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N-APUJI-2-TUAPOKCH-1,2,3,4-TETPATUNPOIIMPY IVHBI
N N-APWUJI-2-XJIOPMETWJIEH-1,2,3,4-TETPATUAPOIIPUAVHBI —
ITIOCJIEAOBATEJIBHDBIE IMPOMEXYTOYHBIE ITPOIYKTBHI
B CHHTE3E 14-JUT'WIPOOVPHUAVMHOB IIO FAHYY

S¢upst 4-x10p-2-apHIMAEHAIETOYKCYCHOM KUCTOTHI I 1 5¢upnt N-apunamuso-
xporonosoi xkucaote II ofpasyror crabunsusie N-apui-3,4-mpanc-2-THAPOKCH-
1,2,3.4-rerparunpormpunuest HI. ¥x peruo- ¥ CTepeoceeKTUBHAS TETHAPATAIMS [IPK-
BOgMT K N-apwi-2-xnopMetmnes-1,2,3,4-TeTparugpomMpUaKnEaM ¢ SK30HUKIMYECKOM
ce3bio IV, Coenvnaenusa IV U30MepU3YIOTCE B COOTBETCTBYIOMME N-2pHi-2-XJI0pMeTHII-
1,4-guruppormpunuse: V B kucnoit cpefe. Ipucoepuaenue no Muxasmo coeguuenuit 1
u II B xnopodopme mam GeH301e NPUBOTMT K KapOOLMKIMUECKHM IPOM3BOTHBIM HUKJIO-
rexcesa VI.

1,4-MAranponu punHE — XOPOIIO M3BECTHHIN KJAACC OHONOTMUYECKM AKTHB-
HHIX COCIWHCHWH, OPAMCHICMHBIX B KJMHHKE B XaUeCTBE KapIHOBACKYJISPHEIX
cpeact8 [1]. CaMpiM paclpoCTpaHEHHBIM METONOM WX HOJYUYCHHS SBJISETCH
cuHTe3 ['agua, B XO#€ KOTOPOro 0Opa3yIOTCa PAsHHE MPONYKTHL TETEPOLMKIIRN3A-
oUW — MPOR3BONHbIc N-He3aMEemeHHsX 2-THAPOKCH- 1 2-MeTminen-1,2,3,4-ter-
parmapommpuanHOB - [2—8 .

Iemsro HacTosmedl padOTH SBJISUIOCH M3yYCHHE MIPOXYKTOB T€TEPONUKIA3A-
muu B cuATe3e ['anua B psaxy N-3aMemesHX COSAUHEHNH, YHOMSHYTHIX [0 CHX
[Op JIMIIE B XPaTKoM coobmenmu [9].
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Tabrumna 1

Xapaxreprcrrxkn coemmHeHME II—VI

Ct B . - A .
o q)gg;:yr‘;a I Bi’“’f‘m‘m"" ,%A T,°C" | Meroy | Buom, %
T c H . N cl
MWa | CosHoCIN3O7 | 5835 | 5.62° | 7.91 | 624 |124..125 | oss
. 15871 | 564 |.790 | 667 .
I6 | CosHCIN2Os | 57.87.4 523 | 536 | 671 |113...115 ‘ 39
o 57,85 | 5,24 539 1 6,84
Ts* | CosHoCIN2Os. | 58.69 | . 5.49 526 | 6.67 | 136...137 o 38
: . | 58,58 | 5,48 5,25 1.6,66 | o
IVa | CasH>sCIN3Os | 59.98 |~ 5.52 797 -1 646 | 170..172| A/E 72/87
o | 60,76 | 5,49 | 817 | 6,00 | S
TV6* | CosHosCIN207 | 60,42 | 498 | 548 | 646 |123..125| A/B 63/52
15993 503 | 559 | 708} v
IVe | CosHarCIN2O7 60.52 515 3.30 6,95 | 118...120 A/B 65/56
60,63 | 5,28 5,44 | 6,89
IVr | CxuH2nCLN2Os | 57.50 | 4.43 5.58 ]13.24 | 148...150 B 56
: . 56,99 | - 4,44 5,54 |14,03 4o :
Va | Casl3gCIN3Os | 6029 | 5.44 | 7.94 | 7.31L | 162...164 A1 80
. 160,76 | 5,49 8,17 - 6,90 : ,
V6 | CpsHosCIN2O7 | 59.94 | 5.03 559 1'7.07 | 136...137 | A1/A2/B | 60/49/61
. 59,93 | 503 | 559 | 7.08 | - .
5.60

