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CHHTE3 ¥ MACC-CHEKTPAJIbHOE MCCIIEJTOCBAHUE
HEKOTOPBIX 3AMEMEHHDIX 6-(IIMPA30JI-1-UIDHIMPHMUWIVHOB

Koupeucanueir 2-0eusui-4-rUAPa3UR0-6-METIINPUMUIHMHEA ¢ ANETOYKCYCHBIM
3hMPOM U €10 ANKUIIPOM3BOAHBIMH, & TAKKE ALETHIATIETOHOM, METHAMETAKDHIATOM ¥
KPOTOHOBBIM aJILRETH/IOM CUHTE3UPOBAHAI COOTBETCTRYIOMuE 2-0eHaun-4-MeTrr-6- (nu-
pazon-1-wn) IupuMuaAMHSL, u3yueHsl ux [IMP u macc-cnextpst. Yiccnemosana Ouonoru-
YeCKas aKTUREOCTD OIMCAHHBIX COSRMHEHMIA.

B npomo/mxenue WCCAEHOBAHYN B pany 2-OeH3wi-4-ImipasdHONAPAMAIAEOB
[1—3] Mst cuHTE3WpOBA HEKOTOPHE 3aMEINECHHHE NPOW3BOAHbIE 2-Oenzun-4-
meTrn-6- (mupason- 1 -wn) nuprMuarHoE. M3BECTHO, YTO MUpaz0MUITHPEMARUHE
TIPOSBJISIOT BHICOKYIO OMOIOTMUECKYI0 aKTUBHOCTE, Tak, 2-(3-meTmr-5-mMeroxcu-
nmpasont-1-mn) -4-MeTra-6-meroxcuomprvnns  (mpemapat JIA-398, Mepnupu-
3071) objajaer KAPOTOHVXAKIIMM ¥ TPOTHBOBOCHAIMTEABHEM IEHCTBHEM
[4, 5}, pgr nmpyrux 2- E 4-(3aMemeHHNX NOUPa307-1-wi) TAPAMUIIHOB
TPOYBNAMIOT IIPOTHBOCHYXOJEBYIO, AHTHBHPYCHYIO, CIa3MOJMHTHYECCKYIO H
TPOTHBOTYOEPKYAE3HYIO akTHBHOCTh [6—8 1. OTMeuerHOE ONpaBIEBAECT HHTEDEC
. K ACCIEAOBAHUIO COCAMHEHWHN ITOT0 PIaa.

BaamMOnelcTBIEM B COMPTOBOM DAaCTBODE STHIATA HATpES 2-OcH3mn-4-rug-
pasumso-6-MeTwnmpumynusa [1 ] ¢ aneToykcycHEM 2GHPOM B €T0 ANKAIIPOR3-
pogmeiMa (R = C3H7, C4Hg, CH2—CH=CH?2) mnoxygeHH COOTBETCTBYIOUIHE
2-6easma-4-meTma-6- (3-MeTma-4-anKmi-S-raEPOKCHIApPa301- | -vn) nupaMuiz-
BH Ila—r. Kogneacanusg To10 X€ THAPa3WHOIUDAMAIVEE ¥ €10 S-aimpons-
BOOEOTO ¢ AUETAJANETOHOM B HPHBEHCHHBIX BHINE VCIOBUIX HE HPOTEXAET. IJTa
peaxitza OBIIA OCYMIECTBACHA C BHICOKEME BHIXONAMFE B OSH30JE C a3€0TpOIHOM
OTTOHKOM BOIOHL

Komzpencanweil refpasdHOMMpUMANNEA | C KDOTOHOBHIM 2JGACTHAOM H
METHANMETAKPHIATOM TOJYYCHH COOTBETCTBYIOUMC THOPHMPOBAHHHE IPCH3BOA-
Hule MpazonmimmpumanaHa 1V e V.

