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CUHTE3 U CBOWICTBA 2-3AMEIEHHBIX
1-APWJI-7,8-IATHUIPO-6H-ITMPUMU O [4,5- 5] ITHPUHITH-4-OHOB

2-Apun-2-metun-7,8-aurunpo- 6H-nupumupo [4,5-b] nupusame-4-0Hb1 0py B3au-
MOREHCTBUY C aVIMPYFOIIMMHM aTeHTaMM AIMIIMPYIOTCS IO METHIIBHOM FPYIIIIE, 4 TAKXKE
ECTYNAIOT B PEAKHUIO C AMITUIOKCANATOM. l-Apun-2-desanmin-7,8-guruxpo-6H-
mupumMupo [ 4,5-b) nupunnmnu-4-ousl nox gericteueM xouu. HoSO4 mopsepraiorcs pe-
ruxpararuy. Ha ocaosanvu [IMP u YO CrnexTpOB CIEaH0 33aKII0UEHYE O CYILECTBOEA-
Huu 1-apwn-2-aneroumn(dbenanyn) -7,8-gurunpo-6H-mupuvuzo [4,5-b] mupurpps-4-
OHOB B BMIE XBYX TayTOMEPHHIX (HOPM C CUIBHBIMYU BHYTPHUMOICKYJISIDHBIMU
BOZIOPORHBIMY CBA3SIMU XENATHOTO TUIIA — €HAMUHOKAPOOHVUIIBHON M EHOJNBHOL.

B ompoM #3 HammMxX HOpeNpIylInxX cooOmemmit [1] OBUT ONHMCAH CHHTES
1-apma-2-metwn-7,8-aurunpo-6 H-upumuno [4,5-6 Inupmanua-4-000B,  JIETKO
IOABEPTAIOMUXCY KOHACHCAINH C AMbACIAIAMY [0 AKTUBHON METHILHOHN IPyIIIe
B nogoxernn 2. C nesbo aIbHeHInero UCCASA0BAHaNY PEaKIMORHON CIIOCOOHOCTH
METIJIHGHOM TPYOOBL B STHX COCAMHEHMSIX HAMHA OCYIIECTBJCHBI DPEaKIwu
ANWIMPOBAHAS M H3YUYEHBI CBOMCTBA MOJIYUEHHBIX BEIIECTB.

Wccnenosanus mokasanu, uro coequucnne [la npm Harpesanmu ¢ @30BITKOM
YKCycHOro aurmppmxa (Merox A) moxsepraercs AUETWIAPOBAHUIO H
npespamaercs B l-derun-2-aneronwi-7,3-purmapo-6 H-mapumuno [4,5-5 Jou-
pusnus-4-08 (IIla, ta6u. 1). Coenurenue [11a ¢ MeHBIIEM BEIXOAOM 0Opasyercs
P KANGUEHWH aMuaa 2-asmmmeo-0,7-murmnpo-SH-rmupuapms-3-kapOoHoBOi
xkacaorel (I) [2] ¢ YKCyCHBIM AHTHAPHAOM B MPHCYTCTBHM OE3BOXHOrO ameraTta
Harpug (Meron b).

0]
CONH.

I x z = l N

P S

N NHCH - N Me
) I
| / Tla-x coE
0O
B A

0 Z I
SN N [
=
I /II\L e I
Y
N 1}1 CH,COR! Fh
CHR
Hla—e =
Va6 R

I, I11a,6 R=H, sR=p-OMe,r R=p-Br, iR =p-Me, ¢ R=m-Me; ]]IaRl=Me,
6,8, R =Ph, 1R =NHPh, e R' = COOEt; IVa R=H, 6R=Br
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Xapakiepuctuka CHHTE3MPOBAHHBLIX coeguuenumit Illa—e, IVa,0

