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S5 2-REAELARA
BEXEHFIEHGEBRNETH AL

AEXBUFBESFG 2-RAES R AR A BF ETHZHER
AR YHGHRTABEGHRETHORAE, ZHEDA TREHHR
BX&ETT.

-f A EKEZAER CGupta F (HEBHHAFLE) 1991, 53,
245-248 FHME AR X WA

ATRUETFTRAFLETHARAABRAREAGLES Y, ALEH
MRERBLEEZRT AL,

AZHARFTAEX IE&HEG A&,

R2
N:<
X S
R1
x” " !
R1'
b
Y 2 ey, -CH-. —CH,~CH,—

& CH,. 0. NH. NR6, S;

R1. RI’#k #3332 H, F. Cl. Br. I. CFs. CN. NO.. COOH.
C00 (C,~C,) ~%5 & . CONH,. CONH(C,—C,)-3t%. CON[(Ci—Co)-$t&1.. -
(C—Co) -k, (C-Co)-HH., (CCo)-deik. 0-(CC)-%E, £
AL HEAAPRARFAF—A. —AREXLFGETARR
KE&, XE—AETA4# OH. 0C(0)CHs,. OC(0)H. O-CH,~Ph. NH..
NH-CO-CH; %, N (COOCH,Ph) . £ #;

S0,~NHz. SO.NH(C,—Ce)-# 3. SON[ (Ci—Cs) -5t A 1.



00804220. 9 OB B E2/22W

S-(C-Cs) -3 4. S-(CH,).~K &, S0-(C,—Cs) - A&, SO-(CH) .~ % &,
S0,-(C,—Co) -3 4. SO~ (CH,).-%(%, £ ¥ n TR 0-6, HXER
F BTtk F. Cl. Br. OH. CF;,. NO,. CN. OCFs, 0-(C,—Cc)-3t.
(C—-Co) - A X NH. B £ $ A K,

NH.. NH- (C,—Cs) -$t 2 . N((C,~Ce) -4t &) .. NH(C,~C:) -
sk, EA. BEA. 0-(CH). %%, X ¥ n TR 0-6, 1-%K 2-
EA, 2-. 3-FK 4w, 2-K 3—=kwhh. 2-X 3-Eou Kk, #X
B, BFEA XA A cdhAREPEAKRATREAHAF. CL
Br. I. OH. CF,. NO,. CN, OCF,. 0-(C,—Ce)-%ti. (C—Co)-dti.
NH,. NH- (C,~Cs) -3 4 . N ((C,~Cs) -3 %) 2. SO,~CH,. COOH. C00-(C,~Cs) -
R K CONL,RKZE $ =K,

1,2, 3-=#-5-%, Z=dRrATHE 1-. 2-K 3-
3k P R & CF R

vged—5-K, Eek A THE 1I-X 2-E&HFEARTF

HABA;
R2 % NH,. NHR3. NR4R5;
R3 2 (C,—C.)-%c . CN. CHO. CO-NH;. CH=NH. C(S)—NH.

C(=NH)-NH-%%, %X XK ATH#% F. CL. Br. I. OH. CFs NO..
CN. OCF,. 0-(Ci—Co)-3#. (C-Co)-3#&. NH,. NH(C—Ce)-dek.
N((C,~Co) -5 2),. S0,~CH,. COOH. C00-(C,~C;) %t . CONH, A £
3 @K

¥%4. CH-%%, ZXEAFATHRHALF. CL. Br. L.
OH. NO,. CN. OCF.. 0-(C.~Cs)-%%. (C,~Co)-%3. NH.. NH-(C,-
G-t . N((C-Co)-$:%&),. SO, ~CH,. COOH. C00-(C,~Ce)-%t%.
CONH. IR £ % 3 k;

BEA. 1-X2-E4. 4w E 2-K 3-%kHA.
9-% 3—Ep R, 5-wekf, HEEX EEA HRE RHAKE
WA 3R A TH4& F. Cl. Br. I. OH. CFs NO;. CN. OCFs. 0-(C,—Co)-
BA. (C-C)-A. NH,.. NH-(C,—Co)-3t%. N((Ci—Ce)-$A&)..
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S0,~CH,. COOH. CO00-(C,~C¢)-»t&. CONH. B K £ % H Kk;

CH-X 3. CH-2-wboe A & CH~4-wboe X, X PizXk
# Zwbw X 3 A T &4k F. CL. Br. I. OH. CF,. NO,. CN. OCF,. 0- (C,-C;) -
A, (C-Co)-%. NH.o NH-(C,—Co)-BeZ. N((C,—Cs)-¥x ).,
S0,~CH;. COOH. CO00-(C,—Cs)-%t3k. CONH,JR A — & X ¥ K;

R4 R C—CE., CC—HRHE., CCHi., C—Ci
A, AR, CH-%RAX, HEXAFRATHMF. Cl. Br. I. OH. CF,
NO.. CN. OCFs. 0-(C,—Co)-4t3. (Ci-Co)-bti. NH.. NH-(Ci-Ci)-
A, N((C~Cs)-$83£),. SO,—CH,. COOH. CO0-(C,—C;)-tt#. CONH,
B — kR H K

R5 R H, C-CoHtik. CC-3FRE. CCHE. C—Co
e, XX, CH-%3%, XK ATHMF, Cl. Br. I. OH. CFs,
NO.. CN. OCFs. 0-(C,—Co)-%t%. (C,—Cs)-dt#. NH,. NH-(C,~Ci)-
B3k, N((C—Co) % %), SO0,—CH,. COOH. CO00-(C,—C;) %t . CONH,
BRA—KRHR; A& |

R4 #» RE—& ¥ a2 B CH,~CH,~CH,—CH,—CH,. CH,—CH,-N(CH,)-
CH,~CH,, CH,~CH,~N(CH,~% %) -CH,-CH,. CH,~CH,—0-CH,—CH,. CH,-
CH,—CH,—CH, % —;

R6 R (CC)-xeik. A, (C=0)-(C,—Cs)-F k.
(C=0)-(C-Co) -3t . K&, E&, sk, -50-%K%. -S0-%
i

BRAARSF L THSHEPERFT LA RITED, ATHES
W, GEWRTREEARGRES.

