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OPHTITHAJIBHI CTATTI

YAK 015.254.1.012

CHHTE3 I BJACTHBOCTI 3AMIILEHNX AMIJAIB
2H-1,2,4-bEH30TIANIA3HUH-1,1-JIOKCUI-3-KAPBOHOBOT KUCJIOTH

B. I1. YEPHHX, B. . TPHJACOB
XapKigcoKull apmayesTudHull (HCTUTY

[Ipomosxyroun paHimle po3noydri gochaigzxkeHHst (4) B pAAY NOXIJHHX
GensoriagiasuHy, MM ojdepxKanau 3amimeni amigun 2H-1, 2, 4-6ensoriaaia-
3HH-1, 1-piokcua-3-kapboHosoi kucqmoTn (I1l) srizHo i3 cxemor

N
CONH
AN
0-H,NC,H,SO,NH, ~NHCOCOOCH, () “ NH
_ 50,
.T
| 11
i
H
- 1
0- ONCH,SONH, o 0- O,NC,H,S0,NHCOCONHR
v A VI N
(COOC,H,), | CH.ONa - | RNH,

~ 0-0,NC,H,SO,NHCOCOOC,H,
Vv

Amian 111 cunHTe3doBalio 3 BHXOAOM A0 70% mpu BiAHOBJEHHI 3aMillle-
KUX aMmiiiB o-HiTpobensoJjcyabponinokcaminoBoi kucaoru (VI) 3amizom vy
XJIOPDHCTOBOAHEBOMY cepeAoBHINi. Buxinui amign VI cuHTesyBaam asoma
cmocobaMu: 3a peakuielo KoHAeHcanii o-mirpo6Gensoncyandaminy (IV) 3
STHJIOBMMH egipamu N-zamimennx oxcaminoBux kucaot (II) abo amigy-
BaHHAM edipy V xupHuUMH aMiHaMH B cepegoBuili JM®PA. Etunopuii
edip V yTBOpIOBaBCA mij yac B3aeMmoiil mieTusiokcanary 3 cyandamigom IV
y IPUCYTHOCTI METHJIATY HaTPilo. .

bynoy amizis IIl morBepaxkeno 3ycrpiunuM cHHTe30M peakuiil KOH-
nencauil edgipis Il 3 o-aminoGensoncyabpamigom (I), gKu#, y cBow uepry,
OAEepXyBaJsid BIJHOBJICHHAM cyabpaminy IV. |

3amimeri amign VI (ta6a. 1) ta III (ra6a. 2) — 6Ge3bapBHi KpHcTaiu-
HI PEYOBHHH, PO3UMHEHI B OPraHIUHHX DO3UHHHMKAX, BOAHHX PO3UHHAX JV-
riB. IlposaBasiors KHCaA0THI BAacTHBOCT i THTPYIOTbCS B cepemobmili JIMOA
Yy NPHCYTHOCTI THMOJ{TaNEIHY $IK OJHOOCHOBHiI KHMCJOTH. ImeHTHdIKyBaam
ni CHoJyKH 3a JanMMH eneMeHTHoro anaaisy, I ta Y& cuekrpis (2).

B 4 cnexrpax aminis III, VI y gingaumi 3220—3330 cm~! Buspjas-
I0TbCsl BaJsieHTHI kKoausanHg NH-rpynu. Yactorn xoausanb SOs-rpymu pe-
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Tadauyga 1

3amimeni aminu o-niTpobensoncyabhorinokcaminoBoi kuciaoru (VI)
O'OQNC5H4SOQNHCOCONHR

MNe | SHAWAEHO, % BUpaxyBaHo, %
C1o- R BH;”[’ T. tona., °C EmMn:prura ¢opmyrna | 1 -

AYK N | o N S

1 H 69 178—180 CsH:N3O6S 1541 | 11,70 | 15,38 | 11,73
2 r-Cqyg 58 175—176 Ci12H15N306S 12,831 986 | 12,77 9,74
3 Hinkno-CeHyy 74 197—198 CisH7N3O6S 11,96 | 9,30 | 11,82 9,02
4 m-ClCgH 4 41 224—225 C14H1oCIN;OsS 10,98 1 8,51 10,95 8,36
D n-CHzOCsH4 08 211-—-212 CisHsN2O78 (1,20 | 8,67 { 11,08 8§45

l - 1

[IpumMiTka. ¥Yci CHOAVKH KPHCTAJNI3YBAJH 3 BOJHOIO €TAHOJY.