Tabawna 1

(}:‘2;2%_ &%};E;; Haiiteno, % Boiuucneno, % Loy, °C Yo crextp, lmax e 6)'2 I Bbl{;}oﬂ,
C H N Cc H N
I1a C19H17N30, 71,21 5,56 13,29 71,49 5,32 13,16 292...293 0,86 72
1116 Cy4H9N30, 75,51 4,68 11,28 75,21 4,98 11,01 199...201 : 0,51 46
1Is Cys5H51N304 73,27 4,90 10,02 73,02 5,11 10,21 226...228 271(4,03), 330 (4,34), 372 (4,18) 0,82 72
IIIr* Cy4H15BrN30, — - 8,81 - s 8,57 284...285 : 0,43 61
Ig Cys5HgpN4O, 71,65 5,01 13,03 71,45 5,23 13,32 171...173 255 (3,91), 319 (4,02), 355 nn (3,53) 0,76 86
1Ile CyoH3 1 N3Oy 67,29 5,68 10,98 67,54 5,37 10,73 157...159 255 (3,79), 318 (4,05), 356 (3,70) 0,73 85
IVa Cy4H17N30 79,67 4,35 11,78 79,35 4,68 11,56 242...243 227 (4,45), 293 (3,90), 384 (4,33) 0,94 62
1V6 Cy4H14BrN30O - o 9,16 o= - 9,49 271...273 228(4,51), 288 (3,94), 386 (4,31) - 68

st coepuuenns HIr Haifneno, %: Br 16,56, Buiucnedo, %: Br 16,30, Ilns coenuuenus 1V6 maitneno, %: Br 17,79. Buiuucineno, %: Br 18,07,

*

Y& cnexrp coepunenus lla,

max (Ig€): 220 (4,45), 315 (3,90).

Coekrprt TIMP cunresnposanubx coepuuenuii IHla—e, IVa,0 B CDCl3

Tabaunma 2

Coenu- ‘ XMMKYECKHE CIOBHIH, 5, M. u.‘z
HeHnue CH3 (6,8), M (4H) CHj3 (7), M (ZH) CH3, ¢ =CH, ¢ HapoM: M Hyl’lﬂpﬂ}ly c Hxenarnoro uuKaa ©
IIfa 2,62...2,99 1,99...2,29 1,84 4,37 7,09...7,64 8,14 14,09
1116 2,59...2,97 1,85...2,1§ Y- 4,89 7,24...7,89 8,15 14,67
HIs 2,65...2,93 1,85...2,30 3,87 5,12 7,00...7,60 8,09 14,57
IIIr 2,62...2,98 1,92...2,33 — 5,11 7,06...7,57 8,26 12,94
Ip* 2,60...3,07 1,85...2,18 2,24 3,76 6,84...7,60 8,33 13,17
IlTe 2,64...2,97 1,88...2,18 2,26; 1,21 1 3,83 6,64...7,58 7,92 10,39
IVa 2,45...2,82 1,58...1,84 - 5,07 7,02...7,58 8,04 —
— IV6 2,28...2,62 1,64...1,89 — 4,91 7,06...7,69 8,27 -

+
+2

Curdans rpynnst NH Habmopatorest npu 7,98...8,18 m. g,
Crnextp coenunenns HI6 cusr 8 JIMCO-Dg,




Harpesamme coenmuennit [I0—r ¢ OSH30WIXIOPHAOM ¥ TPUSTIIAMEHOM
B cyxom Gemsome wnpwsogmr X l-apwi-2-¢erammn-7,8-murmmpo-6H-
mpuEMERC [4,5-b Jnupuanun-4-omam (11I6—r). Ilpn B3auMmope#icrery coenwHE-
mag 1o ¢ demwrmsonuagatoM B Oemzone obpasyercs 1-tomma-2- (N-derwmr-
xapbamomnmeran) -7,8-guragpo-6 H-mapumuno [4,5-5 Inuprsnaa-4-o8 .
Coenmmenue Ile B peaknumm CIOXHOI(OUPHON KOHACHCAIME C AUSTWICKCAIATOM
B NPHACYTCTBMM STAJATA HATPHS B OC3BONHOM OSTAHOJNE IPEBPATIAETCS
B 1-(3-tonmn)-2-sTokcammameTrnn-T7,8-qpurugpo-6 H-muprvuno [4,5-5 ]-
nupuangue-4-on (Ille).

