.00(2H,m), 4.05-4.10(1H,m), 6.
89-7.00(3H,m), 7.10-7.18(4H,m), 7.28-7.30(4H,m), 7.47-7
53(5H,m), 10.44(1H,brs)
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13| — -H NMR (CDCla) & 1.46(9H,s), 2.75-2.85(2H,m), 3.30-3.55(4

H.m), 3.80-4.00(2H,m), 3.80(2H,s), 4.05-4.15(1H,m), 6.88-
6.98(3H,m), 7.00-7.20(4H,m), 7.30-7.40(2H,m), 7.50(2H,d,
J=7.8Hz), 10.027(1H.brs)

74| — | -CHz-(4- |NMR (COCl3) & 1.46(SH,s), 2.75-2.80(2H,m), 3.30-4.00(4
OMe-Ph) | H.m), 3.74(2H,s), 3.78(3H,s), 3.80-4.00(2H,m), 4.05-4.15(
1H.m), 5.07(2H,s), 6.85-7.00(6H,m), 7.00-7.20(5H,m), 7.25
-7 30(2H,m), 7.47(2H,d,J=8.8Hz), 10.34(1Hbrs)

\/(I)i/CO ,C(CH s
Rf -A-X-R’ DATA
12-d 2-(Ph-NH)-Thz | NMR (CDCl3) &: 1.13-1.25(3H,m), 1.39(SH,s), 2.55-2.80(2
-4-y! H,m), 3.30-3.40(1H,m), 3.80-4.20(5H,m), 3.69(2H,s), 6.44(
1H,s), 6.80-7.31(8H,m), 7.36-7.43(6H.m), 9.11(1H,s)
12-l 1-Bn-1H-Im- | NMR (CDCl3) &: 1.15-1.25(3H,m), 1.39(SH,s), 2.60-4.20(8
2-y! H,m), 3.75(2H,s), 5.14(2H,s), 6.85-7.00(4H,m), 7.03-7.12(

5H.m), 7.26-7.37(5H,m), 7.45-7.50(2H,m), 10.35(1H,s)
12| 2(PP-NH)-Thz | NMR (CDCl3) & 1.13-1.24(3H,m), 1.45(SH,s), 2.60-2.70(1

-4-yl H,m), 3.00-4.20(7H,m), 3.68(2H,s), 6.43(1H,s), 6.80-7.00(
4H,m), 7.05-7.15(4H,m), 7.25-7.32(4Hm), 7.36-7.45(6H,m)

, 9.12(1H,s)
12-gl 1-Bn-1H-Im- NMR (CDCl3) & 1.15-1.25(3H,m), 1.46(9H,s), 2.60-4.20(8
2-yl H.m), 3.71(2H,s), 5.14(2H,s), 6.85-7.00(4H,m), 7.05-7.14(

5Hm), 7.26-7.37(5H,m), 7.44-7.48(2H,m), 10.31(1H,s)
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3 15
CO,C(CH,),

HN
\/\©\Rb

Rf -Rb DATA .
16 //@ NMR &: 1.36(9H,s), 2.62(2H,t,J=6.8Hz), 3.07-3.

o s 21(2H,m), 3.48(2H,s), 4.41(2H,d,J=6.0Hz), 6.36
- J\/[ A (1H.5). 6.84(1H,t,J=5.6Hz), 7.09(2H,d,J=8.8Hz),
N N7 HN 7.22-7.35(5H,m), 7.46(2H,d,J=8.4Hz), 8.06(1H,

t J=6.0Hz), 9.97(1H,s)
NMR (CDCR) & 1.48(3H,s), 2.75(2H,t,J=6.8Hz)

16-9) 0 ’;‘3 (
~ \/@ ' 3.25-3.40(2H,m), 3.74(2H,s), 4.53(1H,brs), 5.
H

16(2H,s), 6.94(1H,d,J=1.6Hz), 7.06-7.14(5H,m),
7.29-7.37(3H,m), 7.47(2H,d,J=8.4Hz), 10.44(1
H,s)

