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XWMHA3ZOJHAI-2-TY AHU THDbI
B PEAKIINGX 'ETEPOIUAKIIMI3AIIVIN

1. B3AMMOJENCTBUE C AMUHOKUCIOTAMIU

Kongpencanueit 6(7)-R-4-MeTHIXMHAZOIMN-2-TYaHUAMHOB ¢ (I-AMUHOKUCIOTAMU
CHHTE3UPOBAHbI 2-THAPOKCUKMHUAA30IE, 4 C aBRTPAHUIOBOM KUCIOTOM — COOTBETCTBYIO-
e 4-rufpPOKCHUXUHASOIIMHBL.

Hamu ycramoesmeno, uro 6(7)-R-4-MeTmaxuHazommI-2-ryanuguasl la—e
JIETKO KOHACHCHDYIOTCS ¢ q-aMMHOKHMCIOTAMY TIPY KWIITYEHWHN B Bope. Peakums
WAET OO0 TYaBUOWHOBOMY (PparMeHTy € BHOCACHHEM aMMAaka depes
npoMexytousoe ofpasopanme mvuHokucaor II. Ilocnegmme umrmsyorca ¢
OTIIEILICHUEM BOJBL B COOTBETCTBY 0mme 2-[6(7) R 4-mermnxumasomn-2 Jamu-
HO—5—I‘HZIpOKCPI-4-R2—I/IMH11330JH:I IIla—e. Ha cymecTROBaHME HOCAECHHUX B
rugpoxcudopme (A), a ae B orcodbopme (B) ykasmBaoT gaHaNe cuekTpos [IMP
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I—ITa,x R =H, § R = 6-Me, s R' = 6-OMe, rR' = 6-OFt, 1 R* = 7-Me, e R* = 7-OMe,
a—e R?=H, x R?= CH2Ph

(rabn. 1), B KOTOPHIX OTCYTCTBYKOT CHTHANE! IPOTOHOB METWJICHOBHX WM
metaHoBoi (B cayuae [IIx) rpynn mMunazonmHOBOTO (hparMeHTa.

AmanormuHO OpOTEKaeT peakuus 2-TYaHEOMHOXWHASOIWHOB la—e ¢
aHTPAHUIOBOM KHUCIOTON. B 5TOM Ciryyae MpOAYKTAMH IUKJIM3ALUWHA SBISIOTCH
coorsetcTByromue  2- [6(7)-R-4-mernnxuHazonmi-2 JaMaHO-4-THADOKCAXAHAZ0-
el [Va—e.

4-Tuapoxcadopma coeamuacHmiA [Va—e cornacyercs ¢ JAETEpaTypPHBIMN
namEeM# |1, 2] ® noarsepxmaerca cmekrpamu IIMP (tabn. 1), B xoTopsix
Habmogaerca CATHAJA OPOTOHA TOIBKO omHoM rpynnst NH, a cursan rpyrmsr OH
cMemed B (1a0oe mOJAE W NEPEKPHEBACTCE MYABTUIUICTOM APOMATHYECKEX
TPOTOHOBE.
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Tabnuma 1

Cmexrps! IIMP xunazomramaaOrMINa3010B [1la—X ¥ XWAAa30MIaMIHOXHHA30MHOB [Va—e

(:IZ;I:: XUMMUIECKUH CIOBUT, 6, M. I.

Ila 2,75 (3H, ¢, 4'-CHa); 3,68 (1H, ¢, OH); 7,3...8,0 (5H, M, Hapon); 8,10 (2H, ym.
¢, NH)

16 2,41 (3H, c, 6'-CH3); 2,70 (3H, ¢, 4-CHz3); 3,70 (1H, ¢, OH); 7,1...7,8 (4H, M,
Hapom); 8,15 (2H, yi. C, NH)

Ois 2,80 (3H, c, 4'-CH3); 3,58 (1H, ¢, OH); 3,95 (3H, ¢, 6'-OCH3); 7,3...7,7 (4H, M,
Hapom); 8,10 (2H, VI C, NH)

Hir 1,50 (3H, 1, 6'-OCH,CHB3); 2,90 (3H, c, 4'-CH3); 3,72 (1H, ¢, OH); 4,32 CH, 1,
6'-OCH>CH3); 7,4...7,9 (4H, M, Hapon); 8,10 CH, ym. ¢, NH)

g 2,40 (3H, ¢, 7-CH3); 2,72 (3H, ¢, 4'-CHz3); 3,68 (1H, ¢, OH); 7,1...7,8 (4H; M,
HapoM); 8,10 (ZH, Yo ¢, NH)

Hie 2,72 (3H, ¢, 4 -CH3); 3,71 (1H, ¢, OH); 3,91 (3H, ¢, 7-0OCHa3); 6,9...7,9 (4H, M,
Hapom); 8,10 (2H, ym. ¢, NH)

11154 2,87 (34, ¢, 4'-CH3); 3,15 (1H, n, OH); 3,45 (2H, a, CHy); 7,2...8,1 (9H, M,
Hapom); 8,10 (2H, ymr. ¢, NH)

IVa 2,80 3H, c, 4-CHz3); 6,4...8,1 (9H, M, Hapom, OH); 8,30 (1H, yim. ¢, NH)

1ve 2,40 (3H, ¢, 6'-CHz3); 2,75 (3H, ¢, 4-CH3); 6,4...7,8 (8H, M, Hapon, OH); 8,20
(1H, ym. ¢, NH)

