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XXIX. CHHTE3 I BJACTHBOCTI N-R-3AMIHIEHUX AMIAIB
BEH3HJICYJIb®OHIJIOKCAMIHOBOI KHCJIOTH

Pauimie 6yao mokasano (3, 4), mo oxcamimobeHsoscyiabgpamign (1)

Ta iXHiI MeTuJaeHOBi romoJsiord (1) BHABASAIOTHL OZHAKOBY LYKPO3HHUIKYBAJIb-
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- llikaBo Gy/si0 BUBUHTH BIJINB BBeIEHHS METHJIEHOBOI TpymH MiXK OeH-
30/IbHUM KijblieM i cy/jib(OHIIOKCAMiAHOK TpyHol0 Ha HYKPO3HHXKYBaJbHy
axTuBuicTb. 1I[06 3mificHMTH I 3aBAaHHsg, MK CHHTe3yBa/s W 3aMIICH
amizie Gensmacyabdoninoxcaminosoi xucnoru (I1II) sa cxemoro

C,H,CH,SO, NHCOCOOC,H, —12 - CgH,CH,SO,NHCOCONHR <«
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Benauncyapbhoninokcamiau (I11) omepxkyBanu 3a peaxiiero amigyBaH-
Hs eTHJIOBOTO edipy GeHsuiacyabbonisokcaminoBoi Kucaota (IV) abo kon-
neHcailielo HaTpieBoi coai GeHsmncyabpaminy (V) 3 edpipamu okcamiHOBOI

kucaotH (VI) B cepemoBumi aGcosoTHOro MeTaHoay. Buxomm 61—97%
(Taba).

amimeni amian GeH3WACYAbGOHINOKCAMIHOBOT KHCJIOTH C;H.CH,SO,NHCOCONHR

* Vel cIOMYKH Kpucranisysaan 3 JIMOA.
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a (H 871—1 209—210 12447 | 242 3 | CoHoN2O4S 11,80 111,56 | 4,82
6 |CH; 71(82| 205—206 1257,3 | 256,3 | CoH 2N20O4S 11,18 10,93 | 4,64
B |CoHs 78| —| 196—197 {270,8 | 270,3 | C;;H14N20O4S 10,54 {10,36 | 4,83
r {g-CsHy 71i—! 193—1941286,3 | 284,3 | C;sH15N2045 9,691 9,85} 3,96
1 {n-C.Ho 81i—| 167—168 207 81 298,3 CisH1sN2O4S 9,69| 9,39 4 .83
e |izo-C4Hg 175|—1 205—206 1299,0 208 .3 ClnggNgoqs g 97 9,39 4,83
€ H-CsH“ 64— 187—"‘188 314,1 3112,4 C14H20N204S 9,12 8,96 4,79
x |H-CgHia 90|—| 165—166 |328,4 326,4 C15H22N204S 8,79 | 8,08 4,79
3 |a-C7H;s 94}—| 162—163 [342,1 | 340,4 | C16H24N204S 8,33| 8,23 4,86
n {CHy,=CH—CHo,— 80— 219—220 |284,7 | 282,3 | C12H 14N204S 9,95 9,92 4,66
i {HOCH,CH, 97i—! 186—187 |288.5| 286,3 | C11H14N2OsS 0,81] 0,78| 4,63
K {mukno-CeHy, 79|78| 206—207 (326,7 | 324,4 | Ci5H20N2043 8881 8,63 5,07
n |CeHsCH; 87|—| 199—200 {334,6 | 332,4 | CieH1sN204S 8,74 8,43 5,03
M CgHs —161] 259—260 {319.6 | 318,3 | CisH1aN20sS 9,05 880} 481
H- H-CH3C5H4 —67 253—-—254 334,1 33'21.‘ﬂll C16H16N204S 8169 8,43 4,91
o (#-CH3CeHy —179; 238—239 331.,6 3}3'2:«4 C16H16N204S 8,58 8§43 4,96
n {n-CHsOCgH, —|74| 232—233(350,1 | 348,4 | Ci6H16N2055 8,27 | 8,04| 5,05
p | 1-CICsH, — |66l 200—291 |354,7 | 352,8 | CisH1sCIN2O4S | g 041 704 4,68
¢ | m-ClCgH. —I76 274—275 351,7 352,8 C15H13C1N204S 8 16 7’94 4 56
T [n-NO,CeH, —|64| 292—293 13655 | 363,3 | CisH1aNOQsS 11178 (11,57| 426
y [CeHsNHCH,CH, __|ggl 186—187 |363.2| 361,4 | Ci17H1oN3OsS  |11'a8 11,62 4.66
¢ {n-CHsCeH.NHCH,CH; |—I71{ 170 (rp;m- 377.4 | 3755 | CisHaNsOsS 11’31 111015 —
KJIA | ’ '
x |[NHR=N (CgHs) _l63| 275 (po3-1395,9 | 3944 | CaHisN:OsS | 7,29 7,12 —
| KJIAN)