NMR (CDCl3) &: 1.44(9H,s), 2.80(2H,t,J=6.8Hz)

16-H 0 N/\B
- MN\Q  3.26(3H,s), 3.36-3.38(2H,m), 3.50(2H,s), 5.17
N (2H,s), 6.81(1H,s), 6.95(1H,s), 7.05(2H,d,J=6.8
CH, Hz), 7.14(2H,d,J=8.0Hz), 7.22(2H,d,J=8.0Hz), 7
27-7.33(4H,m)

H2NV\©\
Rb

Rf Ro DATA
17 Q NMR & 1.34(1H,brs), 2.57(2H t,J=6.8Hz), 2.72(

%16

o S OH.t J=6.8Hz), 3.32(1H,brs), 3.48(2H,s), 4.41(2
- J\/[/) H.d.J=6.0Hz), 6.36(1H,s), 7.10(2H,d,J=8.4Hz),
N N7 HN 7.21.7.35(5H.m), 7.46(2H,d,J=8.4Hz), 8.06(1H.,
J=6.0Hz), 9.96(1H.s) |
172 g N NMR (CDCl3) & 1.20(2H.brs), 2.70(2H1,J=6.8H
- 4 m 7), 2.93(2H,1,J=6.8Hz), 3.74(2H,5), 5.15(2H,s),
6.94(2H,d,J=1.2Hz), 7.07-7.08(3H,m), 7.13(2H,d
J=8.4Hz), 7.29-7.36(3H,m), 7.47(2H,d,J=8.4Hz)
" 10.36(1H.s)
NMR (CDCl3) & 1.53(2H,brs), 2.76(2H,d,J=6.8

17-b o] N/\>
\N,U\/LNQ Hz), 2.98(2H.t,J=6.8Hz), 3.26(3H.s), 3.50(2H,s),
CH,

518(2H,s), 6.81(1H,s), 6.95(1H,s), 7.06(2H,d,
J=6.0Hz), 7.14(2H,d,J=8.0Hz), 7.22-7.33(5H,m)
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IRI
””“@
NHMe
Rf | -R’ DATA

18 | -H | NMR (CDCls) &: 1.38(2H.brs), 2.63(2H,t,J=6.8Hz), 2.81(3H,s),
2.89(2H,t,J=6.8Hz), 3.50(1H,brs), 6.57(2H,d,J=8.0Hz), 7.02(2H,
d,J=8.0Hz) |

19 | Boc | NMR (CDCla) o 1.43(9H,s), 2.68(2H,t,J=7.6Hz), 2.83(3H,s), 3
25-3.40(2H,m), 3.64(1H,brs), 4.52(1H,brs), 6.57(2H,d,J=8.4Hz),

7.03(2H.d.J=8.4Hz)

Ncnuwx#

Rf -A-X-R' l DATA
20 |1-Me-1H-Bzim-2-yI| NMR (CDCl3) & 3.71(2H,s), 3.83(3H,s), 4.04(2H,s), 7.
25-7.40(5H,m), 7.60-7.66(2H,m), 7.74-7.80(1H,m), 10.7
7(1H,brs) :

20-g 1-Bn-1H-Bzim-2-yI| NMR (CDCl3) & 3.71(2H,s), 3.96(2H,s), 5.43(2H,s), 7.
03-7.10(2H,m), 7.24-7.38(8H,m), 7.60(2H,d,J=8.8Hz), 7.
78-7.84(1H,m), 10.80(1H,brs)