Tadauusa 2
Sammem amiin 2H-1,2,4-Gensoriagiasun-1,1-niokcua-3-kapoorosoi xkucaoru (I11I)

/\,/\ —CONHR
I , NH

\/ N/
SO,

No Buxin 3nailieHo, % Bupaxypano, %
CI0- R o | T. Tona, °C EMnipuuna ¢opmyaa 1 .
AVK N 5 N S

1 3 ] \
] H | 62 342 CgH7N3OsS 18,70 | 14,30 | 18,61 | 14,24
(POBKJIL.)
2 H-CsHo 63 210—212 Ci1aHisN3O3S 15,08 1 11,521 15,02 11,41

3 LInkao-CeHyy 67 266—268 Ci4H7NsO3S 13,721 10,40} 13,75 ] 10,40
4 m-ClCgH, 70 316—318 Ci4H0CIN;O38 12731 9601} 1263 9,01
5 n-CHzOCsH4 71 287 —289 CisHisN3;0,48 12801 9721 12,74 | 10,00

' |

[Ipumitka. ¥Yci cmodykH KpucradizyBaad 3 sogsoro JAMOA.

7ipe3eHTOBaHi JBOMAa CMYlaMHu: 1:‘1%’13]0——1815 cM™ Ta ygh, 1190—
1180 cm—!. Bamentni xoausauass CO-rpyn B amigax IIl suHukarwTbh y Ii-
agHui 1720 emM~', a y cnoaykax VI — B piasaui 1710, 1740 cm—!. Kouau-
BaHHa NOo-rpynun B awminax VI xapakrTepuaymooTbcd [IBOMa CMYyrami:
Y No, 194D eMm~liy g, 1360 cm—.

B Y@ cnekrpax cmoayk IIl cnocrtepiraerbcs Makcumym BOHpaHHSI B

piasauui 288—297 um (lg e 3,75—4,70).
Aminn III (cmoayku Ne 1, 3, 4 5, Taba. 2) BUOPo6GOBAHO (DAPMAKOJIO-
riyHo A5 BHSIBJEHHS CEUOTiHHHUX BJacTuBocTed. BuBuasau ix ¥ Ha 6iaHX

MHIIAX CaMIsX 3a OINMCAHOI0 B Jiteparypi Meronukoio (1), mpuyomy cro-
ayka Ne 1| piugBHaa BHpaXKenu#l aHTHAiypeTHUHHH edeKT, a amign Ne 3,
4, b miacu/oBaJay ceyoBigaismenHs y TBapuH Ha 190, 433, 439Y% minnosiaHo.

EXxcnepuMeHTAaJbHAa YacTHHA

Y® cnexrpyu 3910 Ha cnekrpodoromerpi CP-4 B gioxcani (¢ 2.1073—
— 210> M), IYcnektpy — nHa npuaaai UR-20 y Tabaerkax KaJiiw
6pominy (koHunentpanis peuosunu 0,5% ).

Etunosnit edip o-HiTpoGeH30ACYIbPOHIJOKCAMIHOBOI KHCJIAOTH (V)

OfepKyBaau 3a omucaHuMm B Jaitepartypi Meromom (3). Buxin 51,0%.
KpucranisyBaau 3 Bojuoro eranoay. Ilaawuku. T. Ttoma. 171—173° C.

Swadineno 8 %: N 9,31, S 10,78, CioH1o0N:O5S.
Bupaxysanos %: N 9,27, § 10,60.

* JlocnidAKeHHs TPOBOAHA2 AOKTOp Menwunnx Hayk C. M. Iporosos.



Lukaorekcuaamin o-HiTPOOEH30JCYAbHOHINOKCAMIHOBOT KHCAOTH (Ne 3,
Taba. 1).