KAZXHGX IS VG ARE AT AXEARTHAEATS .

23
Y RAEGE. -CH-. -CHCH—;
X % CH.. 0;
R1 & F. Cl, Br. I. CFs. CN. NO;. COOH. C00(C,—Cs)-

¥ 35 . CONHz. CONH(C,—C¢)-%t#. CON[(Ci—Ce)-3 3], (C-Co)-%t

5
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A, (CCo)-HE. (CCo)-#&. 0-(C-Co)-RREA, HFERAE
HEPBREAETFAF—A, —AMALXLFHETRAHARE, X
#— A 4,7 A4 OH. 0C(0)CH,. OC(0)H. O-CH,~Ph. NH.. NH-CO-CH,
% N(COOCH,Ph), 4. %

S0,-NH,. SO.NH(C,—C;)-$t3k. SON[(C,—Cs)-tt % ],.
S-(C,—Co) -3t 2. S-(CH,).—% % . SO-(C,—-Cs) %3k, SO-(CH,) .- % %,
S0~ (C,—Cs) %2 k. SO,-(CH).~% %, X P nTlR0-6, HEXER
FH T4 F. Cl. Br. OH. CF;. NO,. CN. OCF;. 0-(C,—C¢)-¥tik.
(C—Co) - E. NLLBK £ % & K;

A, %K, #XARTHATHRHEF. Cl. Br.
I. OH. CF;. NO;,. CN. OCF;. 0-(C,—Co)-%tH. (Ci—Co)-3x%&. NH..
NH-(C,—Cs) -%t 2. N((C,~Cs) -5t ), SO,~CHs. COOH. CO0-(C,—Cs)-
bk, CONH, K £ % HK;

R1’ 2 H. F. C1, Br. I, CF;, CN, NO,. COOH. C00(C,~Cs) -
B 3L, CONH,. CONH(C,~Cs)-3t#. CON[(C,—Co)-%x#].. (C,—Co)-%
. (CC) 4R, (CC)-%k. 0-(C—C)-R%, A FakE,
BRAEEABFHAY A, AR LEXEHGEATRHARE, R
#— A~ 8,7 vA# OH. 0C(0)CH,. OC(0)H. 0-CH,~Ph. NH,. NH-CO—CH,
%, N(COOCH,Ph) , 4%, % ;

S0,~NH,. SO,NH(C,-Ci)-$2%. SON[(C,—Cs)—$t 1.,
S—(C=Cs) -3 2. S-(CH).—% %, SO-(C,—Cs) -3t 3. SO-(CH,) .- % &,
S0~ (C,—Ce) -3 . S0,-(CH)—% %, R F nTulE 0-6, HEAR
FH T F. Cl. Br. OH, CF;. NO,. CN, OCF;. 0-(C,—C¢)-%ti.
(C—Co) o . NH,IRR £ % &K,

X, O0-XRX, BXEARTHATHRMEF. Cl. Br.
I. OH. CFs. NO,. CN. OCF;. 0-(C,~Co)-3t#. (C,—Ce)-%tA. NH..
NH-(C,—Cs) - 4. N((C,~Ce)-%t2),. SO.~CHs. COOH. CO0-(C,~Cs)-
A, CONL,BRKE % &K,

R2 7 NH,. NHR3. NR4R5;
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R3 & (C,—Cs)-t £, CN. CHO. CO-NH,. CH=NH. C(S)-NH,.
C(=NH)-NH-# %, Z¥XKKATEHZEF. Cl. Br. I. OH. CF.. NO,.
CN. OCF;. 0-(C,-Ce)-$t . (Ci—Ce)-3 . NH,. NH-(C,—Ce)-%i.
N((C,—Ce)-%2 %) .. SO,~CH;. COOH. COO-(C,—C¢)-3t%. CONH, B4 £
% ®K;

K, CHAX K, ZXEAFLATHRHMF Cl. Br, I,
OH. NO,, CN. OCFs. 0-(C,~C¢)-Hti. (C.—Cs)-3A. NH.. NH-(C.-
Co)-te . N((C,-Ci)-%t3 ), SO,~CH;. COOH. CO00-(C,—Cs)-%t ik,
CONH, r X, — £ = K;

R4 2 C—Cotr . CCo3RBE. CCHE. CC 2k
A, KK, CH-XXE, mXAXATHHKF, Cl. Br. I. OH. CF,.
NO;. CN. OCFs. 0-(Ci—Co)-$2&. (C—Co)-$2%&. NH, NH-(C,~Ce)-
A, N((C—Cs) -3 A), SO0,-CH;. COOH. CO0-(C,~C;)-%tA. CONH,
BR—KKFAK; |

R5 2 C-Costih. CCoIRA. CCHA, CC it
A, RE, CH-%K, ZXEXATHHAKF, Cl. Br. I. OH, CF,.
NO,. CN. OCFs;. 0-(C,—Ce)-%ti. (Ci—Ce)-%tA. NH.. NH-(C,—Co)-
A, N((C—Co) % %), SO0,—CH;. COOH. CO0-(C,—Ci)-bti. CONH,
BR—AKEBER; X4

R4 F» R5— A A £ B CH,~CH,~CH,~CH,—CH,. CH,~CH,~-N(CH,-¥%
#)-CH,~CH,. CH,~CH,~0-CH,—CH,. CH,~CH,—CH,~CH,Z —;

BAABS I ITHSHEPALARF G RTED, ATHES
Y, ZHEBATRMEGTEREFT.

