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HNOJYYEHUE N-3AMEIMEHHBIX
3H-IAPPOJIO[2,3-c] PEHOTHA3HH-1 1,1 I-IIHOKC]Z[,Z[A

PaspaGoTan meron N-amxumposanvs 3H-mmppono[2,3-cldenortnazua-11,11-
JHOKCH/I2 ANKWIXITOPHIaMH B IIPUCYTCIBAN ©IKOT0. Harpa B abc. muMeTHIpopM-
aMmze. )

KiroueBbie cj0Ba: aMHHA3HH, [WIPAsHWH, HHAOMA, IMPPONOeHOTHASHH,
(deHOTHA3NH, TAaNUpPa3UH.

Kax m3pecTHO, N-aIKWIMBIOME HCHONB3YIOTCS UIL TOJYYCHHS AHAJIOIOB
HMHIOMETAlMHa, OONafalomero  IPOTHBOBOCTIAATEIILHOM  aKTHBHOCTHIO,
a TaloKe IPH [POBEJICHNHN PAasHOOOPasHBIX CHHTE30B B Py MHAONA. MI3BecTHa
TAKKe ¥ BBICOKas (apMakoIOruyeckas akTHBHOCTh IPOU3BOMHLIX (PEHOTHASH-
Ha, TpHYeM Hauboiiee WHTEPEeCHBI B 3TOM OTHOIICHHMH HMMEHHO N-aJIKuil-
npomsBonuble (peHoTHaswHa [1-4]. Cpenw ux OOHAPYKEHBI TaKHE BBICOKO-
aKTHBHBIE [PETAPaThl, KAK aMUHA3HH, JTUNPA3HH, STAIMpasyH 1 ap.- [5].

ANKAIMpOBAaHAE MHAONA ' OCYIECTBISETCS Yepes ero MeTA/LTHpPOBAHEBIC
TIPOM3BOAHBIE, IPHYEM HAHOONbIIee BIUAHIE Ha HANPABIeH e ATKHIAPOBAHHUS
OKa3hIBACT IPHPOJA MeTaljla ¥ PacTBOPHUTEN. YBeIHYCHUE HOHHOTO Xapak-
Tepa CBSI3K a30T—METaIUT IPH HCHOL30BaHAN IETOYHEIX MeTautos (Na, K) [6]
W alpOTOHHBIX TONIPHBIX paCTBopHTene"ﬁ [7, 8] '6Jiaronpt/I$ITcTByeT N-anxwmm-
POBaHHMIO. .

Hamra zanaga N—aJIKHJIHpOBaHmI 3H—1mppono[2 3—c]<1)eH0TI/Ia3HH-11 11-mm-
okcuza (1) ocIOXKHANACH IPUCYTCTBHEM B €r0 ‘MOJEKYyNe JByx rpymm NH —
THa3AHOBOIO ¥ IMPPONBHOro kojen. Okazanock, uto Gosiploel peakaOHHOM
criocobHOCTRIO 00nanaeT rpynmna NH mupporbHOTro Kobiia.
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2.RCl @S N—R
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1 2-6
2 R = CH,CH,N(CHs)y; 3 R = CH,CH,;N(C,H;),; 4 R = CHCH,CH,N(CH;);
5 R = CH,CH,CH,N(C,Hs),; 6 R = CH,C(CH;),CH,N(CH;),

INonbiTka BBexeHMS 3amecTHTeNned B rpynny NH THa3HHOBOTO KObIa He
yBeHUaslach ycrexoM. IIpu temneparype 80-100 °C 3amermnenue mieT TOIBEKO
no rpymie NH nupponsHOro Kojbiia, a IPH HOBBIIICHAM TEMIEPATYPHl JIO
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150-170 °C, mo mammem TCX u SIMP 'H CIIEKTPOCKOIHMY, HabIIoNaioch
HOSBJICHHE BTOPOTO MPOAYKTA — AU3aMEINEHHOTO MPOU3BoAHOro. OMHAKO MpH
3TOM TemIeparype peakHHOHHAas Macca CIUIBHO OCMONSAeTCS, a MPOAYKT
Jm3aMeIneHus 00pa3yeTcs B. HHYTOXKHO MaJIBIX KOJHMYSCTBaX. AJKHUITHPOBAHHE
coenvHeHNS 1 NPOBOXHMNM B YCIOBHSX, OIMCAHHBIX AN (PEHOTHA3HHA H €ro
mpomsBoaHKX |9, 10].

