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% 5 & % ¥R B 0 B ko B B I (hydralazine) ~ Kk # H &
(minoxidil) - % 1% (diazoxide) ~ 7§ & E (nitroprusside) »
# 5 EE g (flosequinan) % % ; S & T H R E > Bl AR
(amrinone) ~ “F % % (bencyclane) ~ ¥ & & B2 (diltiazem) -~
% M, #h (fendiline) - £ 4 #| BE (flunarizine) ~ & ¥ ¥ ¥
(nicardipine) ~ B ¥ ¥ F (nimodipine) ~ Hgx % H
(perhexilene) ~ # 4 #4 83 (verapamil) ~ Afo %& A& K
(gallopamil) ~ 5§ % ¥ F (nifedipine)% % ; ACE #¢ % # - 4
ho @ 4 & #| (cilazapril) ~ & 4& & #| (captopril) ~ 4& A & #I
(enalapril) ~ # 3% & #] (lisinopril) % ¥ ; 47 & + 7% 1t # > #l
o [Ib 71 3t @ (pinacidil) s AP B o F FRHZEH > 6l B
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&tk (ketanserin) i s 4 ¥ -4 A B # A 0 X & N JKER 4 #]
E (NEP ¥p &1 &) @ 2l & & 11 A 5 X R A & B - B
4o & £ [ZE & (hydrochlorothiazide)~ & IBEHf (chlorothiazide) »
Z B ok Bt (acetazolamide) ~ T 3k % #] (amiloride) ~ # % 4 £
(bumetanide) ~ “F [EE o (benzthiazide) -~ 4k # & B (ethacrynic
acid) ~ £ & 5k (furosemide) ~ Ep i 3 3% (indacrinone) ~ £ 4L
1 % (metolazone) -~ ¥ 7 B (spironolactone) ~ £ X # =
(triamteren) -~ # [ & (chlorthalidone) % % ; X & & & ip 41
@ i 6w T A3 E (methyldopa) - 7T # % (clonidine) ~ B 7
“F (guanabenz) ~ #| & P (reserpine) ; Fv H b 38 4 N 6 B A
BAHHOABELRARANISZLE - CREE R0 % KR
ZERAALEIHIERLTREEBNER - ZFE6TH
M a8 BROHEER -

TaA(D(a)bitbhasitRest—FSHE A WO
02740007 # 1 Beh 83 ()2 (x)HLsHh (XA E&E—F 5
AT 2BREZEEN T H )AL WO 03,7027091 % 20 Fo 21
Rl E -

BETALERENSLL  HAEEALARZAS
BREELTHOBENKRL - —KMT > ROBRZERR > &
BAC7T0 20 ) 84 3 BREH 3 - BAEH 10 ZREH
Lt ity 300 2R > BEHIR I3 HTHFHE
z A B ENHEBBHE THETH A8 wREFRB
T ONTRBAFCH LR 2 AN N ZARE A A
FEmPAREEIBRBEYEE -
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KDk KX (Ta)Z 1644 T U 8K X FRF s 8 #F %
BBz G AR ERGE TR REY T AL
o EP 0678503 + - A A2 X [I{tA P EHEL —EE
- HAREAZICLEGVHBETHERF OO T EETF > Floik

B
a)#F X Il it &
H R,
0
R Ry "R, R,
® (1)

(';H\“:P R‘:R3‘I{4‘1{5$‘7 R6§-E‘kﬂ_]'_¢ﬁﬁ'ﬁ:§) EX—E—E@ﬁ%
A RyR,NH(IID) gyt &4 (£ F R, f» R, & B 4o L #ll AT T & )

A AZBREY BRTL2ARENAEBZN FANKR
BEmur v BaBTRAGURIBRERAGLE  AABFL

MR ERRE - £HREF R o Ry AP X5 REHH A
ARRZHRE W o NBEBA)PERBRREARBZIEN
@ T O REUTHERALCYAERNBBETALFAEZIAELZ
—(#l % N-Boc)R & B i — 54 8 > £ T 4 oo A
SACEIABEMAELEEY 0 R

b)# X I 2146
H R

6 o)
R R R

(.‘,H"_CF' R‘R3‘R4‘R§$‘J R6'§-Qﬁui3ltﬁﬁ'i§.) Ek-;i:-%ﬁi-fﬁi-

(1T)
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R R AR R R, m
L BER_BALAARE

%

;\-
s
B
2\&\7
T
gx;:xﬂ
b

g
2B AIL ARBEY RBRTL2ARESHEAEBD XS K
A A S RERIALERE S KK

) X IV 891t &
H R,

R
R,R,
o (IV)

(¥ R-R;"R,"R; W R HE A LEMmETR) R LB H
AItH XA FRELS BREARAEARBRAREL KK
B R B Ry &amE > HIBAER AL ER=
ERACLEREEZRBALL AZBEY BT LERE®

%t

AB xS BERRERSTHABETREAUAIKERD
X R HraOREAR X -
o X I gebHTRAKRIBRFLoORET EBMZT
kEH B Bl o
a)# X IV 818 &

R
*NR,R,
(IV)

(¥ R-R,"R,"R;fm Reg B aw Ll e R ) RHELBH
¥ & it 4 (methylide)% 4 (£ R > # w0 > £ Tet. Lett. >
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30(40) » 5425-5428 > 1989) > f£ 3% &
KEBx% FEANPREARA PHEOTREAAAXFKER

Y o BT LHEREN

Xtk REBREHEHREL %
b) AR V& dH

(A% R R;“R,"Rs;Fm Re A A L AT £ &) R £ B (£

B > 4 4w > J. Med. Chem. 35 (10)> 1685-1701> 1992 #= J. Org.
Chem. 59(3)+ 653-657 > 1994) > B F » BT L2HR

By B 2sh > BAENRERY T 68 6Tk AHKRLR
UWABE RAKEHEODREL &

c) —RBREXAELKXVHLEWH,
H R,

(‘E‘q’ R‘R3‘R4‘R55FU R6’§“E&D—t—ﬂﬁﬁﬁ;€§) "E&A'E'Eg ’

=4

FRBRBLEZ - BKEMEZ ARG QALFERE(FR
% 4n WO 03050073) @R Y BRTL2ERESHABX
o FENRBERFTH A ETRAGAXKED X F
o RBBREIGFLEORERE > &

d) # & VI z 1t A
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(V1)

(YRR, "R,"R; m R S B btiimecs) LBEH
H—HFTILE THEREFTATFRLRE FZERFAL 48%
HBr & » AR B RZ R » & FH E fLdg o & A1t s7 #%
2 (4 % B WO 03050073) » AZ@EY » BT
® ey XABE 2% FAEARRERT T B & FRAAARRK
WA GFE  REBFEORERER £ -
ERAHBES UG TE T KB IF R -
[ 2% % K]
THERFABRARARESR - HFAEMHEERXHEKER
L2 RANZEERE BRIFFFHEF FAREAEZERT
BAE - BHIRR - B ERf=xx (AR~ Rf & xx % A&
BlAaHh A FRAE - EHALEHEYLLETARBEIRSE -
@ FuxiHmbTrHHeitS L Heni X AutoNom 2000(4
By L E)E &£ o
BB R WA FRIR R &