** FrpinajleflT BU3HAUaJH THTPYBAHHAM uaBaxku pedoBHHu 0,1 H. pO3YHHOM JAYTY
B JIM®DA,

NMas 6inpuiocti GeH3HACyAbPOHITOKCAMILIB (I11) B 60% BOnMHOMY AiO-
KCaHi BH3HAUEHO NOTeHUioMeTPHYHMM MerTomoM (1) KOHIeHTpALliiHI KOH-
cTaHTH ioHizanii. Tounicrh 3Hauenb pKa OIiHIOBAJM METOIOM MaTeMATHYHO]
craTcTukd (Hapikmicts 0,95) (2). 3 maHHX, HaBelEHHX B Tabauli, BHAHO,
10 3aMIiCHMKY NPU OKCAMIIHOMY a30Ti BIIMBAIOTH Ha Beaudunu pKa, AKi
sMiHIOIOTHCS B Mexax Bix 3,96 mo 5,03 ox.
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KinbkicHy ouiHKy BIONUBY 3aMICHHKIB Ha BialUlenJeHHS [IPOTOHA
SO,NH-rpynu spificHioBanu 3a piBusHHaM ['ammera. JIiHiliHYy 3amexHicTb
pKa 3 o-'aMMera MoKHa BHPA3UTH KOPEJSIiHHHM DIBHAHHAM *.

pKa =_4,83-5-— 0,666 ¢ (r= 0,9-89; s = 0,036).

HeBucoke uuncesbHe 3HauyeHHA peaklidHOI KOHCTAaHTH CBiAYUTh MOpPO
HH3bKY MPOBIMHICTL €JEKTPOHHHUX BIVIMBIB 3aMICHHKIB uYepe3 OKCaMOIJbHY
rpyny (NHCOCO)

Jas inentudikauii oxepxKaHux cmoayk 3uaATo IH ta YO cmexktpu. B

IY cnekrpax cnocrepirajiucad Taki XapakTepHCTH4YHi cMyru BOuUpaHHA:
vNH 3305—3260 cx™!, vCO 1690 cu!, vSO?2}>  1380—1360 cxu! ra vSO3

1190—1160 cx—1. 14 cnexkrpu HaTtpierux conedi amimiB (III) He MicTuam
amignoi cmyru NH, a xap6oninbHa rpyna suaBasnaca npm 1730 ca™l,
B Y@ cnekrpax (III) 6yau makcumymu BGHpaHHH B obOJsacti 260 M npu
lge 3,1—3.4. \

(Dapmaxononqm BUNPOOyBaHHs MOKasand, IO rinoraikeMiuHa aKTHB-
HicTh 30epiraerbcsi NPH BBEIEHHI METH/IEHOBOI TIpynH MiXK O€H30JBHHM
KITbLeM 1 Cy/Jb(OHINOKCAMIHOK TPYNOK I CTAHOBUTH IS OEH3HJICYJIB(O-
Hinrokcamimis (III, 6, r, o, e, i, x) 1,11, 0,89, 1,17, 1,00, 1,10, 1,50 Binmo-
BiIHO BITHOCHO ‘6yTaMi11y, AKTHUBHICTD HKOTO anﬁHHT-o 3a | (3HH-
XKeHHsl piBHY LYKPY B KpoBi 3a 12 roauH).