JlerxocTh NMpOTEKAHMS JAHHBIX peakimii 00yCIOBJICHA BEICOKOM HOIBYIKHO-
CTBIO ATOMOB BOJOPOA2 METHJIBHOM FPYINH B HOIOXeHmW 2 coenmHesmi Ila—n,
KOoTOpasl sBAdeTcs caexcTsuem runepkonstoranuu B cucreme O=C-N=C-CHs.
MermaeHopad Tpymma B LOMOXEHWMEH § o0nxagaer 3HAUWTENRHO MEHBIDEH
CH-KXHCIOTHOCTBIO B HE B3aMMOKEHUCTBYET KaK C AMJINPYIOMAMA areHTaMu, TaK
u ¢ anppermmamu [1].

CrTpocHuE CHHTE3WPOBAHHBIX COENMHEHWH mW3yueHo ¢ momompo Y@, MK
u IIMP cnexrtpos. B Y® cnextpax I1IB,e B ormauume ot TakoBsix s [la (1abm. 1)
pabmonaercs 6aTOXPOMHOE CMEUIEHHE W MOSIBACHWC JOIOMHHTEIbHOH IIMHHO-
BOJTHOBOM IIOJIOCH, YTO CBS3aHO C YBEJUUYCHUEM HENHE CONPIKCHU.

Haymume 3 coexrpax IIMP coenmuenmii IIla—e (rabn. 2) curHanoe npm
3,83...5,12, 06yC/IOBICHHBIX TH/ICHOBHIM IPOTOHOM, ¥ mpw 10,39...14,67 M. 1. —
IPOTOHOM XEJATHOIC [WKJA, CBUHETEABCTBYET O TOM, 4YTO OHM CYHIECTBYIOT
B BHAe cHaMmHOKapboHmmbHOr0 (A) W mMuHOEHOIBHOrO (5) TayTOMEPOB
C BHYTPUMOJIEKYISPHOM BOXOPOMHOM CBASBIO.
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B UK cmextpe coemmmenms [l[la mpmcyrcreyer moaoca mpm 1685 o L ,

oBycnoBAEHEAS TOMIOMEHWEM Kerorpymmsl B mojgoxemmm 4. WK  coexTpsr
OCTaJBHBIX COCAMHEBMI TAKXE COOTBETCTBYIOT NPHUIMCAHHOW MM CTPYKTYpE.
Konebarus ceiaseit N—H, xoTophie MOXHO OBUIO OXHUAATH B CAyYac HEXETATHHX
NH-rayromepos, He Habmomatrorcs. Takmm ofpasoM, xampEme IIMP =
VK cHEeKTpOCKOmAH MO3BOJISIOT 3aKII0UNTh, uTo Hexenatane OH- n NH-rayro-
Mepsr g coepuaeHni [1la—e npakTuuecku OTCyTCTBYIOT.

Coeguaerns 1116,r nox aeficreueM komm. H2S04 mpm 20 °C momeepraroTcs
OHEKIA3a0A € o6pa3013aHneM S-apmn-8-oxco-8, 1 4-murEapOn MK IONEHTAHO-
[2,3 Jmapumno[2,3-a}-4,11-dbenanrpommaos (IVa,0), B cuekrpax IIMP xortopeix
B OT/YHEE OT MCXOTHEIX BEIIECTB OTCYTCTBYIOT CHTHAJIBI HPOTOHA XEIATHOTO
I¥KA, a curEan nporona rpymmss =CH- caemraerca B cnaboe mone. YO cuexTps
STEX COEMUHECHMIA CMEINEHB OATOXPOMHO U0 CPAaBHECHWIO CO CHEKTPaMHu
coenmeermii Ila m III, a Ttakxe l-demun-2-crupun-6,7,8,9-rerparmnpo-
rupuMuro [4,5-b IxwronmHE-4-0H4 [3], uTo CcBY3aHO C aHHeJH/IPOBaHHEM HABYX
INECTUUYICHHBIX APOMATHUECKUX KOJET. :