Ve* | CasHzCIN2O7 | 59.94 | 5.03 7.07 | 125..126 | A/ | 54791
. . - 60,63 5,28 5,44 6,89 | . . '
Vr | CaaH23CN20s | 57.03 4.33 S.50 13.291130..11327 Ao 44
5699 | 444 | 554 |14,03 )
Via | CxHzoCIN3O7 | 58.61 572 7.89 | 8.59 | 124...125 Az 36
58,69 5,68 7,89 6,67
Vie CasHo7CIN2Os |- 57.60 5.18 S5.29 | 6.02 | 153...154 Al 39
: 57,85 5,24 5,39 6,84
Vir-§ C24H2'4C12N297 54.97 4.59 5.29 12,61 | 177...178 | Ai/Az | 94/58
55,07 4,62 5,35 13,56

*  m/z, (M") Ans coepumenuin: His — §33; IV6 — 500; V6 — 500; Ve — 514.

Brepsnie VIaioCh M30JMPOBATH OBA TOCHEAOBATEIBHBIX Psiia CTAOWIBHBIX
N-apmn-1,2,3,4-reTparaaAporMprAwHOs, nprsoasmux K N-apwmwr-1,4-muraxpomma-
pumuEam: N-apun-2-reapoxen-1,2,3,4-rerparapporvipumaas: 111 7 N-apwr-2-
xmopmerwien-1,2,3,4-rerparaRponupurwesl 1V HOydeHsl B [BY XKOMIIOHEHTHOR
nuxauzaney ['agua sdupos 4-x510p-2- apm,:ipﬁaueroylccycnoﬁ I} u N-apma-
aMmHOKpoToHOoBOM Kucnor (II) (cxema, tabn. 1) 91

bnaropaps crenuwIecKuM CTPYKTYDHBIM JJIEMEHTaM — 3aMECTHTEIIO y
aToMa a3o0ta — coenrrennd 111 v IV gBag0TCs CTA0W/IPEEIMY DY H30ANPOBAHNHA
¥ W3yYeHWW, HO B TO XKE BpeMd HOCHCTYIOIME PEakmud NCTUApaTAnyE H
msomepmsarpm  coegueenuit {11 m IV mporexamor serxo, ¢ obpasosammem
axzonuxmmaeckoit ceasm C=C (2-xsopaamectaresib cnocoécrsye"r XJIOPBYIHAI-
SMUHHOMY CONpsSXeHmio) u N-apmizaMeniennsie coeqpaenns [Va—r ssasorcs
Gonee cTabUIbHBIME B Pa3HBIX PacTBOpuTEsax (xopodopM, 6eH301, aIeTOH OpH
KOMHATHOM, d TakXe [PH TCMIEPAaTypPe KANCHAS pacTeoOpATEsicl), HEXEAN HX
N-geszamemenasie aganora [J].

Wzomeprzanus 2- xnopme'rymeﬂ—l,2,3,4—Te'rpamnponnpmﬁos IV B 2-xs0p-
MeTwi-1,4-nrruRponvprAREL V IPOXOANAT JCTKO B KHCIOM CPEAE B ¢ XOPOHIAMY
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BEIxozamu. llpw obpaborke 1 4-z(mzxponnpmmﬁos V kam¢opocyapdhoHOBOM
KUCJHOTOR oOparmag wmsoMepmsamua B 1,2,3 4—Te'rpam11ponnpmﬂﬂm IV =me
aaboEanack. .

N-Apun-2-xnopmernir-1, 4—IIHI‘KZIPOHI/IPI/II(HHBI V S9BASIOTCS CTaGRIIBHEIME
BEHIECTBAMH, KOTOPHE HE IMKIM3YIOTCH B JAKTOH HW MPH MHOTOYACOBOM
HATDEBAHVH, HW B PaCIUIABJICHHOM COCTOSHWE. JTO COIVIACYETCH C BRISCHCHHOHN
HaMW PaHES PEaKIYUOHHOK CrocoOHOCTRIO 2-GpoMMerwi-1,4-IUrHEpONHpPHANHOB
[101, cesizansoif ¢ BX CTEPHYECKOR HaNPKEAHOCTEIO, BH3BAHHON 3aMECTHTENEM
y aroma asoTa, HECMOTPS HA BBICOKYIO DEAKIUOHHYIO CIIOCOOHOCTH TaNOreHa
ALUIBHOE TPYIIMPOBKH CoenuHeHn V.