EKCIIEPHMEHTAJIbBHA YACTHHA

EtuaoBuii edip 6eH3uJicy.|1b(p0Hi.uoxcaMiﬂono'i kucjaoru (1V). Ho pos-
YHHY MeTHJIATY HaTplIO, APHrOTOBJIEHOIO 3. 40 ms Ge3BOJHOTO METAHOMY Ta
0,46 e natpito, mocmifOBHO MofaBasu 3,42 ¢ GeH3uacyabpaMiny (7), Kinbka
KpHucTaiaukiB ¢enoqadraneiny i 3,6 e mietmnokcanary. Cymilll 3anuiianu
NIpU KiMHaTHIH Temnepatypi mo 3HeOapBaeHHs. [Jani pobuiau 4K omucauHo
panime B Metoni (5).Buxin 3,6 ¢ (66%). Kpucraniszysanu 3 6eusony. ['oJ-
K4, T. Tona. 119—120°

C10H13N05S. SHHﬁEEHO B %: N 5, 35.
Bupaxysauo B Y%: N b, 16.

3amimeni amigu OensuicyabdonigsokcaminoBoi xucaotu (lII, a—ua)

ofepxaHo 3a cnocobom A (5), amimm (III, 6, x, M — x) — 3a cnocoBom
(6). Temneparypa TomjieHHS npo6H 3MIlIYBAHHS PEYOBHH, OJAepPKAHHX
3a crnocobamu A i b, He maBana menpecil.

Y& crnextpn 3Haro Ha mnpuaagi C®-4 A B eranoni (¢ 2-1073% —
2.-10-> M), T4 cnekrpun — Ha cnektpodoromerpi UR-20 y kaairo 6pominl
(konueurpanis pevoBuHu 0,5%).

[ToreHuiomeTpnuHe THTPYBAHHS MPOBOJAMIHN 33 JONOMOrOI0 HOTeHIlio-
merpa JIIIY-01 i3 ckassHUM 1 HacHUeHHM KaJOMEJbHUM e€JeKTPOJaMH B
60% BomHomy miokcani 0,01 H. po3unHOM 1AKOro KaJgiio TpH 25°. Pospaxo-
ByBanH pKa 3a piBHSHHSIM I'engepcona (1) s 8—9 BumiproBanb pH y me-
xax 10—90% mnefirpanisanii.

BHUCHOBKH

3nificheno cuHTte3d N-R-zaminienux amigiB OeH3uacyabdOHINIOKCAMIHO-
BOi KHCJAOTH I BMBUEHO X IYKPO3HHXKYBaJbHY akKTHBHicTb. [loxkasano, mio
rinornikeMmiuna mig s30epiraeTbcsi NMPH BBEeNEHHI METHJCHOBOI I'PYNH MiX
0eH30JbHUM KiablleM i CYJb(POHIJIOKCAMITHOIO T'PVIIOIO.

* Ilaa cknanaHHsa piBusHHs BukopucroByeanu pKa cooayk III, m—r.

28



JJITEPATYPA

1. Anpbept A, Cepxent E., KoHcTanThl HOHH3AaUHH KHCJIOT H OCHOBAHHH,
M—JI., «Xumusa», 1964—2. Komaps H. Il, XAX, 1952, 7, 325.—3. ITetrounn
1. A, lIeprIx B. II., Banamko H. H, c¢6. JKXOX «BHOJIOTMYECKH AKTHBHHE COEXH-
HEHH;{» 1565, 158.—- 4. Merornn IL A, ‘{e Herx B, II., ryuumaa B. I, XHM-
¢apm. xkyprana, 1973, Ne 4, 31.—o. HE‘:TIOHHH I1. A, LIepme B. I, JKOX, 1967.

130.— 6. ITeTtiouun I A Uepuw x B. I, ram xe, 1966, 2, 285.
7. Johnson Ambler J. Am. Chem Soc., 1914 36 381.

Hagiimaa 10.VI 1974 p.

AMIDES AND HYDRAZIDES OF OXALIC ACID. XXIX. SYNTHESIS
AND PROPERTIES OF N-R-SUBSTITUTED AMIDES
OF BENZYLSULFONYLOXAMINIC ACID

P. A. PETIUNIN, V. P. CHERNYKH, I. P. BANNY,
T S. DIAN-TEMIROVA and V. I. GRIDASOV
Kharkov Pharmaceutical Institute

SUMMARY

The synthesis has been realized of N-R-substituted amides of benzylsulfonvloxami-
nic acid and their sugarreducing activity was investigated.