Cxema 1

Me

R =H, CH,, CH,, CH,~CH=CH,; R! = H, Ci,~CH=CH,
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BpomwposaEmEM a/LTAANPOM3BOAHOrO IIr SKBUMOMIDHEIM KOJHUYECTBOM
fpoma B xtopodiopme momyueH 2-Oemzwi-4-mermwi-6- [3-merwn-4-(2,3-nubpom-
npormma-1)-S-ragpokcurpaszon-1-wr Jnupumunur (VI), xoTopsii mpm B3amMo-
HEACTBEA ¢ M3OBITKOM COMPTOBOTO DACTBOpA ITHJIATA HATPHS W HOCAEHYIOUICH
HelTpaiwsanun nepesened s 1-(2-0ensmwr-4-meTwumpamunae-6-wi) -3, 5-nmve-
taypo[3,2-d lmapason (VID) (cxema 2). Ilpespanienve ZuGpOMITPOA3BORHOTO
VI B dype[3,2-d Inmpazon VII wabiaromanoch TaKXKe OPH AIUTEABHOM CTOSHWH
BEIIECTBA.

Cxema 2 :
Me Me
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N
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H
10 1O
PhHZC)\N Me PhHZC)\N Me
Vi

Ananva CHeKTpaiabHBIX MNAEHHKX [O3BOJICT HPUUTH K BRIBOZY, YTO
coequaenns [[a—r HAXOAATCH MPaKTUUYECKH TOJHOCTHIO B THIPOKCHTAY TOMEDHEOA
dopme, Ha uTo yKasEBaeT CrabonopHB crHMIET HporoHa 4 -H B ciextpe 1la,
a Takxe c1a0ONOABHBIE CHFHAAS! (¥ WX MYJABTRIUICTHOCTB) TPOTOHOB
«OeH3mIbHOM> METHICHOBOM IpYIIs B parukaiax R coemmuenwmit 116—r. Sromy
¢nocoBCTBYET, BEPOATHO, BO3MOXHOCTh 32KPEIUICHUS THMAPOKCHGOPMEL 3a CHET
oOpasoBaEmd BOAOPONHOM CBS3W C NMPUMAAMHOBBIM aToMOM asora N()
(cxema 1).

PaccMoTrperme Macc-COeKTPOB COcAMECHZY [Ia—T MOATBEPXIAET THUOPOKCH-
OEpazonpHEyIo (opMy STHX COSAWHEHMI ¥ B rasoBod (ase, IOCKONBKY
(DparMenTaps ¥X MOJEXYASIpPHEX MOHOB (cxeMa 3) B 3HAUMTENBHON CTCICHH
CB#3aHA ¢ «OCHSWIBEERIM» pacuafioM B pagmkane R ¢ 00pasoBanmeM yCTORUHBEIX
(BEAMMO, 33 CUeT NEPerpynnupoBku) uoHoB D1, ¥T0 XapaKTEPHO AJE HPOILECCOB
MACC-CIIEKTPOMETPHYECKOTO PACIEIIEHNs anKwimmpas3onos {91 B To xe spems
mucconmanmg mo cessm C—N MeXny OByMsS TeTepONYKJIAME MM OTIHCIICHHE
(hparMeHToB OHPa30/IbHOTO KOABNA HE UTPAiOT 3HAUNTEIBHOH pony (MUKW KOHOR
183 » 226* mMeOT HU3KYI EHTEHCHUBHOCTH). OTMETHM, YTO MHTEHCHBHBIA KK
woHa @1 (277) xapakrTepeH TaKXe W LIS MacC-CHEKTPa MHPasOauINVPHMARAHA
Hia.

B cmextpe IIMP coegwmmenws V cumrgagsl mpotoEo rpymusr 4'-CHs
OpOSBASIOTCS B Bupe AyOnera, MpAueM OXHOBDEMEHHO PETHCTPHDYETCH
MyabTRIUIET opEoro mporona (4'-H) B obnactu 3,04 M. 7., uro, HECOMHEHHO,
CBHFETENRCTBYET B [OAb3Y NHPA30JHMEOHOBOH CTpYKTypH. Ilpm 3TOM, €Cim B
cuektpax IIMP coemmmesmit Ila—r, III uw IV cwrman mporoma 4-H
DEPAMATAEHEOBCTO gapa mabmomaercs 8 obnacta 7,23...7,65 » 1., TO B CHEKTDE