A R FR-FEE-25% K &K =200:20: 1
B — A FR-FE-25%RAK=40:10: 1
C —RFR-FEE-25% B &K =200:10: 1
D R PR -F EE-25% B £k =200: 40 : 1
E R Pm-FE-K-BCLE=150:54:10:1

% Hypersil BDS C-18 (5 # %k )L &9 HPLC # K ; & 4

27



200535131

4x125 %

I 90% Kk*/10% ZE*% 0% K*/100% LlE*E S » 4
+2.5 s N (1.5 B4 »4)

I 95% k*/ 5% CHE*% 0% K */100% ZRE*& 40 5 4%
N(0.8 FF 5 4)

*L a4 0.1% = AT &
R THES :

Rf 3B RERWZYHE BB 2 6B LIIBRA A&

® L2 FEBE ML A

Rt 4 % & HPLC ¥ &4 % G o5 ] (o 48)

m.p. ¥ 2 (R E)
— & ik A (N-BOC £ % 4 A)

2 % ¥ E“N-BOC #1 £ #74%& 2 £ 4N HCl/ —[E%
FHERN OCTFHHE 26 185 - BREZODE B
RE N REAFLRFPASEZTAREKEBR - KB
BT RFERLEY -

ﬁ

o
e
s
H
oo
i
o
i
N

3(S)-me B -5(S)-[4-F & % -3-(3-

6-F & -1-9f=e-1-4 - % -2(S)-8 — & &%

B
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AL FE A R 0.255 % & {1(S)-(1(S)-5& % -2-9¢%
% -1- A)-3S)-[4-FAKX-3-B-FAARAKX)RT X]-
4-F AR I BMA TR =R TELZHEZAEALLY -

R E e T OH A

a) {1(S)-(1(S)-#8 ¥ -2-Hfk =z -1-% ¢ % )-3(S)-[4-F & 5% -
3-B-FRAARAA)VRF A 4-FEAAA I BRAFHR =R T

5

0.25 % 84 (3(S)-[4-F & £ -3-(3-F A A & G )X T

Q@ i TAIS)RAAEAAIRATE G TEL 4 £

SR A 0.9 £ ATRE b 2 m A T0C FHE 1 b oF -
PR AR BRBRERLLSYD  RERBRDWAEKARLSIU=ZR
T PR ERQCX) & XA HBAUAKBE KRR > &8
WoE A R R B b R R E S - JE 2 W B 4 A (SI02 60F) 4
A EARE A B e - RE=0.24 (9: 1 —f 7

¥ EE); Rt=17.40 (# & II) -

b) {3(8)-[4-F A A -3-3-FAARAK)KF K]-4-F &

SISH)-(R)-An K R K A TR =ZKT &

387 iyt = F R A LA 1.98 R 9 =R T EE 47 ££
SEATTHHBR B 24 A waRERRAS AL A
% 3] 0°C o & 8 Am AN 4.00 5789 {1(S)-F & & -3(S)-[4-F & %
B-CB-FARAAARAR)RTFEAI4-FEAAEIBREATFHR=ZAT
Bs [CAS 172900-83-3]14 24 EA 2 —F HMWT 95k » £ 2
N2 BREASMAyBAER KT IRZE A

RUUZHBT F B EERQX)KAE - &6 2 F # 48 1% % K(3X)
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fo B K i 4
TRy
BREELS MG

Rt=21.90(# B II)

T 2
5

B

g M2k Mk 0 & 3B B BR N OB fo
& #r #5 (Si02 60F) » &K 1% £ & & (T It )#

& & &

m.p. 59-65C -

- Rf=0.43 (1 :

/ﬁ g o ﬁ'
7% A %
1 EtOAc-& %)

# o &R

a) 1-(4(S)-

{2(S)-[4-F & X

3-3-F AKX A A

o (0]
® o
1-{3(S)-f& 3 -2(S)-8 & -5(S)-[4-F A A -3-3-F AKX A
AAVETFA]-6-F AR A 0oz -2- B ik @
4 0.050 sz &y 1-(4(S)-{2(S)-[4-F -3-(3-F AA A
AA)RFA]3-FATA}-2-MAKXNAR-55)-%F XK)
Uk =z -2-8 F= 0.050 % HL A LKA M A 1.5 EF CEHN 1.5
EHARFZHERD I00CTFTHHE 2 8 - BRRERS WL
® P ER o ElEAEK-KT 0 AT BT ERGX) KA B
Z R M AE 4R B B BR Sn 3L R BOARBEEM o  BABB NN
(Si02 60F)# e R B2 ML b 2 B Bk -~ HFLEMR
£ O0S EHH_EBx+ > @ 20 #%F 2 4N HCl/ —[EBEHx R
SO RNREBEAFTARMPEASZSAEZTRARLE B R AR
hEFARABIL S Y
R E T HME

E)-H-
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FAI3-FATHA)2-MAXEA®-5S)-K F K)oz -2-8

# 0.115 L ey ew -2-8AHF 0.136 L 84 = & T EE 47 &£ 3
ZH_F LT RO ATERTHEL 3054 8 0.25
T {3(S)-[4-F AKX -3-CB3-FAEARMAKX)KRTF K]-4-F & -

1(S)-(R)-A1i A& A A VIR AFT&H =& TE (FTHH 1b)E L
BEZH S AFTEBETHPIFEBR - BRELSHEEK-KT

BA=ZRTVFRERQRCX) - &6 2H #H Mtk XK B KR
B M BB BMNELBRE PR ABERE - REBREN
® W (SiO2 60F) K H erh B F 2 ML b X F &b - Rf=0.33
(95:5 — R FHw-F8):, Rt=3.94 (% E 1)

BRBEE®RS | fo 2 AEXFE ABEMRZIFEHET

IR 7/

T o )

3 3(S)-mg A -1-(U X -2,6-=— F Ko -1-%)-5(S)-
[4-F £ A -3-C-FAAARAA)VRF K1-6-F K & -2(5)-8 =
L]

4 1-{3(S)-p& % -2(S)-%& % -5(S)-[4-F & % -3-(3-¥
AR EAA)VRTFAI--FARA MR =-3(S)-B-_BKSD

5 1-{3(S)-# & -2(S)-8 £ -5(S)-[4-F & A -3-(3-F

AARAAIVF T A]-6-F AR A ML 3R)-BE BB

6 N-(1-{3(S)-# & -2(S)-#8 ¥ -5-[4-F A X -3-(3-F
FABAA)VERFT A]-6-FARAIME®%-3(S)- R ) @biH
BR %

7 N-(1-{3(S)-#& & -2(S)-# % -5(5)-[4-F & -
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G-FaAARAHA)VRFA]-6-F AR A% -3(R)-X)T