Tlonydennsie (MMaTKAIAMIHO )ATKAIHHEIE npomBOJIHLIe 2-6 He comepiar
HOPUMECH HCXOAHOrC AHMOKCHA 1, Bcerpma IMPHCYICTBYIOIRETO B PEaKIMOHHOM
CMECH B IPYTHX METOAAX CHHTe3a HE3aBHCHMO OT IIPOHOJDKUTEIIFHOCTH peak-
nHY, W30BITKa B3STOTO (AHAIKHIAMEHO ))ATKIIXIIOPHIA B TEMIIEPaTypsl peak-
IIMOHHOM MacCHl. B IpeiaraeMoM HaMH MeTOJie, B OTIIHYHE OT M3BECTHEIX, HE
HCHOJE3YIOTCS TaK@e peareHThl, KaK aMH[ HATpWd, FHAPHI HATPUA, a TaioKe
GonpInye KOJWYECTBA AaNpPOTOHHBIX & pacTBopuTeneit. IlpocToTa mpoBeaeHUS
peakili¥ MO3BOJIeT PEKOMECHIOBaTh €€ A1 HONyYeHHS N—anmnpom-
BOJHBIX (110 THPPOIEHOMY KOJBIy) B Py THOKCHAA 1.

Jns m3ydeHys OHOJOIHMYECKOM AaKTHBHOCTH COCIUHEHHH 2—6, CTpoeHHe
KOTOPBIX YCTAHOBIGHO C HOMOMBIO crekrpockormmu SMP 'H, oHu Gsutu
HIOJy9eHbI TAKOKE B BUIC BOTOPACTBOPHMBIX THAPOXTIOPUIOB.

B cnexTpax coequHeHHI 2—6 OTCYTCTBYeT cHTHaI npoToHa 3-H mpu atome
a30Ta MUPPOJNBHOTO KOJMbLa M MMeroTcs curHanel rpyma CH, u CH; mpu 4.10—
4.26,2.50-1.80 u 0.90-2.15 m. A. COOTBETCTBEHHO, 4TO YKA3hIBACT HA 3aMEIICHUE
(IBANTKITAMHUHO )aIKMITBHOM TPYIIION aToMa BOIOPO/a MMEHHO B HI/IppOJ'[I:HOM
Kobite auokerna 1 (tabnuna). .

Hagasie anemerTaOro agamsza u UK CHGKTpOB CHHTE3UPOBAHHBIX COSIH-
HeHUM HE DPOTHBOPEHAT HpeutaracMbiM cTpykrypam. B MK crexTpax coemm-
HeHMM 2—6 WMeeTcsd XapakTepHas ,ZU'ISI rpynmel NH monoca morsiomenus npu
3330, 3320, 3350, 3340 um 3310 cM™ cooTsercTBeHHO. K comatenmo, u3-3a
TIOXOH PacTBOPUMOCTH IIPOLYKTOB aJIKI/UII/IPOBaHPIH 268 aTaHone HAM He
VAAIOCh CHATH HX Y@ CIIeKTPBL. -

Ilpu BsammopeicTBuy JHOKCHAZ 1 C XJIOPAUCTHIXJIOPUAOM HaMH ObLI
BBIIEJICH M OXapaKTEepU3OBaH HPOAyKT N-3aMemieHus 7, Ha YTO YKa3biBaeT OT-
CYTCTBHE B ero cuexrpe AMP g CHI'Ha/Ia nporosa 3-H u moseierue B 001aCTH
CHJTBHBIX MOJIEH XapAaKTEPHOTO JUTs rpynqbl" CH,; curmama opu 5.11 M. 1.
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*
Cr0IHOE HAIOXKCHHE CHTHANOB APOMATIHYECKHK TIPOTOHOB,

