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This invention provides a somatostatin receptor subtype 2 agonist. The compound of the present

invention represented by general formula (I):
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[wherein the definitions of all signals therein are the same as the specification defined] or salt, N-oxide or

RE
|

solvate thereof, or prodrug thereof, is a low molecular compound having strong somatostatin receptor
subtype 2 agonist activity, and therefore can be administered via simple methods. Further, the compound of
the present invention is useful for prophylaxis and/ or treatment of somatostatin associated diseases such as
acromegaly, alimentary tract obstruction, and the likes due to its high stability and low toxity.
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@ riwim: % Fx. —FEEEE CELH - OEKERH -
HEE - ZBE - CHEHZHE FH RIS LRABBEE)
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(PACla(dppf)s)~ = L 4% 7 # (PdClLa(allyl)s) B fb B 2 = (=
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HERE-2-E2%) HtEKREXAEGRERIZE )
FfimZ &R FE - 3&LLE R (1-P20) -

[0133]

'I’ Iag\h‘/Ja3

mji%j
Rﬁ
e (I—P20)

N

<t>ﬂ o [P20]
= |

=
N

[0134) (K - (P20)ERHIEE E (-B(OH)) « AW B &

(-B(ORDORIIN(EHF RIi X Rl EHIIMER C1 E 3 g &
RA—BERE - )(FI : 4,4,55-MFHE-1,3,2-Z & HMW

326319 44



1628175

HEREXR-2-EE) EtmEErEBa i EHEZE )
FimZ k& eEER (-P21) :
[0135])

x1

/@\ (I-P21)
[P21] X2

(0136 (X [PRAAETFREEDB N SFXHEF - HHE
BRE - HN=-FAFERBREEF) HMtZRERT~HEGIEERZ
E )
fimgtheREMNE MEEBEAARETEFTELST
ML EREZRERER /KR RERE -

(0137] R FE AT LAEFIR(A2|F Rt | K IE
tHEHY 5 sk EAT -

[0138] iME r ERRECRERER/XRRERX
FE - ARAT LB AT AH R B9 /7 sk 1T -

(01391 X Z/BEHAEALEYHh  BEEAXLBZEHXHZILS
Mo BRUEEXBEEZIERFENRERNNE  KERSE
EEBYIHETHYMUKXELSE EXBEABLRSE
HALEY  HEUXAZBLHABAREBY CABZHALEYM

[0140] HXEBLHEWFEBEH » BoiW - LLHAM
HBEEIAGOPRB/EEYS BEBBERZE
SHENZLEY  REE L FHEM (chiral column) 7> B

326319 45

[y



1628175

B HFESE -
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(I-P13)~ (I-P14)~ (I-P15)~ (I-P16)~ (I-P17)~ (I-P18)~ (I-P19) »
(I-P20) ~ RA-P2Fr R &®  ILEKBZEIREMNE -
HEBEU—REMH FH ¥ > t1#  (Comprehensive Organic
Transformations: A Guide to Functional Group Preparations,
2"* Edition(Richard C. Larock, John Wiley & Sons Inc., 1999)]
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[0147)] RBZ¥E &K% > WO R © ¥ FE K% [hormonal
disease](Bl20 : HMWAE - EAE - EBHEEANE - E
RER%E BERE FHRBREEITEESF) BFT2
(ateliosis)(BI 40 : BRBEAR - BT HEKE - ERE - B
FitEBCBRETR  TERBEIR BETRFAABCE
DEEE® - X ROBEREBF) - B X IR & [cancer or
adenoma](Bl 20 : HIIA -KREAE - REAXE  EBEWHE -
EHEERE R MEEE  ZEBRE EVREAMGE
LEB AREFEELEBRE £REEZBRAEFELERE -
REBRBZELERE  #HABFZFELERE RERBRER
EERE - VIP(MEEEBMK)EL£BR®E - ACTHUEE L
BREEBR)ELERE  FHRERE BFREEEE - HE -
A% HE BEHEEBRECAIWRE  BUBRERELER
B EEERE ABE BREE KREHARER KBS
Z4EEEM - F P EM (Glucagonoma) - HBERE - BHE
mWE - RBEMODEE®F) - B T & % [gastrointestinal
discase](BI 0 : EBEHEZHBLRRKLENR  BREY
W-BT_HHBER - -EBROWESZ - BLEEE £EK
H -8 &x (Zollinger-Ellison) _ K EEREE - EHHREHET H
% - 18 & fE {% B¥ (Dumping syndrome) - HIBERE - F X
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BERK "REKE - BRE BEUSUEBERE BX
BmE  WEEBRALTRE EL BEH--KRRF) TH

- [diarrhea](BI 20 : KIRERE - @ HEBEBETH - LBERE

BRI BRURELAZEBRHAGREIEETHN - B
BRIEMAERECTH - FWBRZTHEF) - ME KK [vascular
disease](BIZ0 : @AM REERS - HHEBHE - ZEHEHE
EHmER - -BEHLHOD - B+ HREBEEEMARBcRm - &

ERIkERcHD - FEAERZHFIRMB R DM - P96 Ik
SRBRE - BEODEZHD BRE BOEERK &8 2
BHEREMEE) IREEBEW CEEEFRRIE
BEmMEBE - BIR#BREEEBIRBEAE - PTCAGE R & Ik &
BRERMBRCBRE - EESOUE - BIRBE/AE - O F
o DALEESE) - B L (fibrosis) (Bl 420 © 2 E &M -
TR AR L BN ML FFREL - F
mEL CLEREFEEELST) BREARKRAEHBE
[diabetes and diabetic complication](Fl1 %0 : FERK - BRE R
KEBEAUBERRE BRAEAEAAERSE BRREERSE - E
REHEREHRE BRBRAEZR KREXNAMEERE =SBEER
M ~ HEMEF) - B R ME KW [inflammatory disease](Hl
M REK - BRMERER =B -REBR - BEG - R
Z%) FHEMKRER (central nervous system disease] (5l
mrREE M ZERE  EHEEF) W KE KR [respiratory
disease](Bl 20 * IR R F LELEREHEF) BRER
[pancreatic disease](BI 20 * Be g 2 ~ = BB R - 1& % B K
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K- BELEEE BEEBEE- -BK- - BE - BRESH
FMAAAERCENRE) - FF B KR (hepatic disease] (40
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