3(S)-me X -5(S)-[4-F & K& -3-(3-

8 i
A FA]-6-FHA-1-B5RM-4- K% -28)-B_BKRS

9 3(S)-Me A -1-F 0f-1-% -5(8)-[4-F & % -3-(3-¥F
A AR AA)VKF K]-6-F A R-2(5)-83 — BB B

10 1-{3(S)-m % -2(S)-#8 X -5(5)-[4-F A A -3-(3-F
A AR AA)VKT A]-6-FARAIR1£-2-50 B 8

@
® 11 3(S)-A& A -5(8)-[4-F & A -3-3-F A A & A K)
K FAL-6-F A -1-(2(8)-F Adgw-1-A )R -2(5)-8 = & &

12 3(S)-B A -5(5)-[4-F A A& -3-C3-F A A & f A)
£ K 1-6-F K -1-(2R)-F AR -1-% )& -2(5)-8 = B &

2
]

13 3(S)-#& 3 -5(8)-[4-F A K -3-3-F A A & A X )
FA]-6-F A-1-B(R,S)-F AdReg-1-K )& -2(5)-8 - B &

&
Y

® .,
14 3(S)-A& A -5(8)-[4-F A A -3-3-F A A & A K)
XFA]-6-F A-1-(4-F AR -1- R )R -2(8)-B — B & &

L5 3(8)-#& K -5(S)-[4-F A & -3-3-F A KA A & K )
X ¥ A]-1-3S)-F A AM 8 = -1-5)-6-F & & -2(S)-8 =

16 3(S)-AE A -5(S)-[4-F % -3-3-F A A & & #)
A FHA]-1-CGR)-F A AME® % -1-4)-6-F A& & -2(S)-8 =
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B R

RES

17 3(S)-mg A -1-=— F g & -5(S)-[4-F A A -3-(3-F &,

ARBAHE)VEF L1-6-F K R-2(8)-82 — S Bk 5
18 3(S)-Bx A -1-B TR K -5(85)-[4-F & X -3-3-F &
ARBEE)VEXF AI-6-FRER-2)-F2_H 8%

19 3(S)-

gk -1-%, o8 -1-4 -5(S)-[4-F fL A -3-(3-F
IR SESE S 2

O\
—E
» g e
m
[\)
@
;‘%1

22 3(S)-Bx A -5(8)-[4-F & A -3-B3-F & A A A HA)
X ¥ A-6-F R -1-Mfsow-1-K & -2(5)-55 — 8 58 &
23 3(S)-pr A -1-E B KA -5(S)-[4-F &4 #4-3-3-F &

AARE)VRT A]-6-FHRER-2(5)-82 — BB B
24 3(S)-me A -1-B R AR A -5(8)-[4-F &£ K -3-3-F &
® AREAE)RTFT HK]-6-FRR-2(5)-83 — BB &
25 3(S)-me A -1-T K -5(5)-[4-F & & -3-3-F A X
AEAE)RTF R]-6-FHRER-2()-B2—_B &S
26 3(S)-me A -1-— T B A -5(8)-[4-F &R K -3-3-F &
AARAE)RT K]-6-FRR-2(5)-83 — BB @
-F £ 4 -3-(3-
AARABE)RF A-6-FHRER-2(9)-B2 —_B KB
28 3(S)-mr A -1-3 A B A -5(85)-[4-F A X -3-3-F &

&

27 3(S)-me & -1-= & T B A -5(8)-

’_'l
N
w

—8
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Km B A)VET R]-6-F A &-2(S)-B-Bma

20 3(S)-BE & -5(S)-[4-F f K 3-(3-F £ A B R A)
A FHA]-6-FE-1-AEAR-2(8)-B_@&fm8

30 3(S)-m A -1-(E A AT g AK)-5(S)[4-F f A& -3
(- S A B S A)E P A]-6-F 5 & -2(S)-8 = B it &

31 3(S)-BE B -1-(1-2 & & B A )-5(S)-[4- F &K -3-
G-FAARBAVETFAL6-FAR28) BB

32 3(S)-mA-1-(XR¥F XL EHF

@ G rFarAARIETRIGCFPARLS) B -_BHS

37 3(8)-m A& -5(8)-[4-F R A -3-3-F A A &/ A K )
1-6-F & -1-2(8)-= & F ANk = -1-& )& -2(5)-8

X P A
LN 8]

.\.

40 3(S)-pE A -1-2(R)-T A% w-1-%)-5(5)-[4-¥F
£ A-3-C-FaXRBARX)VRKF KI16-F & & -2(5)-8 — @ &
]

41 3(S)-me A -1-((S)-=—#& -T B J)-5(S)-[4-F & K& -
3-B-FAARAR)VKT A]-6-FAR-2)-8_—_BH B

Z A -1(R)-= % - T B ¥ )-5(5)-[4-F & % -

3-B-FAARAK)KF K]-6-F A R-2(5)-85 — B8 B

42 3(S)-4
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43 3(S)-# & -5(S)-[4-F A A -3-3-F A X & A K)
KFAL-6-FA-1-(UR)-F A A A)R-2(8)-8 — B # B
44 3(S)-# A& -5(8S)-[4-F A A -3-(3-F A K A A X )
RAFA-6-F A-1-(I(S)-F A s A)R-2(5)-8 — B &k B
il

45 3(S)-m& A& -5(8)-[4-

£
2FHA]-6-FA-1-(US)-F AT BA)R-2(8)-B2 — B £ B
46 3(8)-p& K -5(8)-[4-F A A -3-3-F A A & AK)
BA1-1-28)-F A A F AMBw-1-54)-6-F K& & -2(S)-8

47 3(S)-# & -5(8)-[4-F A K -3-3-F A A B AK)
A1-1-QR)-F & A F A5 sw-1-5)-6-F & & -2(5)-8

48 3(S)-# & -5(8)-[4-F A A -3-3-F & & & & &)

A FA]-6-FA-1-QR)-FATEAI)R-20)- B _F & B
49 3(S)-A& A& -5(8)-[4-F A A -3-3-F A X & & &)
FAL-6-F A -QR)-&H AMfgaw-1-K)%-2(5)-8 - B &

X

e

@
&

55 3(S)-me # -5(8)-[4-F A -3-3-F A AR AK)
R P H]-6-F K -1-(BEok-2- K g )R -2(S)- B2 BB ip &

