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SO HALE 1,2,3,4,5,6,7T R8N HERTF KL,
£A2,3,4,567X8MHRFEHSE L, (CH),R(29)
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R(29)A—(CG—C)— T L AR &,
CTABRKKIEH 1—3 4kl FClL, -CF;, T4, 74
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Pmppigd A RGRF AL RE & R 65T H, TR A
IR RILF, RBRARIAARED, B Y, KRR M
Aot et ARAF L AU L , KBTI XK A3 4 7 & 37 7
R g 4 RAT SRR RE K 75,

ARG Amppth—A F RIEH (Na' /HT 3k ) 65 H & dp
FH), IZIBRTIIAL SN ER(RENS oK, F0kH5F AL, 1B AA
F), EELM R mp P, REKTHTMNE, obintofy, o i d
G t, BR ALV EREA LG ML F L5, 45
A B CAMMEAGE AR TR LA LR LT85 0%, LA BB
BRI, BRABHIZERERTFF, A NEGHWELEATHLELR
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Flo ME A, THER, Fldo, RAF, 2FE R, B R F L4
FEMALE A MY A, AR F, o3 R, JL A e R, AR S
F, 3&iE R K ne @, F,

sMSFoRAEHHR, EHRASELERGTRF, R A F, £
ERREMEEFEFRES, AT FTEHRETRAGAY, o R
Fl, BB R R, I E, KSR, BIERR IR, TR A MR
Fl A 4o, BTA218 A%, FUIL 4R, BEBR4E, BhBR 4T, LB, R B B R 2 H,
AR IR, A4 ERTUTERF, LTEEBLEEHT, &
i$ &9 i M R F 30 F Ao, A X dpih, o KL DR & b,

MFETAERBWRL S, THELNLEGH, REE, 5L 7
R R A0 B, 4o3& 08 F, SUAL R &R A 46 80 ) — A2 H & Ao R, A
BRI A, GEERA, Plie. K, AL KAE FlolB, 5
B, H, A A MR EBATER SR, XE&FMH ol
LR & AR Rl éh iR a4,

ERATRAFANCTERGHFD, Pldo, K [ EHUEGHLEAF
LT AR 65IF F, o, OB ROK (AR IZIE # 65IR S 40 P T A 6975 iR
EFRAILM, wREEZ, EAUVLTEH L LG FHHIEY H 4o &
mEM A, LR T H, VA HHEH, IHGHFNERFERY
0.1 /10, L%£90.3%53 FTFUKRAGEMILSY,

AT EMLGHL ATl B HERETERARSHGD
KAAER B IR, ot TG ARG~ EHE, UAK
GIT QRIS e R, T R ERANRR EM,

Gk, R EY TShkg 9 EHH X[ LEHBFNEESHO.
00lmg/kg &, KL EV 0.0lmg/kg hZ, £ 5 A 10mg/kg &,
Mt E S Img/kghE, M TERAE, Pl Mg EE, LMEA
PROFNERERGLHGYHE, Pl HE XL H 48, AL
BRI H, Bl nlfp e ER A, £ 5THXER 100mg.

wER .

AIBN a, c—BRFT M

Bn F &
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CH,Cl, ZRF%

DCI MATILE & FiL
DIP R Rk

DMA bl F S--X 5
DME ZPRELKE
DMF N, N—= ¥ & PBhx
EE L B2 UBE(EtOAC)
El v FE&

eq 4%

ES R E S T
Et %'

FAB e F&k&
HEP hay 3

HOAc (U BS

Me L'

MeOH VB

mp pesp-2

MTB ¥ okdr T ALK
NBS N—:& T =8 T s
NMP N— ¥ & otk og &z &R
RT i

THF v & vk

TMU N,N,N’,N'—m 7 £ Bk
Tol Tk

CNS ARV A
K H

HERTBRAM(] )G —RTE
FTER7EABEPEFL(L,L=0H)
H$0.0IMANETE4FFAEAMETXREH T 60ml LKk THF F,
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KER 1.78g(0.011IM) B &£ — k=4, ART THH 2 11,
H2.95g(0.OSMYMEFANREBER, HHEITRAE AE(HRFELR
B)A% THF, ka2 & G4, Al 2N HCl B2 4418 £ PH6 % 7,
ARG RTEREAM(K L )E L, B ALBRKER, THIEAR
RUBE AR ABRLE, KRG X TERANSET gL
693k,

