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CHHTE3 TA XIMIYHI BJIACTHBOCTI

5-AMIHO-7-TPU®PTOPMETN.I-1,2,3,4- TETPATTAPOXIHOKCAJIIH-2-OHY

CuHTe30BaHO 5-amiHO-7-TpudpTopMerun-1,2,3,4-teTparigpoxiHokcaaiH-2-0H i TOKa3aHO, 110 BiH BCTYyNAa€ B peaKIIii
OKHMCHEHHS, allMUTIOBAHHS, METUIIOBAHHS 1 KOHJAEHcCaIii 3 KapOOHUIPHUMHU CIIOJTyKaMH, a i Ji€l0 OpTOMypa-
HIMHOTO €CTepy Ta CIpKOBYIJICII0 LHUKII3yeThes B 8-Tpudropmeruin-5,6-nurinpo-4H-iminaszo[l1,5,4-de]xinokcanin-
5-ou Ta 8-rpudTopmerun-1,2,5,6-rerparinpo-4H-iminaszo[1,5,4-de]xinokcanin-2-Tiokco-5-0H.

IToxinHi XiHOKCalliHy HajeXxaTh 10 ¢izionoriv-
HO aKTHUBHHUX PEUYOBUH — IM BJIACTHMBa aHTHOAaK-
TepiaJibHa, Ca3MOJIITUYHA, AHTUBIPYCHA Ta aHTU-
Omacruuna nis [1—4]. Takox Bigomo, mo B Gara-
ThOX BHUNAJKAaX BBEACHHS B CTPYKTYPY MOJEKYIH
aToMiB ¢Topy migBuimye ¢izionoriuyny piro cmo-
ayk [5]. V 3B’s13ky 3 mumM Oyio mMiKaBO CHHTE3yBa-
TH paHilmle HeBiAOMi MOXiJHI XIHOKCANiHIB, A0
CKJIally SIKMX BXOAHUTH TPU(PTOpPMETHIIbHA Tpyma.

Hawmu Bcranosieno, mo N-(4-tpudropme-
tun-2,6-quHitpo denin)-2-R-aminoonrosa kucmo-
ta (I a,0) npu BigHOBJICHHI BOJAHEM Ha Hikeni Pe-
Hesl B 3aJIEKHOCTI Bif mpupoau R mepeTrBoproeTs-
cs B 5-amiHo-7-Tpudropmernin-1,2,3,4-rerpariapo-
xinokcamin-2-ou (1, R = H) a6o B 5-amino-3-R-7-
tpudropmerni-1,2-qurigpoxinokcanin-2-ou (111 a,
R = CH(CHy)y):

6H, /N CF
.,-'—""'_'_'__—'_'!

NO, -5H,0

NH—(?iH— COOH
F

CFy NO, 5H, JNi

~5H,0

CF;

lla,6

l'a,Illa: R=CH(CHy, 16,]l,

la,6 MH;

[116: R=H.

[MotpibHo Bim3maumtH, mo 1,2,34-terparigpo-
XIHOKCaJIiH-2-0OHU paHille He BJABAJOCSA BUIUIUTH
13 peakIiiiHOi cyMilli BHACHiAOK IMIBUAKOI'O0 OKHUC-
HEHHS X KHCHEM moBitTps [6, 7], Tomi K CHHTE30-
BaHMii Hamu xiHokcanin-2-oH (1) crifikuii mo mii
KHCHIO TOBITPs 1 30epiraerbcs y 3BUYaHHUX yMO-
BaX Kinbka MicamiB 6e3 3MiH. B Toif xe uac mpu
HasIBHOCTI B MOJIOKEHHI 3 XiHOKcalliH-2-0HY i30-
MNPONUIBHOTO 3aMICHUKa BHUIIIUTH 13 peakumiiHol
Macu 1,2,3,4-TerparigpoxiHokcaiin-2-0H HE BJa-
nock i mpoaykrom BimHoBieHHs N-(4-tpurdrop-
MeTHII-2,6-TiHITpo (eHiN)-2-130np omiTaMiHOOITOBOT
kuciaoTu € 1,2-nurigpoxinokcanin-2-ou (111 a).