E Xumuyeckue casurn (6, m. 1.) n KCCB (J, Tu}) coegunennii (2-7) B IMCO-dg
(=)}
X 2
10 O\\ //O
3
8 N 4
7 H
° 27
Coenu- : 8, M. I
R J, I'g
HeHue R I'H | 2-H | 4H | SH | 6H | 7-H | 8H | 9H | 10-H
2 ~CH,~CH,-N(CH;), o CH,=4.15; p CHy=~2.20; 686 | 745 | 728 |755 | 1050|761 | 745 | 747 | 780 | Jp=28
a B B’ B’ CH;=2.15 . ‘ Jis=9.0
3 —CHy~CHy-N(CH,~CHy), a CH,=4.26; p CH,=~2.50; 685 | 748 | 731 | 774 | 1042 | * 740 | 745 | * Ji2=2.9
a P o B o CH,=4.35; B’ CH;=0.89 Jis=9.1
4 ~CH,—CH,~CH,~N(CHjs), o CHy=4.22; 683 | 742 |706 |7.86 |1041|7.80 | 740 | 748 | 7.80 | J,=27
o B Y ‘ [3’ [3 CH2 =Y CH2‘= 210—‘180, ' J45 =8.8
B’ CH;=2.12
5 ~CH,—~CH,~CH)-N(CH,-CH,), a CH,=4.25; . 680 | 747 721 |777 | 1040|772 | 738 | 755 | 780 | Jp=217
o B Y o P B CHy=1y CH,=2.21-1.90; Jis =89
‘ o’ CH,=4,30; p’ CH;=10.90
6 ~CH,—C(CH,);—CH,~N(CHs), o CHy,=4.10; p CH;=0.89; 689 (741 | 731 |737 |1050 | 711 |742 760 | 789 |J;=33
o B ¥ B v CH,=2.30; B’ CH;=2.30 Jis=8.8
J]4 = (.7
7 ~CO~CH,—Cl B CH,=5.07 7.14 | 798 | 849 | 728 | 1080 | 754 | 739 |7.60 |7.89 |J,=39
’ B J45 =91




TMomriTka BBECTH aMAHOTPYIILY ‘B OOKOBYIO el COSNMHEHMs 7 OKa3alach
HeymadnoHd. Ilpu pelictBumM Ha coeluHeHUWEe 7 BOAHOTO pacTBOpa IWIMETHII-
aMuHa B CI1a0OOCHOBHOH cpene HMPOMCXONHIO OTINEIUICHHE XJIOpaleTUABHON
rpynibl ¢ oOpa3oBaHKueM HCXOMHOro AHokcHaa 1.

AHanorvuHsli pe3yasTaT HONyYeH H TpH HeHcTBAHM OCH30ILHOTO pacTBopa
JT3TUiIaMuHa. W3 peakiiMOHHOM CMECH C KOJIMYECTBEHHBIM BBIXOMOM ObLT
BBIJIEJICH TOJIBKO MCXOMHBI Juokeu 1.

SKCHEPEMEHTAJIBHAS YACTH

KoHTpONs 32 X0A0M PEakIMH ¥ YHCTOTON COSAWHEHH IPOBONMIN Ha ILmacTuHKax Silufol-
254 (6emzon—aueron, 10:1). Y@ coexrp cmsr Ha coexkrpodoromerpe Specord UV-vis
(8 atanone). MK cuexTpsr crarsl Ha npubope UR-20 ¢ npmsmamu w3 NaCl u LiF (B BazennroBOM
Mace), CKOpOCTh ckaHuposatys 160 npu cuexrpansHol muprse wend 4 cm. Coexrpsl SIMP H
3amucadsl Ha cmextpomerpax CFT-20 Varian ¢ paboueft wacroroit 80 MI'm m WP-200 SY
(200 MI'n1) (BHyTpesmuii cragnapr TMC). )

3-[(Aumernnamuno)3Tui]-3H-muppono{2,3-clbenornazun-11,11-auoxcun  (2). Cmecs
10 M abc. IMDA u 0.14 r (3.5 mmoius) m3MenpderHoro NaOH nepeMeimmBamT B TeyeHHe
15 mus, mocre gero nobapnmor 0.2 r (0.7 MMons) coenmueHus 1 u nepemémmBaor eme 45 MuH.
B peaxnuonnyio cmeck BHOcAT ropuwsyvu 0.2 T (1.4 MMomb) ranpoxaopria 2~(IuMeTHAaMEHO )~
TEAXJIOpHAa ¥ HarpesawoT 10 80-100 °C B teuenue 20 u.