FNEEIFGX INADHRE X FT—AAEARTHEA.

T 34 3L
Y RABHR;
X A& CHy;
R1 & F. Cl, Br. CF;. CN. (Ci~Ce)-2tA. 0-(C,—Cs)-

BA, KPAEREEFHAT A, —AREXLHHLTARAR

7
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#;

SO,-NH,. SONH(C,-Cs) -3 A. SON[(Ci—Co) Bt A ]..
S0~ (C,—Ce) %25, SO,—(CHy) .~k %, A ¥ nTAR 0-6, HEER
FH T F. Cl. Br. OH. CFs. NO,. CN. OCF;, 0-(C,-Ce)-%ti.
(C—Co) %X, NLRKESHK;
%, -%%, BEXRXRTFHATHRMF Cl. Br.
OH. CF,. NO,. CN, OCFs. 0-(Ci—Co)-%t&. (C—Co)-RARKEZ &
R
o K
R1’ % H. F. C1. Br. CFs. CN. (C,—C¢)-%c %, 0-(C\—Ce) -
A, RAYAEREARTFAP—A. —ARERLHHATRAEAK
#;
SO,~NHz. SO.NH(C,—Ce)-%t%. SON[(C,-Co)-Ht&]..
80~ (C~Co) -3 4. SO-(CH) .~ %%, £ n TR 06, HEER
FH T F. Cl. Br. OH, CF;. NO, CN. OCFs. 0-(Ci~Co)-3ti.
(C~Co)-% A, NLERKZE 3 &K,
X, EARTFAATHKF. Cl. Br. OH. CFs.
NO;. CN. OCFs, 0-(Ci—Co)-%%. (C—Co)-RERKESHX;

AR
R2 2 NH,. NHR3. NR4RS5;
R3 2 (C,-C,) -t %. CN. CHO. CO~-NH.. CH=NH. C(S)-NH..

C(=NH)-NH-% %, %X XK A T4 F. Cl, Br. OH. CF,. NO.. CN,
OCF.. 0-(C-Co)-3t4&. (C—C))-%A. NH,. NH-(Ci—Ci)-$t .
N((C,—Ce) -3t 2K) . BRRE$ A K;

R4 2 C-Cete i

R5 2 C-Cote ik, K&

R4 #» R5—# % &, CH,—CH,~CH,~CH,~CH. - H;

AAABRFETHIGE ATHESY, AHARATRKEAR
ERCE
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AXRPREG RS}, Sl RoPibthB{GX 1
e eNGESTRARLRSHG AL,

A RI. R1I°. R2. R3. R4, R5fwR6 Pl E. HAfEE
BRIBTARL AR 4.

HTFRERGTECNAEATHORENES Y, HFLTREZHER
MESTHA, BEALFAABFLETRZORETAMET.
AEXAREHHESWHEFETESHRMAEL ARG E, &
Plimb @, SR, BB, WA AR FRPAR, PARLR
i, BB, X5R. XTR. HER. LBER. L.
BB, LER. RLER. L8, B8, 48, ¥RX&. ¥
BER, BHE. STERR. BoBRPZRALR. ETHABG,
FAhEE AR, EENGEFETRIARIEREE. &
2ERE (P d) PREISEL (FlégiFi) .

ERFERTEZONETMBRAERAHCHELARLNER
A, BAECMATATHERGUNEFLETESHEGPRIK, Fo/
KTATELFTH. Hlbst B R T8 F R4k,

AXHRHRE “ARFLESHRITAEYD” FEARBAXANL
LM EELRFETEHSHTLEY, PlivE, C—2xEL5
Y. Pl AL, 8 (ABEIAE) EREREDRLEFRN
9.

AXRAG—FARALBR 1L UHEHHTARGER. XX
BTG ERARBRAELALRX L éd, BEHHHNAEL
FTURERARLENN.

AXRHSHETRAAEH S BB BG4k, ‘fﬁ&ﬂ)ﬁiﬁ'ﬁ’m C:
ﬁg}aaﬂ.%i\e 1&2’1"}34&‘3‘%%&&5;aaﬂ*jf\.fﬁ@%ﬁi\i%m
BA, REAANGRE—FF7aA%.