1,2,3,4-Terparigpoxinokcainin-2-ou (I1) mae ki-
JbKa peakIiiHO3JaTHUX LEHTPIB, MO SKUX HAMU
OyJ0 MPOBEACHO P MEepPeTBOPEHb. Buxonu, Tem-
nepaTypu IUIABIEHHS 1 1aH1 €JIEMEHTHOTO aHaJIisy
CHHTE30BAHHUX CIIOIYK npnBenem B
Tabn. 1, a cnektpu SAMP M, 19- 1a
Mac-crekTpu — B Tabn. 2. B cmek-
Tpax JIMP St XapaKTEepUCTUUYHUMHU
curHaiamu Xxinokcaninis (I1—X) €
H CHUHIJICTHI CHTHAJIM MPOTOHIB TPy
CH,CO, NH-4 ta CO-NH (sixmo-
BinHo 3.80—5.14, 5.32—6.44 Ta
10.28—12.73 m.1.), B I9-cnekTpax
XapaKTepUCTHIHUMH € CMyTH ITOTIH-
HauHA rpyn C=0 (1680—1710 oMY
ta C=N (1590—1660 cm ™ )

3uaiineno, mo 1,2,3,4-terparin-
poxinokcamin-2-ou (I1) mix mieto me-
peKucy BOJHIO B ONTOBIA KHCIOTi
JIETKO OKHUCHIOEThCS B 1,2-murigpo-
xinokcanin-2-on (1116) (aminorpy-
na NHo-5 npu npoMmy He 3auinae-
Thest). OKUCHEHHS OJIMHAPHOTO 3B's3-

HEDE
CH,COOH

‘\TR
e

I o

M
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Taobnwmuosda

Buxoan, Temmepatypa muaBieHHSI i pe3yJabTaTH JaHUX eJEMEHTHOro aHafmily cmoayk ||1—X
0 % 0,
Cnonyka | Buxin, % | T, °C OGumeneno, % BPYLTY(;S)OP- 3uaiinero, %
C H N C H N
I 89 212 46.76 3.49 18.18 CoHgF3N30 46.84 3.36 18.29
Il a 73 271 53.14 4.46 15.49 C12H12F3N30 53.04 4.53 15.71
1116 67 253 47.17 2.64 18.34 CgoHeF3N30 47.31 2.49 18.46
v 77 320 48.72 2.97 15.49 C11HgF3N 302 48.86 3.14 1531
\% 52 258 49.39 3.32 17.28 C10HgF3N30 49.66 354 17.13
Vi 67 233 60.19 3.79 13.16 Ci6H12F3N30 60.33 3.55 13.32
VII 79 224 53.68 4.50 13.41 C14H14F3N302  53.50 4.39 13.20
VIl 47 314 49.80 251 17.42 C10H6F3N30 49.69 2.37 17.20
I X* 73 356 43.96 221 15.38 CioHeF3N30S  43.90 2.34 15.17
Xx* 56 279 45.99 281 14.63 CuHsF3N30S 4575 2.73 14.69

* OO6uucneno, %: S 11.73. C;yHgF3N3OS. 3naiineno, %: S 11.65.

Buaiigeno, %:. S 11.42.

