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C. 1O. PsGoBa, JI. M. Asnexceepa, B.T. I'panpax

CUHTE3 M HEKOTOPBLIE TPAHC®OPMAIAN
OPOWU3BOMHBIX IMPUIO[3,2-b]EOJIA
(3-KAPFOJIHA)

VI3ydeHBl peaknuy XIOpuia 2-THMETHIUMHHOMETHI-3-(7-EuTpodeHiT)aMi-
HOMHZOJA C COENHHCHUAMH, WMECIOIMME aKTUBHOE METHICHOBOE 3BeHO. CuH-
TE3UpOBaH P IPOU3BOAHEIX §-kapGomuHa. Peakryeit xnopuna 1-n-Eutpodennn-
2-metun-3-3ToKcHKap GoHmInupuao|3,2-5 Juanonnama ¢ austiianeratem MDA
CHHTE3UPOBAHO COOTBETCTRYIOHIES 2-TMMETHIIaMHHOBHHIIIIPOU3BOIHOE, KOTO-
poe B OPUCYTCTBHM KHACIOTHI PEBpamieHO B S-w-mmrpodeHwt-1-okeo-1,10-mm-
runponmpano[3',4':5,6 Jmupuno[3,2-b]uHKon-5-HyMX IOpH.

KurouyeBnie cliopa: WHION, kapOOJuH, MUPAHONHPHIOWHION, IHPHIOHHIO-
JIMHUH, TAPHIOUHIOIL.

Panmee [1] dopmummpoBanreM o Bumscmeliepy 3-(n-HuTpOdeHMT)aMHHO-
pHona (1) HaMM CHHTE3MPOBAHO COOTBETCTBYIOHIEE 2-HOPMITIIPOU3BOIHOE
(2), xoTopoe sBiIeTCI YHNOOHBIM HCXONHBIM COCIMHEHWEM B CHHTE3E pas-
JWYHBIX 3aMEIeHHBIX O-KapOonutHos [2-4]. VssectHo [5], 9TO OCHOBHBIMH HH-
TepMeIHaTaMy CHHTe3a albIerHIoB 10 BuiascMmeliepy ABIASIOTCS COIM UMMO-
‘wus Tana 3. Conb 3 paHee HaMH HE BBINEIAIACH, HO OBUIO YCTAHOBICHO, YTO
HMCEHHO OHa (B OTJIMIHE OT aJIbACTHAa 2) cIocOOHA IMKIM30BaThECA ¢ 0Opa3o-
BaHHEM MPOM3BOAHEIX MHI0NO[3,2-b]xmHonwHa [1]. Jpyrumu criosame, AMMO-
HHeBas COJNb M3-32 Haluuus LeJIOYMCICHHOTO MOJIOKUTENBHOTO 3apsia
ABJIsIeTCS 00JIee PeaKIHOHHOCIIOCOOHBIM CUHTOHOM B PEaKIMAX I10. 3JIEKTPOHO-
M30BITOYHBIM LEHTPaM, YeM COOTBETCTBYIONIee (opmunupoussonsoe. Mexons
U3 5TOro Ka3ajoCh HHTEPECHBIM H3YYUTH  PeaKIM HUMMOHWEBOH comu 3 ¢
psaoM KapGaHWOHOB M COINOCTaBUTh MX MPOTEKAHHWE C paHee MONyYEeHHBIMH
JAaHHBIME 110 PEaxiMsM anbIeruaa 2 ¢ 3TUMH K& aKTHMBHBIMH METHICHOBBIME
coemuaeHrsmMu. Cone 3 OblTa BEINENICHA M3 PeaKMOHHOM cMecH W 0e3 crie-
IMaTEHOM OYMCTKH™ BBeICHA BO B3aHMOICHCTBYC C COSNHHEHISIMH, MMETOIAMU
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(Ar = p-NO,—C.H, esne)

* Kax ¥ cienoBalo OXWIATh, COMb 3 JIETKO THAPONHU3YETCS BOJOU MO aibAeruna 2 U Ha
XpoMarorpamMme Ha CHIy(oie Hapsny ¢ IATHOM CoiM (Ha crapTe) Habmoxaercd Heboibrmoe
matEO amsieruga 2. Macc-ciextp FAB MS m/z 309 [M+H]", coenvHeHnme He HMEET TeMIIe-
paTypsl IUIABJICHHS ¥ B OTIMYHUE OT albACTEIa 2, UMEIOWIero T. 1. 237-238 °C, pasnaraetca npu
>200 °C.
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AKTHBHOE METIICHOBOE 3BEHO B MPHCYTCTBHHM TpHATWiIaMuHa. OKasanock, 4To
peaxmuy conH 3 ¢ MajoOHmHHHTpHAOM (4a), nmananetamuiaoMm (4b) U uaH-
YKCYCHBIM 5¢HpoM (4¢) NPOTEKAIOT 3HAYMTEBHO J€rye, YoM peakuyu aibJe-
rHaa 2 ¢ STHMH COeQMHEHMAMHE. 1Ipy MCTIONh30BaHUH MMMOHHEBOW COJH HPO-
IIeCCH HPOTEKAIOT YiKe NpH KOMHATHOM TeMIepaType 1 He TpeOyroT, Kak B CIIy-
yae anpaeruaa 2, JVIMTeIsHOrO KMIITUeHHI KOMIIOHEHTOB, B pesynbTare KOH-
JICHCAHH CONM 3 ¢ CoequHeHus MY 4a—C C BBHICOKHMM BBIXONAMM BBIICICHE
DPOM3BOHEIC HHIONMIAKPHIOBOM KHCIOTH 4a—C.