57 2(S)-[3(S)-m ¥ -2(S)-# ¥ -5(8)-[4-F & & -3-(3-
FAARAR)RT A]-6-F K R M

58 2-{3(S)-p K -2(S)-8 X -5(5)-[4-F & & -3-(3-F
2 AR A KE)RF K]-6-F &K & KA |

77 3(S)-m H-1-(1,1-= F
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3-CB-FAARAA)VKT A]-6-FAR-2(5-B_—_BRE
78 3(S)-mg A -1-(1-Z & -1-F X & B K )-5(5)-[4-F
AA-3-C-FAARAKA)KT A]-6-F KR -2(5)-8 — B &

N-3(S)-#x & -2(8)-% & -5(5)-[4-F A A -3-B-F AKX &
FA)VEKF A]-6-F A ERE)N-F AL BGRBRD
BN FEA - EA 0.050 %8 {1(S)-[2-(
K)-1(8)-8 T A 1-3(S)-[4-F A A -3-3-F AKX A AKX
A1 4-FAAA I RATFR -G TELIHELALEY -
® K E e TRE
a) {I(S)-[2-(z & H& F ahk)1(5)-8 ¢ X1-3(5)-[4-7F
AA-3-C-FAARAHA)VRF A1-4-FAARL AT 8 =
%

N

T &5
4 0.050 &9 {3(S)-[4-F A A-3-3-F AL AAE)X
FA]-4-FA-1(S)-(R)-Am A R A A PH=8T&CK
M b)) 1.0 £ W EREFH 0.10 EAMFRFZIER
2 60C THH 2 8 - BEABEBERERS
BREMEME 2 EFAG R TFTHRT - £ 0017 £H &I
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wAh 0.026 EFAHLEHEEHEHLEASBLATRETHEHF 1
B e REBZRBARLAFAZAT F & ERQCX) - &2
A #4844 A IMHCI ~ K fo B K 38 4 36 28 & 18 5L B 88 %
Beho gk b A BSR4 - 3k & SR B # 4 (Si02 60F)#¢ % th o
2RO MM E & o RfF=0.13 (95:5 — R Fr-¥F
B2); Rt=4.47 (3 & 1) -

T 5% 5] 36

N-{3(S)-# % -2(8)-#8 & -5(5)-[4-F A A -3-3-FAA A
AAVKFAI6-FTARAICHBERDRED
ARk AR R 0.026 &9 {1(5)-(2-T & B A& -1(S)-
7oA

® 2 L A)-3(S)-[4-F AA-3-3-Fa£LmAaR)X ]-4- ¥
AAaAIRA TR =K TEHEUEELALEY -
KW E e T REME
a) {1(S)-(2-T & Bz & -1(S)-% ¢ % )-3(8)-[4-F &
3-B-F A A ARAA IR F A 4-FAAA IBAFHR=KT

Ba_
£ E B TR 0.040 3 &y {1(S)-(2-8 A -1(5)-% T £ )-
3(S)-[4-F AA-3-B-FRAAARE)RTFT A]-4-F X R ALK

AYB -G TEAE2EH_AFRTahERHE 0.007 £ H#
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Moz fo0 0.011 EHAHCHEFREEH AL S PEHF | o - B
REERBLAKREASAZRT FRERQRCX) . &2 H#K
Mt IM HCl > Kfv B Kk #h > @BHREMNEBE RS
BB W o 3B A BR R M 4T (SI02 60F)# & 4k 4 1342 A
Sieh e el o Rf =037 (200:20: 1 =& F %-F 8-25
% ik & Kk); Rt=17.25 (# E 1) -

b) {1(S)-(2-m A -1(S)-£ T £ )-3(5)-[4-F & % -3-(3-

FAEARARIVRXFRAI4-FAAEIBRATHR =R T &
o #0185 % {1(S)-(2-% & £-1(S)-5 Z £)-3(S)-[4-F &
K3-B-FRARAEA)RTFA]4-FEAAEAIRATFHR =R
TEE 6ZTFHFETZHERAE 0037 12 10%Pd C 7
ATFARAIAL 2 ) RERLAMGEBBERFOEH AE
B oo A EER M M (SI02 60F) R ir B B AZEAILA Y
Z % & & o Rf=0.08(200: 20 : 1 T H-F BE-25%
B A K): Rt =15.47(# K 1) -

c) f1(S)-(2-& & A -1(8)-5 T % )-3(8)-[4-F & A& -3-
CB-FRAAAAI)VRFTA|-4-FPAAAIBREAFHER =R T &

3.10 s #9 {3(S)-[4-F &K -3-CB-FAEAAA)KXT
B]-4-F A-1(S)-R)-An & R A A FTH=&TE(F Kk
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a) 4-(1-F A s A -1-F R Az -1-% 8 = & T B
4 0.052 %89 2-F R -2z -4-A A A B BEMR

A2 2By RERLSMHHE 2 ZETFH& 3M NaOH -
A EBTHHERERAM 30 4 R A 0.079 % % B 8 —
SR TE - CARBLETERTHRHFRERSS 16 8 > X 2M
HCl #B & % pH=6 o A TE T E XRQ2X) &2 F #
AMAANBE KM SBHBMLBENESAERE - $3

B # #7 (SIO2 60F)# s thh R F 2 AL o e & &M o Rf

o =0.45 (1 : 2 EtOAc-& &) °

b) 2-F A 2-Uw-4-AABTFRERD

BB EPH 0115 Lz 2-F A -2-Mf-x-4-A A8t 7T &
(CAS 79757-27-0)in@» 5S EHH FETF  REEFERHE 0.35
Z £ FE P2 1.2M HCl # 0.012 % 9 & 148 (1V)» B ®
4 @ Fu 23°C 816 R ME iR A 4 46 /85 - 3 & Hyflo i J§ # 1t
BABSEBABTRBEAER EBFEBLRALSHTRIFERR -
Rf0.05(200:20: 1 — R FHR-FE-25%EAK)-

® 123 2(R)-N-{3(S)-p& 4 -2(S)-#& & -5(5)-[4-F & K -
3-3-F A A B A A)VRF A]-6-F KA R A}-3.33-= fK&-2-
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H
~ N
124 0
N-{3(S)-p &K -2(8)-82K-5(5)-[4-FaA-3-B-FaAA