%18

x19
OH COCCH
Rf DATA

2ml o Ny NMR & 0.81(3H.t,J=7.0Hz), 1.32(9H,s), 1.30-1.45(2
\NMN@ H,m), 2.81(2H,t,J=7.0Hz), 3.00-3.50(4H,m), 3.26(2H,
s), 3.55(2H,t,J=7.0Hz), 3.75-4.05(3H,m), 5.04(2H,s),
6.50-7.52(16H,m)
22 “NH-nPr NMR & 0.92(3H.t,J=7.0Hz), 1.37(9Hs), 1.45-1.75(2
H,m), 2.60(2H,t,J=7.0Hz), 2.91(2H,q,J=7.0Hz), 2.98-
3.40(4H,m), 3.78-4.00(3H,m), 6.80-7.32(7H.m)

ﬁPr
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H.N
)

N X-R

H
Rf _A-X-R' DATA
21 NMR (CDCl3) & 2.71(2H,t,J=6.8Hz), 2.93(2H,t,J=6.8Hz)

1-Me-1H-Bzim-2-yl

3.83(3H,s), 4.02(2H,s), 7.16(2H,d,J=8.4Hz), 7.30-7.40
(3H,m), 7.50-7.54(2H,m), 7.73-7.80(1H,m),10.30(1H.brs)

1-Bn-1H-Bzim-2-yl

NMR (CDCl3) & 2.70(2H,t,J=6.8Hz), 2.94(2H,t,J=6.8Hz)
' 3.95(2H,s), 5.44(2H,s), 7.00-7.37(10H,m), 7.45-7.53(2
H,m), 7.76-7.84(1H,m), 10.37(1H,brs)

@ w@Mxm

-R’

sal

DATA

-CH2-Ph

mp: 146-148°C
NMR & 2.57-2.75(6H,m), 3. 48(2H s), 3.82-3.94(3H,m), 4
41(2H,d, J=5.6Hz), 4.94(1H,s), 6.36(1H,s), 6.98-6. 93(3H,
m), 7.12(2H,0,J=8.4Hz), 7.21-7.34(8H,m), 7.45(2H,d,J=8.0
Hz), 8.06(1H,t,J=8.0Hz), 9.96(1H.s)

2-a

NH

2HCI

mp: 162-165°C

NMR §: 2.70-3.50(6H,m), 3.65(2H,s), 3.94-4.01(2H,m), 4.
23-4.25(1H,m), 5.91(1H,brs), 6.56(1H,s), 6.94-6.97(3H,m),
7.20(2H,d,J=8.0Hz), 7.28-7.32(2H,m), 7.58(2H,d,J=8.0Hz)
. 8.35(1H,brs), 8.91(1H,brs), 9.16(1H,brs), 10.38(1H,s)

NH

-(3-F-Ph)

2HCI

NMR & 2.96-3.30(6H.m), 3.65(2H,s), 3.92-4.01(2H,m), 4
12-4.23(1H.m), 5.84-5.92(1H,m), 6.72(1H,s), 6.91-6.98(4H
m), 7.19(2H,d,J=8.8Hz), 7.24-7.45(4H,m), 7.59(2H,d,J=8.
3Hz), 7.90(1H,t,J=2.0Hz), 8.60-8.80(2H,m), 10.18(1H,s), 1
0.40(1H,5s) »

2-g

NMe

2HCI

NMR & 2.93-3.07(3H,m), 3.12-3.24(3H,m), 3.17(6H,s), 3
72(2H,s), 3.94-4.01(2H,m), 4.21-4.24(1H,m), 6.72(1H,s), 6
.94-6.97(3H,m), 7.19(2H,d,J=8.8Hz), 7.31(2H,t,J=8.4Hz), 7
58(2H,d,J=8.4Hz), 8.67(1H,brs), 9.09(1H,brs), 10.38(1H,b
rs)

2-i

NH

HClI

NMR &: 2.88-2.98(2H,m), 2.99-3.08(1H,m), 3.11-3.25(2H,
m), 3.61(2H,s),3.85(3H,s), 3.92-4.01(2H,m), 4.16-4.25(1H,
m), 5.89(1H,brs), 6.60(1H,s), 6.81-7.03(6H,m), 7.20(2H,d,
J=8.6Hz), 7.27-7.34(2H,m), 7.58(2H,d,J=8.0Hz), 8.29(1H,d
,J=8.0Hz), 8.75(1H,brs), 8.86(1H,brs), 9.45(1H brs), 10.18

