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Mikio Hori, Hajime Fujimura, Yutaka Yamakawa, Masayoshi Ohno and

Takeshi Amano : Benzazacycloalkane Derivatives V.

In order to make further studies on the relationship between general pharmacological acivity and
structure of benzazacycloalkanes, 2- (17,27, 3/, 4/ tetrahydroisoquinolyl-2/) -3-N-propionylanilinopropane
(G)were prepared.

FEBIL T =) k% alkyl chain G B (b L7- RIHE, Benzazacycloalkane derivatives iz N-aminoacyl
group, N-COCH(R1)N(R) (R;3) DA & » TENRIFRBEROBEN S & & & Rl Lz, SRHIEER
PEFEDHEH: & LT ORERIEFABIER O & BH B R icd 5 glycide type, N-CH(R;) CON (R2)(R3) (B)
OER&ZETH Uiz, F20h 5 EBOERERIFRA EHELLWE, RFKMHERCE T 5T, ZOMmOER
TER D ED I —EBEIEABRCH T ethyene diamine type (D) Hf&THEKR L.

fl5, FHE DO DAL, 1959 F W. Wrighlt) BRI & LT L7z Diampromide & % DfE(E
FBRERE L TCABH b &TecT, ki glycde ik (G) &% @ hilliciiy$%. Hit, Diampromide
D N-CHs &EXUEUREEBEEHUR(G) D, HIHEDKEL bHEL T EALZFERES BN S, ARk
i a-(17, 2/, 3/, 4/-tetrahydroisoquinolyl-2/) propionylanilide (E) % LiAlH, &t & b 2-(17,2/,3,
4/ -tetrahydroisoquinolyl-2/) - 1-anilinopropane(F) #43, Zt %, propionic anhydride & fnztL T 2-(1/,2/,3/,
4/ -tetrahydroisopuinolyl-2/) -1-N-propionylanilinopropane (G) # & L 7z, < ZiiGbh At & HEIIHTHE
BERBRHTD D, RBAPCH L, THEAFELTIWE LEFRATESNE R LOAREREOH RS
BLES,
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1-8-Diethylaminoethyl-1, 2, 3, 4-tetrahydroquinoline—j%& ik
(A) YE )LD methyl a-chloroacetate, (alkyl a-haloacylate) & K,COjz # o % ki< 1 KE/oiL
~Nrom, 120° 20hes. G, Bk dil. HCL oL, 5l L TKBE 7V 5 Y #EE LT — 7 Ui,
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Diampromide

b.p.o.1 110°, I 70% ¢ methyl a-1, 2, 3, 4-tetrahydroquinolylacetate # %%, C;.H;50.N Anal.
Caled. : C, 69.86; H, 7.51; N, 6.19 Found: C, 69.80; H, 7.50; N, 6.20.

(B) methyl «-1, 2, 3, 4-tetrahydroquinolylacetate \<iftj(> HN(C2Hs)s D # % » — L ¥k N2,
B (100%), Shrs. JIE, HBEOERI M, YA = — 5 Viili, bop.o.s &7%, UK 60% © N. N-diethyl a-
1, 2, 3, 4-tetrahydroquinolylacetamide #%. Ci13H13sONz Awnal. Caled.: C, 71.52; H, 8.31; N, 12.83.
Found: C, 71.35; H, 8.42; N, 12.91.

(B’) N. N-diethyl a-chloroacetamide, (N. N-disub. «-haloacylamide), pyridine (& %4 it triethyl amine
F foik K2CO3) OUEvak <L Eoicfii~, HE (1009 5hrs. s, %k dil. HCl CEgbE &2 L, Kigk 7
Ve LT (B) LEERUERYT 5. [E50%. b.p. 0.4 87—90° @ N,N-diethyl «-1, 2, 3, 4-tetra-

hydrodroquinolylacetamide % 5 %.
(D) N. N-diethyl «-1, 2, 3, 4-tetrahydroquinolylacetamide #f&/K= —F vic#EA L, BF O LiAIH,