* 3neCh U AAJIEE JUTS AUKOB KOHOB B MACC-CHEKTPAX JAHBI BeIMIMHb M/ 7.
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Cxema 3
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coeqmHEEHUS V CHETIET STOT0 X€E IPOTOHA BMEET CHIIBHOIIOALHBIN CABAT B 001aCTh
6,28 M. n. Tlo sceit BeposTHOCTH, B 3TOM Ciydae Gonee ycroiiumea ppyras —
S-xoudopManns reTeponnkiia ¢ BogopoaHoit cea3pio N—H—N (cxema 4), npum
xoTropoi mporoH 4-H nomamaer B KOHYC aHmM3OTpOonM® Oymsiaexameit
KapOOHAIbHOM IPyNusl. AHAKOTMYHENA CHAGHOMICABHBIM CABHI CHI'HAJIA TOIO Xe
[POTOHA, BUAMMO, 33 CUET O/IA30CTH TETEpOaPOMATHYECKOTS (yPaHOBOTO KOMBHA
Habmonaerca B caydae coemunernnd VII (cxema 2).

IIpm nepexone B Ta3oByo ¢asy coenubecHne V COXPAEACT OPEAMYIECTECHHO
AMEIHYIO TayTOMEpHYI0O ((POpMY, MHOCKOABKY B €T0 MOJEKYJSIPHOM HOHE
CPaBHWTECIHHO JIETKO {cxeMa 4) MpOTEKAXOT MPONECCH KaK PACTIAN2 NATHWICHHOIO
xonsia (morw O3 u P4), Tak u pacimemnenus cessu C—N Mexay rereposapaMu
(mownr @2, 183).

VsyueHa Ouwosormueckas aKTHBHOCTH CHHTEIMPOBAHHEX BemecTe (Bcepoc-
CHACKHMH HAY9HEIA DERTp Ho 6e30macHoCT OHOAOTHYECKH AKTHBHLIX BEHIECTB),
HCOHITAHO JACHUCTBUE COCHMHEHWS V HAa MPOHECC ACICHHWS OIVIOHOTBOPECHHBIX
SANEKAETOK MOPCKOTO €xa (B KoHOcHTpanmu 10 ° Momk OHO GA0KHpYET HEPBYIO
¥ BTOpyio cragmu ppobsmeHms ua 509, ¥ ofnagaeT NOPOTHBOONYXOACBHM
aericremem). Coepunenue IIB mposBiaser UUTOTOKCHYHOCTE HA KJAETKAX paxa
AWYHWKA YenoBexa, a IIr — ofiamaer yMepeHHOH aKTHBHOCTBIO B OTHOINECHHH
BEPyCa KNacCWYeCKOM YyMBI ITHIL.

Cxema 4
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XapaKTEPUCTHKY CHHIE3UPOBAHHbIX COAMHEHHi