(1H.s)
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OH Y
O\)\/N\/\O\ Q3
X N/LJ\/[;/)\X-R1
H
Ex| X | -R sal DATA .
24 I NH | ~(2-Cl- | HCI INMR & 2.88-3.30(6H,m), 3.62(2H,s), 3.83-4.01(2H,m), 5.
Ph) 89(1H,d,J=5.4Hz), 6.70(1H,s), 6.93-7.05(4H,m), 7.16-7.5(
8H,m), 8.25-8.30(1H,m), 8.60-8.90(2H,m), 9.56(1H,s), 10.
15(1H,s)
2-kINMg| -Ph HCI INMR & 2.80-3.50(9H,m), 3.59(2H,s), 3.91-4.02(2H,m), 4.
13-4.24(1H,m), 5.89(1H,brs), 6.53(1H,s), 6.92-6.99(3H,m),
7.16-7.70(11H,m), 8.60-8.S0(1H.br), 10.13(1H,brs)
2.t INH| -cHex | HCI|NMR &: 1.10-1.40(5H,m), 1.45-1.70(3H,m), 1.80-2.00(2H,
m), 2.80-3.55(9H,m), 3.91-4.03(2H,m), 4.17-4.28(1H,m), 5
.81(1H,d,J=4.8Hz), 6.33(1H,s), 6.80-7.00(3H,m), 7.10-7.70
(6H,m), 8.88(1H.brs), 9.10(1H,brs), 10.15(1H,brs)
2-m| NH | -(trans |2HCIINMR 4&: 1.20-1.45(4H,m), 1.75-2.00(4H,m), 2.90-4.05(12H
4-OH m), 4.20-4.30(1H,m), 6.71(1H,s), 6.92-6.98(3H,m), 7.16-7
-cHex) 24(2H,m), 7.26-7.34(2H,s), 7.56-7.63(2H,m), 8.95(1H,brs)
. 9.22(1H,brs), 10.59(1H.brs)
2-qi NH| -(4-Cl- | HCI |[NMR & 2.86-3.24(6H,m), 3.64(2H,s), 3.92-4.01(2H,m), 4.
Ph) 13-4.22(1H.m), 5.88(1H,d,J=5.4Hz), 6.68(1H,s), 6.93-6.89(
3H,m), 7.20(2H,d,J=8.0Hz), 7.20(2H,d,J=8.0Hz), 7.26-7.34
(4H.m), 7.58(2H,d,J=8.6Hz), 7.65(2H,d,J=9.1Hz), 8.69(1H,
brs), 10.16(1H, s). 10.33(1H.s)
2 7NH | (&= | HCI|NMR & 2.85-3.25(6H,m), 3.63(2H,s), 3.70(3H,s), 3.92-4.0
OMe- 1(2H.m), 4.13-4.23(1H,m), 5.88(1H,d,J=4.9Hz), 6.56(1H,s)
Ph) , 6.85(2H,d,J=9.1Hz), 6.93-6.99(3H,m), 7.20(2H,d,J=8.6Hz
\, 7.28-7.34(3H,m), 7.50(2H,d,J=9.1Hz), 7.58(2H,d,J=8.6H
7). 8.70-8.90(2H,m), 9.94(1H,s), 10.15(1Hs)
2-s | NH | -(3-CI- | HCI [NMR &: 2.88-3.23(6H,m), 3.90-4.01(2H,m), 4.16-4.26(1H,
Ph) m), 6.68-6.75(2H,m), 6.93-6.98(3H,m), 7.17-7.35(6H,m), 7
59(2H,d,J=8.3Hz),7.75(1H,dt,J=2.4, 12.2Hz), 8.77(1H,brs)
. 8.91(1H,brs), 10.21(1H,s). 10.49(1H,s)
3a|NH| <3-  |2HCINMR o: 2.93-3.10(3H,m), 3.10-3.26(3Hm), 3.66(2H.s), 3.
OMe- 67(3H,s), 3.94-4.01(2H,m), 4.22-4.24(1H,m), 5.71(1H,brs),
Ph) 6.53(1H,dd, J1=8Hz,J2=2Hz), 6.68(1H,s), 6.94-6.97(3H,m)
., 7.03-7.06(1H,m), 7.15-7.21(3H,m), 7.28-7.40(3H,m), 7.5
9(2H d,J=8.8Hz), 8.87(1H.brs), 9.09(1H,brs), 10.26(1H,s),
10.42(1H,brs)
4 |NH| -Ph 2HClimp: 154-159°C
NMR & 2.93-3.04(3H,m), 3.15-3.20(3H,m), 3.66(2H,s), 3.
93-4.01(2H,m), 4.20-4.27(1H,m), 6.68(1H,s), 6.94-6.98(4H
m). 7.20(2H,d,J=8.8Hz), 7.26-7.61(4H,m), 8.87(1H,brs), 9
'08(1H.brs). 10.25(1H,s), 10.45(1H,brs)
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Q]
(UB]