Monenu Crioapra—bBpurnela BOKa3KEBAIOT, YTO ¥ N—apm—Z—mopMeTm—l ,4-
murzmpponupuwaos V poramma rpymusi CH2Cl meBcaMmoxHa W, HO-BEEMMOMY,
BCJIEKCTBHE OSTOTC COMMXEHWE pPEeAKHWOHHEIX HEHTPOB IS 3aMBIKAHUS
JAKTOHOBOTO KOJbIA Manopepostao. O topmoxermwan poramem rpymust CHoCl
CBHACTEIBCTBYIOT B crekTpax IIMP carmassi (AB-THia) METHICHOBOM IPyIH B
nonoxeswd 2 opu 3,9...4,1 = 4,8...4,9 M. 1.

B ZBYyXKOMIIOHEHTHOM DEAKIUH MEXKY supamu 4-x70p- 2—apmmz(eHaHeTo—
yxcycHo#t kmcaoTsl | ¥ sbwpamm N-a2puaaMAHOKPOTOHOBOH XmchoT 1 mpm
KOMHATHON TEMUEpAType WX UPH KPATKOBPEMEHHOM KWIJUYEHWYW B METaHOjIe
momygess N-apwi-3,4-mpanc-2-ruppoxce-1,2,3,4- TeTpampom/IPmm{H {ila—e.
Crpyxrypa CoCTUBEHWMA HIa—B TMONTBEPXACHA CHEKTDaMH 3¢ (s
coepmmenus: 1116). Curnams 'H SMP (ra6n. 2) KOBIEBHX mporoscs (3)-H
(4 -H mmeror komcranry ssammometicrsma J = 11,2...12,2. I'n, wro xapaxrepmo
IS #X TPAHCAMAKCHUAIBHOTO PACHOIOXCHAS (MUApaIbEbE yrox Ommsok. 180°%).
Axcmamsaoe nosioxeame 4-H HOI[TBep)KI_{aCT raxxe ero mamsagg KCCB ¢
HMPOTOEAME METHIbHOM rpyvmms! 8 nojoxesan 60 (J =1,5...1,6 Tm ..

Crpoerne coenuneamii IVa—r Zoxa3ano UX CIEKTPabHEIMEA JAHELMA. B pL0)
CHEKTPaX TETParuApOmEpHABHOB IV mogsisercs JMMb OOME MaxCuMyM IOpu
311...315 mv 3 oTmmume OT mErEApomupummEOB V, B VIK _ IEKTPax mabmonaeTcs
TOIVICHICHNS Kapbosmabasix rpym opu 1740 u 1700 ¢ . B cmexrpax AMP g
ONHO3HAYHC WACHTHDUIIEPYIOTCS CATHAIH TPOTOHOB C—CHQ mpu 4,9..5,0 M. 1.,
a cmraaner 3-H u 4-H cooTrBercTBeEHC B BHAC z{y6ne'ros opu 4,2..4,3 =
4.8...4,9 M. K., KOHCTaHETH COMH-COIMHEOBOrC BlanMonekcteng J = 2,0, ..2 2 T'a 82
U3MERSIOTCE B TCMICDATyPHOM amamaszore 271...333 X (rabn. 3) Eaﬁbﬂﬁe
KCCB mexay 4-H m merwmeo# rpynmol B nogoxenus 6 mempme 0,2 I'm. Us
3TOT0 MOXEHO CREJIATH BBIBOM, UTO TETPATHADCHMPHAXESL IV CyMECTBYIOT B BHAC
OIHOTC H30Mepa ¢ JUAXBaTOpuasbasM pacmonoxernueMm 3-H u 4-H.

IIon9pHOCTE pACTBOPUTENS B [BYXKOMIOHCHTHOM KOBACHCAUHE MEXIY
ucxonEsiME BeniecTBam# | m 1] permmmrensHC BAMSET HAa XOR DEAKLHHA — B
HPOOECCe CHHTEe3a , LY YCHEL K&p&nmyqecme HpOI/ISBOAHBIC ¥KJIOreXCeHa
(rabn. 1, 4). ‘

CTpOEHHC COCAUHECHWAN VIa 6,r ROKa3aHO CIIC"(TpaMII [IMP (rabn. 4).
OyOners B muanasone 2,8...2,9 u 4,2...4,3 m. 5. ofycaosnens: nornomesviesm 4-H
¥ 3-H COOTBETCTBEHHEO, BEIRYMHA KCCB 11,0 'y yxassmaeT 5a TPaHCAHAKCAA -
HOE pacnojcxenue mporo=os. s coepuneans Via peracrpiapoRany KByMEPHE
caextp SI20; oOTCYICTBME B HEM KODDERSUUOHHHIX HUKOB JJig HpOToBOB 6-H
[O3BOASET TPEAIOICKHATS, UTO UMEET MECTO KOH(MOPMAIHY CKOMICHEOTO XPacia.