B ciyuae ucnonp3osanus Huananetamuna 4b i muanykcycsoro s¢upa 4¢ te
’Ke TIPOU3BOJHBIE IIOYICHS! ¥ IIPU MOBHIIEHHOH TemrepaType. B To ke Bpems
U MaJIOHAMHUTpWIA 4a B STHX YCIIOBHSX BBIJEICHO TOJBKO MPOHU3BOTHOE
- Kap6o.rmHa 1H—1-n-HHTp0(1)e}mn-2-aMnH0 -3-mmanonmpnnof3,2- b]I/IHlIOJI (6).

QXJ»QTI

5a—c
4aR=CN, bR=CONH,, ¢ R =COOEt

[pu sTOM coenuHenme Sa, KOTOpoe, HECOMHEHHO, 00pa3yercs Ha IEpBOM
3Tane, NHKIA3YeTCS P HAarpeBaHWH CTONb OBICTPO, YTO BBIAEIHTHL MM
3adEKCUpOBaTh ero 00pa3oBaHHE HE yIanochk. BepodTHO, pasiuvHasd peakx-
IMOHHAA CIIOCOOHOCTh COSMHEHMH Sa—¢ B peaKyy NHKIM3aH 00yCI0BICHA
crepuuecKMMH  (paKTOpaMH — HaIMIHe B COSAMHEHHAX Sb,e 00BEMHBIX
3aMeCTHTeIed NPUBOOWT K YACTHYHOMY BBIBONY BHHHIBHOTO (parMeHTa u3
TUTOCKOCTY MHJONBHOTO KOJbIIA W MHTHOMPOBAHUIO HUKIM3ALMH, B TO BpeMsd
Kak JiBe "manouKOBIE" HUAHTPYIIIE B COSNUHEHHH Sa Jar0T BO3MOXKHOCTE CO3-
JIATh KOHQHUTYPALHIO, CIIOCOOCTBYIONIYIO 3aMBIKAHMIO IIMPUAUHOBOTO IHKIIA.

Ha crnexyromem sTane paboTsl BO B3aUMOAEHCTBHE ¢ AIMMOHUEBOH COJIBIO 3
H a’paeruaoM 2 OBIT BREISH aneTOyKCycHBIH 3¢gup (AYDI). [Ipm xumsgeHun
komnorenTos (3, AY3) B nponanone-2 oOpa3yrorcs mea BermecTsa. OCHOBHBIM
POLYKTOM DEaKiWy SBIIETCS XJIOPHI |-#-HUTPOQEHMI-2-METHII-3-3TOKCH-
xapoonmn-SH-mmapuno[3,2-bluanomuans (7A), Bexon 39% (mOHATHO, UTO B
Mporiecce PeaKiiy BBIISTICTCS TUMETWIAMYH). O6p33013aHHe 3TOTO TPHIMKJIIA
7A niporekaet, MO-BUAAMOMY, CISAYIOMIM obpazom:
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JpyraMu cioBamM, cTabWin3alys MPOTOHUPOBAHHON (opmbl 7A 3a cuet
apoMaTH3alld¥ CTOJb 3HAUUTENbHA, 9TO OOpasyrommiics TPUIWKI 7 ABISETCS
Honee CUIIBHBIM OCHOBaHHEM, YeM muMermnamuH. Tomsko 06paboTka comm 7TA
MIETOYBIO aeT BO3MOKHOCTE HONIyduTh ocHoBaHue 7. [To609HEM MIPOAyKTOM,
BBIIEIICHHBIM M3 5TOM PEaKIMK| ¢ BBIXOHOM 7%, okazancs 1-[3-(rn-HuTpodeHwmt)-
avusorHIOWI-2|-2-{1-(n-HUTpOdermn)-3-kapOokcrmuaprao[ 3,2-b Juaxommn-2 -
atweH (8). :