% Y

Brr-

(*I{Zf&p: lpli;:)y]:;i; Boluncneno, % T °C R Crextp IIMP, O, m. p.* x‘%x,
- C H N
IIa C16H16N4O 68.37 5,54 20.24 118...121 0,49 2,05 (3H, ¢, 3'-CH3); 2,43 (3H, ¢, 4-CHa); 4,02 (2H, ¢, CH2C6Hs); 5,1 (1H, ¢, | 60
68,55 5,75 19,99 ' 4'-H); 7,15 (5H, ¢, CeHs); 7,23 (1H, ¢, 5-H)
116 C1oHpN4O 10.50 0,33 17,21 132...133 0,54 0,9...1,75 (5H, m, CH2CH3);- 2,2 (3H, ¢, 3'-CH3); 2,3 (2H, 1, CH2CH2CH3); | 48
70,78 6,88 17,38 2,55 (3H, c, 4-CHa); 4,22 (2H, ¢, CH2CsHs); 7,36 (§H, ¢, CsHs); 7,4 (1H, ¢,
5-H)
1Is CaoHg4N4O 71,27 7.0L 16,34 91...92 0,59 . | 0,9...1,6 (9H, v, C4Ho); 2,18 (3H, ¢, 3'-CHa3); 2,3 (2H, 1, CH2—C3H7); 2,31 | 58
71,40 7,19 16,65 (3H, c, 4-CH3); 4,18 (2H, c, CH2CeHs); 7,33 (5H, ¢, CeHs); 7,4 (1H, ¢, 5-H)
1Ir Cy9HoN4O 10.89 6.01 17,71 121...122 0,43 2,17 (3H, ¢, 3’ -CH3); 2,57 (3H, ¢, 4-CH3); 3,08 (2H, n. 7, CH»—CH=CH 2); 4,23 | 53
71,23 6,29 17,49 (2H, ¢, CH2CsHs); 4,8...5,2 (2H, M, =CH2); 5,7...6,1 (1H, M, CH=); 7,36 (§H,
¢, CeéHs); 7,5 (1H, ¢, 5-H)
1Ila Cy7H 8N4 73.09 6.31 19,97 35...36 0,69 2,2 (3H, ¢, 3'-CHa3); 2,45 (3H, ¢, 5'-CH3); 2,51 (3H, ¢, 4-CIl3); 4,25 (2H, ¢, | 95
73,35 6,52 20,13 .| CHaCsH3); 5,96 (1H, ¢, 4'-H); 7,37 (5H, M, Ce¢H5); 7,65 (1H, ¢, 5-H)
1116 CooHoNy 71321 0,09 17,84 46...47 0,71 2,07 (3H, ¢, 3'-CH3); 2,14 (3H, c, 5'-CH3); 2,52 (3H, c, 4-CHz3); 3,45 2H, . | 78
75,44 6,96 17,60 1, CH2CH=CHa); 4,2 (2H, ¢, CHoCeHs); 4,8...5,0 2H, M, CH=CHD); 5,4...5,95
. (1H, m, CH=CH»); 5,9 (1H, c, 4'-1); 7,17...7,37 (SH, m, CsHs)
18% C16H18Ny 11.84 6.57 20,81 74...76 0,57 1,57 (3H, x, 5'-CH3); 1,77 (1H, M, 5'-H); 2,42 (2H, M, 4'-CHd); 2,58 (3H, ¢, | 81
72,15 6,81 21,04 4-CH3); 4,27 (2H, ¢, CH2C6Hs); 5,25 (1H, 1, ¥-H); 7,20...7,35 (§H, M, CeHs);
i 7,45 (1H, ¢, 5-H) )
Vv Ci6H18N4O 67.84 0,21 19.58 145...147 0,51 1,3 (3H, 5, 4'-CHs, J = 7 Fw); 2,33 (3H, c, 4-CH3); 3,04 (1H, m, 4-H); 3,50 | 75
68,06 6,43 19,85 (1H, M, 3-H); 4,10 (2H, ¢, CH2CsHs); 4,30 (1H, M, 3'-1D; 6,28 (1H, ¢, 5-H);
7,2...7,4 (5H, m, Colls) .
VI C19HpoBroN4O 47.29 3.95 11.43 102...106 0,57 2,20 (3H, ¢, ¥'-CHs); 2,37 (2H, a, 4 -CH2); 2,60 (3H, ¢, 4-CH3); 3,25 (1H, ™, | 96
47,52 4,20 11,67 CHBn); 3,65...3,80 (2H, n, CH2Br); 4,25 (2H, ¢, CH2CeHs); 7,1 (1H, ¢, 5-H);
7,2...7,4 (§H, m, CeH3)
VII C1oH;sN40O 71.35 5.44 17,35 162...165 0,64 2,55 (3H, c, 4 -CHa); 2,68 (6H, ¢, 3'- u §'-CH3); 4,4 (2H, c, CH2CeH5s); 6,42 | 52
71,68 5,70 17,60 . (1H, ¢, 4-H); 7,25...7,60 (6H, M, CsHs u 5'-H)

Crextpsl coguuenmit 16,8,y 1116, IV, V, VII sanncaust B CDCI3; lla — CCl4; Illa ~ CD2CI2; VI — CD30H,




SKCHEPUMEHTAJIBHAYL YACTH

Cruexrps: IIMP zaperucTpuposars: Ha npubopax Varian T-60 u Bruker AC-200 (coemumerue V) B
CCls, CDCl3 u CD2Cla, BuyTpesuumit cragmapt TMC, Macc-cextps! — Ha npubope IKB-2091 (IIse-
wust) TIpH SHepruM nosusanuy 70 5B, ¢ HpSMBIM BBOZOM BEINECTBA B MOHHBIN MCTOUHMK ¥ ABTOMATHYE-
ckoit 0BpaGorkoi paumbix #a OBM. Jms TCX wmcnomsaosausr mwracrunky Situfol UV-254, amoert
Genson—osTunaneTat, 3 : 1 (coemumenus Ha—s), ! : 1 (coepumenus Ir, IMia,6, IV u V), a takxke
Genzon—aietos, 4 : 1 (coenumenus VI, VID.