AFEF XML GLRKFHB{RPLAEGX (T)
oA HEGECNGE. AN PLEF LGS RITA
.
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ATRAMEADFHARMLTHIX (DS PGERET S
FEE, Pt ESRLERLed. FHAR L8584
EEKA. F#AHMEF—&L 0.3ng £ 100mg (B F M 3ng £ 50mg)
BRETLREGERAN, Fld 3-10ng/kg/ XK. HHRAHNEH 20T
VA 0.3mg £ 1.0mg/kg E B A, TRURABRFALY, L85 £
10ng £ 100ng HF A &4, 4 TRERD GG IEERS TR
AK 0.1ng £ 10ng. BFMK Ing £ 10ng HEH. £—HEH =T
A4 K lng £ 10g FHRAS. EHALEHNLTALA Ing £
100ng, TRRLEHELLE-HNEMNHNLh HAXKEN, TR
A 1.0 £ 1000mg, BFM 10 £ 600mg. AHFETEZGEGE
AT, L2 EFTHEATHARZRETAGEFAKSR S
(Benzothiazepin) EF ¥ € %. A TEEERHE B RHE T, TR
EAX (DSBS hA Y, R EMNKikBES THEGHK
HHROERAAMATN. ZEARSRLARTHEY, LR
HREEHGVAEECRSRAEY, FELAEANRELT. K
TAREAKEK, R_F%R, A5 LLsHERHARE—MNE,
BloeTAS A 0.05 £ 95 EBXERRLGAMN. AHETAALEL
W FLHERDE, QELRX (DRSS, REALAVNGHHA
SHTURICGEFFIEZI—ANE, HETESRXRET
BEBRLEHEFETESHEERR/IREHRE.

REALXBOABDBALSHURES TR, M. A%, Zv (H
WwETF) BB, (AL T, MA. AXARBIKRA) 256 F
h, RAEHEHELAKAEALT, RESHBHFTXRATHETARR
HREEEERRPLEEHEATHAX (DS RR. &RHH
FOREEHNMNLOELLLNLEA. SR TR HEZKL
ey, EEHHFTROROELEGEFTHFRFE_TERE. RLR
LHEHAE_TPERE. RPARATASLINREX-_FREPFT
HFEREFTHBRTEORETRESY.

ELHEToRLHEGHADAEGH TUARB LN L4, HloXRE

10
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CREN. RARAN, SNBHLA-RESX DKL Hb
K%X& ik, PR ERBERERERETOERIEF R X
Eh e R KO ERBEABEAN, bk, ddabhpTAER
HEELHEF I ML, HEFTROBEFRRYEHK(E
TRAH—HXE#H LRI AR) BROTE. —f&k#l, 446
HREIHEHNEN, BEREARYERAS /BB GEHKREKRG G —
KRS, RELRLEWNE, RFHRE. HAAMATAL
XHRNEN, EHBRES —#HRIFALRRSBREGLESIH KA
Hh, REBERE. EHE TRAIHHE, EELGRKT, #
EHADHX. AR AXBERBIXGHLABWER, LEHATH
BEHA0H. AAN. BREFBNR/Z—H (XE#H) REEREHN
/oM RAEN. REATAXHAE, EE4ONET, £HR
AoBARR, KOHROCAHEREABENZHTY.

EAFru(ET)2S8EnabHaETRAGAEM, £F
SAEX LA HEHRA (BFRZER) PTEMARIREK, A
BEgH, AYABBARTA ARG, WRARFA AR H
HAEBEPTEAR.

ESTHBNLEGE BB PHEARLAX (DEIHL
BARHAN, ZHMNAREFARESEINLRZFSG. XE4HH
kM ZBHKALEY, FRELBHLTARRAT. MARAALRA
EHAGFX., ZBHAKETRAIHAE, FoEBE5LRE,
BIHBERAGRELERFS. REAAVNGTEARAGH —&
SAH0.1E5FEETWFRASY.

EATERLEG S AL HHEARRE-HNEGLABX. €
MTREHEHEE, BRXOKLHE5—HXEAFTRAOGBEAERER
L, FleTTh, REEMFGREHARE.

ELOTFHERAEFALSG LS AL HHEARIERTHN. FH. &

DA, REH. AEMEABAGEX. TRAEARZTE. ¥4

‘ﬁL»’\%#ﬁ#ﬂ§#ﬁ§%ﬁ%ﬁ%.é&&h%&ﬁ

11
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—BRRAEGWMEENH 0.1 £ 15% #li 0.5 F 2%,

BEERLHEATHEY. ELTERAGHHDBEH TUARE—
BEMNOHBX, RENESTROLEFRAEEBH. AHER
MEFHNETLANEREFHERRIUKRER, EFRHRIER
/R HERGANTAESRERS DT 6. LG ERRIXE
BA 1%ZF 35% HKEDH 3%E 15% AETAHR, FHARLS TR
BROEHEAAXREFLEFEmABR, F CHFHE) 2(6):
318 (1986) Frik.

THHEHRNFELVGBEHN, FEFARALN.

5% 34 A

KikE, #HAA 100ng FHAH:

f 5
& RS 100mg
ABFHsBGHb =824 400mg
KRERASY 500mg

%74 B
LA, & 5nl 44 60ng FHRS:
# 100m1 3L |

& PR A 1.2¢g
b #T
BPRGRER 0. 6g
REALHBRERE ey 3
B H 0.2 £2.0g
Hr ok Eg
K (EETHREBN) Ao £ 100ml

£ #&4] C

BEmmHtY, BEEMNEA 40ng FHERS:

T H A )

&R 40mg

12
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M AR % 2g
£34 D
KH, ALK 40ng FH RS
#h
L5 600mg
EREH 300ng
TR 20mg
LY L 40mg
1000mg
% ## E
ALRK, HH4EH 50ng EFHAS:
#h
EERS _ 50mg
EREH 100mg
L% 60mg
—RERE 30mg
ER- Y X 5mg
BB E 10mg
)i R Y < S5mg
| 260mg
%34 F
THRFSESTHERARENREY:
a) EHRS 100mg
EREHR 300mg
400mg
b) EFHERS 140mg
A #E 180mg
EREH 180mg

900mg

13
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L4 G
BEBTH&RF TAHEHMN (1nl ¥ 100mg FH AR5 =207 ) :
& PR A 10g
V&P E 0.07g
AYRLE 0. 03g
96% Z, &% 5ml
B4t K Am £ 100ml