** O6uucneno, %: S 11.16. CHgF3;N;0S.

Taonumomsa 2

Hdani cnexkrpockomnii SIMP lH, IY- ta mac-cmekrpockomii aasi cmoayk |1—X
Croy- Crnextp IMP H (d, m.1., IMCO-d,, TMC) IY-criekTp Mac-
Ka p » ML 6’ criekTp, Mz
Il 3.80¢ (2H, CH2-3), 5.09¢ (2H, NH2), 5.52¢c (1H, NH-4), 6.42 (1H, c, H-6), 3100, 1690, 1610, 231
6.55 (1H, c, H-8), 10.28 ¢ (1H, NH-1) 1500
Il'a 526 n (6H, CH(CH,),), 3.43m (1H, CH(CH,),), 6.25¢ (2H, NH,), 6.64c 3000, 1650, 1600, 271
(1H, H-6), 6.75¢ (1H, H-8), 12.26¢ (1H, NH-1) 1570, 1530, 1420
116 6.42ym.c (2H, NH,), 6.62¢ (1H, H-6), 6.75¢ (1H, H-8), 8.05¢ (1H, H-3), 3100, 1660, 1600, 229
12.36 ¢ (1H, NH-1) 1550
v 226 ¢ (3H, CH;CO-N), 7.24¢ (1H, H-6), 8.28¢ (1H, H-8), 8.47 ¢ (1H, 3000, 1690, 1610, 271
H-3), 10.18 ¢ (3H, CH,CO-NH), 12.73¢ (1H, NH-1) 1530, 1450, 1390
\% 3.60c (3H, CH3;N-CO), 6.50 ym.c. (2H, NH,), 6.79 (1H, H-6), 6.85 (1H, 3100, 1680, 1600, 243
H-8), 8.10c¢ (1H, H-3) 1540
Vi 3.96¢c (2H, CH,-3), 6.44c (1H, NH-4), 6.94c (1H, H-6), 7.27c (1H, H-8), 3000, 1700, 1590, 319
7.54m (3H, CgHy), 8.08m (2H, CzH), 8.83¢ (1H, CH=N), 1058 ¢ (1H, NH-1) 1550, 1500, 1400
VIl 1.78c (3H, CH;C=N), 2.01c (3H, CH,C=0), 3.87¢c (2H, CH,-3), 532¢ 2900, 1700, 1630, 313
(1H, NH-4), 6.21c (1H, CO-CH=), 6.96c (1H, H-8), 7.01¢ (1H, H-6), 1580, 1510, 1440,
10.63c (1H, NH-1), 11.75¢c (1H, NH-5) 1400, 1390
VI 514c (2H, CH,-4), 6.82 (1H, H-9), 7.63¢c (1H, H-7), 8.38¢c (1H, H-2), 3000, 1710, 1650, 241
11.15c¢ (1H, CO-NH) 1530
IX 4.58c (2H, CH,4), 6.81c (1H, H-9), 7.07 ¢ (1H, H-7), 11.15¢ (1H, 3000, 1690, 1500, 273
CO-NH), 13.07c (1H, NH-CYS) 1380
X 2.75¢ (3H, SCHy), 4.85¢c (2H, CH,4), 6.76 ¢ (1H, H-9), 7.50c (1H, H-7), 3000, 1690, 1660, 287

11.13¢ (1H, CO-NH)

1610
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ky C(3)-N(4) B moxBiliHuii KHCHEM MOBITPS Bix-
OyBaeTbcs TakoX mpu arwioBandi 1,2,3,4-terpa-
rigpoxinokcanin-2-ony (I1) ouroBum aHriapugom
ta npu MmerwmoBanHi (I1) Homucrum merwiom y
pO34YMHI MeTUIaTy HaTpilo. B mepuiomy Bumauky
YTBOPIOETHCS S-aneramino-7-rpudropmerui-1,2-
ourigpoxinokcanin-2-ou (1V), B apyromy — me-
THJIIOBAHHA NPOTIKa€ MO aTOMY a30Ta B MOJOXKEH-
Hi 1. PesynbTatoM ioro € 5-amino-1-merun-7-tpu-
bropmerun-1,2-muriapoxinokcanin-2-ou (V), 1o
MiATBEPKYETHCA BICYTHICTIO XapaKTEepPUCTUYHO-
rO CHTHAJY MPOTOHY NH-1(d= 10.28—12.73 m.x. )
Ta HasBHICTIO cmyru noriuHanHs C=0 (1680 cm™ )
B IY-cnektpi cmonyku V.