2-Beusmi-4-MeTni-6- (3-Merwt-4-R-5-oxcunupazos- | -wr) mupuManmss: Ha—r. B 10 it staso-
na, copepxxamero 0,02 MOMB 5TWIATA HATPMs, pacTBopsioT 0,02 MOIs COOTBETCTBYIOMIETO THIIOBOTO
5(bupa aneToOyKCYCHOH KMCAOTH! ¥ 10chAe 15 Mua Harpesanus fosusaior 4,28 r (0,02 Mois) 2-Gensui-
4-runpasuno-6-merwnrrpumurnvaa [1] 3 40 vt srasona u xanee xkungrar 18...20 u. TIo oxoHuasmH
CTIMPT OTTOHSIOT AOCYXa, AOMMBAIOT SO MI BOAbI, HEATPAIMSYIOT pa3baBieHHOM CONMHOM KUCIOTOHR U
sKcTparupyoT xnopedopmom. Llocne BoicymmBanus CyabpdaTOM MarHus ¥ OTIOHKY PaCTBOPHUTICHS A0~
JNMBAIOT rEKCAH, BRIIABNIME KPUCTAIUIB! OTMMIIBTPOBBIBAOT ¥ NEPEKPUCTAILIM3OBBIBAIOT U3 BOXHOTO
criupra (cM. Tabamny).

Macc-cniekrp, m/z ( ota., %).

Coenumenue Ia, 280 (100), 279 (9), 239 (3), 226 (3}, 199 (3), 198 (8), 197 (3), 184 {(4), 183
(5),150 (53, 91 (185.

Coenuuenve TI6. 322 (34}, 293 (100}, 226 (2), 198 (1), 183 (2), 91 (30), 77 (4),76 (3), 75 (2),
63 (2), 51 (4).

Coenumenwve IIs. 336 (31), 293 (100), 226 (1), 198 (1), 183 (1), 135 (1), 91 (20), 67 (3}, 66 (2),
65 (2),.41 (4). .

Coemumenze Or. 320 (100), 318 (16), 305 (7), 293 (40), 279 (6), 278 (6}, 250 (6), 226 (8), 198
(6), 147 (8), ¢1 (53).

2-Ben3mwr-4-merii-6-(3,5-AuMe TEUIAPAa30i- | -iy) mupmvuuas: [a,6. KurarsT ¢ BOZOOTAe M-
teaem Huna—Crapka B 100 vx 6ex3002 JO Ipexpamienus BeiNeeHys Boxel 0,25 MOMb FMIpasUHEOM-
prMpTEEa | Wk ero S-asumampoussoneoro, 2 ¢ (0,02 mons) aneturanerona u 0,1 r n-Toryoacymsdo-
KMCHOTHL. PacTeopuress OTroEsOT, moamBaieT 20 Mi rekcana, QuIbTPYOT U yHapuBaHuem u3 GuibT-
parta TeKCana HoxyuwaioT seniectso Hia PIJM HI0 (nanusie 5 tabmuue). Macc-criextp coepuneaud Ila,
m/z {I otu., %): 278 (100), 277 (38), 263 (13}, 237 (3), 236 (6), 187 (3), 183 (3}, 182 (4), 95 (5),
91 (22), 65 (4).