Brmasmme mpu oxnaxxesuu xpuctannsl NaCl u m36prrox NaOH  oTdunsTpoBBIBaioOT,
pacTBOpsOT B pasbasnenHoM pactBope HC1 u BHOBE QunbTpyior. K dunsTpary npunmBaror mo
karsiM 10% pacreop NaOH. Brmmapmuit ocanok OThHUIETPOBLIBAIOT, TINATENHHO MPOMEBIBAIOT
BOZOI ¥ BBICYIIMBAIOT B BaKyyMm-dkcukarope Han P,0s ITomygaror 0.15 r (60%) coenmuenns 2.
T. . 295297 °C (pasn.). UK crextp: 3330 e (NH). Haitneno, %: C 63.6; H 5.8; N 12.5;
S$9.9. C1sHsN50,S. Beramcnerno, %: C 63.3; H5.6; N 12,3; S 9.4. Jauupie cuexrpa SIMP 'H
TIPABENCHB! B Tabmirre.

I'mapoxaopun  3-[(2-aumerriiamuHo)sTRI-3H-uppono]2,3-clbenoruasun-11,11-guox-
euna (2a). Cycnegaupyor 0.3 r (1 mMons) amoxcuaa 2 B 100 mi abc. staHONa, NOOABAMOT
Heckombsko kanens 20% crmprosoro pacreopa HCI u mepemenmuparotr B Tedenme | 1. Ocanok,
obpazyromuiica nocne nqo6asnenus abc. a¢upa, OTHUASTPOBEIBAIOT, IPOMEBIBAIOT abc. adupom u
BBICYIIMBAIOT B 3Kkcukarope Han P,Os Homyuaror 0.28 r (85%) coemusenus 2a. T. nn. 281 °C
(pa3n.). Hatigeno, %: C 57.4; H 5.7; N 11.5; § 8.9; CI 9.9. CsH;¢CIN;O,S. Brraucneno, %:
C572;H53;N11.1; S85;Cl 9.4.

3-[(2-AusTHiaamuse)sTri]-3H-upposao[2,3-c]denoruazmn-11,11-muoxenn (3) nomysaior
u2 0.2 r (0.7 mmons) muoxeuza 1 u rumpoxnopuna 2-(MUSTHNIAMAHO )ITHIXIIOPHLR dHANOTHIHO
coexpaenmo 2. Bexon coexumenns 3 (63%). T. mn. 207-208 °C. UK cmexrp: 3320 cm™ (NH).
Hatineno, %: C 64.8; H 6.0; N 11.5; S 8.9. C;0H»N30,S. Bruncneno, %: C 65.0; H 6.2; N 11.4;
S 8.7. Jlaunnie criextpa SIMP 'H npusenens: g TaGnure.

Tuppoxnopua  3-[(2-mmaTunamuno)stial-3H-nuppono[2,3-c]penoruasnu-11,11-auox-
cuga (3a) nonygaoT u3 0.3 r (1 Mvons) Auokcuza 3 aHaTOTMYHO COGNMHEHHIO 2a. BrIxon
maokerna 3a 0.25 r (75%). T. . 187-188 °C. Haiineno, %: C 59.2; H6.1; N 10.2; S 8.0; C19.2.
Co0H,4CIN;O,S. Bermmcneno, %: C 59.2; H5.9; N 10.4; S 7.9; C1 8.8.

3-1(3-Aumernnamuno)nponui]-3H-nuppoac[2,3-c]denornazun-11,11-nuokcna (4) nmomy-
gatoT w3 0.2 r (0.7 mMoms) muoxcuaa 1 u 3-(ZAMETHIAMHHO)IPONMIXIIOPHAA AHANOTHHEHO
coemumenio 2. Bexon coemmuervs 4 0.17 r (65%). T. mr. 227-228 °C. UK crextp: 3350 oM™
(NH). Hatineno, %: C 64.4; H 5.7; N 11.5; S 8.8. C;gH,;N;0,S. Boraucneno, %: C 64.2; H5.9;
N 11.8; S 9.0. Jlauuste cnextpa IMP 'H nprsesiens: B Tabmile.

T'uppoxnopun 3-{(3-numernnamuno)nponun}-3H-nupposo]2,3-c]denornasnn-11,11-am-
okcuaa (4a) nonygaror u3 0.3 r (1 MMOIBE) nHoKcHA2 4 aHATOTMIHO COEAMHEHMIO 2a. BEXOX
coeruuenns 4a 0.25 r (76%). T. mn. 197-198 °C (pasx.). Haiinero, %: C 58.0; H 5.5; N 10.5;
S 8.4; C119.2. C;sH,,CIN;0O,S. Bemucieno, %: C 58.2; H5.6; N 10.7; S 8.2; C1 9.1.