#ERTBRREM(T)a)— 2T K

TRFEBORXPHELEEFL(I, L=0—%%)

# Smmol X I X Va4t £ 85 = 25mmol M (% & )5 T 15ml
FEABEXEFT 15ml THF &, # ¥ A2 $h B (A6 2 F o iE A
2RISOH)ARBALLLEGEELR), BAEEEEARIE)ALE
R, H % 62 40 8 N 300ml EE, # # 508& &R 50ml NaHCO, i3 i
ik 3 oK. B EM NapSO, T3, L& AMIEF, A &E %K
#|, 40 EE/MeOH 5: 1, W& B 4042 & 6 E 1L,
(Tl 7R AHMEL)

51, 4—U4—RRE—-NN—CLLETRABKAL)—3—T
BRE L R TR, Z2Es,

0
T HCI
0=8—
\ HCI
O:ﬁ/
N
( N \\l/NH2
o} NH,

a. 4—R AL LR E BB NN —= U5

£ —-30C A 30.8ml & 472 146ml 70% L AeKixk, LR 46
BRI —SC, REBN 19.2ml 4—RBRAXKXE, REHLRGWH
ART THHES IH, FAEERE %A 100ml 42 f2 Na,SO; Kix
AALE, K E R 200ml 42 f» Na,CO; /Kix ik 4072, # B &k A 200ml
EE MR 5k, ¥A WA A NapSO, T3, L=tk X5 #, 4 A EE/
Tol/MeOH 5:5: 2 A MFA B A Gz Ak &8s, 521.8¢
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Tol/MeOH 5:5:2 i A MA B ARG HhE AR EH#4EWL, 55 1.8¢
A&,
Rf(EE/Tol./MeOH 5:5:2) =0.68
MS(ES):231(M+H)"*
b. S—# A —2— R K BB

£ 70°C 4 15.6g(0. 124mol) T # 8 4475 T 120ml K, 1822 F,
B B # 4t Ae N 23.8g(0. 1mol)4— R —3— B & K T B 4= 10N
NaOH, & PHR#F A 9O 10 2 M (MR H), LR LB E T0TC
AHEI NN, BEERES 1S, KRB, ASHSHT, A
AEF AR PHIBMEO—], BB Hme S—HE2—F KLAR
B, AALEHRM, m.p.:167—170T,
c. 5—H R —2—R RKILHREE 4.

3#17.2g(0.084mol)S—H 2 —2— R KRB HBFANHEH F 6.
72¢(0. 168mol ) NaOH & 150ml P 8 A= 30ml /K 898 & 4% 7 4975 i
OB FFALRE ARFHN ABEKGHRAWER, LESR
a4 B, m.p.: >320C.,
d. 4—R—3— TV ESBEA KT TE:

4 30g(0.21mol) P £ 8t e X 15g(0. 06mol) 5—#H £ —2—# X
T a8 — 44 74 80ml Kk DMF P é5 &5, #iiR 440 & 60C
Ho W, ARER, AKLREAEGTH, kA4HTHREEGHWEH 30
S AR S,
A& ERHE, m.p.:102—105TC,
e, d—(4— R EE—NN—ZC L Iz stst & £)—3—7F L #5k
A RTPELY B

3% 461mg 4— B R £ T A% £ RBL N, N — = L 3L e #= 464mgd—
AR—3—ZAFPEXTE PEET 10ml NMP, =X 2.0g Cs,COs, 3
KR A4 E 100CHEH 3 I, ARG, ¥ RLERAHA 300ml EE
Y 4%, # LB KR 100ml Kikd. ¥ E R Na,SO, T3%, ##& M DIP
BRC R TR G HEAL, 135 440mg K&,

Rf(DIP) =0.27
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MS(FAB):443(M+H)*
f.4—(4A—BARXE—NN—_CRAEHABAL)I3—FEHRBRL
FPBAM, —2hEgdt