3KCHEPHIMEHTAJIBHAS YACTh

Crextper TIMP 3ATUCAHD HA mpubopax Bruker WH (90 MI'm) u AM.360 (360 MI'm) 8 CDCls,
XHUMUYECKHUE CIBUIM AAHbI B M. J. OTHOCHMTEIBHO BEYTpeHHOoro cragnapra TMC. VK CexTpsI PErucTpH-
posasu Ha cekrpomerpe Perkin-Elmer 580 B 5 Buge cycnesuu & Hytione, ¥ CrexTphi — HA CIIEKTPO-
Metpe Specord M-40 Carl Zeiss/Jena s sTanosie. MaCC-CHEX TSI CHSTH HA npm6ope AE/MS-50.

KorTpons 32 IDOTEKAHKEM DERKIHMY ¥ MHAMBUEYAbHOCTEIO CHHTERUPOBAHHBIX CORIMHCHI 0CY-
ECTEASIM Ha ITAcTHEKaX Merck Kieselgel 60 Foss4, 0,25 mm. CPICT@M!:I pacreopureseit: xJopodopM—
rexcaH—aneron, 9:7:1,u GEHSOJI—BTPUIaHeTaT, 20:1.

Haumnle 9,IeMEHTHOTO AHARM3A no;ryg{emmx coeaunenuit ua C, H N, CI COOTBETCTBYIOT Pacqer-
HbIM. XapaKTepucTuKy coenuuenuit [I—VI o6ofmers: B 1261 1—4.
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Cuexrper IIMP coepunenuii Illa—s B CDCl3

Tatbawma 2

XuMUYECKHE COBUIH, 5. M. n.,'u KCCB  (J, I'm)

G -
Hg;;;yé 7 . . © CgH4NOy-m,
2-0OH 2-CHyCl 3-H 4-H 5-COOCHgCH3 | 3-COOCH3 6-CHg HR
. CgH4Rp
Illa 4,47 3,25, 435 3,45 3,43, 3,40 2,01 . 7,1...8,1, 2,94
3,10 (13,2) (1, 12,2) (xs, 1,6) (n, 12,2) 0,72 (6,8) @z, 1,6) 6,65, 7,19 (8,1)
1116 4,51 3,18, 4,33 3,43 ‘ 3,66, 3,39 1,97 6,8...8,1, 3,71
3,08 (13,1 (n, 11,6) (xs, 1,5) (x, 11,6) 0,71 (6,9 (, 1,5) 6,83, 7,13 (8,3)
IIIs 4,57 3,25, 4,40 3,51 3,73, 3,48 2,03 7,3...8,2, 4,06,
3,17 (11,6 (1, 11,1) (xs, 1,5) (n, 11,1) 0,76 (6,6 (1, 1,5) 6,90, 7,27 (8,9) 1,44 (6,7)
v ‘ Tabaunwua 4
Cnekrpst TIMP coepunennii Via,6,r 8 CDCl3
XuMudYecKue COBUTH, 5, M A 1 KCCB , o) )
Coepn- j
HeHue : CgHqNOp-m
1-NH - 3-H 4-H 5-OH 5-CHyCl 6-H 2-COOCHCH3 4-COOCH3 HR
: CoH4Rp
Via 10,6 4,27 (m, 10,8) 2,85 3,77 3,37, 3,32 2,46, 2,75% 3,82, 0,75 3,53  8,1...7, 2,98
(m, 1,1 (n, 10,8) (x, 2,2) aL7n a7,n (7,1) 7,03, 6,71 (9,0)
VIG 9,3 4,27 (n, 11,0) 2,86 3,79 3,36, 3,32 2,44, 2,75% 3,85, 0,75 3,54 8,1...7.4, 3,84
: * 1,8) (m, 11,0 (, 2,0 11,9 (17,6) 6,8) 7,08, 6,92 (8,0
Vir 10,9 4,29 (n, 11,0) 2,75 3,81 3,39 2,54, 2,89* 3,83, 0,77 3,55 8,1..7,4 -
(o, 1,2) (n, 11,0 G, 1,8) (17,4) 6,8 ’ 7,40, 7,1