bormee onHO3HaYHO NpOTEKaeT KOHASHCAIWI col 3 ¢ AYD B NMpHUCYTCTBHEH
TPUSTWIAMHEA — B 3TOM CIy4ae €JUHCTBEHHHIM BBINEIICHHBIM COCHAHCHHEM
ABIAETCA XJIopHl 7A, a IpOAYKT ero pansHeimed koHiedHcauyw (8 = 8A)
oOHapy>KHBacTCsS TONBKO B CISHOBBIX KojmdecTBax MerogoMm TCX. Jpyramu
CIIOBAMM, OPHCYTCTBHE OCHOBAHMS B pEabHBIX KommuecTBax (0e3 TpHOTHI-
aMMHA IPOLECC KAaTAIHM3HUPYETCS TOIBKO 3a CUST BBIACSIOMErocs THMETHI-
aMMHa, 9TO OOecCIIedrBacT JIMING BEChMa MATyI0 CKOPOCTh KOHAEHCAIMM B
Hadaje peaxuyy) IIPUBOAMT K 3HAYUTEIBHOMY YCKOPCHMIO 0OpazoBaHus
TPHLMKJIA 7, HOJHOMY PACXOMOBAHMIO HMCXONHOTO 3 M PEe3KOMY 3aMEICHHUIO
BTOPHYHON KOHACHCALUH A0 OMCTeTepUI3TIIICHOBOTO IIPOM3BOTHOTO 8.

CTpoeHHe COeNMHEHHS 8 clemyeT W3 maHHbIX crekrpa SIMP 'H (owm.
SKCIICPUMEHTAIBHYIO 9acTbh), B KOTOPOM IIPHCYTCTBYET CHIBHO YIIMPEHHBIH
curgan COOH npu 12 M. 1. XumuuecKue cOIBUTH IPOTOHOB OSH30JIBHOTO SApa
TPHOMKINYSCKOM 9acTH MOJIEKYJIbl HAaXOHATCS MEXIY CHTHAJIAMH, KOTOpHIS
gabmonaroTcs B crekrpax SIMP 'H ans coexumenmii 7A 1 7 (CONb U OCHOBa-
HHE), 9TO AaeT BO3MOXKHOCTE [PEIOOXKUTE B pacTBOpe paBHOBecHe 8§ <= 8A.
B To xe Bpemsa orcyrctre B MK crexTpe 5TOro COeOMHEHHS MONOCHI MTOTJIO-
menus rpymsl COOH mo3BonseT npenitoNoKuTs, ITO B TBEPAOM COCTOSHMH
3TO COeIUHEHHE MpeaCTaBIseT codOH, B OCHOBHOM, HBHTTEp-HOH 8A. Coemu-
HeHMe 8 mofydaercs, IO-BHIMMOMY, IyTeM B3aUMOICHCTBHS TPHUIHKIA 7 ¢
HUCXOJHOH COMBI0 MMMOHMS 3 WM adbJeruioM 2, o0pa3OBaBIIMMCS. B Peak-
ITMOHHOMN CMECH 3a C9eT MuApoim3a 3 BOHOH pacTBOPHUTENL. [ HAPOIH3 STOKCH-
KapOOHMJIBHOH TPYIIIBI MPOTEKAeT BeChMa JIETKO 3a cdeT obpasyrommeiics B
npolecce KOHACHcay BoAbl. JIBWKymieit Cuiof CTONB JISTKOTO0 OMBUICHHS,
BEPOSITHO, TAKXKE SBISIETCS CTAOHITI3AITHS, TOCTHraemas 3a CueT apoMaTHdec-
KOro HHI0NBHOro Iuiiia (crpykrypa 8A). IlonTeeprkaenre cTpykTypsl 8 = 8A
HOJIYTIeHO HCXONT M3 JaHHBIX BCTPEUHOTO CHHTE3a — KOHICHCAITUS abAeTHaa 2
H TPHIHKIA 7 ¢ BRIXOAOM 92% NpPUBOIUT K 3TOMY COSIHHEHHIO.

HurepecHo, 4To pe3ynbTaT KOHACHCAIWH anbaernaa 2 ¢ AYD onpenensercs
IpUMEHAEMBIM pacTBopuTeneM. [Ipy kunsyeHuw B npomnaHoyie-2 eUHCTBEH-
HBIM OPOIYKTOM PEaxluM SABJISEeTCS AU3aMEIIECHHbBIN 3THeH 8, a mpu Harpepa-
HUH B IUpUuHe ¢ BBxoaoM 40% Beimener O-kap6omus 7.
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Ilpu nposenenvy peakumm comd HMMOHMS 3 ¢ AVD mpH KOMHATHOM
TeMIeCpaType B IPHCYTCTBMH TPHITHIAMHMHA obpazyercd cMmech 7 W 7A, w3
KOTOpOH ¢ obmum BBIXonoM 30% BEImeNeHO OCHOBanHe 7 (CM. SKCIIEpHMEH-
TabHYI0 9acTh). IIpu 9THX yCIOBHIX KOHISHCALM B COETUHEHHH 7 B Kade-
CTBE MPHUMECH, IO JaHHBIM MacC-CIEKTPa, CONCPIKHTCS MPOMEKYTOIHOE
BHHIIIIPOM3BOAHOE coemurenne ¢ M 393 (mix 7 — M’ 375 ). Vaursmas
JOBOJIBHO HM3KHMH BbIXOA coemmuenus 7 (30%), MaTOUHBIA pacTBOp Imocie
OTAENIeHHs Ocajka BeepxuBatd mpu 20 °C B Teyenue | Henenw; mpH 5TOM
TIOCTENEHHO HAaOMOAAnocs 0Opa3oBaHAE BENIECTBA JKENTOTO [BETA, KOTOPOMY
6blTa IpHIFICaHa CTPYKTYpa 9.