3-[3-(Jmrmravuno)nponuin]-3H-nuppoao[2,3-c]denornasun-11,11-nuokcun (5) nony-
gator 13 0.2 r (0.7 mmons) muokcrmma 1 m rmmpoxsopuna 3-(RESTHIAMHHO)IPONHAIXIOPHIA
aHANIOTMIHO coemuuenyro 2. Bexon muokcuza 5 0.15 r (54%). T. mn. 218220 °C. UK crmekrp:
3340 cM' (NH). Haitneno, %: C 65.9; H 6.6; N 10.9; S 8.6. C21H,5N50,S. Brrasicneno, %:
C 65.8; H6.5; N 11.0; S 8.4. Ifanmste cuexrpa SIMP 'H npysenenst B TabimIe.
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- .. Fuapexndpag 3-[(3-nmrasavuno)nponna]-3H-muppoiiof2,3-clpenotuasan-11,11-auox-
cm(a (53) TOJIYHAI0T - U3 0.3 r(1 Mmom) JHOKCHIA 5 aHAJOTHIHO COSAHMHEHMIO 2a. Brxon
CoelII/IHCHI/Iﬂ 520261 (82%) T. mi. 189-191 (pasin.). Hatineno, %: C 59.9; H 6:0; N 10.1; S 7.8;
C1 8.8. CyH3:CIN0,S. BLI‘IHCJ‘ICHO %: C 60.0; H6.2; N 10. 0;S7.6; CI'8.5.

3-[(3-AumeTHN2MHHO)-2, 2—11nmeTn.mxponm1]—SH-Hprono[Z 3-c](beHOTHa3nH-11 ll-ml—
oKcnyE (6). romyaaot u3 0.2 ¢ (0.7 MMOIB) KMOKCHTa 1 i THAPOXTOPHAE 3-(FiAMeTIAMITHO)-2, 2~
JUIMETHRHDPOIMAEXIODHA: AHaIOTUIHO. coequHeHIno 2. Bemxon muoxerma 6 0.25 v (89%)..T. nw
268-270 °C (paszx.). MK cmexrp: 3310 oM™’ (NH). Haltzeno, %: C 66.0; H 6.7; N 1L.1; S.838.
CyH,sN;0,S. Brrameneno: C 65.8; H 6.5; N 11.0; S 8.4. Naussie cuexrpa SIMP 'H HpHBeIIeHBI
B Tabnuile.

I'uapoxmopun  3- [(3—nnmemﬂamnﬂo)-2 Z-I(PIMCTHJIIIPOHI/IJII- H-nuppone|2,3-c|penotu-
asun-11,11-aquokenta (6a) mosy4ator u3 0.3 r (1 MMONB) AMOKCHIA 6 AHATOTHYHO COCNUHEHIIO
24 Brixon coemruaeuns 6a 0.3 r (91%). T. rim. 249250 °C (pasn.). HapmeHo %: C 60.2; H 6.5;
N 9.9:S 7.7, €I'8.7; CZIH%CIN«OZS BLI‘{I/ICJICHO %: C60.0; H6.2; N 10.0; S 7.6; C18.5.

'3-XJ10pzrue'rmI-3H-nuppono[Z 3—c](beﬂorna3uﬂ—11 ll—mmxccm[ (7). Cwviecs 0.2 1 (0.7 mvous)
coemmuenms 178 10 M XTODaUeTWIXTOPUAA KUISTST B TedeHue 5 4. BrmaBmmii 0cazox
OT(bHﬂLTpOBHBaIOT HPOMBIBAEOT ALETOHOM ¥ BEICYmMUBaiOT. Brxon mmoxcuna 7 0.2 r (77%).
T. m. 294-295 °C. VK cmextp, v, oM : 3360 (NH), 1735 (C=0). V© CIIEKTP, Amax (g €), BM:
207(4 23) 241(3 95) 285(4 30), 339 (4. 71) Hafineno, %: C 55.2; H 3.0; N 8.1; S 9.0; C1 10.5.
CIGHUNzCIO S: BLIchneHO Yh: C 55 4 H3. A N8. 1 $9.2; Cl10. 2 Haunsie cneKTpa SIMP 'H
npmsezreﬂm B Ta6m/me

. et CIIHCOK JIHTEPA—TYPH'
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