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Recent phblica-tions on derivatives of benz-1,3-oxazine [1], [2] prompt
us to report on our own investigations which form a continuation of
previously published papers [3]—[5].

We prepared namely a number of new derivatives of 3,4-dihydro-
1,3-oxazine. The method of preparation consisted in adding a primary
amine to a slightly alkaline, cooled solution of formaldehyde in methanol.
The solution thus prepared was added to a compound with a phenolie

funection,

The substances obtained can be classified into several groups, as

given below.

(I) Derivatives of substituted phenols of the general formula:

Here

(Ta) — R - CH,CH,;
(Ib) — R! — CH,C,H,;
(Ie) — R = CH,C,H,;
(Id) — R* = CH,;
(Ie) — R* — CH,CGH,;
(If) — R* = CH,;
(Tg) — R = CH,CGH
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(D)
Rt — R* — CHy; Ré—Re—=H
R®— R* — CH,; R:=Re=H
R* — Rs— CH,; R:=R¢=1H
R® — CH,; Ri=Cl R — Ré = H
Rt — CH,; R®—iCyH,; R —-R¢—H
R? =CH;; Re=iC;H,; R3=Ré¢=H
R® — CH,; Ré=CH,; R*—=R‘=—H

[635]



636 B. Gac-Chylinska and T. Urbanski
(II) Products of the reaction of 2,7-dixydroxynaphthalenc with
formaldehyde and amines in the molar ratio 1:2:1
Rs

N

HO. o~ A0

(1IT)
(ITa) ~ R¢ — CH,C,H,
(IIb) — R¢ = CH,
(ITe) — R — C,H,

(IIT) Products of the reaction of 2,7-dihydroxynaphthalene with
formaldehyde and amines in the molar ratio 1:4:2

R7 R7
\ /
N N
|
o . 0
SN
Wi W
(I1T)

(Illa) — Rs = CH,C,H,

(I11b) -~ R7 == CH,

(ITTe) — 7 = C,H,;

Besides, we also obtained the compounds: (IV) 3,4-dihydro-3-benzyl-
(6-sulphonaphtho) [1,2e]-1,3-0xazine and its sodium salt (IVa)

(V) 3,4-dihyvdro-3-benzylacridine [1,2e]-1,3-0xazinc
(VI) 3,4-dihydro-3-benzylhydrindo [4,5e]-1,3-0xazine
(VII) 3,4-dihydro-3-henzylhydrindo [5,6e]-1,3-oxazine.
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The physical properties of the compounds are tabulated (Table).
We are continuing experiments on the synthesis of analogous com-

pounds by condensing phenols with amines and aldehydes both aliphatic
and aromatic.
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TABLE
| : | |
m.p. | Required Analysis | Foun
p(i)onm;(-l m}.)p. o lof hydro-|- - | o l Olll d Formula
b-p :c-hlorldes %C | %H| %N %C | %H %N
T Ia | T1-78° 1150—-153° 70.5 | 6.5| — |70.7] 7.0 | — | C,Hy,ONCL
| ! | (hydro- |
Ib | 87—88° | chteride) | | CpH,ON
Ic | 94—-97° l C;;H,,ON
Id [172—174° 1222 -225° | CieH,ONCI
0,35 cm | ! |
Ie [174—176° Hg  |206-207° 71.9 | 7.6 | 4.4 |71.5! 7.3:- 4.6 | C,,Hy UNCI
’ (hydx.'o- | | | |
If | 98° 02m Hg | | e ] CH, ON
Ig | 39—41° ‘ | ' (-
IIa '139—140° ~240°a| 783 ‘ 5.9 | 4.8 78.6] 5.9 | 4.9 | C,,H,ON
‘ (hydro- | I CpH,,0.N
1 chloride) . | | | : < -
4.3 . 4.6 | C, H,,0,NCl
IIb | ~210°d | - Cy3H150.N
IIe | ~190° d ‘ | | 6.1 6.4 | C,H,;0.N
IIIa [123—124° ' 790.6 | 6.2 | 6.6 |79.3 6.0 | 6.6 | CyuHaOsN,
IITb |171—173° decomp. CsH150: N
IIc (133—135° . i CyHasO0,N,
IV [234—235° | 64.2 | 4.8 | 4.0 |64.1| 4.8 | 4.1 | C,H,,0,N5
IVa | does not melt 60.5 | 4.3 | 3.7 60.7) 4.9 | 4.0 | C,,H,;0,NSNa
v ‘131~132° 81.0 | 5.6 8.6 81.1 6.0 8.8 | CpH,,ON,
VI | 73—175° ' ' CH,, , ON

VII | 97—99° _ gy |

CysH, ON

As previously reported [3]—[6] the benz-1,3-oxazine derivatives
possess interesting bacteriostatic and antineoplastic activities.

More detailed results including methods of preparation [7] and biologic
activities [8], [9] will be reported later.
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(ZAKLAD SYNTEZY LEKOW, INSTYTUT GRUZLICY)
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