AYD

3 —

OEt

B mome3y npennokeHHOH CTPYKTYPBHI CBHACTENBCTBYIOT JAHHBIE DJIEMEHT-
HOT'O aHAJIM3a U MACC-CHEKTPa, B KOTOPOM IPHCYTCTBYET MK MOISKYJIAPHOIO
wora M 523, COOTBETCTBYIOIIHIA MOJICKYJIIDHOH Macce 3TOr0 COCTHHCHEIS.
B criektpe SIMP 'H 607IBIMHECTBO CHTHAIOB YABOEHO,9TO MOXKET OBITH CBA3AHO
C HAIMYHEM I'€OMETPHYECKON H30MEPUM HMIIH NPHCYTCTBHEM CMECH THACTEpeo-
mepoB. Tem He MeHee, IyI1 OCHOBHOTO TPOAyKTa crextp SAMP 'H me IPOTH-
BOPEUNT IpHBesieHHON dopmyne. Crrextp SIMP 'H coemmmerms 9 (JIMCO-dg),
o, M. m., J (Tm): 0.81 u 0.87 (1, J=7.2) u 3.80 (ymr M) — mee COOEL; 1.27 (3H, ¢,
2-CHs); 2.60 (2H, AB-cucrema, J,,, = 14, 3-CH,); 3.45 (1H, n, J= 12, 3-H); 4.10 (1H,
n, J =12, 1"CH), 427 (1H, T, J = 12, 4-H); 5.1 (1H, ¢, 2-OH); 6.60 u 8.00 (4H,
AgBsy-cuctema, CsH—NO,); 6.8-7.4 (4H, M, 6-H, 7-H, 8-H, 9-H); 11.2 (1H, ym. c,
NH). Mexanuzm 06pa3oBaHus 3TOr0O COSIUHEHYSI HE BIIONHE SCEH M HYXIaeTcs
B JambHEHIIEM U3yYSHHH.

Hanuuwe B DHMPUIMHOBOM KOJNBIE COSHUMHEHHS 7 OpMIO-PACIIONOKEHHBIX
3TOKCHKapOOHMIIBHOM M METHIHHOH IPYIII, a TakkKe JIETKO NPOTEKAomas KOH-
JeHCamys 10 2-METHJIFHOH IpyImie ¢ albNerwaoM 2 MoOYMwId HAC HCIOIh-
30BaTh B PeakiuH 0Opa3oBaHUA BHHWIBHBIX MPOM3BONHEIX aneTansh JIM®A,
KOTOPEIH, KaK M3BECTHO [6], criocobeH KOHAESHCHPOBATHCA IO KMCIIGIM METHIE-
HBIM U METHJICHOBBIM rpyrmam. Peaxumsa anerans [IMOA ¢ tpurmxioMm 7A
IpoBOAMIACH IIPH HOCTOSHHOM KomTpone MerozoM TCX. Tlpu cMmemenmu
pearenToB (7A, anerans) HaOmonaeTcs o6pazoBaHye OCHOBaHHS O-KapOomiHa
7, KOTOpO€ IIpH HAarpeBaHMM pacTBOpsieTcs B u3ObITKe aneTans. Ilocie
BBEIJCPXKUBAHHS PaCTBOPA B TCUCHHE 2 4 YiKe IIPH KOMHATHOH TeMIieparype, o
nanebiM TCX, mcxonnsiit 8-kapbonm 7A, paBHO Kak M COeIHHEHHE 7, HON-
HOCTBIO OTCYTCTBYET. [locie 0OpaboTky peakIMOHHON MAacchl YAAIOCh BBIIE-
JATH IBa COCJMHEHHS: 2-BUHWINpOM3BOgHOe 10 m ero rumpoxiopun 10A
¢ BexozioM 42 u 13% cooTBeTCTBEHHO.
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GU3NKO-XUMUYECKHE XAPAKTEPHCTHKHN CHHTE3HPOBAHHDLIX COEIHHEHU
M Hatiaeno, % T oc B
. " ace- Brraucneno, % - 0L, G, BIXO1,
Cocnu Bpyrro CTIEKTP, ’ UK criekrp, v, cm™ PacTBOPUTEIE UL %
Hetue (opuysa m/z NePeKPHCTAIIM3ALIIN (meTox)
C H N Cl
7A C,1H5CIN;0, 375 61.64 4.59 10.20 8.40 3420, 2700-2500, 1720, 252-254 pazmn. 39 (A)
61.24 441 10.20 8.61 1630, 1610, 1590 i~PrOH-MeOH, 67 (B)
2:1
7 CyHi7N;O4 375 66.94 4.50 11.05 1710, 1695, 1610, 1590 236-270 pasi. 53 (A)
67.19 4.57 11.20 ’ 40 (B)
30 (B)
8 CyHuNsOs'H,0 610 64.44 4.04 12.98 3640-3600, 3460, 3380, 248 pasn. 92 (A)
: 64.96 3.85 13.37 1620, 1590 92 (B)
. 7(B)
9 Cy7Ho9N3 05 523 61.89 5.78 7.90 3460, 3350, 3300, 1730, 220-221 32
. 61.94 5.58 8.03 ‘ 1710, 15951580 MeOH
10 CyqHpN,Oy 430 66.88 i_% 127 1710, 1620 200220 pasi. 59
66.97 5.15 13.02 i-PrOH
10A CyHpCIN Oy : 430 61.79 4.86 11.96 1.68 2700-2620, 1715, 1620 >200 pazi. 13
61.74 4.97 12.00 7.59 i~PrOH
11 Cy0H,CIN;0O4H,0 357 58.50 325 10.23 3360, 3600, 34203300, >350 55
58.33 3.64 10.21 1740, 1635, 1600 MeOH