A AR F H]-6-F A AL-2-(1,2-— HIB[3H-3.4"-Ffow-1-
AVE T b e — B g S

N-{3(S)-& & -2(S)-#% A -5(5)-[4-F & K% -3-(3-
AARHAEA)KTF £]-6-F KR AE-2-OURR-4-FE T -1-

AR E e T B

a) 2-OBX-4-8BHK-FT HK)-2-F K & &

# 0.200 oy 2-OFK-4-BA-BTK)2-FA-m&EYT
BE A ML 4 ZFNFETF - 4 2H IM & ALEKRE
RELEEZEBTHRHFRESD I BF - RBERERESEMA U IM

@ ol v R EEERE - A BE M A (SI02 60F) R

HRIEK A ETRAILSY -

b) 2-URX-4-2A-BTLE)2-FA-AHERTFEHER 2-(R

X-4-BA-BTEK)2-FEA-ABR T &

2.0 ey 2-0BK /" RA-4-£EA-BTHA)2-FHE-&
B 40 A FEXERAE 0C - ZFH WA 20 FF
ZETHR T 2M ZFRAFHRAEATFRERLHERE
BREATETHE | M- ERETREERM K ZAK
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M BB LB LB Y o BRI B RIS R A0 B K
M BB BN IR AR h AR R4 &R R M (SI02
60F )4t A A U R B ZARAILES DR EH > B LT RIE
XEMM - REFOBEKX)=0.11(1: 3 EtOAc -E %) Rf (R &)
=0.09(1 : 3 EtOAc -& %) o

c) 2-0BX " RA-4-BA-BTHK)-2-FA-5 8%

# 2.690 u By 2-(4- K -RKKA)-2-F K -& 8 (29913-51-
TVEBLE 20 £k F 30 £ 69 IM NaOH Bk F o Ao
® N 0.200 5, ER-42 B 508 150C F &t R ERESH 24
N o & i® Hyflo @EBALR A ABEREER
xR EBAE 200 EFH KPR IM HCl F fo 5 & 3
pH 6 o 2K % S = L F %2 (2x200 & # )0 T B T B (2x20 & #)
ERRERLESGY oM IARBEBABMNELERED
ABERBUREEALESGYWZEXN " KRA-ZEEHHEY 1
4 et GecBEBRBREANRT MBS HBRFMEAEE—F &
AR -

126 N-{3(S)-B & -2(S)-#& % -5(S)-[4-F & £ -3-(3-

A RAE)RTF A]-6-F R ERXL-2-(RA-4-BET-1-

Mg B -2-58 K -5-[4-F R K -3-3-F AAA
AA)VEF R]-6-F A RAL-2-ORKX-4-F A AR -1-K )R

i E T R MH
a) 2-OBKX-4-F & KX-B K)-2-F XK -7 &
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o A)2-F K -5 B

"v\e

# 0.200 % 89 2-(F & -4-F & £
FEBEAMBE 4 EHHTFEY - A 4 2H IMaaibsEx
BERAREEBTHHERLAY 16 8 - K4 % IM HCI F Fo
RIERSHA £ BB TIRG - #3258 E i (Si02 60F)#k&
BHERfEKR A HETEBLEYD -

b) 2-(UBAX-4-F AKA-BTH)-2-F K-8 F &

# 0.500 8y 2-(OBX-4-BEA-RTHE)2-FEA-BETF
BE (K oet]l 125b)is @A 5 B & Kkw &lkd ¥ - B3 5 /o

@ . 0120 £ A M(60% H )RR 40C FHRHERZSH 1
N BE o e AR F IR (0.233 EH)AB RS BB 40CE S

B e R B RBEREMAHNEER X 5 EFAHKMFLE
RBEA A Z & T F 8 X BR(2x50 ) &2 H #48L88H
HEBMHEE S AERE - B BB MM (SIO2 60F)R
HHERIEAKR AL ETHEABLEYD -

128 N-[3-8% 5 -2-%8 K -5-[4-F A K -3-3-F A X &
BR)RFA]-6-F AR A}-2-(RA-4-FAART-1-K )8

o
e

Bk

g;
55
R
KB

—_—
[\
O

-{3(S)-#& & -2(S)-# ¥ -5(5)-[4-F & K% -3-(3-

CadiD

AFEVEF E]-6-F A ERA-2- BT EX-2(R)-F A K

(T
= -}_W:\W
i

&
5
B
B
R

Wi ke TR

a) (R)-mL A-FAREA-TH

# 1.00 L9 (R)-a-F AEA-RA L&A 20 £ F B T
ZHERENERMKSE - wA 0.100 % 2z Nishimura 4 1t #

(&
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Fo R AN 4B 20CF &4 1/ 8F o &% Hyflo B8 R
bR ABERBERARBEEZALES LB ED - R
W E A K& —F itk Mg R o Rf=0.84(150:54:10:
l R FIR-FEE-K-TB8])-

130 N-{3(S)- 8% -2(S)-%& X -5(S)-[4-F &£ -3-(3-
FARRAA)VET AL GCFARRAI2R)-FAR-2-EAT
B B BB AR BB

131 N-{3(S)- % -2(S)-%& X -5(S)-[4-F £ -3-(3-

@ rirmaA)RTAICTARLI2R)-FAAE33-=F

A T B hr B8 AL BB

132 N-{3(S)-B & -2(S)-#& & -5(S)-[4-F & % -3-(3-
PAAR A A)ET A]6-FAEALI333-Z fE-2-F 4
E-2-Z— A XA AEBRBEBRED

133 N-{3(S)-B A -2(S)-%8 % -5(S)-[4-F § % -3-(3-
FAASAA)ET R]6-F A& A1-333-= R & -2(R)-F
AA2-FARBEDED

® 134 N-{3(S)-B A -2(S)-%8 & -5(S)-[4-F § 4 -3-(3-

PAA S AA)ET K]6-F AR AL-333 = f Kk -2(5)-F
FA2-FH RGBSR D

135 N-{3(S)-# & -2(5)-% & -5(S)-[4-F § # -3-(3-
FAARAK)IET A1 6-FARAI 2B A-333-2 &
R -2(R)-F A K R dh i B 8B

136 N-{3(S)- A& -2(S)-#& ¥} -5(S)-[4-F & -3-(3-
FPARRAAIET A6 FARRI2R)-FARA2XE R
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137 N-{3(S)-m& & -2(S)-5& & -5(S)-[4-F & # -3-(3-

AK)KF A]-6-F AR A)-2- BT K-2(R)-F &A%

N-{3(S)-m % -2(S)-& % -5(5)-[4-F & % -3-(3-
AK)KF RI]-6-F A RAL-1-F AKX E & W& &

139 N-{3(S)- B % -2(S)-%& % -5(S)-[4-F & % -3-(3-
AKE)VKRF A]-6-FAREL-1I-FAARCL R B8

140 N{-3(S)-mc % -2(S)-#& & -5(5)-[4-¥

g % -3-(3-
FAKA-AAK) KT HA]-6-FHA-RA}-2(R)-F AKA-3-X A&

141 N-{3(S)-# # -2(S)-% ¥ -5(8)-[4-F & * -3-(3-
FAK-HAK)RXF KI]-6-F X-RA-I2R)-F AKX-T &

i A -2(8)- %8 & -5(S)-[4- F & -3-(3-
R P AL6-F K-k K )-2-0k o -3(R.S)- -

-
=
5
I
o
R
=

I AARIEFT B 122 Pl 2 F kR o
43 N-{3(S)-8 X -2(S)-# ¥ -5(S)-[4-¥ & 4 -3-(3-
A)-KXF HE]-6-FX-FHA)3- BT EX-2(R)-F &

-
ey
i
3
3@

LM AARIE TG 129 P2 FoE R H
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% -2(S)-# K -5(S)-[4-F # X -3-(3-