*

[nsa curHana HabsofaeTcsl ONONHUTENBHOE pacwierienne ¢ KCCB 1,8 ' 2,0 Tu,




Tabauma 3

Crnekrpst IIMP coepuuenuit IVa—r B CDCI3

mecmc cuﬁum, 5, M. &, ¥ KCCB  (, I'm)
Coenn- .
HEHHE C6H4NOz-m,
2-CHC! 3-COOCHy 3-H 4-H* 5-COOCHXCH3 | 6-CHs Hr
. CeH4Rp
IVa 5,02 3,79 4,21 4,90 4,06, 1,13 2,23 7,2...8,2, 3,01
2,2 6,6) 6,76, 7,07
9.1)
IV6 4,99 3,84 4,26 4,92 4,07, 1,14 2,22 7,3...8,2, 3,86
2,0 72 - 7,00, 7,17
8,3
ive 4,95 3,80 4,20 4,87 4,02, 1,10 2,19 6,8...8,1, 4,02
2,2) 6,6) () 6,93, 7,05 1,42
8.2 (6,6
Ivr 4,94 | 3,80 4,22 4,90 4,03, 1,10 2,18 7,3...8,2,
(2,05) (7,2 - (0,6) 7,19, 7,46
8,9

*" Curnams! umeror fononsurensayo KCCB ¢ 6-CH3 rpymmoix,
TIOSTOMY J3 4 OTIPEREJICHBI TONBKO 18 3-H CHrHAN0B.

. N-Apuz-3,4-mpanc-2-ruapokcu-1,2,3,4-rerparaaponupanuast (I0). Ionyuens: npu xumsue-
Huu 10 MMOTB 9QupOs 4-X10p-2-2PHITHIEHAIIETOYKCYCHOM Kuetotst I u 10 Mvoms N-apuiaMuEOKpO-
ToHOBO#H KucnoTst 1T 20 My B 20 MUt METAHOMA MM NPY IEPEMELIMBAHMY PEAKITHOHHOH CMecH 4 1 npy
KOMHATHO¥H Temneparype. CMeck 0XIaXaaior, OTdIETPOBBIBAIOT KPUCTAILIBL. KpUCTAILIHSYIOT U3 Me-
TaHOIA. )

N-Apun-2-xnopMeTaiaes-1,2,3,4-rerparuaponpunusst (IV). A. M301uposanEsie COSHUHEHMS
I (5 mmomm) kumsrsT 3 a s 10 M MeTaHoOMA.

b. Sxeumongpubie komecTea (5 MMONb) HCXORHbIX BemecTs I u IT pacreopsior B 10 M MeTaHOMA
¥ xuagTaT 2 9. Peakuuornyo cMecs oxaxaor, GuibTpyior ocanox (Metoast A u B) . Kprctammsyor
3 MET2HOJA.

N-Apuir-2-xpopmersil-1,4-quranponupuaaasl (V). A. IToaydeHs! u3 WCXONHEIX COSHMHEHMET
(10 mmons) I u I ¢ Beigenermem (MeTox A1) o Ges EBomenesusa (Meron Az) coemmmenwmit IV ¢
TOCTERYIONIMM H00aBICHHMEM HECKOIBKMX KATIENb KOHIIEHTPUPOBAHHOM CONTHO KMUCAOTHI M KYITTIeHM-
eM 30 mMun B 20 M1 METaHONA.

B. Oxeumonsprsie koxmaecrea (10 MMoib) ucxomusix sernects 1 u I s 20 M1 METAHOMA KMOSTIT
10 =. TIocae oxnaxpenus QUIBTPYIOT OCANOK ¥ KPMCTAUIMIYIOT M3 METABOIA (MeTonsl A 1 B).

N-Apuwi-5-x10pMeTHI-5-TEIPOKCHIMKIOrekce sl (VI). Dxsumonapuabie Kommuectsa (5 MMOIb)
ucxomabix semects L u I kumsrst 4 4 B 15 M Gensona wru xaopodopma (pacTsopurenu: MeToR Al —
Gerson, mMeton Az — xsopoopm). Tlocne ynapuBakus DEAKIMOHHOM CMECH B BAKYYME 3aTHUDAIOT
OCTATOK METAHOJIOM, KPUCTAJUTH3YIOT M3 METAHOMA.

Aemopu evipaxarom npusnamensriocme ISF (epanm LF 2000 u LY 2100) u
Cogemy no nayke Jlasmuu (epanm 93-468) za unancosyro noddepiky.
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