Tabnuna 2

Crnexrpni AMP 'H cunresnpoanubIxX coeannennii, 5, m. A, J (Fu)

1601

3-COOC,Hs
Coepu- 4-H 6-H 7-H 8-H 9-H CeHg-NO, 2-CH3 J=172 Hpyrue cursas
HEHHe c M M M M AgBa-cuctema c
T K

TA 9.2 79 7.7 7.1 6.1 8.2;8.8 2.75 1.42 4.5 13.6 (. ¢, 5-NH)

7 8.91 7.63 7.35 6.7 6.08 8.1, 8.7 2.7 1.41 44

8 8.61 7.73 7.58 7.16 5.97 8.10; 7.51 7.14; 7.32 (1Ba Ji, BUHWIBHBIE TPOTOHBI,

o J=16.4); 9.03 (yur. ¢, NH-C;H,NO,);
11.65 (ym. ¢, NH-unznoia),
12.00 (. ¢, COOH); 6.5;
v . 7.94 (A,B, —cucrema, CsH4NO,);

6.94-7.33 (M, apoM. IPOTOUELI OEHIOJIBHOTO
KOJIBLIA MHIONA)

10 8.57 7.48 7.2 6.61 6.0 7.96; 8.64 1.32 4.34 2.72 (¢, N(CHy),);
4.59; 6.62 (1Ba 1, BUHUILHBIC IPOTOHEL
J=12.4)

10A 8.79 7.71 7.54 7.00 6.00 8.10; 8.70 1.34 4.39 2.82 (¢, N(CHg)y); 4.59;

: 7.00 (nBa &1, BUHWIIBHEIE IIPOTOHBL),
12.9 (. ¢, 5-NH, J=12.4)
11-H | 9-H 8-H 7-H 6-H CeHsNO, 3-H 4-H
11 9.52 7.94 7.85 7.19 6.38 8.2; 8.8 8.07 6.68 1 13,65 (. ¢, 10-NH)
' ‘ J=6.5 J=6.5
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Taxum o6pazoM, 1 B 9TOM caydae Mbl HabmoqaeM CTabHIA3AIHIO IPOTOHM-
poBaHHOM (POPMBI 3a cUeT apomaTH3almy npouseoxuoro 1 H-0-kapbommaa 10A,
HECMOTPSA Ha TO YTO PEaKIMIO IPOBOASIT B H30BITKE aueTass, 9To, Ka3anoch Obl,
cnocobcTByeT TpaHC(hOpMaly THIPOXJIOPHAOB B OCHOBaHMS.

IIpu obpaboTke pacTBopa 2-BHHIIIBHOTO MPOH3BOAHOrO O-kKapbosmHa 10 B
TIPOIIaBoiIe-2 XJIOPHCTEIM BOAOPOAOM C LGNbIO MMONydeHws ruapoxsiopuna 10A
MPOHCXOIUT 3aMBIKaHWe MUPAaHOBOIO IMMKIA ¢ 00pa3oBaHKWEM HOBOTO TeTpa-
OEKITAYECKOTO TTPOM3BOAHOrO — Xiopupa mmpaHo[3',4":5,6]mupuno]3,2-bJun-
nmormyma (11).

SKCIIEPUMEHTAJBHASA YACTH

HYIK criextpsr crerrel Ha mpudope Perkin-Elmer 457 B Buze macT B BazelmBOBOM Macne. Macc-
CIIEKTPHE MONYYeHsl Ha criekrpomerpe Varian MAT-112 (70 3B) ¢ npsmemv BBogoM obpasna B
pouHEN nerouruk. Crextpst IMP 'H zamwcassr ma cnexrpomerpe UNITY plus 400 (400 MI'm).
Buyrpenmmit cranzaptr TMC, pacreopurens JMCO-ds. Komtpons 3a xomom peaknuit #
GUCTOTOM MONYIEHBIX BEMIECTB ocyruecTBILum MetogqoM TCX ma mmacruakax Silufol UV-254 B
cucreMax xiopogopm—meradon, 10:1, u stmmanerarTipomanon-2—ammpak, 5:3:1.0Dusuxo-
XHMMHHYECKHE CBOUCTBA U BEIXOABI BCEX HOBBIX COCHHHEHMM NpHBEIEHs! B TabiL 1, cmexrpsl SIMP
'H - B Tabn. 2.