144 B
FaA-ma A)-KF A-6-F K -& KA }-2-0fow -2(R,S)- % -

-2(S)-# X -5(S)-[4-F

N- e & g% -3-(3-
PAA-BAK)-KFA]-6-FA-RA}-2R)-F AK-2-F &

a) (R)-2-
‘ #1.69 3 &

R)-2
A 40 EAHHFETF o A 40 EH IM SALEKRKER
BREZBRBTHRHERSY
Ao b ABEIRE - B & E M (SI02 60F) 4 1t % £
AR EBILS Y T EH o Rf =0.70 (35: 13: 5 =
RIR-FE-TB)-

2.5 B o A 1M HCI F fv R E R

146 N-{3(S)-M& % -2(S)-% & -5(S)-[4-F & % -3-(3-
A&k -H A K)KF A]-6-F K-BA}-2(RS)-(R K -2-%
]

i
® A-B A)BE TE K

B 5
147 N-{3(S)-B & -2(S)-%& & -5(S)-[4-F & % -3-(3-
FAA-BAK)KXF E]-6-FRA-BRAL-BE)-#HA-BRT -
I(R)-% )-8 T 6 fiz -8 % &

-4
AW E o TR
a) 2-B3)-#A-BT-1(R)-A)-2-F X -& &
# 1.00 L ey 2-ORK-3-A-Ba A)-2-FA-% 8 8
BRA 30 B FET - mA 30 B IM 8 AL KER
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BAEES FHHERAH 168 - 0 IM HCl + 5 R &R 4
M BF ol kBB M o B A BRE M HT(SI02 60F)MR 4 £ Rf M
WREARMERBRHEILEY

b) 2-3(S)-# A -BT-1(R)-A)-2-F X -& B T &

» OCT#H 3 Hxawalkd e IM owTEARL
ik mE 1.00 89 2-B3S)(Z&THE-—FAFH KA
A2)B o -(IR)-A]2-FHA-AmE CEA£ 3 ETHwalid ey
Bk cCBRBYLEEBRTHE | JHAKAARZRKT 7 &

@ 20 mA)HEA KO BA)RBAKQ0 B ALK - F M
& BB B #1 47 (S102

REeBHBMEBRPHIDABERE - %3
60F)MRHE L RFIEKRBEDELRARALEY -
c) 2B (=BT HA-—FRFHHKAHK)RCT -

(1R)-&1-2-F X -%& 8 T &
# 21 EH_BERABGRENERM IM £ wglk
S OB F)A B -T8°C e & 15 4 M & E mA 3.72 %
BB (Z&TA-—FA-FHREA-RA)-ET-1(R)-£]-
T Hmwmalkd ¥ xR R &#
BEEFN-T8C - H-T8C THRHFREE R 30 4548 R U —
Moy mAasmFrrO3l £2H4) 88 30 p&HMERERS

z B ¢ B5(197091-18-2)4£& 20

BB 0CHAKBRSIE-T8C - &8 15 4 42 # I
B AN ERABRKRE-ERQL EF)EN-T8C T #HH#
RIERASY 30 248 - A —F o mA 1.31 28 F AL
B 16 NEHEMERERSA Y WBEIZETE - RERES DA
0.1M HCI(50 % # )4

‘-\]ny

It REBEARBAZKT T & (3x50 &
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)RR - A AKBAEARNBRGO ZEH)AEKE > &BHRK
BN SR Ao dE b A B ORME - B & B E M T (Si02 60F)R 3 A
Rf {& # 7% &% ) 88 T 4% B 1t 4
B & -2(S)-5 K -5(5)-[4-F & &

FaA-BAK)-KTF E]-6-FHE-BRHAE}-2-9kok-1- K- T &
fR-— BB

A E e T R

a) 2-%kek-1-K-2-F A-& 8
o 8 1.54 % 8 2ok ok -1-4& -2-F A -7% 8 2 &5 (73828-88-3)

148 N-{3(S)-4 -3-(3-

S

B 20 EF W FEP A 20 FH 6 3MNaOH & # 60

CTFTRAMEH 16/ 8F - K X IM HCl ¥ o R &L & ¥

BHi#EdAZERSE - B E2HEMNMNGSIO2 60F)R K L Rf A #

B mELZREELESY -
149 N-{3(S

¥ a k-

)-AE % -2(S)-%& & -5(S)-[4-F A & -3-(3-
A A)-FXFA]-6-F K-k K)-2-H A -22-- F %-

{3(S)-# & -2(S)-%& X -5(S)-[4-¥F

N- A A -3-[3-
AKX F K1-6-F & -k K)-2-(1-F K= -3-

a) 2-F A-2-(1-F K -YR=e-3-K)-& &

#0.200 ey 2-F &K -2-(1-F A -Uke-3-%)-A 8K F &
BRAE 4 EFHTFETY o mwA 4 E2H2Z IMAALLELRSE
BRAEAALEEBRTHHFERASS 16 8 - X IM HCl ¥ fo R &R
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O BN LB LB R (3x50 B H) A A A E G K

g

b

&
Y
i

o 3 A BB MM (SI02 60F)AR ¥k H Rf 4 # 5% 42 4 48
TR AlLEY -

xR &

(2

b) -F A -2-(0-F A -9k -3-%)-R B F B
4% 0.370 %, 89 2-F B -2-0ke-3-K-BH B F & (F 2 ) 142)
BAE 2 BHHFEBE o mA 0.19 B FE(35% KE

BRI)VEEREBZEZR MBI 60CHEL 3 JbEF - FBERRALSHEZE
B A 4M NaOH ¥ $v ) pH8-9 Huv ;A = & T F & % & (3x10
@ i) sz AMAEBRB A E KK BB KM
A ikl AR o 4 & BB A (SI02 G0F)R# % Rf
R R RS -
151  N-{3(S)-#% % -2(5)-% & -5(5)-[4-F & A -3-(3-
PAA-H R E) X T H]6-F A -k AL-2-(1-F &R ok -2-
B)-E T M-8t S