T -7V & Zhrs. BFE, RICHEEEM: & LTOKE%RFH, 7auh udEe LT -5 vHliH, b.p.o.4 156°,

I 75% ¢ 1-B-diethylaminoethyl-1, 2, 3, 4-tetrahydroquinoline 75_;2)1%, CisHouN2  Amnal. Calcd. :
C, 77.53; H, 10.41; N, 12.06. Found C, 77.50; H, 10.45; N, 12.10

(D’) 1-a-diethylaminoacetyl-1, 2, 3, 4-tetrahydroquinoline (C) % (D)#: & Fffc L LiAlH, ¢ & 75
45. b.p.o.s 160° XK 0% < (D) LHE—PE%EE

D" K:CO3; OFAT, Kk 2 -~ 1, 2, 3, 4-tetrahydroquinoline & diehylaminoethyl chl-
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161° gk 50 D) :H—YHE%ZE.
Lk E AR TE (A)~D") ZRTAERINEYE ~BL T Table TIZiLHkd ».

(D) i & FRILEE, b.p. o5

Table 1
bop(m.p.)| Anal. (%)
Compounds Methode vle)d Formula Calcd. Found.
mm He*C c || N| c|H|N
>lQNCH(CHg)COzCHg (A) | 0.1 130 | 72 |C13H;70,N| 71.207.82| 6.39| 71.187.90| 6.28
iIQNCH(CH;3)CO;CH3 (A) 1.0 160 | 75 |C13H;;0,N|71.20[7.82| 6.39| 71.187.90| 6.45
QNCH,CON(CH3) 2 (B), B’)] 0.4 87 |62,60|C13H130N; | 71.52/8.31| 12.83| 71.358.42 12.91
QNCH(CH;)CON(CHa3) 2 (B7) | 0.3/87-91| 63 |C14H20ON; | 72.388.68 72.4518.79
QNCH(CH3)CONHCH, (B’/) 1 1.0/ 120 | 65 |C16H24ON2 | 73.83[9.29 10.72| 73.809.21] 10.71
QNCH(C,H;5)CON(C:Hs5) 2 (B”) [ 0.9 70| 60 [Ci7H26ON; | 74.41]9.55] 10.21| 74.409.50 10.19
8-CH3;QNCH,CON(C:Hs) (B’) | 0.7) 102 | 58 [Ci6H24ON; | 73.8319.29| 10.72| 73.8509.10 10.82
8-CH3;QNCH(CH3)CON
(CH3) 2 (B7) | 0.7] 102 58 [Cy1sH2,ONz | 73.149.00| 11.37] 73.109.15] 10.99
iQNCH(CH3)CONHCsHs(®) | (B/) (101) 50 |C1H20ON: | 77.71|7.19; 9.99 77.61(7.10f 10.00
INCH,;CON(CH3) 2 (B7) | 0.8 180 | 62 |Cy2H;sONz| 70.53/7.90] 13.71| 70.527.80] 13.51
iQNCH(CHg)CHzNHCGI({Fg) (b)) |1 218 | 76 [CisH2,N, | 81.17/8.33] 10.52 81.188.30| 10.53

* QN=1, 2, 38, 4-tetrahydroquinoline, iQN=1, 2, 3, 4-tetrahydroisoquinoline,

D .

IN=2, 3-dihydroindole

2-(1/, 2/, 3/, 4/-tetrahydroisoguinolyl-2/)-1-N-propionylanilinopropane (G)

2-(17, 2/, 38/, 4/-tetrahydroisoquinolyl-2/)-1-anilinopropane (F) 3g. & propionic anhydride 4.8g. % 100°
< 3hrs. MNET 5. RIS EKCEE, chik7vn Ve LTy ¥ Ui, il % KoCOs T b.p.

0.1 225°. JEOIRYE 3. 2¢.
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C21H260ON;

Anal.

Caled. : N, 8.69. Found: N, 8.50,