AEAPARTRAELBER IRAPHFTE BFEOERRBTI
BREARHNEBX IE&H:
BB RAE 1

0 o
F4 z
R1 —_— R1
X’Y X,Y
RY i RT n
H R4
\ \
s N~R3 N—RS
Y NJL R ”=<s N=<s
: ! " N X
H 2 R1 x HZ X R x HZ
Y - Y
X, X X
L,
R1I R1l
s fa xHZ IbxHZ
JL RS
HNT TN
) Vb
R4
R2
N=
e x5 la: R2 = NH,, NHR3
R1
<Y Ib: R2 = NR4RS
RY' |
R2
-
x5 la: R2 = NH,, NHR3
L R1
x’Y ib: R2 = NR4RS
RT  1xH8B

14
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EFRLR. X YREAHRSAHBX II —RKAARL LT
FEW, IETRERIKC G FEmA4%.

EFPRIXRUVRFEARTFASKX II BT UAXHEERF, £
PAO) AL T, MBEEMAILFRIF/RRI’'AE. X =ZRAT
HBALAX IT448HE (44 N. Miyaura# A. Suzuki (4%
FE#R) 95, 2457-83 (1995) X T. Oh-e, N. Miyaura # A. Suzuki
CAMALF L2 E) 58, 2201-08 (1993)) .

AP RIZARUABREABRTHAIBERTFAMGEX IT KR4l 4w
T B K. Sonagashira ¥ «w @ik k) 4467 (1975) % S.
Takahashi % €4&-A&) 627 (1980) FrktyF i (LB GH =T
AVRARELHRBERGAE) X E Negishi & CAMALFELEE)
62, 8957-60 (1997) Ak &5 5 ik (843 X 4 ) K A. Hassner F €A
PALFE L &) 49, 2546 (1984) T gk (2R Ak, =RE4H
LHEIHRENASY., 1-HARCESHRTHINESY) Mk H
%.

BXIT-FRERNERBIEEGREmEEL, FEX I
a-£ 8 (Z=Br). Rii, FREHABX IIIRKSH T ZLTAAA
#.% Cl. I. 0-C(0)-CeH—4-NO,. 0-SO,—CH;. 0-S0,—CF;. 0-SO.-
CeH,—4—CH; &, 0-S0,—C;H;.

BX IxHZ AP RXHFEHYG, AKX IVak IVb RKRE,
& ¥ R2=NH,, NHR3 % R2=NR4R5, & -FH R2. R3. R4 f= R5 R A Fi &
S, GREAARRZERAG, 4P 111 5EMK IVa X IVb
B1:1Z21:1L.58ERLKEE. ZAEAAKARBEN ¥,
Pl BEANEN, P PEATEBRE. —FACBKE. -FA-2-
ek RE., —FER, —vER., wash., CH. AATRA-H
BoVEg, Ad, REZHNAAGEHNRILBRTELLRLE,
BHE. P TPE. LE. A, FAE, PRE-RKER. #b
AE, 2-THHX2-CH. LTRARARREBN KRG REY;, LT
DERBEENEASZRAKRESCHENGRLSY, o TELX,
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LESYE, YHEE-_CUREARTATAS. ZE59R PR, &
HERB. —RAFRX L2-—(LRéRSY, L TESEHBEALT
A EHABRUENAE. TUKREDESIABEBEARZHER
BEARY. REHRALLTAEZRAEMNGALTREAARE, £
AREFANBEBRELAKBEGHELT. AERABBANLY,
TkE-10CT 5 150C 2 H#f, itk 50CE5 100CZ 9. £ 50T
5 80CZ i ¢y 3 B B @it £ R4 TR,

BEHRAEAALERTRAERE, ERGEFEKNEBET, BLE
HRSHMNE 2445 3XXH, ATROZELEAN, REHE—
RESPHE 48 HZH,

g X Iax HZ 5 Ib x HZ 69464 % 3 T 2L A A ALK L ALk
HALA X 1 #53 % #5444 (Ta: R2=NH,, NHR3; Ib: R2=NR4R5).
BEE X BYAMNKELNBREE, AX IAEDTAHALAAKX [x
HB#y ety sms . E4EALMBRHBH: SR, HldERp
SRE, ARHAR., BRPIAASHK. TARIGAIER HB 4 :
PE. LK. AT7E. SYEBR. A58, BHE. FL&. 5
kB, LB, BLoE. HHR, L-AiXe&. KHR. RLHER.
PaiE, ZRTVHR. 1, 2-%FFE4-3CH-A. 6-F%-1,2,3-
vk k-4 (3H)-8-2, 2-— &t 9.