LW GBARIE TR 150 Ptz kU H -

152 2-(R KX -4-C & m 4 -3 @ K )-N-{3(S)-m% X -
2(8)-#8 & -5(8)-[4-F & A -3-3-F A A -H A KA)-KF K ]-6-
FA-RA-RTHK-BRSB

WY e T HE

a) RKRRAX-2-4-z @ik -B HA)2-F K-8 8
0200 9 R KX -2-4-_. B R-B O A )-2-FE-REE T

B 4 ZHHFEF - WA 4 Z2H IM 8 AILEKER

P

BRAEEBRTFTHEHFRELASH 16 g o 2L 1M HCl ¥ o R & i &
MEBR LB UEEROGXS0EH) - R ABRESHZIA
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AR o #E & BR B AT 4T (S102 60F)AR 48 3 Rf 14 #¢ & tr 4 48 &
ZmABILESY -
b) RRA-2-4-ZEp- A)-2-FR-HEETF B
#0422 F A RA-2-(4-BAA-BRTH)2-FA-AH
FEEEMEREBHEY - mA 071 EAMER LK ALALT
BTHRFEER 1 AF  c ARETAZIA B ABEREKR

B A o f & JB M4 (SI02 GOF)MR 45 % RE {4 4 5% # 4
B RAR ALY -
® &) ARX2-4-BEA-BLA)2-FA-FHBETE

% & 51649 (0.761 %) E 0.898 % #9E K -2-(4-F &
BMARX-BTOA)2-FA-ABHTFEEAL 7 2/ NN-—F KT
B THER - BERERSHmEE 100CE 16 8 -
AWM ANE TR R 20 EAGASERNNZKT F &
B((3x30 ) &4 A M8 HE K20 £ FA)RK MK
BB BN IEE D AR o B Z B A H 4 (SI02 60F)

WEHLRIEREZBEMWELREELEY -
® d) MmEX-2-4-Fméb A K- BT HA)2-FA-RHKTF &

#F 1.00 5089 2-OBR-4-BA-RTHKA)-2-FHR-AE& T &

(F 5 4] 125b)~ 1.38 £ H = e fo 0.061 % &) 4-— F g 4

M=z £ 20 EF R FHRZBERAHE 0C v N F 5 8 &

(050 EH)R BB REEZTRTHE 16 hoF - Fixkfel

B AMAKERTE>HZIER - X R TF K FR

(2x50 £ )k -- A4 2 A M4t RBE KRGO EIH)R

Mo B BHRBMNEE RS ABRRE - # 2E M (Si02

~

¢

\
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COF)#R 4 E RfEA K A thhE TR ABAILES W -
153 2-3(S)-z B k- O -1(R)-F)-N-{3(S)-h& A& -

2(S)-#8 & -5(S)-[4-F A A -3-3-F A K -H A A)- K F & ]-6-

¥ A-BA-B TEHK-BKRD
LM ABARBEFERMB 152 Pz FEHR 2-(3(S)-%
A-BT-1(R)-A)-2-FHA-AB L8 (Frwp 147b)8 # -

T 5% ) 50 :

N-{3(S)-m % -2(8)-$ A -5(5)-[4-F A A -3-B-F AKX A
AA)VRFT A]-6-FREEI-N-BEBAAF R dEix B it 2B

AR F ok Ao 45 A 0.046 % & {1(S)-[1(S)-#& £ -2-(&
AT k- EE A A)C K]-3(5)-[4-F AA-3-3-FAAAA
)R FEA]4-FAAA-BAFR =K THEEHERLRALS

o~

o
pe

W oo
AW H ke TR
a) {I1(S)-[1(S)-#& K -2-(B A X F s & M K )T X |-
i i

3(S)-[4-F A K -3-3-F A A &/ & K )R

A F B =%TEH
#0.050 s &9 {3(S)-[4-F A K
FREI4-FE-1(S)-R)-Am A XA BEAETFHR=ZKT&(K

3-(3-Fa A AmA KX
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e 1b)f 1.0 &5 B HEEF 0.277 &
60C FT#HH# 3 I8 - ROEAEHRKRERSYIRE D L - &
s mEe 1S EHH_RFRF £ 0018 A H=C
BeAo 0010 AW FREAEZHHLAESLS  FAEB TR I
N e REBZARBEAKRAFAZKT F & X RE2X) - & #
Z K M A1 A 1M HCIl ~ /K o BB 5K 38 48 3 ok % & 1B B B
LR Ao B B AR IRME o & BRE M 4 (S102 60F) 4 7 £
MR EEILAS D E & - Rf=0.17 (1 : 1 EtOAc -&
o ) Rt=5.16 (# & I) o
WMBEEHRB SOMBES FE > NBEMGFEEHET I

FERBRFZEHERN

1)