. Cywmimt 0,01 Moa cyandamiay 1V, 0,01 mous erusororo edipy nHKJIO-
rekcujgokcaminoroi kacaoru ta 0,01 mMon Merusaty BHaTpiio HarpiBaJgH
2 TOAMHH B cepefoBulili abcoqiwoTHOro Meranoay. Janai peakiiiio NpoBOAH-
TH 32 MeToaukow (3). |

2. 0,01 mon edpipy V posuunsaan B 10 ma JM®OA, noxapanaun 0,02 moa
I'HKJIOPEKCHJIAMIHY W 3aJulliajM IpH KIMHATHIH TeMmneparypi Ha 12 roaus.
[IoriMm poO3BOAWAH BOACK i HMiAKHCAIOBAJJH COJSHOW KucaoTow (1:1) no
rucaol peaxkuil. Ocan, wo Bunas, GiabTpyBa U, CYUIHAA 1 KPHCTAJI3yBaJH.

[Ipoba 3MimlyBaHHsT PEUYOBHH, CHHTE30BAHHX PI3HHMH crnocobamu, He
dana Jenpecii TemuepaTypu TONJEHHS.

Ananoriuno onepxyBaau cuoayka Ne 1, 2, 4, 5 (rabua. 1).

n-Merokcudeninamin 2H-1, 2, | 4-0eH3oTianiasun-1, 1-aiokcua-3-kap6o-
HOBO1 KHcaoTH (Ne 5, Ta6a. 2). |

I. ¥ dorupummuikoBy Koaby 3 Millajakowo, TepMOMETpPOM Ta 3BOPOT-
FHM XOJIOAHJBHHKOM 3aBaHTaxKyBaJad o0 ma soxu, 0,01 mos BignoB.geHo-
o 3anisa 1 2 MJI KOHUEHTPOBAHOI cogasHol KucaoTH. Koaby nHarpisaJau
Ha BOJASIHOMY OTDIBHHKY, HIATPUMVIOUM TeMIepaTypy peakiifinol cymimi
60—80°. IloriM HeBeJHKHMH HOPUISAMH MNPOTAroM 3 TOOHH A0AaBaJji
0,02 Mon n-merokcudeninamiay o-siTpobeHsonacyaboiijokcaMiHOBOI KH-
cnotd. Ilicaa wporo no peakuifinoi macu moauBaau 4,5 ma 309% posunny
riAPOOKHCY HaTpilo, nepeMimlyBaJju i B rapsauyomy crani diaprpysaan. Ocan
ia ¢iapTpi Tpuui npomuBanu 30 Ma 0,59 po3yuHy riZpookHcy HaATPilo.
OxosoaxeHH# ¢QinbTpar HiAKHCAWBAJH coJfgHOK KHceqaorolo (1:1)  gmo
pH 2. Ocan, wo sunas, QinbTpyBadH, cyIHJM 1 XKpUCTAJI3yBaIH.

2. Cymim 0,01 mon cyasdamigy I, 0,01 Mon erunoBoro edipy n-mero-
KCHOeH30McyaAbPoHiNnoKcaMiHoBol kucaoty i 0,01 Moa Metuaary HaTpio
HarpiBaJu 2 roAHHM B cepenoBHuli abcogioTHoOro MeraHoay. [ajsi poOGuJH,
K Y MeToaHui (3). -

3mimaga npoba 3 PeYOBHHOIO, OJEPXKAHOI B NONEPEIHBOMY E€KCIIepH-
MEHTI, Jenpecii TemnepaTypu TOIJIEHHS He jaJa.

AnajioriuHo ozep:KyBaJaH cnoayku Ne 1-—4 (taba. 2).

BUCHOBKH

3nifiCHeHO cuHTe3, BHBUeHO (i3uKo-XiMiuni Ta nAivperHuni BaacTH-
BOCTI 3aMmimenux amiais 2H-1,2,4-6ensorianiazun-1,1-piokcun-3-kapGonosoi
kHcJoTH. llokasamo, o us rpyna cooayk Mae JTiypeTHUHY AaKTHBHICTB.
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SYNTHESIS AND PROPERTIES OF SUBSTITUTED AMIDES
OF 2H-1,24-BENZOTHIADIAZIN-1,1-DIOXIDE-3-CARBONIC ACID

V. P. CHERNYKH, V. I. GRIDASOV
Kharkov Pharmaceutic Institute

SUMMARY

The authors synthesized and investigated the diuretic activily of substituted
amides of 2H-1,2,4-benzothiadiazin-1.1-dioxide-3-carbonic acid.
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