*

OH
H
O\)\/N /\ e} S
L AA A
= g N/ X_R1

Ex X R’ sal DATA

2-0 NH -(2-Py) HCI |mp: 240-245°C )
3 NH -(3-CN-Ph)  |2HCljmp: 166-171°C

3-f NH -(4-NO2-Ph) | HCI |mp: 195-187°C

3-g NH - -(4-CF3-Ph) |2HCl|mp: 227-229°C
3-h|[NH-C(=NH) -H 2HCl|mp: >220°C(decmp.)

-NH ,

3-i| NH-SO2 -Me HCI jmp: 249-254°C

4-a - -Me 2HCl|mp: 208-209°C(EtOH-Et20)
4-b NH -Me 2HClimp: 203-204°C

4-c NH ~(CH2)2-Ph  |[2HCl|mp: 214-215°C

4-h NH {(3-CFa-Ph) [2HClmp: 161-163°C(EtOH-EtOAC)
4-i NH ~(4-CN-Ph) |2HCl|mp: 224-225°C(MeOH-EtOAC)
4 NH {(3-OH-Ph) [2HCl|mp: 130-134°C(EtOH-Et20)
4K NH . | <(3.4-diCl-Ph) |2HCljmp: 190-192°C(MeOH-EtOAC)
4-t| NH-CO -Me HCI {mp: 227-231°C

4y NH-CO -Ph HCI {mp: 246-249°C

4-v || NH-CO-NH -nHex 2HClmp: 212-213°C(MeOH-EtOH)
4-x NH {(4-iPr-Ph) |2HCl|mp: 171-173°C(EtOH-Et20)
4-y NH -(3-Py) 2HCl|mp: 232-234°C(MeOH-EtOH-EtOAC)
4-z NH -CH2-(2-Fu) [2HClimp: 184-189°C(EtOH-EtOAC)
4-a1 NH _CH2-(2-Th) [2HCljmp: 204-207°C(MeOH-EtOH-EtOAC)
4-b1 NH -CHz2-(2-Py) [2HCl|mp: 129-132°C(EtOH-EtOAC)
4-c1 - -CH2-(4-OH-Ph)|2HCljmp: 190-193°C(EtOH-EtOAC)
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Ex | -R’ R sal DATA

1-a| -H -CH2-Ph HCI |mp: 175-178°C

1-d||-CH3 -CH2-Ph 2HCHNMR §&: 3.07-3.11(3H,m), 3.18-3.26(3H,m),
3.16(3H,s), 3.96-4.03(4H,m), 4.28(1H,brs),
5.34(2H,s), 5.95(1H,brs), 6.92-6.97(3H,m),
7.28-7.45(11H,m), 7.57(1H,d,J=1.6Hz), 7.6
3(1H,d,J=1.6Hz), 9.07(1H,brs), 9.42(1H,br
s), 14.66(1H,brs)