CH,CO-NH M

1
N
-
\L CF; NS0
CF3 N0 v CH

1) CH,ONa

2) CH,l O,
(CH,C0%,0,0,

CH,- CO-CH,-CO-CH, HE (0, H,),

-3C,H,0H

1

0

=
TI= ZJ

pill

MerumoBanus xinokcamin-2-ony (I1) mo N-1
CBIIYHUTH MPO T€, IO 1 B JY>KHOMY CEPEAOBUII CIO-
nyka |l mepeOyBae B naktamHuiil dopwmi.

[Ipu B3aemonii 5-amino-1,2,3,4-teTpariapo-
xinokcamin-2-ona (I1) 3 Gensanpaerizom i anerun-
alleTOHOM yTBOpIoIoThes cnonyku VI ta VII, npu-
gomy 3B's130k C(3)-N(4) y uux pedoBHHAX KHC-
HEM TOBITps NPU NPOTIKaHHI peakliii He OKUCHIO-
erbcst. 5-(ITenT-3-eH-2-0H-4-im)aMiHO-7-TpUDTOP-
metun-1,2,3,4-rerparigpoxinokcanin-2-ou1 (V1) €
MOXiTHUM D-muKapOOHITBHUX CHONYK, 1O, SK Bi-
nomo [8], MOXyTb iCHYBaTH y BHIJISINI CuH- 1 aw-
mu-opM, KOXHa 3 SKHX, B CBOIO Yepry, MO)ke 3Ha-
xoautucs B GopMmi Syuc- 1 Smpanc-koHGopMaLin.
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CyHy-CH=N

Ane, Buxoasuu i3 cnektpy SAMP St cnonyku VI,
MOJKHa KOHCTAaTyBaTH YTBOPEHHS TIIbKU OJHIi€l
koHpopmanii. CniJ BiA3HAYUTH, II0 CUTHaJ Tpo-
TOHY TpyIH Ar-NH-C= s cneKTpl SIMP H xiu-
okcanin-2-ony (VII) 3Hukae micns mogaBaHHS
D,0, mo cBiquuTh NPO IBUIKE 3aMillleHHS IPOTiI0
Ha JeifTepiil 1 € HempsSIMUM MiATBEpPAXKEHHAM ic-
HYBaHHS BOJHEBOTO 3B's3Ky. B Toif xe wac B IY-
cnekTpi cnonyku VII cmocrepiraerscst cmyra mo-
rnuHaHHsg 1630 cM™ -, AKa HaJIEeXUTh acoliiloBaHiil
kapOoHuNbHIM rpyni. ToMy € migcTaBU BBaXaTH,
mo crnonyka VI yrBoptoerbcs B cur-Syuc-gopmi,
sJKa € HaWCTIAKINIOK BHACHIZOK cTabimizamii
BHYTPIIIHbOMOJIEKYJIIPHUM BOJHEBUM 3BSI3KOM
N-H--O=C [8].

Hamu takox BcTaHOBIE-
M HO, mo xiHokcamin-2-on (I1)
\|\ pearye 3 OpTOMypaIIuHUM €ec-

4. TEpOM Ta CIpKOBYTJICLEM Y IO~
CF3 N™ O noxennsx NH-4 Ta NH -5,
IpU bOMY YTBOPIOIOTHCS Bif-
noBigHo 8-TpudTopmMermi-5,
6-nuriapo-4H-iminaso[1,5,4
-dejxinokcanin-5ou (VIII) ta
\|\ 8-rpudropmernn-1,2,56-rer-

SCH3

parinpo-4H-iminaszo[1,5,4-de]-

Fs X1HOKcaiH-2-TIOKCO-5-0H
W (1X). Ocrauniit npu ankizy-
BaHHI HOJAMCTHM METHJIOM Y
TY’)KHOMY CEpelOoBUIl MepeT-
- HI BOPIOETHCS B 2-MeTHIITIO-8-TpH-
g ¢Topmerun-5,6-gurigpo-4H-
imigazo[1,5,4-de]xinokcanin-

M 5-ou (X).