Xnopua 2-1MMeTHIMMHHOMETHI-3-(n-BEHTPODEHHI)aMAHONEA01a (MMMOHMEBAS COJIb,
3). K xomunexcy Bunpcmeliepa, npuroToBiicHHOMY OOBMHEIM 00pazoM u3 48 ma IM®A u
21.5 mn POCl;, nobasmsmor mo xampiM pactop 20.05 r (79 mmoms) 3-(n-HETpodeHmT)aMu-
Homuzona (1) 8 21.5 M IMOA npu 15-20 °C B peaximonHoH Macce u ocTasisiioT Ha 20 4 opu
20 °C. Ocanox ormisTpoBEBaT, npomssaT JIM®A u xmopodopmom. [Tomysaror 18.3 r
(67%) mmmonueBoit conu 3. C7H,CIN,O,. T. mn. >200 °C (pasn.).

Hutpun  a-umaHo-0-[(3-n-ruTpodeHmI)aMHHOMHAOIHA-2]akpioBoit  KucxoThl  (Sa).
Cwmecp 0.7 r (2 Mmons) umMoHHEBOHR comm 3, 0.22 r (3.4 mMMons) ManoHxuHMTpHIa, 20 MI
mpomanoma-2 i 0.28 M (2 MMoms) TpusTHAamuHa nepeMemmsaior npu 20 °C 1,5 2. Ocamok
OTGHIETPORBIBAIOT, TIPOMEIBAIOT nponadonom-2. IHonywaror 0.66 r (99%) murpmira 5a © T. Oa.
226-227 °C, cnextpsi UK u SIMP 'H k0Toporo MIeHTIYHBI CHEKTPaM TOTO K¢ BEIIECTEa,
NOAY9IEHHOro IO MeToHKe [3].

1H-1-n-Hutpod enna-2-amuano-3-unadomupunao[3,2-bluugoa (6). Cmecy 0.7 T uMMonue-
Bo#t comu 3, 0.22 r (3.4 Mmons) MamoHIEHUTPENE, 20 Mu npomanona-2 u 0.28 mm (2 MMoms)
TPH3THIAMHHA KuIATAT 1 4. OXJKIAIO0T, 0CaX0K OTOMIETPOBLIBAIOT, MPOMEIBAIOT IPOIIAHO-
nom-2. Honygaror 0.57 r (85%) mupumounnona 6, cuekrpst MK i SIMP 'H koTOpOro MaeHTiIHsL
CIIEKTPaM 3TOTO e BEINECTRA, MOIYICHHOr0 o Metoauke [3].

AMHE C-upaHo-B-[(3-r-HuTpodeHnT)aMUHOUHT0IMA-2]aKPAIOBO KHCTOTHI (5b). CMeck
0.7 r (2 Mmons) uMMoEREBO#H comu 3, 0.21 r (2.5 MMous) nuananeramuna, 20 M NpONaHOHA-2
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1028 mn (2 MMonp) TpudTHIaMMHA XHMINTIT 1 4. OXJaKIA0T, 0CaJOK OT(QUILTPOBHIBAIOT,
npoMsIBarOT mporaronoM-2. [Tomyuator 0.64 r (92%) ammma Sb, enexrpsl UK m SIMP 'H xoto-
POTO MACHTHYHL! CIIEKTPAM 3TOTO K€ BEUICCTRA, IOIYYEHHOI0 10 METOKE [4].

AruioBslii 3¢up o-tuano-3-[(3-n-HUTPodeHAT)aAMHHONHTOMHI-2 |AKPHIOBOH KHCAOTH!
(5¢). Cmecs 0.7 r ( 2 MMoIs) rMMOEMEBOH comu 3, 0.55 mur (7.5 MMoOab) IMaHyKCyCHOTO 3(Upa,
20 mu mponanona-2 u 0.28 mu (2 mMMons) TpusTHIAMEHA nepemenmuBaioT 2 4 npd 20 °C wim
kanaraT 1 9 (oxnaxnaror). Ocanok oTGUILTPOBIBAIOT, HPOMEIBAIOT IfponanonoM-2. Iomxy=ator
0.74 r (98%) sdupa Se, cruexrpsl UK u SIMP 'H k0TOpOro MIEHTHHHBI CIEKTPAM 3TOTO XKe
BEUICCTRA, IOIYJCHHOTO N0 MeTomuKe [4].