BHEFATBRAR(I)O —KRIR, TEFTEBYGH & ®A
180mg 4—(4— B F £ —N, N —— 7 1 TR aB & 5 )—3—F & #
BLE R PEPESA L, 1§58 140mg £ &, A HClKE R K L H
1 R% -t EE A
m.p. (=3 BE) =193C(5%)
Rf(EE) =0.31
MS(ES):470(M + H)*
A 2 RS T R S KA 1| £Mme) T ik, 84— R —3—
ZRTPERPEPEEH &,
S 2. 4—(d— R FARE N N—Z—CETE#BEL)—3—=

AT ERVEBEM, —3bEG2
0] 0

l
F._©—~S—-N NH,
u =

HCl HCI

A B, LIS
Rf(EE) =0.51
MS(ES):460(M + H) *
a) 4— R —3—Z R P4 ¥ VBT B

% 60C ¥ 5g 4—B—3—Z A TP £ X P8 4 9ml SOCl, & 50ml
MeOH ¥ ## 8 '8, REAETHR X ERMu s, F2 5. 1g L&
W, REGET G # A,
Rf(EE/MeOH 10:1) =0.74
MS(DCH):223(M+H")
K53 3—FPEHABRE A—(U—RREDRESBBRIAL)RYT
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(O}
NH N.__NH,
a) 4— R AR BIE X BB—N, N —=—RT £

4% 100mi & T i # 30ml KA 4 £ -30C, A A KLBAET #& 2
6.2mlit. HIXRAWALAKBATHEIN -, REHRALRKE
—5C Hidim 4. bgd—R AKX KB, HiILRSHEMERT # A4
B TFHEAE100H, #RERASWEH N 200ml 482 Na,SO; 7k
Wi, e N 200ml 48 A= Na,CO, KiE R, F H LR G HEH 30 5
# . Ak R 1S0mIEE 340k, # A A R NapSO, T, L5 &
e Fl. R 4 8 N 200ml INHCI KiE ik, i @ 8 1 i
% & A Na,CO,; 4% PH 8 £ 9, # &4 A 150ml EE ¥ 3k, # &
B Na:SO, T3, AT % 25 #, A EE/HEP 1:2 # K& Hit {7
B, i1, 1$5 3.2 L&MW,

RI(DIP) =0.40
MS(ES):287(M+M")
h) 4— & & & Az X SRR

K3 1gd— A EXDRESABR N N—4&T Lixis T 55ml
33% HBr A7k 88 ¥ 45w, i ¥is i & RT T HH 10 18,
& R RR A 412 12 B AE N 400m] 48 F= Na,CO;3 Kig ik F, # A 150ml
EE %3 4 k., BRA M4 A NaSO, T35, AT L5 #, A MTB
AR E Et, F38 1.4g L&A,
m.p.:111TC '

Rf(EE/MeOH 10:1) =0.44

MS(ES):175(M+H) "

)3I—FTEBBREA4—(4—REALELREBBAL)KTHRTE
4 350mg 4— & F & T X B EAZ, 460mg 4—R—3—F £ 4%

BLE R PEPES A 1.96g Cs,CO; 5 T 10ml NMP, #HinEr b
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100CHH 4 10, KREH R ERA WS HE XN 100m] 48 4= NaHCO,