7/

T %%

69 N-{3(S)-p& & -2(S)-% & -5(5)-[4-F A A& -3-(3-F
AR BE VKT A|-6-FRRA T RGBEBEHRD

83 N-{3(S)-fz % -2(S)-%& A -5(5)-[4-F A KX -3-(3-F

AARAK)VKT A]-6-FRARA VX i B et B
85 N-{3(S)-# & -2(S)-5 K& -5(S)-[4-F & K -3-

o
il

AAREK)VKT A]-6-F & & & VB -2-5 86 B

]
86 N-{3(S)-m & -2(8)-%& & -5(5)-[4-F & % -3-3-F
AR R AK)KT K]-6-FRARAVC-RXATF b

87 N-{3(S)-# % -2(S)-#& % -5(S)-[4-F &
A AR AK)KT R]-6-F RRAELVAH b -1-4 86 B

\

88 N-{3(S)-p& & -2(S)-5& ¥ -5(5)-[4-F & # -3-(3-F
A ARAA)VKT K]-6-F KARAELVT bt -1-5 8 B
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89 N-{3(S)-pz ¥ -2(S)-£ K -5(8)-[4-F A %K -3-(3-F
AEARAAIVRKF R 6-FAREIAR-2-RBGKRBDKD
90 N-{3(S)-px & -2(S)-% A -5(S)-[4-F A & -3-(3-F
AARAEIVRTFAI-C-FRARA IR A EBGRERD
91 N-{3(S)-#g & -2(S)-5 X -5(8)-[4-F & X -3-3-¥F
AARAKIVEF R|-6-FRARAICAEBHRBRD
% 3 R Ri(% %) Rt(F %)
® 1 8 & K 0.13 (A) 11.43(11)
2 B &8 K 0.20 (A) 3.47 (D)
3 A& XK 0.16 (A) 3.21 (1)
4 xR B &k 0.06 (A) 2.88 (I)
5 R#%BEH K 0.06 (A) 2.88 (1)
6 B E R K 0.04 (A) 2.90 (I)
7 B EH XK 0.03 (A) 2.90 (I)
® 8 R B & B K 0.19 (A) 2.95 (I)
9 kB EH K 0.12 (A) 3.17 (D)
10 CIERE R 0.28 (A) 3.64 (1)
11 a & B 0.10 (A) 3.13 (I)
12 AR 0.03 (A) 3.11 (1)
13 B & B 0.08 (A) 3.17 (1)
14 G & B 0.20 (A) 3.18 (1)
15 G & B 0.11 (A) 3.02 (1)
16 CIEAER 0.12 (A) 3.03 (D)
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17 w & B A 0.11 (A) .82 ()
18 ® & BB 0.14 (A) .04 (1)
19 X & B 0.05 (A) .86 (1)
20 X & B 8 0.14 (A) 18 (1)
21 & & B g 0.26 (A) 21 (1)
22 = & B B 0.06 (A) .90 (1)
23 G & B 0.09 (A) .00 (I)
24 G & B @ 0.26 (A) .98 (I)
® 25 CHEAER 0.05 (A) .93 (D)
26 AR 0.20 (A) .02 (D)
27 CHEAER 0.09 (A) .08 (I)
28 CIEAEK 0.14 (A) .16 (D)
29 G & B g 0.08 (A) .98 (I)
30 CIEAER 0.16 (A) .96 (1)
31 CIEAER - 0.22 (A) 15 (1)
® 32 CIEAER - 0.59 (A) .36 (1)
33 CEAER - 0.16 (A) 01 (1)
34 8 & XK 0.27 (A) 31 (D)
35 CHAEE 0.20 (A) .07 (1)
36 aéenxk 0.11 (A) .14 (1)
37 R & h 0.88 (A) 14 (D)
38 EIEAER - 0.22 (A) .76 (1)
39 G & B # 0.22 (A) 46 (1)
40 & H XK 0.14 (A) .23 (D)
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41 CIEAER - 17 (A) 15 (D)
42 G & B g 15 (A) 15 (1)
43 CHAER 20 (A) .53 (D)
44 CHEAER .16 (A) .52 (D)
45 CHAER 13 (A) .73 (1)
46 CHEAER 24 (A) .15 (D)
47 CIEAER 22 (A) .18 (D)
48 a & B 17 (A) .73 (D)
® 49 CHAER 21 (A) 42 (D)
50 CEAEE 97 (A) .59 (1)
51 CIAEE 24 (A) .40 (1)
52 CIEAER .33 (A) .73 (1)
53 CIEAER - 32 (A) .85 (1)
54 CHAER 13 (A) .05 (D)
55 CIEAER 07 (A) .06 (1)
® 56 CIEAER - 21 (A) .75 (1)
57 EEAER .06 (A) .86 (1)
58 IR .22 (A) .86 (1)
59 mE &b .20 (B) 51 (1)
60 CIEARER 12 (A) .75 (1)
61 G & B # 31 (A) 34 (1)
62 B & B 8 .15 (A) 44 (1)
63 G & B 22 (A) 52 (1)
64 G & B # .69 (A) .87 (1)
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65 a & B g 0.24 (A) 72 (D)
66 CIEAER 0.27 (A) 33 (1)
67 CIEAER 0.25 (A) .28 (1)
68 % & 0.12 (A) 23 (1)
69 CIEAER 0.12 (A) .30 (1)
70 a & B # 0.33 (A) .64 (1)
71 a & B 0.32 (A) .18 (1)
72 CEACR 0.45 (A) 15 (D)
® 73 CEACR 0.29 (A) .63 (1)
74 CEAEE 0.29 (A) 47 (D)
75 CIEAEE 0.30 (A) .38 (1)
76 CIEAER - 0.30 (A) .39 (D)
77 CIEAER - 0.09 (A) 27 (1)
78 CIAER 0.12 (A) .40 (D)
79 CIAER 0.76 (A) .90 (I)
o 80 CIAER 0.76 (A) 15 (D)
81 CIAER 0.76 (A) .39 (I)
82 CIEAER - 0.76 (A) .96 (1)
83 EIEAER - 0.61 (A) .84 (I)
84 CAER - 0.60 (B) 17 (D)
85 WME &b 0.52 (A) .77 (1)
86 MR &b 0.52 (A) .84 (1)
87 M &k 0.49 (A) .52 (1)
88 W & h 0.51 (A) .74 (1)
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89 mwE &k 33 (A) .52 (D)
90 wME & b 39 (A) 48 (1)
91 wMw &k 41 (A) .36 (1)
92 G & B # 43 (A) .08 (I)
93 wMw &k 36 (A) .28 ()
94 G & B .55 (A) .49 (1)
95 B & B 28 (A) .27 (1)
96 X 4% & B .10 (C) .03 (D)
® 97 B &k .38 (A) .84 (I)
98 X% & B .10 (C) 13 (D)
99 LR .09 (C) .32 (D)
100 G & B # 44 (C) 12 (D)
101 CIAER .29 (A) .64 (1)
102 B & B # .05 (C) .60 (I)
103 G & B g .04 (C) .85 (I)
® 104 CIEAER .05 (C) 01 (D)
105 CIEAER 37 (A) 32 (D)
106 CIEAER .35 (A) 31 (D)
107 CIEAER .33 (A) 47 (1)
108 CIEAER 11 (A) .04 (1)
109 EIAER 12 (A) .07 (D)
110 EEAER 42 (A) .25 (1)
111 B & B i 39 (A) .25 (1)
112 CIEAER 25 (A) .18 (1)
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113 a & B 8 0.41 (A) .18 (I)
114 b & B 0.26 (A) .03 (D
115 b & B 0.31 (A) .38 (1)
116 8 & B 0.50 (A) 44 (1)
117 g & B g 0.21 (A) .04 (1)
118 G & B 0.26 (A) .00 (1)
119 a8 & B8 0.21 (A) 97 ()
120 a & B # 0.30 (A) .54 (1)
® 121 G & B 0.19 (A) .05 (1)
122 G & B8 0.15 (E) 97 ()
123 B8 & B 0.33 (A) .26 (1)
129 G & B 8 0.24 (A) 15 (D
130 G & B 0.33 (A) .83 (1)
136 G & B8 0.07 (C) .03 (1)
140 a & B8 0.35 (A) 93 (1)
® 141 G & B H# 0.28 (A) 48 (1)
142 G & B 0.11 (E) .03 (1)
143 CIEAEE 0.07 (C) 39 (D
144 G & B g 0.13 (D) .07 (1)
145 B & B 0.07 (C) .05 (D)

= 40 :
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R FIR-FE-25% B A K =200:10: 1
D R P -FEE-25%E A Kk =200: 40 : 1
AP -FE-K-ETLB =150:54:10:1
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B PXBARKE
AVHEGAMTFTARAX M A KA B

OH
NR,R

Ry Rs NR;R, )
(1

H P R‘R1‘R2‘R3‘R4‘R5$UR6§‘EE‘£§¥§B€%H}%E3‘%
. AP s AHMEMOEHEIT R mAHBETLEILSHHE
BB (HE R XA AT F (renin)dp 4] B )X A & -

N RAXBFARE

The application relates to novel amino alcohols of the general formula

OH
® NRR,

Ry Rs NR,R, O

where R, R,, R,, R;, R,, R; and R each have the definitions illustrated in detail
in the description, to a process for their preparation, and to the use of these

compounds as medicines, in particular as renin inhibitors.
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