Xnopug 1-n-aurpodenun-2-meTnn-3-3Tokcukapbonna-SH-mapuao[3,2-blunaoauHust
(7A). A. K cycnenzun 2 r (5.8 mMmons) umMmouweBo# comu 3 B 58 Mi1 mpomanona-2 noOaBisiioT
2.9 mx (22.8 Mmons) AVD ¥ HarpeBaroT Npw nepeMermpanmy Ao kunedws. O6pasosaBmmiics
pacTBop KumIATAT 5 9 . Yepes 3 7 0T Havana KumeHwWsI HaYUHACT BRIIQIATh OCANOK. PeakmuonHyio
maccy ocrasmuoT 1pu 20 °C Ha 16 9. Ocanox oTGUIETPOBHIBAIOT, IPOMEIBAIOT HPOIAHOTIOM-2.
Tlonygaror 1.66 r cMecn xmopuna 7A u O-kapbonuea 8, K KoTopod nobapnsor 60 M BOAEL,
HArpeBaioT N0 KAICHHA M OTQHISTPOBHIBAIOT HEPAaCTBOPMBIUMHCS OCANOK TEMHO-BHITHEBOIO
mBeTa — 0.26 T (Iu3aMeIeHHoe STHIeHOBoE npor3Bonaoe 8, Tabn. 1, cnoco6 B). Boxwslit Matod-
HBI{ pPacTBOp YIIApUBAOT B BakyyMe focyxa. Ilomyqaror 0.9 r xiopuna 7A.

B. K cycrniensuu 2 r (5.8 mMmoxp) uMMoHueBo# com 3 B 58 mur mpomanona-2 1o0aBIsioT
2.9 mn (22.8 mmois) AVD w 0.8 M (5.8 MMOIIE) TpHITHIAMUHA U KHIOATST 5 4. OCTaBISAIOT [IPU
20°C ma 16 9. Ocamox OTGWMIETPOBEIBAIOT, HPOMBIBaIOT npomaxomoMm-2. Ilomykaror 1.6 ¢
xnopuna 7A. Temmeparypa INaBIeEHs CMEMMARHOMN HPO6Hl BEmecTBa ¢ 06PA3IOM, TOTYHEHHEM
0 criocoly A, He JaeT JEeNPECCUM TEMIIEPaTyphI ILIaBICHHA.

1H-1-n-HutpodeHnI-2-MeTHI-3-3ToKcHKapOoHmInupuao[3,2-bjmanox (7). A. IToxywasor
u3 2 r (5.8 MMOIB) UMMOHHEBOM CONM 3 aHANOTHYHO CHHTE3Y XJopuia 7A mo crocoby A.
Tocne oTHeNeHUs AU3AMEINEHHOTO 3THIICHOBOIO [IPOU3BOMHOIO 8 MAaTOYHEIA PacTBOP OXJIaX-
AT ¥ IOANICJaYHBAiOT 1H. paCcTBOPOM €KOrO Kanu. Brmyasmuit ocalok OTHIBTPOBHIBAIOT,
TIPOMBIBAIOT BOXOH , pomanoroM-2 i sdupom. Ioxydator 1.15 r 8-xapbonusa 7.

B. K pacropy 0.28 r (1 Mmouns) 2-popmunuamona 2 [1] B 5 mn mupunuHa obasinot 0.5 M
4 mmons) AVD u rumarar 20 muH. OXN2KAAOT, OC3A0K OT(QUIGTPOBEIBAIOT, IPOMBIBAIOT
MAPUARHOM, nponadonoM-2 u 3¢upoM. ITomygator 0.15 r d-kapbonuna 7. TeMmueparypa Iias-
JIeHHs CMELIaHHOH IPOoOH! BEmecTBa ¢ 00pasnoM, HOMydeHHBIM 10 criocoly A, He AaeT Henpec-
CHH TEMIIEPATyPHI [LIaBICHHUA.

B. Cwmecs 0.7 r (2 mmois) mvmonamero#t comu 3, 1 M (8 mmons) AV3, 20 mn mponagona-2 u
0.28 M1 (2 MMONE) TpHITHAaMAHA mepememuBaioT § 4 npu 20 °C u octaBmmoT Ha 16 4 mpw
20°C. Ocanox ordUIETPOBLIBAIOT, NPOMEIBAIOT Hpomnasonom-2. Ilomysaror 0.43 © cMmecm
xyoprana 7A u 0CHOBaHMS 7, KOTOPYIO BarpeBaroT xo xurrenus ¢ 30 mn Boasl. HepacTeoprBmicecs
OCHOBaHMe OT(HIBTPOBBIBAIOT, IPOMBIBAIOT BOMOM M mpomanonoM-2. Tomygaror 0.13 r d-kap-
6onura 7. BoaHerit MaTOYHEIA pacTBOpP MOAINENAYHBAIOT 1H. pacTBOPOM eaKoro Kamk. Ilomydator
eme 0.16 r d-kap6omuna 7. O6mmit Beixon 0.29 r. TemmepaTypa IUTABNCHAS CMEMAHHOH NPoGh
BemecTsa ¢ 00pasnoM, NOMydeHHBIM 10 croco0y A, He [JaeT JeTNpeccHr TeMIIepaTyphl
TLIABICHAS.