\L B minomy, okucHEHHs KHc-
ey HEM IOBITPS OAUHAPHOTIO 3B’s-
3ky C(3)-N(4) B monsiiinwmii
JIETKO MPOXOANTB B THX BUNIA/-
KaX, KOJIX 3aMICHHUKH, IIOB f-
3aHi 3 XIHOKCaJiHOBUM LHKJIOM, € €IeKTPOHOMI0-
HopHuMmu (3-i3ompomin, 1-meruin, 5-aneramino). ¥
BUINAJKY, KOJIH 3aMICHUKHM MalOTh €JIEKTPOHOAKIEH-
topHuit xapaktep (5-6ensiminenamin, 5-(menrt-3-eH-
2-ou-4-im)amino), 38’130k C(3)-N(4) mpu mpoxon-
XKEHH1 peakuiil 3anumaerbcs oauHapHUM. lleit
(akT MOXHa MOSCHUTH TUM, 1[0 EIEKTPOHOAK-
LHENTOPHI 3aMICHUKH BIATATYIOTH O ce0e eNeKT-
POHHY T'yCTHHY 1 IUM CaMHM JIe3aKTHUBYIOTb XiH-
OKCaJiHOBMH LUK J0 nii enexkTpodinbHUX pea-

reHTiB (B TOMY YHCIi i 10 KHUCHIO MOBITpS).
Taxum 4YuMHOM, HaMH poO3poOJIeHO mHpenapa-
TUBHUU METOJ CUHTE3Y S5-aMiHO-7-TpUPTOPMETHUI-
1,2,3,4-TeTparigpoxiHokcaiiH-2-0HY, BUBYCHO c-
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SIK1 MOT0 XIMIYHI BJIACTHUBOCTI 1 IIOKa3aHO, IO
BiH Ma€ KilbKa peakUiffHO3JaTHUX LEHTPIB 1 €
MEepCIEeKTUBHOIO CIOJNYKO JUIsl CHHTE3y TIeTepo-
HUKIIYHUX CHCTEM.

Cnextpu SAMP Y susro na npunani Varian-
300 (poboua wacrora 300 MT'1), [9-ciektpu —
Ha npunaai UR-20 B tabmerkax KBr. Mac-cre-
KTpH 3apeecTpoBaHo Ha mpuiaai MX-1303.

5-A mino-7-mpugpmopmemun-1,2,3,4-mempazio-
poxinoxcanin-2-on (1) i S-amino-3-izonponin-7T-mpu-
@mopmemun-1,2-ouciopoxinoxcanin-2-on (111 a) . B
TpbOXTOpiuil peakrop Mmicrkictio 0.5, obnanna-
HUH 3BOPOTHHMM XOJIOAMJIBHUKOM 1 TEPMOMETPOM
i TIoTmepeaHbO MPONYTHH BOJHEM, BIHBaiIU (0 M
i3onpomnaHoiy, goaaBanu 1—1.5r cycneHnsii Hike-
mo Penes B 30 My i3ompomaHody i HpUIMBAIHU
posumnn 0.02 mons N-(4-rpudropmerun-2,6-auHir-
poodenin)-2-R-aminoouroBoi kucnotu B 50 M i30-
nponaHoily. B peakTop npu nepemimyBaHHiI Ta Ha-
rpisanni 10 55—60 °C nponyckanu BojeHb NPOTS-
roMm 5—6roa 10 NpUNUHEHHS HOTO MOTJIMHAHHS.
Po3uuH 0xo0J10XyBay, BiAGiIbTPOBYBaIH Bif Ka-
Tajli3aTopa i BUapOBYBAJIM PO3YMHHUK Y BaKyyMi
BOJIOCTPYMHUHHOTO Hacocy. PeqyoBuHy, 10 BUALIK-
Jach, MEPEKPUCTANi30BYBalU i3 HITpOMETaHY.