2-h{-nPr -CHz2-Ph 2HCIINMR §: 0.82(3H,t,J=7.0Hz), 1.36-1.46(2H,
m), 3.00-4.35(9H,m), 3.56(2H,t,J=7.0Hz), 3.
95(2H,s), 5.34(2H,s), 6.92-7.66(16H,m)

2-n| -H -Ph 2HCIINMR &: 2.90-3.05(3H,m), 3.05-3.25(3H,m),
3.97(2H,t,J=5.4Hz), 4.10-4.25(3H,m), 5.92
(1H,brs), 6.93-6.98(3H,m), 7.18(2H,d,J=8.6
Hz), 7.30(2H,t,J=8.0Hz), 7.44(2H,d,J=8.0H
z), 7.60-7.63(5H,m), 7.85(1H,d,J=1.6Hz), 7.
97(1H,d,J=2.2Hz), 8.90(1H,brs), 9.16(1H,br
s), 10.62(1H,s)

3-bj -H -CH2-(4-OMe- |2HClmp: 182-180°C

Ph)

4-r] -H _CHz-(4-CI-Ph) |2HCl{mp: 200-205°C(EtOH-EtOAC)

4-mj -H -CH2-(4-CF3-Ph)|2HCl|mp: 200-204°C(EtOH-EtOAC)

4-nj -H -CHz2-(4-NO2-Ph)|{2HClimp: 217-223°C(EtOH-EtOAC)

4-o| -H -CH2-(4-Br-Ph) |2HCl|mp: 207-210°C(EtOH-EtOAC)

4-p| -H _CHz-(2-Naph) [2HCl|mp: 215-218°C(EtOH-EtOAc)

4-qf -H -CH2-(4-F-Ph) |2HClimp: 215-219°C(EtOH-EtOAC)

4-r| -H -CH2-(4-1-Ph) |2HClimp: 219-222°C(EtOH-EtOAC)

4-s| -H -CH2-(4-iPr-Ph) |2HClimp: 192-194°C(EtOH-EtOAc)

4-d1] -H -H 2HCl|mp: 195-201°C(EtOH-EtOAC)
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OH H
SARaaeH Vsl
s
N NH
H R4aR4bN 2
Ex [ -R*[-R®| sal DATA :

2 | -H |-OH|2HCIINMR &: 2.88-3.26(6H,m), 3.93-4.10(2H,m), 4.17-4.26(1H,m
), 5.11(1H,s), 6.70(1H,s), 6.92-6.99(3H,m), 7.22(2H,d,J=8.

8Hz), 7.31(2H,t.J=8.0Hz), 7.68(2H,d,J=8.8Hz), 8.91(1H,brs)
. 9.15(1H,brs), 10.08(1H,brs)

2| =N-OMe [ HCI [NMR &: 2.91-3.09(3H,m), 3.10-3.26(3H,m), 3.88(3H;s), 3.9
4-4.03(2H,m), 4.20-4.28(1H,m), 8.88(1H,s), 6.92-6.98(3H,m
), 7.23(2H,d), 7.31(2H,t), 7.62(2H,d), 8.89(1H,brs), 9.12(1

H,brs), 10.63(1H,brs)

3-e =0  |2HCl|mp: 229-233%C

o LI ]

Ex -A-X-R’ sal DATA
1-b| 1-Me-1H-Bzim-2-yl | HCI |mp: 225-226°C(MeOH-EtOH)

1-c| 1-Bn-1H-Bzim-2-y! | HCI |mp: 226-227°C (MeOH-EtOH-Et20)
1-e 1H-ImPy-2-yl — |mp: 148-152°C