2-BeH3AI-4-MeTHI-6- {5-MeTHI-4,5-Erragponupason-1-wmepemurzs (IV). Axajgorudno
npemsaymeMy Kungtar 6 4 8 80 M abcomornoro Gemsoina cmecsd 3,2 1 (0,015 M0mp) rApasMHONMDY-
wyguEa I, 1,4 ¢ (0,02 Moms) XpoTOHOBOrO assaeruaa, 0,1 r n-ronyoncynsdoxucaors: u (4,03 rruapoxu-
uoma. Iocre orroExH Hensona X OCTATKy moymeaor 20 mui aGCOMIOTHONO 3TAHONA M Jajiee PACTBOD
3TWIIATA HATDMS, OPUTOTORIeHHOrO u3 §,345 r (0,015 Moms) marpug u 10 Mx a6COM0THOTO STAHONA,
xurzsrraT eme 18 4. 110 OxOH9aHuY OTTOHSICT CIIMPT, ROMMBAIOT 50 MII BOIB!, HEHTPATHU3yIOT pasbaBies-
w0t {1 : 1) consmOM KMCIOTOH, SKCTPArEPYIOT X20po(OpMOM, BBITSDKKY CYINAT CYsb(haToM MATHM.
Tlocre yaanesus pacTBODMTENs AOIMBAIOT 15 M rexcana ¥ GUIBTPYIOT BIABIIME KPUCTAIIBL (CM.
Tabmy) .

2-Ben3ni-4-MeTan-6- (4-MeTAR-5-0kCr-2, 3-AArAApOnEpasol- -y nupuvEas (V). Kunstsr
6 4 npu nepemMemusanuy B 60 M abcomotaero sranona 0,02 Mons sTunara Hatpus, 2,2 r (0,022 monn)
MeTHIMETAXpIAATE, 3,2 T (0,015 Momp) rumpasuEonmprveIuEa 1. T10 OKOHUAHMY OTTCHSEOT CIMPT,
THOMMBAIOT 25 MJI BEOAbI, HEATPAJM3YIOT COMSHOM KUCAOTOM, IKCTPArupyioT xopodopmom, Xaopodop-
MEHHBIE BBITSDKKY CYIIAT CynbdbatoM marsusg. [Iocre BemapuBanis PacTBOPMTERS FOMMBAIOT 20 M
TeKCaHA ¥ BBINABIIAE KPUCTATITET OTdMIBTPOBSIBAI0T {CM. Tabmuxy) . Macc-crekTp coeguuesus V, m/z
(I otH., %): 282 (100), 240 (12), 226 (5), 225 (2}, 212 (3}, 199 (9), 198 (13), 184 (35), 183 (18), 91
(50}, 67 (283, 65 (10).

2-Bensmr-4-MeTia-6-[3-mermi-4- (2,3-qubpovnponiro-1) -5-orcunmpaso- | -ua | TEpEMEEE
(VD). IIpu nepememmBanuy X pacteopy 1,6 r (0,005 momn) 2-6enawn-4-metun-6- (4-amwmur-3-merei-
S-oxcumupason-1-wn) mupumegiuaa i 8 30 Mot xsopodopma gobaenszor o xkamism 0,8 r (0,005 moms)
Gpoma. TTo oxorruanuy kume st 30 Mes. OTrOESOT XI0podhOPM, OXAANKAAIOT, JOAMBAKOT FeXCaH, BHIIAB-
e XPUCTAILTH OThMILTPOBBIBAIOT. Tlomyuaror 23 T (96%) coemrmenus VI (cM. Tabmry).

1-(2-BeH3ui-4-MeTuIMpEMAREH-6-1i} - 3,5-umMetandypo[3,2-d] umpazon (VIL). K cnmproso-
My DacTBODY 3THJIATA HATPHS, IPUIOTOBNEHHOMY 13 0,46 r (0,02 Monp) Hatpus u 30 M1 aBco/moTHOrO
STARONA, HOMMBAIOT 20 MJI 5TaHONBHOrO pacTeopa 1,44 r (0,003 mMons) mubpomuponssofsoro VI v Ku-
msrrsT 18 w. OTroHsroT CoMpT, HEMTPAIU3YIOT CONSHOM KMCHOTOM, SKCTPATUPYIOT XI0podopMOM M CYMaT
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CyNAs(atoM MarHus. PacTBOPUTENS OTTOHSIOT, JOMMBAIOT TEKCAH M PACTHUPAIOT. BhIenuBIIMecs Kpu-
CTaJUIB! OTQRILTPOBBIBAKOT ¥ cymat. Yomyuator 0,5 r (52%) coemuuenms VII (cM. Tabmry).
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