BT EARBAESTEDAS, BRBREAEANEFIT TAAKEY
BRINEGHARLE R

k1. b

R2
=

\S

R1
/Y

R1'
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L) Ry Ry Rz Y X 3 %5
[°C]
1 6-Cl: H N(CH;), - CH, HBr | 298
2 6-CN; H N(CHs)» - CH, HBr |>300
3 6-Cl; H NH-C(S)-NH, - CH» - 215
4 6-Cl; H NH-CN - CH, - 225
S 6-Cl; H N(CHs), - CH, HCI | 219
6 6-Cl; H NH-CHO - CH, - 295
7 6-Cl; H NH-C(=NH)-NH- - CH, - 210
CeHs _ -
8 6-Cl; H. NH-(C=NH)-NH- - CH, - 195
CgHa-4-Cl
9 6-CI; H NH-C(O)CH, - CH, - 305
10 6-Cl; H NH-CO-NH, CH, HBr | 295
11 5-S0O,-NHj; 6-Cl NH, - CH, HBr | 305
12 5-Cl; H NH(CHj,) CH» O HCI | 196
13 5-S0,-CH3; H NH» - CH, HC! |>230
14 9-SO,-CH1; H NH(CH3) - CH, HCI |>230
15 5-SO,-CHa4; 6 Cl NH, - CH» HCI |>250
16 6-(CsHs4-OCH5) ; H NH(CH3) - CHa - 190
17 6-(OCsH.4-Cl) : H NH(CHa) ; "CH, | HCI | 241
18 G-O-CHQ-CFTCF:;: H NH(CH;;) - CHg HCI 258
19 6-0O-CH,-CF3; H NH(CH3) - CH, HCI | 242
20 6-0-CH,-CF4; H NH, - CH, HCI | 235
21 6-O-CH,-CF,-CF3; H NH, - CH, HC! | 216
22 7-(CgHs-4-CF3) ; H NH(CH3) - CH, - 221
23 7-(C5H4'4-CF3) i H NHz - CHz - 227
24 5-(CgHa-4-Cl) : H N(CH3), - CH, |HOAc!| 260
25 5-(CgHs-4-CF3) ; H NH- - CH, HBr | 232
26 6-( ko -3-24); H NH(CHs) - CH, HCI | 225
27 6-(OCgH4-3-CH,) ; H NH; - CH, HCl | 174
28 6-(0OCgH4-3-CHs) ; H NH(CHa) - CH, HCI | 178
29 6-0OCgHs, H NH> - CH, HCI | 148
30 6-0O-CH,-CF,-CF - NH(CHs) - CH; HCI | 237
CF:;; H
31 5-(CeHas4-Cl) ; H N(CHa)2 - CH» HBr | 254
32 6-0-CgH4-4-Cl; H NH, CH> HCI | 216
33 6-Cl; H % -1- % - CH, - 95

17
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B

B 4 #16/221

XIS HAESABARKEGAARZR DL, CENEAXLH
MAHANESY. RAHTUELER, RELELSLCREAKNE
HRg. EHERGEREEREBRSTH 5 L Roten Liste §
0l FREM/RARAHHAMNGFAT. REOHESTHG. HHNRERH
R, do T iXBALE6 EH:

EfREEN:

KRBT E NMRI DA ERLZM4EAR. BEAHR 24 b E, ¥
BXFHBLTHELY. REHHBEL, FBTHRMK, &8
BEEOTHBEEL. ETOHA, BFIHANZ—KELGH
HE, REDIBG—KITH., FAAZHAREHREZERETGH

B g ¥ it 4T 4R
22 xS HIMERETHBMAK, BLRFLERHEZHR
SN EBRRMAA.
ot/ %bl PRMNE | dhH/ %% | HwH/ kL | RALEH
(mg/kel | o4& & FHAWHRE | HEHARY
~=< HmEE | HABHK | % RATEG
mms ¥ N/[ml] % N/[ml] # ¥ %3t
o
L
£
LAH 1 50 12/1,76 12/ 4,05 56
RAH 2 50 570,76 5/5.14 85
£#&H 6 50 5/0,96 574,20 77
LAY 18 50 5/0.38 5/3.84 90
F#H 19 50 510,28 5/3,82 93
F#H 20 50 5/0,46 5/3,82 88
LHH 26 50 5/0,68 5/2,94 77
FH#H 27 50 5/0.74 5/3,54 .79
£#4] 30 50 5/0,14 513,58 96

18
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TR H# R LAFIRIMELPG B, RARBMNKXA. HE S
BERKZGERIEN, —FRERThRkEE,

H & LR 1

o-— P /X -8H-% ¥ [1, 2-d]E=%-6-Feg K4 (L4 02
4% )

a) 1-ER—_&AH-5-8 '

¥ 9.5g 5-8-1-— 5. 8f 4.93g CuCN ¥ /& 10nl —FXF
By, ERATHE 406, E8FTH 18g R4k (11D 4 5nl
REKL 30nl KERBWAAHFGRBERBERY, REVRE
ETOCTHHE 3004, RERSWA S0nl PREHFR=ZK, &
FAMA, A 50ml 2N H & f 50m]l 2N EEMABREDHFR, K
ERXEETH., FEXRREABRETR, ELZEZVRE, Bf
WANERERTELS. 55 1-ER_&AF-5-H, BE 123-125T.

b) 2-i-1-AR &% -5-K

¥ 1-ER_EFS5S-HAKTEFTRIERL, mABELE 48%
HBr K& &, % 2-#-1-ARKR—&A%-5-4, 1.5 115-118TC.

c) 2-=F KA -8H-# 5 [1, 2-d]E:-6-Mtg K81t

¥ 236mg 2-%-1-ARK—AH-5-HERATSH 156mg N, N-=F
RBEGAE Onl RARE M 3. RERSVWELTTRE;
REWRYERFEN, AREREE, AR8EREE AAZTT
2., 53 2-—FRE-SH-H 1, 2-d]E-6-HH Sk, B
>300C.