KiE ik, &K R 100ml EE £ 3K, # ¥ A #Lda-8L A S0ml KAk

3:ko ¥HM NaySO, T3, =% X F, A MTB st 7&K & %

44k, 13 2 130mg L &%,

Rf(MTB) =0.58

MS(ES):387(M+H)*

d) 3— P EBBRE —4—U—RRXE D ss £ &) X TEAMN
#K 90mg & Iml FAH PO &M ERPBRAMG —M Y

B TR FZEBTERL 120mg 3— P EA#BE—4—U—R KL

Tle#BA L)X PEAPEE, BATALES N, &/ EE/MeOH 5

] BT R G gL, 58] T0mg LB, B IS 2407,

Rf(EE/MeOH 5:1)=0.14

MS(ES):414(M+H)"*

M4, 2—H IR —S—ME TR ERLETIEASBRNN—ZF

% f%

T
N_
s7
NH—
@] N
BN
H.N NH

a) 2—FERE XX DL HBE NN -7k

£ -30C A 5.7ml 3£ 452 110ml 40% ¥ ieKigdk, HiiR &4
LAEBETHHEIONH, REHAEZRE-5C, ##&F 20 5.0ml 2—
FREARED, BALRSGHAERT THHS S 8, KB L4
H N 200ml 48 = Na,SO; Kig ik o A2 200ml 48 f» Na,CO, 7KiE i,
ARZRSGHERT THHE LV, KBHKER 150ml EE £33
Ko BAMMMA NaSO, T, AT EBEF, A EE#fFARE
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jEsb A, 155 2.8g L& B, m.p.84-85C
R{(EE) =0.48
MS(ES):227(M+H™")
b) 2—H A —5—a X PRk 58 N, N —= 7 &k
52 7g2—FEAF AT ABB NN —Z 7 LkiET 10ml
CF,SO-H, % & /e N N—8 T B L #%, 4 %8& &£ RT THH 41
B, % R AR A 41248 20 N 150ml 48 #+ NaHCO; 7K i i #= 150ml
Fa fo NayCOs KIER RS H P, ¥ AEKLR 150ml EE FI 3 K,
45 A Au4n A Na,SO, T, LE w25 fl, A MTB #t4Ta#K &, %
s ik, 135 3.6g L&,
R{(MTB) =0.51
MS(ES):353(M+H) "
) 2—BEA—S—ET A AR R BREAHB NN —ZF7 5z
4% 3. 6g 2—F @A —5—H R L B AHB N, N —ZF &,
37.6mg CEi4e(Pd(11)),69.2mg 1,3— (= KB E) Rk A 5. Iml
=z ETAEEET Llml £ T8 4 22ml DMF, # 4§ 125 & £ 100T
WA 6B, AR AR S N 250m] 42 NaHCO;, L S S LN
100m] 7K, &k A 150ml EE £ Z 4, ##uda A NaSO, T3, K
w2 RFl, &8 EE/HEP 1:1 34T s & & s 1L, 7 2 340mg X
&,
Rf(EE/HEP 1:1)=0.21
MS(ES):327(M+H)"*
d) 2—E B A —S5—M A TPEA R LTI A BB N, N—=F &k
¥ 177mg & #MGE T 2.5ml DMF ¥ 3 72 X 190mg & T B 47
2 Sml DMF ¥ 848k, HiamA4 %A RT THEHE 1 IH, REMm
AN110mg 2—FAE—S5—® TEE A X L DAL BB N, N —=F
LB Sml DMF ¥ 898k, #RBR A% AERT THHF 2 M,
# 45 A 100ml 48 #» NaHCO, K5 i, &K F 100ml EE ¥R =k, #
A #u4n A Na,S0, ik, At k& #l. A EE/MeOH 1:8 @7 # M
&, 1%k Ak, 135 32mg & & B4k, m.p. : 148C (58 ),
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RE(EE/MeOH 1:8)=0.21
MS(ES):312(M + H)*

412 # 1%
% Fértmpp Nat /H' X #4693 %)

AA2%RBRESFARHR A G #H 8 2 % (Ivanovas) >< B, w4
4L Na* /HY 2k, Bdmst @ e Z 1+ R Na" & Na' /H" X
BiE Nintmip ey 5, ¥ ek A E B BRI, 3K 25TE A& 4T AT SR
BT AEAS S, B FoamBprEdTLRNL, &4 100y
AL A RN T mindd Nat MR A

# T M A amiloride—4k B 89 4R N, W& 4 100p] 49 2 A
Sml &% % — A B A F (mmol/1:140 NaCl, 3KCI, 150 A 4%,0.1 £
CEL20 tris—ETPEALTHR)AEPHT. 44 37CTHT., REN
sk A-3p & MgCl, #% € B 7% 5% (mmol/1: 112MgCly, 0. 1 £ £ B ) &
ik k S0k, A A 2.0ml AR TE L, @A KE TR L e
FRSELR R 8

shé) Na' AN O F LM FT MG TN ER
5. amiloride ¥l 98 N B A A o E R 3 X 10 ™% mol/!
amiloride B F ¢ £ F R F 5, A7 ELERNTARVAMLEG D,
%R
Na*/H" X & 4l.

5 #5, 1] [Cso(mmol/1)
1 0.68
2 0.053
3 | 2
4 6
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