5-Amino-7T-mpugpmopmemun-1,2-ouciopox inox-
canin-2-on (111 6). Do posumny 0.369r (0.0016
MoJib) xiHOKcaniH-2-oHy (I1) B 3 Mn ourosoi ku-
cnotu ponpaBanu 0.2 mn 33 %-ro BOAHOTO pO3YH-
Hy Tepekucy BojaHK i Harpisamu npu 90—95 °C
lron. OxonmoKyBandu 1 peHOBHUHY, 110 BUMaja B
ocaj, BiAdinbTpOByBaIH, MPOMHBAIU BOI0I0 (2 pa-
31 mo 3MJ) i MepeKkpUcTami30ByBajid 3 CyMirri
i3onponanoa—aoaa (4:1).

5-Ayemamioo-T-mpugpmopmemun-1,2-ouciopo-
xinoxcanin-2-on (1V). o posumny 0.32r1 (0.0014
MoJib) xiHOKcaniH-2-oHy (I1) B 3 Mn ourosoi ku-
ciotu pomasamu 0.51r1 (0.005moib) 0OUTOBOTO
aHTiApUIy 1 peakuiiHy Macy HarpiBanu npu (0—
80 °C 1roxa. Oxonomxysanu, nogasanu 20 M Bo-
I¥ 1 pedyoBUHY, IO BUIAJa B 0Cak, BiAPINbTPOBY-
Bajiy, CYUIMJIM 1 MepeKpHUcTali3oByBalu 3 CyMilli
i3onponanoa—aoaa (4:1).

5-A mino-1-memun-7-mpugpmopmemun-1,2-oucio-
poxinokcanin-2-on (V). To po3uuny 0.035r (0.0015
MOJIb) METAJIYHOTO HATPil0 B 7 MJI abCOJOTHOTO
eranony nomasaigu 0.323rt (0.0014 moisip) xiHOK-
camin-2-ony (Il), mepemimyBanu i mpubasmisuin
0.23 r (0.0016 moup) ftogucroro metuiy. Butpu-
myBanu npu 40 °C 1lrox, oXoJomKyBaau i 3alu-
manu Ha Hid. Ocan, 1o BUMas, BiAQUIbTPOBYBAIH
1 TepEeKpPUCTANi30BYBAIHN 3 130MPOMAHOIY.

5-Fenszinioenamino-17-mpupmopmemun-1,2,3,4-
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mempaziopox inoxcanin-2-on (V1) i 5-(nenm-3-en-
2-ou-4-in) amino-7T-mpupmopmemun-1,2,3,4-mempa-
eiopox inoxcanin-2-on (VII1). Do posuuny 0.254r
(0.0011 monp) xinokcamin-2-ouy (1) B 4 mn i30-
nponanony poxasanu 0.125r (0.0013 Mmoib) Gens-
anpaeriny (auerunaneTony), HarpiBamu 10 KHUIIiH-
Hf, OXOJOJXyBanu i 3anumanu Ha Srox. Ilpo-
OyKT, TI0 BUIAB y ocaj, BiadinbTpoByBamu i
MepeKPUCTANI30BYBaIH 3 130TPOMAHOIY.
8-Tpugpmopmemun-5,6-ouciopo-4H-imioaso[ 1,
5,4-de€] xinoxcanin-5-on (VIIl). Posuun 0.69r
(0.003 mosp) xinokcanin-2-ouy (I1) B 3mn opro-
MYpPAUIMHOTO €CTepy KHII' ATUIH 2 TOJ, MOTIM Haj-
JUIIOK €CTepy BHUIIAPOBYBaldH € BaKyyMi BOJO-
CTPYMHHHOTO Hacocy. Pe4oBHUHY, 110 BHUAITUIACE,
MEepEeKPUCTANI30BYBATH 3 METHICTUIKETOHY.
8-Tpugpmopmemun-1,2,5,6-mempacziopo-4H -imi-
oazol[ 1,5,4-d€] xinokcanin-2-mioxco-5-on (1X). o
po3uuny 1.85r (0.008 mous) xiHokcamin-2-ony (I1)
B 100 mn i3ompomanony ngomaanu 1.82r (0.024
MoJIb) cipkoByremto i HarpiBaau npu 35—40 °C
S5rox. IloTiM 10 peakuiiiHoi mMacu npubaBIsIN
0.45 r (0.008 moup) TiApokcuay Kalio i mepeminry-
sanu npu 50—60 °C me 5rox. OxosomKyBanu i
peakuiiiHy Macy po36aBisUTH PO3ZYHMHOM 3 MJT OLTO-
Boi kucmotu B 150 mu Boau. Kpucranu, mo Buma-
o B ocaj, BiA(QIIbTPOBYBAIU 1 MEpEKpPUCTANI30-
ByBand 3 cyminr ngumeruipopmaminz—sona (4:1).
2-M emunmio-8-mpugpmopmemun-5,6-ouciopo-
4H -imioasol 1,5,4-d€] x inoxcanin-5-on (X) . 1o po3-
yuny 0.44 1 (0.0016 mons) cmonyku |X B 17 mn
0.5 %-ro BOAHOTO TiAPOKCUIY HATPIIO IOJaBaJIH
0.022 r (0.00006 monb) TerpabyTunitoguay i npu-
nauBanu po3uns 0.29 r (0.002 monp) fiogucroro me-
Tiiy B 15 Ma xaopogopmy. Cymimm nepeminrysaiu
npu 20°C 2rox i ocax, mo yrBopHBcs, BiIpiTbTpPo-
BYBaJIH, CYIIWIIH 1 IEPEKPHUCTATI30BYBAIH 3 TOJIYOIY.