OKCHEPHMMEHTAJIBHAY YACTD

UK criextpst cusrsl Ha ipubopax UR-20 u Speéor,d M-80 B BazenunoBoM Macie, YO crexTpsr —
Ha npubope CP-16 B sranone (C=1 -+ 10~ M). Crextpst IIMP nonyuens: 5a npubonpe B5-587 A
(80,023 MTn, Tesla) npu 20 °C mng 5% pacTBOpOB COEOMHEHMI, BHyi'pemmi/'i craupaptr IMIC; TCX
mpoBoMmH Ha mwiactuskax Silufol UV-254 (6yranon—6Genson, 1:1).
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1-Denun-2-anetonunn- 7,8-marupo-6H-nuprmuno] 4,5-b mupurmaa-4-oa. (I0a). A. Harpesaror
npu 140 °C B teuersue 4 u pacteop 2,77r (0,0lmons) 1-benun-2-metun-7,8-gurunpo-6H-
nupumuno [4,5-b] nupunnui-4-osa B 10 M yKCycHOro aHTMapuna. BeUIMBAKOT B BOAY, OCAAOK OT-
HIBTPOBLIBAIOT ¥ KPUCTAJLIM3YIOT U3 TAHOIA.

B. CMech 2,53 1 (0,01 Monp) amMupma 2-ammmua0-6,7-xuruapo-SH-nupusaus-3-kapGoHOBOH Kuc-
sotsL, 0,8 r (0,01 Moap) 6e3B0ORHOrO aueraTa HATpUs 1 10 MJI YKCYCHOTO aHTMAPUAS KuIarsT 9 4, 3ateM
BBUIMBAIOT B BOAY M BBIIABIIMIL OCAI0K KpUCTAWM3yoT. Iomysator 1,53 r (48%) coepuuenus Iia.
Trn 292...293 °C. Cmemansag npobda wiasienuyd ¢ semecteoM 1112, moTydeHHsIM B YCIOBMSIX OOBITA A,
JENPecCUM He Taja. )

1-Apmi-2-denamun-7,8-yarmapo-6H-mapuvuno[4,5-b] nupuaua-4-ous  (I116—r). Pac-
TeopsroT 0,01 Mons coepuuenus JI6—r B 50 M cyxoro 6ersona, fobasnsror 0,2 MJT TPUATIWIAMHUES K
pacrsop 0,01 mons Gensomrxsopuaa B 3 M cyxoro Genszona. CMecs kungrar 10 u. O6paszosapmmiics
0CaZOK TMFPOXJIOPUAA TPUITHIAMMEA OTUIETPOBBIBAIOT, GEH307 UCTIAPSIOT, OCTATOK KPUCTAJUTUSYIOT
M3 STAHONA. :

- (4-Tomwn) -2- (N-pesankapbamonameTin) - 7,8-nuruapo-6H-mupumvmno [ 4,5- bl nupusaaua-4-
or (IIx). Pacreop 2,91 r (0,01 moms) Ha u 1,2 r (0,01 moms) demmmsonuanaTa B 20 Mu cyxoro
Gensosra xusTaT 2 4. PaCTBOPUTENS OTTOHSIOT, OCTATOK KPUCTAJUIMIYIOT M3 DTAHOMNA.

1-(3-Toumn) -2-3TOKCANUIMETH AT, 8- AurAnpo-6 H-wnprvuno [4,5-b] nupuagua-4-08 (1le).
Pacrsop 2,91 r (0,01 o) coegunenus Ie, 1,46 r (0,01 mMoms) pusrmnokcanara u 0,68 r (0,01 momns)
sTHaTa Barpus B 20 M1 6e3BONHOTO TAHOIA KUITIT 5 4, OXJIaXKAaI0T, obpadarTesaor 109, pacteopom
HCl, semasmvit 0CaI0X OTHHILTPOBBIBAIOT, CYLIAT, IPOMBIBAIOT 3DUPOM M KPUCTAILTMIYIOT U3 STAHONA.

5- Apai-8-0kco-8, 1 4-guraponuk aonentano [2.3 Jnupunol2,3-a} -4,1 1 -penanrpomuas: (IV a,0).
Pacreopsior 0,01 moxb coepunenus HIG,r 8 2 v AcOH, pobasmsror 10 M xonn. HaSO4. ITocsne crogrums
B teuenue 72 u mpu 20 °C cMecs pazbaBAsioT BOXOM, BHINABIIMI OCAmOX onbmm&rpoamsaron
obpabatesator. 109, pacTteopoM KapOOHATAZ HATPHI, BONOH, CYIIAT M KPUCTAJUIM3YIOT M3 JHUMETHI-
dbopmamua.
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