3-c| 3-Su-1H-Traz-5-yl | HCI |mp: 178-182°C

3-d| 3-BnSu-1H-Traz-5-yl | 2HCI |mp: 216-219°C

4-d| 2-Me-Thdiaz-5-yl |2HCI|mp: 215-219°C

4-e} - 1H-Bzim-2-yl 2HCIl mp: 240-245°C

4-f§ 1-Bn-1H-Im-4-y! |2HCI|mp: 121-123°C (EtOH-EtOAc)

4-g Imthz-6-yl 2HCI |mp: 137-138°C(MeOH-EtOH-Et>0)
4-w Bzthz-2-yl HCI |mp: 238-240°C

x®26
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= 27
=27
OH
O\/[\/N o
N . 1
N X-R
Ex] -A-XR' | sal DATA ]
2-¢|2-(Ph-NH)-]2HCIIMS (m/z) : 517 [(M+H)’] |
Thz-4-y! NMR & 1.11(3H,d,J=6.2Hz), 2.58-2.67(1H,m), 3.07-3.23(3

H,m), 3.41-3.63(3H,m), 3.95-4.03(2H,m), 4.20-4.25(1H m),
6.65(1H,s), 6.90-6.98(4H,m), 7.17-7.33(6H,m), 7.25-7.62(4
H.m), 8.67(1H,s), 8.79(1H,s). 10.18(1H,s), 10.22(1H,s)

2. dl1-Bn-1H- [2HCIINMR & 1.11(3H,d,J=6.2Hz), 2.60-2.65(1H,m), 3.00-4.00(4
im-2-yl H,m), 3.96-4.04(2H,m), 4.28-4.30(1H,m), 4.44(ZH,s), 5.46
(2H,s), 6.94-6.98(3H,m), 7.21(2H,d,J=8.3Hz), 7.29-7.3B(7
H,m), 7.54(2H,d,J=8.8Hz), 7.67-7.74(2H,m), 8.85(1H,s), 9.
22(1H,s), 10.80(1H,s)
2-e|2-(Ph-NH)-|2HCIINMR & 1.14(3H.,d,J=6.4Hz), 2.58-2.65(1H,m), 3.00-3.14(1
Thz-4-yi H,m), 3.20-3.30(2H,m), 3.40-3.50(1H,m), 3.69{2H,s), 3.90-
4.10(2H,m), 4.24-4.32(1H,m), 6.71(1H,s), 6.93-7.03(4H,m),
7.20(2H,d,J=8.3Hz), 7.28-7.33(4H,m), 7.58-7.62(4H,m), 8.

81(1H.s), 9.25(1H,s), 10.32(1H,s), 10.69(1H,s) _
51 Brin- [2HCINMR & 1.13(3H,d,J=6.9Hz), 2.58-2.67(1H,m), 3.07-3.10(1
Im-2-y! H.m), 3.24-3.47(3H,m), 3.98-4.02(2H,m), 4.23-4.32(1H,m),

4.43(2H,s), 5.46(2H,s), 6.94-6.98(3H,m), 7.21(2H,d,J=8.3H
7). 7.297.37(7TH,m), 7.54(2H,d,J=8.3Hz), 7.67-7.70(2H,m),
8.768(1H,s), 9.20(1H,s). 10.87(1H,s)

LT 28 - 29 1RE T RSN A I P Lk ] & 7 M SR ME B
aE=4: D RES LJ&$§EEY~%£%7K)\FM&%DE’JEtiﬁﬁifiﬁﬁﬁﬁ%ﬂﬁﬁ?%ﬁ%%%ﬂ
BT aY, XKk FRARIEIRE.
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= 29
OH H
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23 2b
K) R™R N R
é° R R X
NO _R2a _RZb _R4a l _R4D _R3 'A‘X‘RI
S
e
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22HHOHHH_(:<S

=
25| H | H| =0 | H| N
s ®
6] H | H | =0 [Me| -\
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