PE3IOME. CuntesupoBan 5-amunHO-7-TpHdTOpME-
Tmi-1,2,3,4-TeTparuipOXMHOKCAJNH-2-0H U MOKa3aHo, YTO
OH OKHCISCTCS, allHIUPYeTCs, METHIHNPYETCS M KOHJICHCH-
pyercst ¢ KapOOHWIBHBIMHU COCTUHEHUSIMHY, a TIPU JTEHCTBUU
OpPTOMYpPaBBUHOTO 3Hpa U cepoyriepojaa IUKINU3yeTcs B
8-Tpudpropmerni-5,6-nuruapo-4H-umunaso[1,5,4-de]xun-
OKCalMH-5-0H U 2-THOKCO-8-TpudTOop™Merni-1,2,5,6-rerpa-
ruapo-4H-umuazo[1,5,4-delxunokcanui-5-oH.

SUMMARY. The 5-amino-7-trifluoromethyl-
1,2,3, 4-tetrahydroxinoxalin-2-one was synthesed and
it is shown that it can be oxidated, acylated, methylated
and condensed with carbonylic compounds. It was found
that under theinfluence of ortoformiate ester and carbon
disulfide it is transformed into 8-trifluoromethyl-5,6-
dihydro-4H-imidazo[1,5,4-de]xinoxalin-5-one and 2-thi-
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oxo-8-trifluoromethyl-1,2,5,6-tetrahydro-4H -imidazo[1,
5,4-de]xinoxalin-5-one.
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BJUSHUE CTPYKTYPHBIX ®AKTOPOB HA CKOPOCTHh U MEXAHM3M PEAKIIUW
APUJIOKCUPAHOB C N-APOUJIAPEHCYJIb@OHAMUJAMUNU B AHETOHUTPUJIE

N3y4yena xuHernka peaknuil apunoxcupanoB XCgH,CH(O)CH, ¢ N-apounapencynsponamunamu Y CgH,CON-
HSO,CgH4Z B aneronutpune npu 343 K. MeTonoM nepeKpecTHOTO KOPPENANHOHHOTO aHalu3a MOKa3aHo, 4TO
coBMecTHOE BiusiHue 3amectuteneit X, Y u Z Ha CKOPOCTh PAaCKPBITHS OKCHPAHOBOTO IHMKJAa SBIAETCS ajIH-
TuBHBIM. OOCYXII€eH MEXaHH3M HCCIETOBAHHBIX PEAKIUM.