1-[3-(n-Hurpodenmn)amunonnaoani-2]-2-[1-(n-aurpodennn)-3-kapdoxcunupuno(3,2-b]-
unagomi-2]staired (8). A. Cvecs 1.4 1 (5 Mmois) 2-dopmumumnona 2 [1], 2.5 mn (19.7 mmons)
AYD u 0.7 ma (5 mmons) TprsTHIamMuHa B 50 Ma nponasona-2 kuratat 4 4. Ocragnsor #a 16 4
npw 20 °C. Ocanok oThUNETPOBEBAIOT, HIPOMEIBAIOT HponanonoM-2. IomgydawoT 1.4 T mm3ame-
IEHHOro 3THieHa 8. .

b. Cmecs 0.2 1 (0.53 mmoms) d-xkapboamna 7, 0.15 r (0.53 mmons) 2-popmumangona 2 [1],
10 mn nponanona-2 1 0.1 mu (0.72 MMons) TpusTHIamMuHa KanaTaT 1.5 4. OXnaxmaioT, 0cafgok
OTQHUIETPOBBIBAIOT, IPOMBIBAIOT NponaHonoM-2 u dupom. TTomygarot 0.3 r coenunenvs 8. Tem-
IepaTypa MIaBIeHUA CMEasHO Mpobs! BemecTBa ¢ 06pa3IoM, MOMyYeHHEM 1o criocoby A, He
TI0Xa3bIBAET ACIPECCHH.

B. CM. B omicanum cuaTE3a XNopuia 7A.

1H-1-n-Hutpodennn-2-rugpoKcu-2-MeTHI-3-3TOKCUKapGOHII-4-(2-MHPOKCH-3-3TOKCH-
KapOoHHANponeH-2-un)-2,3,4,5-rerparuaponupuno[3,2-blusnon (9). Mzonponanomsusii ma-
TOYHBEIA pacTBOp (B NpONAHONe-2) IOCTE OTAENCHHA OCamKa, COCTOSIEr0 M3 CMECH O-Kap-
6omiHoB 7 1 7A, IONyYeHHBIX 1O criocoby B, npoxomxkarot nepemenusars mpu 20 °C B TedeHme
7-8 nmueit. Brmapmmi 0cagox OTGHIBTPOBLIBAIOT, IPOMBIBAIOT HponanonoM-2, s¢upom. Iomy-
gatoT 0.34 r rerparmipoxapborHa 9.
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1H-1-n-Hurpodenann-2-f-aamMerHIaMAROBHHILI-3-3TOKCHKAPGOHIIIHpHAa0[3,2-b]HHn0x
(10). Cycrnemsuro 0.4 t (1.0 mmoms) xmopuna d-kapbomvea 7A M 4 M IUITANOBOTO ALETAIA
IrMeTHn(GOpMaMUIA HArPEBAIOT O PACTBOPEHIS, a 3aTeM NepememuBaioT 2 1 mpy 20 °C. Ame-
TaNe OTTOHSIOT B BakyyMe. MacnsaHWCTHIA OCTATOK HEPEMEIIMBAIOT C IPONAHONOM-2, OXJIaXK-
paroT. OcaZok OTQHIBTPOBBIBAIOT, IIPOMBIBAIOT TporaHonoMm-2 u s¢wupom. IHomywaror 0.18r
d-xapGomnuua 10. ‘

Xnopun 1-n-nurpodenmi-2-3-nuMeTHIaMEHOBUENI-3-0TORCHKapGonua-SH-nupuno[3,2-b}-
napouHust (10A). MaTo4sEli pacTBOp moche oTAeNeHus S-kapGonuna 10 ymapaearor, 0CTaTOK
nepeMensBaoT ¢ 3QupoM ¢ 100aBICHAEM HECKOILKUX Kallels nponaHoia-2. Oxnaxnaior, oca-
JIOK OTQUIETPOBEIBAOT, IpoMEIBaroT ddupom. Ilonywaror 0.06 r xmopuna 10A.

Xnopua S-r-sutpodenun-l-oxco-1,10-muruaponupano{3',4':5,6nupuno[3,2-blungonn-
pus (11). K pacreopy 0.5 r (1.2 mmons) d-xapGomuua 10 B nmponasone-2 go6aBIIOT HECKOBEKO
kanenk MeraHonsHoro pactBopa HCl no xumcnot peakmum (pH 2-3) 1 BEimepxuBaioT 3 HeeH
opr 20 °C. BemaBmmif 0cagok OTQHIETPOBEBAIOT, NPOMBIBAIOT NpONaHONoM-2. [lomyyaror
0.25 r erpanukmna 11.

Haunas paboma svinonnena npu gunancosoli noddepoicke POOH, zpanm
Ne 97-03-33066.
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