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Synthesis of a New Potent Anti-Ulcer and Gastric Secretory Inhibiting
Agent, (—)-cis-2, 3-Dihydro-3-(4-methylpiperazinylmethyl)-2-phenyl-
1, 5-benzothiazepin-4(5H)-one Hydrochloride (BTM-1086), and Related
Compounds
SacHio Ouno*, KinAacHIrRO Izumr*, KivosHl MIZUKOSHI¥,
Kazuo KaTo*, Mikio Hori
FRBENMABRES I BERD BIWHE, (—)-cis-2,3-Dihydro-3-(4-
methylpiperazinylmethyl)-2-phenyl-1,5-benzothiazepin-4(5H)-
one Hydrochloride (BTM-1086), & OB {LEMDERK
REATHE, RE/ARR* KEHEL*, RS H 2R
2-Aminobenzenethiol ¢ benzylidenemalonate (1) ~® Michael & (2) % b Y =+ 7 3 VIERIEHFAET,
150° hnzh L AT, cis-2, 3~-dihydro-3-(ethoxycarbonyl)-2-phenyl-1, 5-bezothiazepin-4(5H)-one (3) #»7§
72o 3 % LiAlHs BJLL, 7w 2-v{k (4) & U1, SOClz, MeSO:2Cl, 4-MeCeH4SO2Cl E LB TH ®
VR (B), # vk (6), bavik (7) IKEW T, 5~T7 % N-methylpiperazine FR@ERT 5 C L2k b, cis—(8)
B L8 trans-2, 3-dihydro—-3-(4-methylpiperazinylmethyl)-2-phenyl-1, 5-benzothiazepin-4(5H)-one (9)% &
FRU 20 8 Z2HFESEIL, (—)-8 & (+)-8 2l U TR, (—)-8 k7Y RiTBIT 2HAKRER b v BT
%4 % EDso {HIZ&XO#H 58 0.1/mg/kg Tadh b, atropine DISFHEDIEELRRL 120
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Agonist-Antagonist Properties of 5, 7-Ethano-4, 5, 5a, 6, 7, 11b-hexa-
hydro-2, 6, 7-trimethyl-1H-benzo (g) homoquinolin-9-ol and
4, 6-Ethano-3, 4, 4a, 5, 6, 10b-hexahydro-2, 5, 6-trimethylbenzo (f)
quinolin-8-ol
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5, 7-Ethano-4, 5, 5a, 6, 7, 11b-hexahydro-2, 6, 7-trimethyl-1H-benzo (g)-
homoquinolin-9-0l & 4, 7-Ethano-3, 4, 4a, 5, 6, 10b-hexahydro-2, 5, 6-
trimethylbenzo (f) quinolin-8-0l M7 I=X b—7 v 42 T=X piE
Rk, AR OH, WK B SRS, SREN, WK,
BEAT  —*, EFIFIERS*, FHPREZ*

PR BEYE Xy e T > 5 E K 5, 7-ethano-4, 5, 5a, 6, 7, 11b-hexahydro-2, 6, 7-trimethyl-1H-benzo
(g) homoquinolin-9-ol (1) X&Lik (3), 4, 6-ethano-3,4,4a,5,6, 11b-hexahydro-2, 5, 6-trimethylbenzo
(fJ quinolin-8-0l (2) WX EITAE (4) OEN L XTI 7T=2 b, 7oaTd=  MER Y 22HNTH
Nz, TERZ2FEO 1, 3 GE e 2ERICHAERARZL, 6BR2HETS 2, 4 37 2T =2 MERRU L, E
EUNSAEKEEBMZ2 MEL 7 T=2xb—7 2 0=2 MERHFHPL X5 &35 Snyder DRFPFKITKND
Kolb ORHDNTN A PR+ ThHs Z EHIHL 720
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