HE&EHmp 2

N-(6-8.—8H-% 5 [1, 2-d] = -2-&) Pabhk ( E#&4b] 6 4L2H).

a) 2-f-5-R-1-= 4% 8

S-f-1-— A FRERTCRTRAERL, MAEAEN 48% HBr
KE®R, 53 2-8-5-K-1-—&4% 8, BE 94-96C, {3y X
BW st od, A 8.

b) 6-%-8H-% 5 [1, 2-d] &= -2~ k&

19
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EERT, ¥ 10g2-8-5-R-1-— &% 8% T 300nl £ K F &,
MmN 4. 6gMG. EERTHRESIHE, BATEYREIEN, £&
FHERB PR, AREZRE, BRAaB\EE AAZVTTE.
BAELBRLEBYHERA=ZLE YR, ANMAAKGERL, HA
o EREEHR, ZRRETHR &, REAEAZVYRE. &
2| 6-R-8H-#% Hf [1,2-d]Emk-2-H ke, t—FRENAEFH—F &
1.

c) N-(6-f-8H-# 5 [1,2-d]Ewe-2-R) Fo B

A 60CTF, ¥ 1. 1g#BEHA 190l ZEEL 7.5nl FEGRL
BEEHE 3NN, RERSGPWEEZETHRIIR, REMAKK,
RMEREE, AREREERRZ, RAREREZTA. AAZTFR
J&, N=(6-R-8H-#% 5 [1, 2-d]E=4-2-3) FoLhcsg ik &4 295C,

& EHH 3

N- (6. -8H-% Jf [1, 2-d]Emk-2- 3 ) -N'-E IR ( L340 7 104
# )

a) (6-R-8H-# Jf [1, 2-d] K= —-2-J) Bk 6 S 4L P

AERT, ¥ 10g2-#-5-R-1-— A 8ET 400ml £ K L5,
N 1lg ARG M. EERTS5IMHGE, AREFRESR 6-£-

- 8H-# S [1, 2-d]E=E-2-R)B KR A B X ERE, ALER
%, T8®, RAT—HERLE&L.

b) 6-R-8H-# 3 [1,2-d]E:-2-% -8

ESWAT, ¥ 3.63g LA HET 500m] 2N S AMAER.
B2 20 04mizERbHE M4 2 LESE (I1) 3-K4446 50n] K
BR., —INE, BERREIEERE (BAE) . ERAKLE
B, EOCTAAEIRHCZE AR, APEIBEALER
X, BERX—FTH . 535 6-K-8H-FH[1, 2-d]E=-2-X-K
B, B 225C,

c) N-(6-R-8H-#% i [1, 2-d] &= -2-%)-N-% X I

AERT, #0.26g 6-A-8H-% 5 [1,2-d]E4-2-K-KHEF}

20
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£ 10wl ZE&F, A 0.1 XEKE, EAEFAGIH. RERAY
RAZYRE, RePBdadkéE4L, B5/1_RFR/LRL
BE2uBl. 73] N-(6-%-8H-% 5F [1, 2-d]Eek—2-)-N-¥ 18, &
210C F &4 5 #.

H & £ 4

5-F A B-8H-% JF [1, 2-d] &=k -2-K W & &t H ( &4 13
4% )

a) 2-RA-5-FH B8, 8a-— 4 # i [1,2-d] &K% -3a-8# &
a4t

¥ 2.3g -2 -6-FHB-1-—AHWAET 500l #F, ERHFET
AN 0.67g Bilk,. EREMRERFRY, ERILSH4E, XHEHL
ehH AR TR LERE R, AEBTHEHF 4 I HE, ALERE
EEEAK, T4 30nl P8, mA Inl =0k, L8 EHF—FkF
¥IRE. 15945, mA150nl X, EERTHREE VAR L.
ABREZFERERE, ARE, RT. ETLERLE, WALLR
ik, RBEZELFERG Y, LEAZTT®R, F32-£
K-5-F 288, 8a-— & H I [1, 2-d] Kk -3a-B ) LAY, 2B
£ 241C,

b) 5-FHBL-8H-# 3 [1, 2-d] K -2-A K6 L84

EERT, ¥ 1ga) THEASYE 100n] 50%K 3 & ¥ &3#* 10
b, AREZER Y, BAKA LA, 73 5-FHB-8H-%
I [1,2-dl &= 2-K e SR LW, B.% 230C,

& EHhH 5

6- 8. -5-F 558 -8H-% Jf [1, 2-d]Erk2- A Bt S LW £
#) 15444 ) |

A 2--5-F-6-FHBM-1-— L HMTH, EHNEFXFI 6-
S -5-F B -8H-% 5 [1, 2-d] &= -2- K B S 84Ld, 1 .5>260
T,

B & LAH 6

21
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| TR [6-(2,2,3,3,3- 2 A& HA)-8H-7% f [1, 2-d]E=-2-K ]

B &8 (LEH 1841L5Y)

a) 5-(2,2,3,3,3-AAAEAK)-1-—4AF W

¥ 6.5g 5-R-1-—AHFFET 50n] RARK-FHLEE, RA
36.5g ARG BEHRTM 12.9g 2,2,3,3,3- L RAHE, £
95-100C T8 10 0. REAAZTAMBBREEMN, aZitd T
M 300ml K, &KMBLBRLEERET R, AWAMAKRREE,
ZHRBATR, AAZ RS, 234K 447F5 5-(2,2,3,3,3-
ERADR)-1-—A%8M, AREHH, E—RHRAELS BX
52-54C.