Vs 2,78 (3H, c, 4-CH3); 3,55 (3H, c, 6'-OCH3); 6,4...7,9 (8H, M, Hapon, OH); 8,30
(1H, ym. ¢, NH)

Ivr 1,52 (3H, T, 6'-OCH>CH3); 2,90 (3H, c, 4'-CHz3); 4,30 (2H, 1, 6'-OCH>CH3);
6,4.--7,8 (SH, M, Hapom, OH), 8,30 (IH, yur. ¢, NH)

IvVa 2,35 (34, c, 7'-CHz); 2,80 (3H, ¢, 4-CHa); 6,4...7,7 (8H, v, Hapor, OH); 8,30
(1H, ym. ¢, NH)

Ve 2,75 (3H, ¢, 4'-CH3); 3,58 (3H, ¢, 7-OCHa3); 6,4...7,9 (8H, M, Hapon, OH); 8,20
(1H, yw. ¢, NH) E
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IV aR'=H, 6 R = 6-Me, 8R! = 6-OMe, rR' = 6-OFEt, xR! = 7-Me, e R1 = 7-OMe

XapaxkTepUCTAKE CHHTEC3MPOBAHHBIX XWHA30IUIAMIHONMIZA30710B 11la—X
XWHA30IMIAMAROXMHA30MHOB [Va—e mpencrasaeHst B 1adi. 2.

IKCIIEPUMEHTAJIbBHASA JACTH

KouTposns 3a x010M peaxuvil ¥ MHAMBURYAIBHOCTBIO NOMYYCHHbBIX BEMIECTB OCYIECTRISTY METO-
oM TCX ma mwracrumkax Silufol UV-254, smoenr metanosn. Coextpst [IMP cuuvasnu Ha ripubope Bruker
AC-300 (300 MI'u) 8 IMCO-Ds, suytpenumii cranaapr TMC; Macc-ClieKTPSI OJIyYeHbl Ha Ipubope
LKB-9000, sueprug noHu3upyIomHMx yiexrposos 70 3B.
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Tabnuua 2

Xapaxrepncmm XWHA30JHIAMAHONMKIA30JI0B B XMHA30MIaAMMHOXHHA30IWHOR

Coe; B . % ]
HCHJ;P;- @%y;ry;'a Bbmﬂcneﬂo’ * Tm’ GC BBD{OH’ %
M* ol H N

la C12H11N50 241 59,75 4.56 29.05 244...246 56
241,25 59,57 4,71 28,93

16 Ci13H13NsO 255 61.18 5,10 27.45 269...271 66
255,27 61,31 5,03 27,32

His C13H13Ns502 271 57.56 4.80 25.83 >350 71
271,27 57,37 4,66 26,00

Iir Ci14HisNsOz | 285 58.95, .26 24,56 244...246 55
285,31 58,90 5,38 24,46

iz C13H13NsO 255 61.18 5,10 27.45 199...201 81
255,27 61,34 4,92 27,37

Ile C13H13Ns02 271 57.56 4.80 25.83 258...260 70
271,27 57,47 4,94 25,77

x| CioH17NsO 330 69.09 4.85 21.21 234...236 27
330,37 69,21 4,72 21,30

Iva Ci17H13Ns50 303 67.33 4.29 23.10 255...257 20
303,32 67,17 4,46 23,16

Ive C18H15Ns5O 317 68.14 4.73 22.08 205...207 50
317,35 68,29 4,60 22,23

Ve C18H15N502 333 | 64.86 4,51 21.02 315...316 46
333,35 65,00 4,39 21,20

IVr C19H17N502 347 65.71 4.90 20,17 198...200 37
347,37 65,88 4,83 20,18

IVp Ci1sH1sNsO 317 68.14 4.73 22.08 265...267 29
317,35 68,29 4,85 22,10

Ive C18H1sNs502 333 64.87 4.51 21.02 224...226 41
333,35 65,00 4,39 21,13

Ycxommsie 6(7)-R-4-MeTWIIXMHA30MII-2-TYaHUAMED la—€ CHHTE3NPOBAHBI IO M3BECTHOH METO~

xuxe [2].
2-{6(D) -R—4-M€THJIXI/IH330JIPUI~2]aMKHO-S-rmpOKCH-4-R2-HMHJIaSOHBI
0,01 MOJB COOTBEICTEYHOIIErO XMHA30mmaryanuausa la—e u 0,012 mMomp ¢-avusokucioTe: B 100 mx

(dila—x).

CmMmecs

BOHBI KMISTAT 4...6 4, 0XJ1aXa10T, 0CaoK npogykTa 1] 0TdUNbTPOBBIBAIOT M IIEPEXPUCTATLIM3OBBIBAIOT

U3 AMOKCaHa.

2-[6(7)-R-4-Memrmuxunazoni-2 jamumo-4-ruapokcuxunazommus (IVa—e). Cueces 0,01 Mom
COOTBETCTBYIOIIETO XMHAZOIMITyaHumua la—e 1 0,01 Moxs auTpaHMIoBoi KuCHoTs! B 30 M AvMeTHI-
cymsdhoxcuna serepxxusaiot npu 100 °C 8...10 u, 0X#axAaioT, BBUIMBAIOT B BOAY, OCAJI0K IPoyKTa IV
OThUIBTPOBBIBAIOT M [IEPEKPUCTAIUIMSOBLIBAIOT U3 IMOKCAHA.
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