HecMoTps Ha GosbIION MHTEpEC K OKCHpaHaM
Ha TPOTSKEHHH MHOTHX JAECATUICTHH KoJindec-
TBEHHbIE 3aKOHOMEPHOCTH, YYHTHIBAIOLIUE BIIHS-
HHE CTPYKTYpBI, CPEIbI, TEMIIEPATYPBl U JPYrUX (ak-
TOPOB Ha CKOPOCTH, HalpaBJeHHUE W MEXaHH3M HX
XMMHYECKUX TPEeBpalIleHuH, BCe ellle Majio u3yde-
Hbl. Cpenu OKCHpPAaHOBBIX cyOcTpaToB Hauboiee
MOAXOASIIUMH 00BEKTAMHU UCCIEA0BAHUS SBISIOT-
Csl apUIIOKCHPaHBI, PEaKIIMOHHYI0 CHOCOOHOCTH KO-
TOPBIX MOJXKHO IIMPOKO BapbHpPOBATH BBEICHHEM
pPa3IMYHBIX 3aMecTHUTeNed B MX OEH30JbHOE S/IPO
[1—4]. Panee [2] npu u3yuyeHHH KHHETHKH peaKIuil
X-3aMeneHHBIX apUIOKCUPAHOB C Y -3aMelleHHBbI-
MU OCH30MHBIMHM KHCIOTaMH MBI MOKa3alll HeoO0-
XOJUMOCTH y4eTa HeaJAUTHBHBIX 3)PEeKTOB CTPyK-
TYpHBIX ()aKTOPOB HpPH KOJHMYECTBEHHOW OIlEHKE
CKOpPOCTH Ipoliecca ¢ MOMOIIBI0 PErpecCHOHHOM
MOJIEJIY, BKJIIOYAIOMIEH CTaTHCTUYECKH 3HAYUMBIN
KO3(Q(QUIUEHT NEepeKPecTHOro B3aUMOJCHCTBUS
(rgy=-11+£0.2).

B kadecTBe NPOTOHOZOHOPHBIX pPEAreHTOB,
crocoOHBIX 3((HEKTUBHO PACKPBIBATH OKCHPAHO-
BBIH IUKJ, MOTYT ciyxutb NH-kucnotsl, Takue,
HampuMmep, kak amuzpl [5—7] u umuasr [8] kap6o-
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HOBBIX U cynb(oHOBEIX kucioT. Hemasro [8] mbI yc-
TAaHOBWIM AJIUTUBHBIM XapaKTep COBMECTHBIX 3(-
(GexT TeMmmepaTypsl U CTPYKTYpPHl CHUMMETPUYHBIX
apeHCyJb(OHUMUJOB B UX PEAKIUAX C (HEHUITOKCH-
paHOM B JAMOKCAHE.

L enp HacTosmIed pabOThl — KOJUYECTBEHHOE
U3YYEHHE COBMECTHOTO BIHUSHUS 3aMecTUTenei X,
Y u Z Ha CKOPOCTh ONMHCHIBAEMOIO NPUBEACHHOM
HUXKE CXEMOW B3aMMOJEHCTBUA apUIOKCHUPAHOB
CO CMCUIAHHBIMM HMHAAMU OCH30HHBIX U apeH-
cynbdonoBsix kucnot (N-apounapencynbhoHamu-
namu) B aneronutpuie npu 343 K:

XCgH4CH(O)CH, + YCgH,CONHSO,CeH,Z ®
® XCgHCHN(COCEH 4Y)(SO,CqH 4Z)CH,0H. (1)

Kommepueckue (pupma M erck) dpennnokcupan
(98 % ocHOBHOTO BelIECTBA) W ALICTOHUTPUI HC-
MoJb30Baju 6e3 NOMOTHUTENbHON ouncTKu. TexHu-
yeckuit 4-HUTPO(PEHUIOKCUPAH JABAX bl MEPEKPHU-
CTaJUIM30BHIBAJIM U3 rekcaHa, T.mw1. 85—86 °C [9)].
4-Bpompenunokcupan noiydaiu uz 4-6pomden-
anuiabpomuaa mo meroauke [9]. CMenaHHbIC UMU-
Ibl CHHTE3MPOBAIM M3 apOWIXJIOPUAOB WU apeH-
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