b) 2-£-5-(2,2,3,3,3-ZRAAARX)-1-— &% 8

¥ 6.9¢g 5-(2,2,3,3,3-ZRAAAX)-1-—AFHET 100nl T
BB, BMm3.9gi#) 150l ZELEER. BRENNMREFR,
REFBMELRER., REEEZEERTHEH 2 M. REEREALR
ks, F3 2-8-5-(2,2,3,3,3-2RBAR)-1-—AHW, H—
#ri, RAT—BENLER—F L,

c) PAI[6-(2,2,3,3, 3-& & A 3%)-8H-% 3 [1, 2-d] &k -2-
L) 3o F X

¥ 1.79g 2-£-5-(2,2,3,3,3- AR AAR)-1-—4FEET
60ml ZE L&, A 450mg N-F A BRI 200l ZERLEER. R
ERARAETSTHERFE TN AREFEEXRAGRE, ALELE
gk, RETR. B BA LY E T 60nl F8, A 1.53g 24
BB, EERTHRFE S M. ERRXE, RV AEMAKEL H.
BFRENHERETCRLE, WA HCl LERRER, A3REER
Bl ETEET3IHE, ARAEEELAMAERGAGK, AAZYT
F&. ATHERRGKE, BTREGHIKE 350l KTR T 4
HREMA 2N, RESPERMBESN, BRBEGVA_FARE
¥, ARELREYE, AAZYTR. F3T74[6-(2,2,3,3,3-2 4
BAR)-8H-%F (1, 2-d]E-2-X ]y & {4, &% 258C.
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E- AN |

PR (6-wtoE-3-K-8H-% i [1,2-d] &K% 2-A)BHARLY
( L4426 L2%)

a) 5-wmw-3-%k-1-— &4 % &

¥ 13.26g 3-RMRE T 160nl — 8, AH F-60C. K2 30
AHENEERTEm2] 1.6 ERETRABYETKER. AR
m#E-30C, AHBRET, ARFETHAMInl MBE=FE. ME
HEREREWEART oA I, RESHFE 0T, HMm6. 1ol 1, 3-
A8, ZRADAEOCTHEH 3094, REZ/MS5. 460l P&,
HHH 30 54. REMA20gaEL, ROVERFTE, 5§,
RERRE, BAMAE 1000l PEAFHE, EHIELE, AAS VA
WMretafl, RER—-FHUL, K 4.1 Z4H (3-[1,3, 2] -84 %
borinan-2-Rwho ) 5 4.22g 5-if-1-— S B f 4. 24g BB —
ARET 100ml PX5 200l L& f 200l KRS %H. XA B EKEL,
RGN 112mg TR (I 262ug Z XK. RERAOYETET
WA, AHIEE, FATVTEBBREIRODTHILERS.
REABEF T MA 50ml 0.5N KANHER, 2 EHANM, 4K
HMATEXEFFR, GO ANBESGAARPEPEREDF
B, ZRBRETER, EAT VRS, 2daKk8ik, A 1/1 LRL
B/ERNER. 75 5-0R-3-KX-1-—4 & &, B 103-106C.

b) 2-f-5-%w-3-A-1-— & & &

H 3.22g 5-R-3-R-1-—EHHET 1600l £ FH, £ 0
CTF, WZ 15454 %M 1. 340l BSR4 400l — L FRER. £0
CTHEH 3054, FLAEZETRH6024E, LB MA 500l o5
EBARER. 25LANE, ARL%E SHBRETR, ALZ
YR&G, ZiBEKEEAL, AS0/1 —EFR/FTELK. F3 2-
A-5-R-3-K-1-— K58, 1.5 103-105C ( M55 2,2-—&
~5- R -3-K-1-— A H M, &5 109C) .

¢) T (6-%-3-R-8H-# i [1, 2-d] Kok -2-&) B 8 & HA
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)

¥ 366mg 2-§-5-nR-3-K-1-— &5 H5 203mg N-FREEE
T oml P8, B IERDAT SN, RERSHAN, v 20ml H®E,
RAEREBEERE, AAREE, EATSP TR FHFL(6-1=-3-
A-8H-% 5f [1, 2-d]E=-2-K) By S f ¥, B X 225C,

HE&E#kH 8

6- 1) - X A -8H-2% 5 1, 2-d] Kk -2- X R o S fAL B ( 5649
27 444 )

a) S-F-FHEEE-1-— 445"

¥ 5g5-R-1-—AHFMET 50ml AKX_FEPERE, A 18.2g
AKX, RO ERF P 3.5TgA-FEEXSH. LERSWE 110CTH
#6080, EAZPEMREIEMN, #E4H5 100nl kRS, RH#F
2 0. SRELDALRLEZR, ARFRAAKRKEE 3 K, 2
BRBRATR &, EAZYRSE. FH-A-FELEE-1-—89 8,
Aigewd, —FREENLEL—F 4.

b) 2-#-5-R-FXARX-1-—4 4™

AMTF 5-(2,2,3,3,3-2RABER)-1-— S5 BIEHER (H
6) #i75-R-FEXAE-1-— A5 RO LKA, F3 2-8-5-1-F
XEEA-1-—SHW, AFXKEH.

c) 6-R-FHREA-8H-% 5 [1, 2-d]E2-2-K Beth & 8ALD

¥ 1. 4g X B2 RE T 140l A8, oA 340mg B F 6 20m]l A FE
#E, EEETRHETIH. AAEZELRCES B L kG 04k (2-
£ E-6-M-FEEK-8,8a-—A % [1,2-d)E%-3a-56) AR
), BEAZTF TR, ¥ 6578, LWL RAHIALHT R,
TR AR, K 2-AR-6-T-FEXAK-8,8a-— 4% F
[1,2-d] %K% -3a-B A AN BEFAE Il KTLR Y, ERF Tk
ERK. 2IHE, ZRAATTRE, A4HA—FAREH, A
REZES, ARTZT TR, F3 6-A-FERRAL-8H-% (1, 2-d]
ek -o-K e d) A R, B85 174C,

24



